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BBEJAEHHUE

Axmyansnocms mempt. 110nCK HOBBIX JIEKApPCTBEHHBIX CPE/ICTB SBISAETCS BOXKHEHIIMM HaIllpaB-
JICHWEM B Pa3BUTUHU OPTaHUYECKON W OMOOpPraHWYEeCKON XUMHUU. [ 'eTeporuKiIndeckue coenHeHus,
B YaCTHOCTH, MUPUJMH M €r0 KOHJICHCHPOBAHHBIC aHAJIOTH, 00JaJal0T pa3HOOOpa3HBIMU BUIAMU
OMO0JIOrNYEeCKON aKTUBHOCTH M BXOJAT B COCTaB MHOI'MX JIEKAPCTBEHHBIX IpenapaToB, MpUMEHse-
MBIX B MEJMIIUHE.

Oco0oe 3HaueHue B IOUCKE OMOJOTMYECKH AKTUBHBIX COCAMHEHUN B Py KOHJIEHCUPOBAHHBIX
NUPUAMHOB NPUOOPETAIOT NMEePerpynuupoOBKY MUPUIAMHOBOTO KOJbIA U CHHTE3 HOBBIX I'€TE€POCHUC-
TEM, YTO OTKPBIBAET IIMPOKNUE BO3MOKHOCTH AJISl OJYy4eHUs (PYHKIMOHAIBHO 3aMEICHHbIX NUPH-
JMHOB.

B cBeTe M3M0KEHHOTO BEChbMa aKTyaJbHBIMHU MPEICTABISIOTCS MCCIEIOBAHNS, CBSI3aHHBIC C pa3-
paboTKON MPOCTHIX M YAOOHBIX METOIOB CHHTE3a MPOU3BOAHBIX KOHACHCHPOBAHHBIX MUPUINHOB U
YCTQHOBJICHHEM OIPE/ENICHHBIX 3aKOHOMEPHOCTEH MEXIy MX CTPOCHMEM U NPOSBIAEMON aKTHUB-
HOCTBIO.

Jannast pabora sSBISIETCS YacThIO UCCIICAOBAHUI B 00JIACTH CHHTE3a HOBBIX KOHICHCHPOBAHHBIX
TeTePOIUKIMYECKIX CHUCTEM W HM3YUYCHHs CBSI3M MEXAY CTPYKTYPOH M OHMOJIOTMYECKOW aKTHB-
HOCTBIO CUHTE3MPOBAHHBIX COEJMHEHHH, MPOBOAUMBIX B Jaboparopun “CuHTE3a MCUXOTPOMHBIX
coeMHeHui” MHCTUTYT TOHKOM opraHuyeckoi XuMuu HaydHo-TeXHOJIOTrH4eCKOro eHTpa OpraHu-
yeckoi u (papmaneBrrueckoit xumuun HAH PA.

Lenv pabomer. PazpaboTka ynoOHBIX METOJOB CHHTE3a KOHJACHCHUPOBAHHBIX MUPUIUHOB U HO-
BBIX TETEPOLMKIMUYECKUX CHCTEM Ha UX OCHOBE, U3ydeHHE (PU3UKO-XMMHUYECKHX CBOMCTB, MOUCK
HOBBIX OMOJIOTMYECKH aKTUBHBIX COCIMHEHHUH B UX Psy, @ TAK)KE U3YUYCHHE CBSA3U MEXY CTPOSHU-
€M TIOJTy4YeHHBIX COCTMHEHUH C UX PEaKIIMOHHOH CIIOCOOHOCTHIO M OMOJIOTHYECKOW aKTHBHOCTBIO.

Hayunasa noeusna. B psny KOHIEHCHPOBAHHBIX NMUPUAMHOB OOHApy)Ke€Ha MHTEPECHas Iepe-
IPYNIUPOBKA, CYTh KOTOPOH 3aKII0YaeTcsl B PELUKIM3AlMKA MUPUANHOBOTO KOJbLa B KOHAECHCH-
POBaHHBIX MUPUAWHTHOHAX MOJ ACHCTBUEM THMAPA3UHTUIpATa U aMUHOB. BaKHBIM JOCTHIKEHHEM
ATOTO SIBWJICS CHHTE3 IEPCIEKTUBHBIX C TOYKH 3pEHHsS OMOJOTHYECKOW aKTUBHOCTH JHaMU-
HOIIPOW3BO/IHBIX KOHICHCUPOBAHHBIX MUPHINHOB, KOTOPBIE IPYTUMHU CITOCOOaMHU HEBO3MOXHO I10-
JTy4uTh. Pa3paboTaHbl METOIBI CHHTE3a HOBBIX TE€TEPOIMKINYECKIX cucTeM — upano|3,4-c][1,2,4]-
tpuasono[4,3-a]nmupununa, 7,8,9,10-terparuapo[1,2,4]rpuaszono[3,4-aJuzoxunonuna, 8-nupa3on-1-
wi-nupano[ 3,4-Clnupununa, 1-nupaszon-1-un-5,6,7,8-rerparuaponsoxunonuna. B xone uccnenona-
HUS a3U/I-T€TPa30JIbHON TayTOMEPUH B PsIIy KOHJICHCUPOBAHHBIX TIMPUINHOB BIIEPBBIC YCTAHOBIIE-

Ha BO3MOXHOCTH CYHICCTBOBAHHA a3UAOMUPHUANHOB B KPUCTANIMYECKOM COCTOSHHH, a TaKXKE



UCCIIEI0BaHa 3aBUCUMOCTb a3U1—TE€TPa30JbHON TayTOMEPUU OT PACTBOPUTENS, TEMIEPATyphl U Xa-
pakTepa 3aMmecTHTeNel. Pa3paboTaH MeTO MONydYeHUS KOHACHCHUPOBAHHBIX 3-I[MAHOMHPHINH-
2(1H)-oHOB U3 COOTBETCTBYIOLIMX THOHOB. MccaenoBana neperpynnupoBka CMaitica B 3THX CHC-
TeMax, a Takke MNOJPOOHO M3ydeH MeXaHU3M meperpynnupoBku. [lokazaHo, 4To B mpouecce me-
PErpynmnupoOBKH IPOUCXOIUT BbIJEICHUE IPOAYKTa OTIeIuIeHus. M3ydena neperpynnupoka J{um-
pOTa B MEHTAIMKJINYECKUX TPUA30JOMUPUMUIMHAX KaK B KUCJIOH, TaK U B OCHOBHOH cpenax. Jloka-
3aHO, YTO TMPHU PEUMKIU3AINHA B OCHOBHOW CcpeJie OJHOBPEMEHHO MPOTEKAeT HyKIeO(pUIbHOE 3aMe-
IIEHUE BO BTOPOM IOJIOXKEHUM MUPUMHINHOBOIO KOjblia. B pe3ynbpTare OMOJOrMUECKuX UCCieno-
BaHUI OOHApYXKEHbI HEKOTOPBIE 3aKOHOMEPHOCTH CBSI3U MEXy CTPOCHHEM COEIMHEHUN U UX Ono-
JIOTHYECKOW aKTHMBHOCTBIO, YTO CTUMYJIUPYET NaJbHEUIIHNIA TTOUCK JICKAPCTBEHHBIX CPENICTB B PALY
HCCIIETYEMBIX COEIMHEHHUI.

Ilpakmuueckasa yennocms. PazpaboTaHbl NpenapaTuBHbIE METOAbl CUHTE3a (DYHKIIMOHAIBHO
3aMEIICHHBIX TEeTEPOIMKINUECKUX cHcTeM — THeHO((pypo)[2,3-b]nupuaunos, nupumo[2,3-d]nupu-
muauHoB, mHpuao[3',2"4,5]tueno[3,2-d|lnupumuaunos, Ttpuaszomno[4,3-c]([1,5-c])tueno[3,2-d]mnu-
PUMHIMHOB, KOHIEHCUPOBAHHBIX C TUPAHOHOM, IIMKJIOTEKCAHOHOM U IIUKJIOTICHTAHOHOM.

B npouecce 6nonoruyeckux Hcciael0BaHUN BBISABICHBI HECKOJIBKO COEAMHEHUH, a UMEHHO —
N-u300yTiin(iian  3-MeTOKCUIPOITuI)-5-iunepuaun-1-ui-1,2,3,4-rerparuaponupumuio[4',5:4,5]-
THeHo[2,3-CluzoxuHonnH-8-amubbl 1 N-aMHUHONPOW3BOJHBIC KOHJCHCUPOBAHHBIX MUPUIAMHOB C
BBIPaXKEHHOW HEHPOTPONTHON U aHTUMHUKPOOHON aKTUBHOCTHIO, COOTBETCTBEHHO.

Ilybnuxayuu. OCHOBHOE COJiepKaHNE AUCCEPTAIIMOHHON paboThl M3710kKeHO B 19-u crathsx u 9-
U Te3Mcax JOKJIa10B KOH(pepeHIui.

Anpooayusa padomer. OCHOBHBIE TTOJOXKEHUS TUCCEPTAITMOHHON paboOTHI onoxkensl Ha: Il - 1V
MexayHapoHBIX KOH(EpEHIUAX MOJIOABIX y4ueHbIX “Chemistry Today” (Towmucu, 2012 r., 2013
r., EpeBan, 2014 r); Il Mexxnynapoanom HaydnoMm cummosuyme “New directions in chemistry of
heterocyclic compounds” (ITsturopck, 2013 r.); MexayHaponHoit konpepeniuu “Frontiers in
chemistry, Armenia” (EpeBan, 2013 r.); V Mexaynapoauoit kondepenuu CBC 2015 "Xumust
rereporkiInueckux coeaunenuii. Cospemennnie acnektsl” (Cankr-IletepOypr, 2015 r.); Kiacrepe
KOH(pepeHIMH 1Mo oprannueckoi xumun “OprXum-2016” (Cankr-IletepOypr, 2016 r.); Knacrepe
KOH(pepeHIMU 1o opranudeckoil xumuu “DOCC-2016" (Jombaii, 2016 1.); IV MexaynapoaHoi
HayuyHOU koHpepenun “Advances in synthesis and complexing” (Mocksa, 2017 1.).

Cmpykmypa padomel. [luccepranrionnast pabota uzyoxeHa Ha 150 cTpaHuIax KOMITBIOTEPHOTO
Habopa, COCTOMT W3 BBEJCHMS, JIUTEPATYpHOro 0030pa, 0OCYKIACHUS PE3y/IbTaTOB, IKCIEPUMEH-
TaJIbHOM YacTH, BBIBOJOB, CIHCKA IIUTUPYEMOH JTUTEpaTypsl (264 6ubOiauorpaguueckux CChblUIOK) U
npuiioxkeHus. Conep KUt 7 pucyHKoB U 79 Tabmui.

5



I''TABA 1. CUHTE3 U BUOJIOI'NYECKAS AKTUBHOCTb
KOHAEHCHUPOBAHHBIX ITMPUINHOB

(OB30P JIMTEPATYPHI)

HuTepec Kk XUMUHM U OMOJIOTUYECKUM CBOMCTBAM KOHICHCHUPOBAHHBIX MUPUIUHOB, B YACTHOCTH!
nupano[3,4-c]nupuauHos, 5,6,7,8-TeTparuApOU30XUHOIHMHOB, MUPHIO0[2,3-d]|IMpUMHINHOB, THPH-
no[3',2":4,5]tueno[ 3,2-d]nupuMUIMHOB, HEYKJIOHHO PACTET, TAK KaK CPEIU HUX BBISBICHBI BEIIECT-
Ba C BBICOKOM OMOJIOIrMYECKON aKTUBHOCTHIO. XMMHUH BbIIICYKa3aHHBIX METEPOLUKINUYECKUX CUCTEM
B JIUTEpaType MOCBAIICHA OOIIUpHAs JUTeparypa. B cBsi3u ¢ 3TUM B HacTosmeM 0030pe HaMH yJe-
JICHO BHUMaHUE OCHOBHBIM METOJaM CHHTE3a W OHOJIOrMYECKHM CBOMCTBAM YKA3aHHBIX BBIIIE

KJIaCCOB COGHHHCHHﬁ, OIU3KUX 110 CTPYKTYpPC K IPpEAMECTY HalllNX HCCIICIOBAHUH.

1.1. MeToabl CHHTE3a 1 OMOJIOTHYECKAS AKTHBHOCTh MPON3BOIHbBIX

nupano|3,4-clnmpuanna

[Tpou3BoHBIE TUPAHONTUPHUINHOB MPECTABIAIOT HECOMHEHHBI MHTEPEC B KayecTBE OMOJIOTH-
YECKU aKTUBHBIX BEIIECTB, IOCKOJIBbKY OHU MO CBOEH CTPYKType OJIM3KU K XUHOJIMHAM, H30XUHOIH-
HaM ¥ OCH3OMHpaHaM, SBISIFOIIMMCS HHTEPMEIUAHTAMU B CHHTE3¢ OMOJIOTMYECKH aKTUBHBIX COC-
nuHeHui. M3 BceX M30MEpPHBIX MUPAHOMMPUIANHOB HANOOJEe U3YUEHBI aaKalouAbl upano|3,4-c]-
MUPUIMHOBOTO PAZIa, KOTOPBIE BBIJCICHBI U3 PAaCTEHUN U OKa3bIBalOT YHUBEPCATbHOE OMOJIOTHYEC-
koe aetictBue [1]. M3 pactenuii BUAOB “TopedaBKu’ BBIIEICHBI alKanou bl reHimanud 1 [2,3], ren-

rmanaauH 2 [4], reanuarudetud 3 [5], rennpanuaun 4 [6], reanuranamus 5 [4] u onuBepun 6 [3].

H,C=
= 74 =
N~ (0] N~ O N~ O
O 2 O Me OH
1 3
H,C= CH,0OH
Me = = =
N (0] Na (@] N O
(o) (o) Me OMe
4 5 6

[TpowsBoaubie mupaHo|3,4-c|nupuanHa BXOAIT TaKXKE B COCTAB aJKaJOHWJIOB — PE3CPHUIINHA,
aiiManuIMHa, HaykiIepuHa, ayryCTHHA M KaMIITOTEIMHA M SBJISIFOTCS MUCXOTHBIMH COEIMHEHUSIMU

JUTS. CHHTE3a aJIKaJIOUI0B UHI0JIbHOTO psia [7-10].



1.1.1. MeToabl cHHTe3a MPOU3BOAHBIX MUPaHO[3,4-c|mUpUIMHA

[TpousBoansie mupano[3,4-clnupuauna 1-6 mojydeHbl Kak BbIICICHHEM M3 PACTCHHM, TaK |
CUHTETHUYECKUM ITyTeM. Hampumep, reHimannd 1 cuHTE3MpOBaH U3 5-BUHWI-4-METHITHUKOTHHOBOM
KHUCTOTHI (7) B3aumoieiicTBueM mocienHero ¢ 40 %-HbiM GpopMabIeruIoM B OCHOBHOM cpene [11],

a Tak)Ke KOHJEHCAIMEH S5-BUHUI-4-METHIHUKOTHHOHUTpWIA (8) ¢ AMATUIIOBBIM 3(UPOM IaBee-

BOW KUCIOTHI [12].

Me H,C=
COOH
= AN =
HC CH,O |
N/ N& (0]
1
Me H,C= TA
A o (COOEL), = | N COOE
N/ Na (0]
8

['eHnMana e 2 MOJYYEeH BOCCTAHOBUTEIHLHOW IUKIIM3AIMECH METUIIOBOTO A(hHUpa METOKCHKApOO-
HIWIMETHITHUKOTUHOBOH KuCIOTHI (9) amomoruapunom nutus [13]. HarpeBanuem e iiogmeTniara
MeTUI0BOrO 3¢upa 1-a3abunmkio|2,2,2]okr-2-eH-3-kapOoHOBOM KUCIOTHI (10) MpOMCXOIUT pEeIHK-

Jn3anus moCjaceaHero ¢ O6pa3OBaHI/IeM TUAPHUPOBAHHOI'O ITPOU3BOJHOT'O 'CHIIMAHAIHA 11 [14]

CH,COOMe
COOMe
o LiAlH, ~
_ s N 0
N
9 2 O
@COOMB A
N0
+ITI I Me
Me 1 ©

W3BeCTHBIN IIUTOCTATHK KaMOTOTEIMH — 4-3Thin-4-okcu-7-MeTui-3,8-auokco-1H-mupano[3,4-c]-
nupuauH (13), monydeH IUKIM3AlMed TPHOKCUMETHIICH-1-MeTi-5,6-auruapo-2-nupuaona (12)
[15] a Takke B3ammopeHcTBHEM |-MeTHI-4-MeTOKCH-3-()OpMUIT-2-TUPHUIOHA C JU-mpem-0yThio-

BBIM 3()MPOM MAJIOHOBO# KUCIIOTHI [ 16] Wil penuKiIn3aiueil mpou3BoIHOro okcasonuHa 12 [17].

HOH,C Me Ei. JOH
Et N Me = 0
_—
=/ on ° Me” S
12 13



AHanorudHoe coenuHenue 15, coneprkaiiee B 8-0M MOJOKEHUH METOKCUTPYIITY, CUHTE3UPOBa-
HO ¢ 85%-HBIM BBIXOZOM THAPUPOBAHHEM 2-OCH3MIOKCH-2-(3-0CH3MIOKCUMETHII-2-METOKCUITHPH-
nuH-4-un)oyranoBoit kucnotel (14) B mpucyrcrBun Pd/C npu komuatHOil Temneparype [7]. C
LIeJIbI0 BBEJICHUSI aToMa o/a B mosiokeHue 6 mupano[3,4-ClnupuiuHa OCYIIECTBICH SHAHTHOCE-
JEKTHBHBIN cuHTE3 (S)-4-3THn-4-ruapokcu-6-ioa-8-merokcu-1,4-quruaponupano| 3,4-Cluupuana--
3-ona (17) B3ammoneiictBueM (S)-1-[3-(TperOyrunmermncummnokcumetsi(OTBS))-2-merokcu-6-
(tpumertmincuuia(TMS))nmupuaun-4-un|-4-(tpumeTtrncuminiokcu(TMSO))oyrtuponutpuna  (16) ¢
xnopuaoMm #oza [18]. Coequnenus (15) u (17) sBistoTcs TakKe MPOMEKYTOYHBIMH COCIUHEHUSMHE

B IIPOLECCE CMHTE3a KaMIITOTCIHUHA.

Me, COOH
-OBn
N OBn
&
= > £y Me
N~ “OMe “© L on
14 b
R yZ | O
N&~ (0]
OMe
15,17

15.R=H;17.R=1J.

Wupniickumu aBropamu [19] paszpaboran MeTo] KacKagHOW TeTepouuKiIu3anuu jauona 18,
BKJIIOYAIOIIUI €ro mociieoBaTeIbHOE OKHUCIEHHWE U BoccTaHoBJIeHHe. B pesynbrare ¢ 73%-HbIM

BBIXOJIOM MOJyueH 6,8-nuxmnoponupano|3,4-cnupunus (19).

cl (CH,),0OH cl

S 1) MnO, N ~
NP Senyon 2) Et,SiH, CF;COOH Ny o
o O

Jlia BBeneHus: (eHUIILHOU TpyMIbl B KOJNbLO NupaHo|3,4-ClnupuanHa pa3padoTaHO HECKOJIBKO
MeTon0B. Tak, B3auMoneicTBHeM 2,6-TUMETHI-4-CTUPUIHUKOTHHOBOM KHUCIOTHI ¢ moiudocdop-
HOW KHCJIOTOW moisydeH 6,8-gumerui-3-¢enu-1,4-nquruaponupano|3,4-clunupuaun [20]. B npu-
CYTCTBUHU KHCJIOTHI 3-1iaH-4-heHanmn-6-pennn-2(1H)mupuaon mukim3osad B 3,6-nudenunn-2H,-
7H-nupano[ 3,4-Clnupunun-1,8-nuon [21]. B aHanoruyseix ycinoBusix 4-(2-okco-2-(GheHHIITHII)-

HUKOTHHOBas kucioTa (20) mpeBpaineHa B 3-penunnupanol3,4-Cnupuaun-1-on (21) [22].



CH,COPh

COOH Ph
o 30 %-man H,S0, [0

— Na O

N
20

O 21

BzaumogevictBum  N-(2-(ruapoxcumeTni)-4-GpeHnnoyT-3-eHu)-4-MeTHII0eH30JICYIb(hOHAMH A
(22) ¢ 2,4,5-TpudTopOeH3aNBACTHIOM B IPUCYTCTBUU qUATHId(UpaTa TpudTopuaa Gopa 1o peak-
mun [lpunca nonyden 8-denmn-7-to3mn-1-(2,4,5-tpudropdennn)okraruapo-1H-mupanol3,4-c]-
nupuaus (23) [23].

(CH,),NHTs CHO

F
N (CH,),OH

+ —_— N O

F TS/
22 F CeHs  CgHoF3 53

C nenpro monydeHus: nupano|3,4-ClmUpUINHOB, COAEPKAIMUX B IHKIIE CIOKHOI(UPHBIE TPYII-
Ibl, pa3paboTaHO HECKOJIbKO METOA0B. Tak, B3aumMoJieicTBUeM METHIIOBOTO 3¢upa 4-MeTui-3-Kap-
OOKCUIIMPUANH-S-KapOOHOBOW KUCIIOTHI C AUMETHIIOKCAIATOM HJIM XJOPAaHTMIPHUJIOM IIaBEIeBON
KUCIIOThI CHHTE3UPOBAHBI METHIIOBBIN 3QUp 3-TUAPOKCU-5-3THII-1-0Kconupano|[3,4-ClnupuanH-3-
KapOOHOBOM KHCJIOTHI WM METWJIOBBIE 3(uUpHl 1-okcomupano|3,4-Clmupuann-3,5-1uKkapOOHOBOMA
KHCIIOTBI, COOTBETCTBEHHO [24]. KonaeHcanuei 3TuinoBoro s¢upa 2-MeTuin-4-kapOMeTOKCUMETHII-
6-OKCOHMKOTHHOBOI KUCIOTHI (24) ¢ XJIOPMETUII METUIOBBIM 3()HPOM IMOJYUYeH 3TUIIOBBIN 3¢up 6-

meTr-3,8-tnokconupano| 3,4-Clnupuant-5-kapoboHoBoit KucioTsl (25) [25].

CH,COOMe COOEt
EtOOC
= CICH,0OMe
—_—
Me~ N7 Yo
H
24

HecomHeHHBII HHTEpeC TMPeACTaBIsIeT BHYTPUMOJEKYIsIpHas nukiu3anus 3-[(0yr-2-eH-1-uinok-
CH)MeTHII |-4-1i0/1-2-MeTOKCUTTUpUArHA (26) B MPUCYTCTBUY MaJUIQJUEBOT0 KaTalIn3aTopa, MPUBO/I-
Amas K CMECH MPOU3BOIHBIX MHPUIO|3,4-ClmupuanHoB 27, 28 ¢ 3H00- ¥ 9K30-TTUKINYECKON JTBOM-

HOM CBS3BIO0 B COOTHOIICHHH 8:1, COOTBETCTBEHHO [26].

J 0/\u Et CHMe
A M ZaV =
€ Pd(OAc), N
N OMe BU4NC1, K2C03
oM oM
26 ° 5 ° 28



[IpousBoanbie nupaHo|3,4-ClnupuanHa CUHTE3UPOBAHbI TakXe peakuuel Junbca-Anbaepa.
BHyTpuMOJIeK Yy ISIpHON MKIK3aIel 3-0yTHHUIOKCUMeTHanunepasuna (29) B TpudTopyKCyCHOM
KUCJIOTE WJIM HarpeBanueM B yHjekane npu 195 °C monyuen nupano[3,4-Clonupuaud (30), npudem

BO BTOPOM cJiiy4dae BMecTe ¢ coequnerHreM 30 BbIIeNeH U ero u3oMep — nupano|3,4-bnupuann (31)
[27, 28].

CF3COO'+ -
N
=
N/
=CH QCOO 0 30
N o = -
[ \]\/ i ]
7 O A
N \ Z | Z |
29 Na o T K o)
N
30 31

B kauecTBe MCXOMHBIX COSNMHEHUI ISl CHHTE3a MPOU3BOJAHBIX nMupaHo|3,4-ClnupuanHa 34, 35
UCTIOJIB30BaHbl TAaKXe MPOW3BOAHBIC MupuMuanHa 32 U acc-tpuazuHa 33. B peaknusax [uimbca-
Anpliepa, MpOTEKAIOIINX 110 BHYTPUMOJIEKYISIPHOMY MEXaHU3MY, B TIEPBOM CITydae MCIIOJIb30BaHO

MHUKpPOBOJIHOBOE 00yyeHue [29], a Bo BTopoM — HarpeBaHue B #-iumene [30].

(0] OMcH
(0]
N cl ) -~ N 0
32 N N Cl Cl O
B - 34
O/\/:CH
N. Ph
o | N A =
~
Pk~ "N~ “Ph NS ©
33 Ph O 35

Ocoboe MecTO 3aHMMAIOT METOJIBl CUHTE3a MTPOU3BOAHBIX MUpaHO|3,4-C|nupuanHa, OCHOBAaHHBIE
Ha MPEBpaIleHUIX 3aMEIIEHHBIX TeTparuaponupanoB. KonneHcamnuei 2,6-1uMeTii-3-kapO3TOKCH-
TeTparuaponupanona-4 (36) ¢ ruaHaneTaMuI0M CHHTE3UpoBaH 1,3-mumerni-6,8- tnokcu-5-1uano-

3,4-nurunpo-1H-nupano[3,4-Clmupuann (37) [31].
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COOEt HO Me
NCCH,CONH,

Me O Me
36 OH Me

[{uananeTamMu1 UCMOJIL30BaH TaKXKe ISl CHHTE3a | -ankui-6,6-1uMerni-3-0Kkco-4-1uaHomrpaHo-
[3,4-clmupuanHoB 39 ucxons u3 o-auuwiupad-4-onoB 38. BeIXo/bpl MPOIYKTOB 3aBUCIT OT Xapak-

Tepa alMIbLHOrO 3aMECTUTENIS U KoJiebsaTes B mpeaenax 25-60% [32].

0 CN
COR O A Me
Me NCCH,CONH, Me
HN o)
Me O =
38 R 39

HecomHeHHO 3aciyKuBaeT BHUMaHUE METOJ] CUHTe3a Nupano|3,4-Clnupuaun-3-tiuona 41 u3 nu-
pano[3,4-C]ruonmpana 40 B3aumoaeicTBUEM ¢ MOP(HOIHHOM, COMPOBOXKIACMBIN MEPErpyIITUPOB-

KOW THOMIMPAHOBOTO KoJiblia [33].

CN CN
N NH, HN/ \O % S
o S o X NH

N
40 [ j
0 41

1.1.2. Buosornyeckasi akKTHBHOCTb MPOU3BOAHBIX MUPaHO[3,4-Clnupuauna

UccnenoBanue OMONOTMYECKUX CBOWCTB aIKaJIOMJIOB, BBIJICTICHHBIX U3 PACTEHUM, TTOKA3aJl0, YTO
reHIMaliH 1 oKa3bIBaeT YHUBEPCAIBHOE JACHCTBUE — TUIIOTEH3UBHOE [34], THIIOTEPMHUYECKOE, TIPO-
TUBOCYAOpPOXHOE [35], mpoTuBOBOCHaNUTENbHOE [36], MPOTUBOMANISIpUIHOE [2] U aHTUIICUXOTHU-
gyeckoe [37]. ['eHnnanaanH 2 MOHMWXAeT KPOBSHOE JaBIIEHUE, OKa3bIBAET MPOTHBOBOCIATUTEIHLHOE
[38] 1 mpoTtuBOCYIOpOKHOE [2] MericTBHE. AJKAIOUIBI PE3CPIIAIINH, aMATHIINH, KAMIITOTEIIMH U
WX CHHTETHYECKHE aHAJIOTH — UPUHOTEKAaH, TOMOTEKAH, COJEpIKaIlie B CBOCH CTPYKType MUPAHO-
[3,4-C]lnupunHOBOE KOJBIIO, TAKXKE HAIUIMA IIUPOKOE TMPUMEHEHHE B MEIUIIMHCKON MpaKkTHKe. Pe-
3EpNUIMH SBJISIETCS aHTUTUIEPTOHUYECKUM CpPeACTBOM [39], aliMallMLIMH MPUMEHSIETCSl TIPU Hapy-
HMICHUSAX apTepUabHOTO KpoBooOpamienus [40], a kKaMOTOTEIIMH, UPUHOTEKAH M TOMOTEKAH SIBIIS-

I0TCSL IPOTUBOOITYXO0JIEBBIMU Tipemnaparamu [41, 42].
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O06o00mas nmuTepaTypHbIe JaHHBIC O MMPOW3BOIHBIX MUPaHO[3,4-C|IUPUINHOB HY)KHO OTMETHUTb,
4TO, HECMOTpsA HAa YHUBCPCAIBHOCTbH OMOJIOTMYECKUX CBOMCTB IIOCJIICAHHUX, BBIACIICHHBIX M3
paCTeHI/If/'I, AHAJIOTUYHLBIC COCOAWMHCHUSA, ITOJYYCHHBIC CHHTCTHYCCKUM IIYTCM, MAJIOHU3Y4YCHBI H
TpeOyroT OoJiee pa3HOCTOPOHHETO HCCIEA0BaHNUSA, YTO CIIOCOOCTBOBAIO ObI Pa3BUTHIO ATOM 00IacTh

OpFaHquCKOﬁ XHMHUH ¥ BBISIBJIEHUIO HOBBIX OHOJIOTMYECKU aKTHBHBIX COCHHHeHHﬁ.

1.2. MeToabl cuHTe3a 1 OMOJIOTHYECKAS AKTHBHOCTh NMPON3BOIHBIX

5,6,7,8-TeTparnIpou30XMHOJIMHA

Konsnesas cucrema 5,6,7,8-TeTparuipou30XMHOJIMHOB BXOJIUT B CTPYKTYpPY ankaionnoB N-me-
TuaMopduHaHa, ceMIepBUpUHA, TeTparuapounodoupuna [43-45]. B npupone npousBoansie 5,6,7,8-
TETParuApON30XUHOIIMHA BCTpeUaroTcs B KoHaeHcare Tabaka [46]. IlepBoe coobiieHrue o CUHTETH-
YECKOM METOJI€ MOJIYYSHUsI TPOU3BOIHBIX 5,6,7,8-TeTparuipon30XMHOIMHA OIMyOJIMKOBaHO B 1915
roay [47]. JanbHe#muit HHTEpeC K 3TUM COCTUHEHUSAM U OOJIBIIOE YKCIIO OMYOJMKOBAHHBIX pabOT
MOKHO OOBSICHUTH OOHapYyKEHHEM B UX PALY COCIUHEHUH, 00aJarolNX BBIPAKEHHBIM MPOTHBO-
BOCIIAJIMTEIBHBIM U KapIHOTOHHYECKHM JericTBueM [48, 49].

[IpousBonueie 5,6,7,8-TeTparuipoU30XMHOIMHA TOJYYEHbl PAa3HOOOpPA3HBIMM METOJAaMH, MpHU-
yeM, 00JIee BCEro B JINTEPATYpe OCBEILIEHbI METO/Ibl, OCHOBAHHbIE HA 00Pa30BaHUU MUPUIUHOBOIO

KOJIbLla U3 IPONU3BOJAHBIX IMUKJIOI'CKCAHA.

1.2.1. Cunre3sl 5,6,7,8-TeTparnipoM30XMHOJIMHOB HA OCHOBE NMPOU3BOJAHbIX

HUKJIOreKCaHa

B xadecTBe HCXOHBIX COETUHEHUH /151 CHHTE3a MPOU3BOAHBIX 5,6,7,8-TeTparuipon30XuHOIMHA
B psie CIIy4aeB MCIIOJIb30BaHbl JIUKETOHBI IIUKJIOT€KCAHOBOTO psijia M COECJUHEHUs, COJeprKallue
aKTHBHBIC METHJICHOBBIC rpymmbl. ABTOpamu paboT [50-53] moapoOHO W3ydeHA KOHICHCAIHS
O-aIMIIIIIKIIOTeKCaHOHa 42 ¢ [MaHaleTaMHIOM, MPH KOTOPOW, B 3aBHCHMOCTH OT MEXaHH3Ma
peakiuu (mo KueBenaremto wimu Muxasir), BO3MOXHO oOpa3oBaHue 5,0,7,8-TeTparuapon30XxmuHo-

nuHa 43 UM COOTBETCTBYIOIIETO XUHONIMHA 44.

O o CN R!
Rl 0 o CN
NCH,CONH, ~__NH +
R R R N~ 0
42 R! H
43 44

R = H, 4-mupunmn, COOEL, CN, Ac, NO,; R' = Alk, Ar, Het.
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VYcTaHOBIEHO, YTO B PE3YNIHTATE PEAKIIMH B OCHOBHOM TOJYYarOTCsl coenuHEHHS 43 (MPOTYKTHI
peakiuu KHeBeHarens), 0OJJHAKO M3 PEAKIIMOHHON CMECH yJIaeTCsl BBIICITUTH TaKXKe MPOU3BOIHBIC
5,6,7,8-terparunpoxuHonuna 44.

HccnenoBanus mokasaiu, 4TO KOJIMYECTBO MOOOYHOTO MPOJAYKTa 3aBHCHT OT COOTHOIICHUS UC-
XOJIHBIX COCIMHECHHM, XapaKTepa KaTalu3aTopa U KETOHHOW TPYIIBI BO 2-OM IMOJOKEHUU ITHKJIO-
rexkcaHona [50-53]. AHaJOTMYHBIM METOJOM MPH HKCIIOJIB30BAHUU alleTHIIAIETAMHIA TIOTYUYCHBI
5,6,7,8-TeTparuipon30XUHOIUHBI C AIETHILHOW TPYNIOi B 4-OM IOJIOKCHUH H30XHUHOJIMHOBOTO
Koublia [54].

C uenplo CUHTE3a MPOU3BOJHBIX 5,0,7,8-TeTparuapou3oXWHONMHA 45, comepkamux B 3-eM
MOJIOKEHUU THOHHYIO Tpynny, BMecTo inananeramuaa lllapanun ¢ corp. [55] u smoHCKUE XUMUKH
[56] ucnonp3oBamu 1uanTHOAaneTaMua. OKaszanoch, YTO NMPUMEHEHHE MOP(OIMHOBOTO €HAMHUHA
O-aIMIIHUKIOreKcaHoHa 42 TMO3BOJISET MOBBICUTH BBIXOABI MpoaykToB Ha 10-15% [55]. HysxHo
OTMETHUTH, YTO MPU HCIOJH30BAHUM I[MAHTHOAICTAMU/IA aJTbTEPHATUBHBIN MPOAYKT KOHACHCAIIUU
He 3ameueH. B pabore [57] mns cunTe3a 3-tHo-5,6,7,8-TeTparuapon3oxuHonuHa 45 UCTIOIL30BaHBI

2-art-1-(mopdonuH-4-uin)uKIorekceH 46 u TuTHOMAaTOHAMUI.

o)
i r )
R = S N (0]
CNCH,CSNH, H,NCSCH,CSNH,
x_NH R
42 R s 46
R = Alk, Ar.

B kauecTBe aKTHBHOTO METHJICHOBOT'O KOMITIOHEHTa OBLT MPHUMEHEH TaKKe MajToHOHUTpHI [58].
OpHako, B 9TOM ciy4dae Hapsily ¢ OCHOBHBIM IIPOAYKTOM — U30XHHOIMHOM 43, oOpasyercs 5,6,7,8-
terparuapoHadTainud 47 ¢ 10%-HbpIM BBIXOJAOM. AHAJIOTUYHO, TPU KOHJICHCAIIMH O-aIlHIIIIUKIOTEK-
caHoHa 42 ¢ nuMepoM MaJIOHOHUTPHIIA CUHTE3UPOBaH 4-1iuaHo-3-IulluaHOMeTHIeH-5,6,7,8-TeTpa-
TUAPOU30XUHONUH 48, KOTOPBI B AaNbHEHIIIEM UCIIONB3YeTCs U CHHTE3a CIIOKHBIX KOHJIEHCUPO-

BaHHBIX TeTePOIMKIOB [59].

CN
CN ) CN 0O o N CN CN
= NH, R — NN
+ CH2(CN)2 HzN CN
~_NH 2 -~ S _NH
CN

R £2

43 R 47 R 48

R = Alk, Ar.
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He menee mHTEpecHBI METOMBI MOIYYECHHS MPOU3BOAHBIX 5,6,7,8-TeTparuapou30XHUHOJIMHA, HE
UMEIONNX B 1-OM MOJOXEHUH KOJIbIla 3aMecTuTeneld. Tak, B3auMOJeHCTBHEM NTUHUTPHIIA ITUKIIO-
FeKCAaHUIMICHMAIOHOBON KHUCIOTHI (49) ¢ opTOMYypaBbHHBIM 3(UPOM U MOCICIYIOMIEH TUKIN3a-
e ammykra 50 OpOMHCTOBOMIOPOAHON KHCIOTOH MOay4eHo 3-6GpommpomsBomHoe 51 [60]. B
JAIbHENIIEM C LIeIbI0 TIOBBIIICHUS BbIX0/a coequHenus 51 paspaboran MeTol, B KOTOPOM BMECTO
OpPTOMYpPaBBUHOTO 3(Hpa UCMONB3YIOTCA AuMeTHIaneTans aumermidhopmamuaa (IMDA-/IMA) u
YKCYCHBII aHruapu/ [61].

NC CN

| CH(OEY),

&
%C\o@m \‘9"A CN
50 AN
Sy,
(r)
4;0%1
CHN(Me), /

JIMHUTPUI IUKJIOT€KCAaHWIHICHMATOHOBOM KUCIOThI (49) MCMONBb30BaH TakXKe B peakiHax ¢
TPUXJIOALETOHUTPIIIOM M 2-apUIMETUJICH-2-IIHaHTHOAlleTaMUIOM. B pe3ynpTaTe KOHIEHCAIMH
MOJTy4eHbl HOBBbIE MPOU3BOJHBIE 5,6,7,8-TeTparuipon30XuHOINHa 52, 54 ¢ pa3nTUYHBIMHU 3aMeCTH-
TensMH B Kouiblle [62, 63]. B nuTeparype omucan MeToj mosydeHus |-mupuanH-4-ui-3-THOKCO-
5,6,7,8-TeTparuipon30XuHOMUH-4-KapOoOHUTpUIa 55 WCXOAs W3 MHUKJIOAIKIIIAICHITHAHOTHOAIIE-
tamua 53 ¥ TUPUINHMETHICHMAITOHOHUTpUIIA [64]. MHOM MeTo/ CHHTE3a MPOU3BOAHOTO 5,6,7,8-
terparuapounsoxunoiarna 43 (R = H) ocHoBaH Ha peakiuu aMH/Ia IUKIOTeKCAHMIHICHIIMAHYKCYC-

Hoit kucinotel 50 ¢ JIMDA-JIMA [65].

N NC | CN S

NH
N7 cLeeN

_N - \ CN <

ArHC

52 CCly 49 ~
~_ NH
CXNH,
CN NC
0 CN 54 55

_ JIMOAZIMA. Y \ /

~_ NH

43

X=0,5S;13: R=Ar; 14: R =Py.
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ABtopamu pabot [66, 67] moay4ueH He3aMelIeHHbIH B 1-0M MOJOXKEHHH 5,6,7,8-TeTparuapon3o-
XUHOJIMH 43 MCXO0Js M3 €HaMHUHAKETOHOB 56, B KOTOPBHIX ABOWHAsI CBS3b HAXOJUTCS B OOKOBOU
nenu. Ecny B kadecTBe MUKIU3YIOMIETO PeareHTa UCIOJIb3YIOTCS ATHIOBBIC YPUPHI IMaHYKCYCHOU
WJIA MaJOHOBOHM KHCIIOT, TO TIOJIYYal0TCsl TPOU3BOAHBIE 5,6,7,8-TeTparuipon3oxuHoinHa 43, a npu

HCIIOJIb30BAHNHN MAJIOHOHUTPHJIA 06pa3y10Tc>1 COOTBETCTBYIOIIHUE JHUOKCOIIPON3BOJHBIC 57.

CN O CN
HR
P YCH,COOE NHR -y eny, 2
XN X=CH, R=H X X=cO,R=Ph X Nopp
43 56 5o,
Y = CN, COOEt.

B kadecTBe MCXOJHOTO COenMHEHHs Uil cuHTe3a 5,6,7,8-TeTparuapon3oxuHonuHa 59 amepu-
KaHCKUMH aBTOpaMu [68] ObuT mpuMeHeH 3-Xa0p-2-nukiaorekcen—1-on (58), KOMIIOHEHT ¢ aKTHB-

HOM METUJICHOBOI IpYIIIOi, a TaKkke opToMypaBbuHbIi 3¢up wiu [MDA-I[MA.

) X 0 CN
Ty HC(OEt); NGO
_— o
o X JIMOA-JIMA ~_NH
58 Y O 59

X =Y =COOEt; X=CN, Y = COOMe, CONH_.

JIMHUTPHUIT IUKJIOTCKCAHWIINACHMAIOHOBOH KUCIOTHI (49) M (eHMIM30THOIMAHAT UCIIONB30Ba-
HBl JUIS CHHTe3a 3-aMuHO-2-peHmin-5,6,7,8-rerparuaponsoxunonuna 61 [69-71]. Tlocnenuuit

MMOJIYYCH TAaKKC ITPU U3MCHCHHUH TTOCJIICAOBATCIIbLHOCTU JIeHCTBUSA pCarcHToOB.

NC CN
i |
CH,(CN),
—_—
49
PhNCX TOA | PhNCS
CN
CXNHPh X NH,
CH,(CN),
—_—
[UIEPUIH N\Ph
60 61 X
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Ecnu B mepBom citydae [59] nzoTrornmanat pearupoBai ¢ IpOIyKOM PEaKIIiy UKJIOTEKCaHOHA C
MaJOHOHUTPWIOM (coenuHeHue 49), ToO BO BTOPOM — MaJJOHOHUTPUI ObLIT BBEJICH BO B3aMMO/ICHCT-
BHE C NMPOJYKTOM PEaKIMy HUKJIOreKcaHoHa U (peHmn3o(tuo)imanara (coequnenue 60) [72]. dis
MOBBIIICHHS BBIXOAO0B coeauHeHui 61 B pabotax [58, 72] ucxoauiam u3 eHaMHUHOB ITUKIIOT€KCAHO-
Ha. AHAJIOTUYHO MPOTEKACT IUKIM3AIHS 2-KapOaMOUIIIIMKIOTEKCAaHOHA, OJIHAKO B KaYeCTBE OCHO-
BaHUS CIYXHT TUIAT HaTpus [ 73].

@. [Tanacuoc ¢ COTp. UCCIIEAOBANIN peaKIHio 2-a3aaueHoB 62 ¢ N-(uukiorekc-1-eHun)nupponu-
nuHOM (63), TPUBOISIIYIO K MOJYYEHHIO apuil- ¥ T€TePUII3aMeIICHHBIX 5,6,7,8-TeTparuapon3oxu-
HoMHOB 64. OOpa3oBaHue coeAuHeHUN 64 0o0BsAcHsIETCS peakiuen [4+2] MUKIONPHCOSTUHEHUS

2-a3amueHoB 62 ¢ enamuHamu 63 [74].
R! <N_/\ Ph
R
X ) Oi\
+ - = _N
R)\/Ph
62 63 R' ¢4

OcoOblif UHTEpeC MPEACTABISAIOT METO/IbI CHHTE3a MMPOU3BOIHBIX 5,0,7,8-TeTparuipon30XuHOIH-

R =R = Ar, Het.

Ha, OCHOBAaHHBIC HA B3aUMOJICHCTBUH B-KETOA(UPOB MUKIOTEKCAHOBOTO PsJia C COSTUHECHUSIMH, CO-
JepKalMMH aKTUBHBIC METHJICHOBBIC TPYITIBL. B oT/IMune ot B-TUKETOHOB NIPH ITUKIH3AINH P-Ke-
TO3QUPOB 65 ¢ MATOHOHUTPUIIOM OOPA3YIOTCS UCKIIIOUUTENBHO MPOU3BOJIHEIE 5,0,7,8-TeTparuapo-
U30XMHOJIUHOB 66, 67 [75, 76]. Peakius mpoTekaeT B CIIUPTOBOM Cpeie W, B 3aBUCHMOCTH OT
PEaKIMOHHON Cpeibl, aBTOPaM YAAJIOCh BBUICITUTH MPOIYKTHI ¢ PAa3HBIMH 3aMECTUTEISIMU B 1-0M
nosoxeHny, npuaeM mpu R = R momydaercs oguH mpoaykt. B kauecTBe KaranmsaTopa peakiuu
MPUMEHSIOTCS LIUKJInYeckue amuHbl. [Ipu B3aumopeiictBuu B-ketoddupa 64 ¢ muaHaneraMuoM

obpasyrorcs 1,3-muruapokcu-5,6,7,8-reTparuipon30XHHOIUHBI 67 ¢ BBICOKMM BBIXO0M [76].

NC CN
0] | CN CN CN
COOR
COOR 1 SN OH % (0] _— (0)
- - NH X NH X NH
64 RO" OR'
OR 65 OR! 66

AHAJIOTUYHBIA TPOAYKT 68, B KOTOPOM OTCYTCTBYET HUTPUJIbHAS Tpymmna B 4-oM IMOJIOKEHUH
KOJIbIIa, MOJIy4€H BHYTPUMOJIEKYIISIPHOM LIUKIU3AIMel 3TUI0BOTO 3pupa 2-3TOKCUKapOOHUIIIIUKIIO-

TeKCHIIUICHITUAHYKCYCHOM KUCIIO0THI (69) 1o/ eiicTBUeM CUIIbHBIX KUCIIOT [77].
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COOEt OH
NCCH,CONH, N
OCHOBaHUS - _N
64
NC.__CONH, OH
| 67, 68
COOEt

69
R=H, CN.

JIOPHOBBIM M COTp. MOJIy4eHbl aMUHOAMUBI 5,6,7,8-T€Tparuipon30XHHOJUHOB U3 B-KeToadupa
64 u amMmpoamuIMHA MaJOHOBOW KUCIOTHL. [Ipoaykt peakuuu — coepunenue 70, umeer ynoOHbIE

(GYHKIIMOHATIBHBIC TPYIIIIbI VIS JATbHEHINX peBpamicHuil [ 78].

0 CHZCONHZ CONHZ
COOEt
NH,COCH,CNHNH, _
64
70 OH

C nenpio mosyueHust 1-6eH3mi-3-o0kco-5,6,7,8-rerparuaponsoxunonuta (73) OCyIIECTBICHO
B3aUMOJICHCTBHE MUKJIOTeKCeHMIaneToHuTpuia (71) ¢ ximopanruapuaomM GEeHUITYKCYCHON KHCITIOTHI.
CHauvasna ObLT BBIJICJICH MPOMEKYTOUHBIH allMUIMPOBAHHBIN MPOIYKT 72, KOTOPBIH Jajiee IMUKIN30-

BaH B coequHeHue 73 moj aevictBueM hocdopHoit kucmots [79].

CH,CN CH,CN

CH5CH,COCI _HPO,
~_ NH

73 CH,Cg¢Hs

71

B mpouiecce cuHTe3a npou3BOAHBIX 5,6,7,8-TeTparuIpon30XMHOIMHA UCIIOIb30BAHbI TaKKe OCH-
30MUPHUIIMEBbIE comu 76, 77, KOTOpbIE MOTYYeHB B3aMMOJACHCTBHEM HEIpeNeTbHBIX KETOHOB /4

HJIW ITPONU3BOJHBIX alICTUIICHA 75 ¢ XJIOpaHruapuaaMu KHUCJIOT.

CH,COR

R
_Rlcocl _ A NH, N
-0 > _N
Thoio, cio;

74 76 R 78 R!

BCH3OHI/IpI/IHI/ICBBIe CcoJin 76, 77 1o HeﬁCTBHCM aMMHaKa MpeBpalICHbl B UCKOMBIC TPOJYKThBI
78, 79 [80, 81].
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C=CH

N
R'COCI N NH, N
1 0 =N
p ZnCly . ZnCly
77 R 79 Rl

R, R = Alk.

K ankun- u apwimpou3BogabIM 5,6,7,8-TeTparuipon30XuHONMHA 82 MPUBOIAT TAKXKE PEAKIIUN
UKIJIOKOHJICHCAIIMH C Pa3jIMYHbIMHU MPOU3BOJHBIMU aleTuieHa. B peakuusx o,-HEeHACHIIIEHHBIX
KETOKCHMOB IuKjIorekcanoBoro psiia 80 a taxke N-(2-Opomiukiorekc-1-eH-1-un)MeTuiieH-mpem-
Oyruinamuaa (8l) ¢ NPOM3BOAHBIMU allCTHJICHA WCIIONBb30BAaHbl POJUCBBIA W IaJUIaJUCBbINA

KaTaau3aTtopsl. Beixos! mpoaykToB coctasisor 70-80 % [82-84].

R
SN RhCI(PPh);
| l.r=C—p2
OH + R'-C=C-R 130 °C R
R2
80 N
—
_N
\N,mpem-Bu 82 1
R
Br PPh3 N32CO3

81

R, R! R?= Alk, Ar.

Kuraiickue aBTopsl [85] B kauecTBe UCXOAHBIX COCIMHEHUHN Ml CHHTE3a 3aMeIleHHBIX 5,6,7,8-
TETPATUPON30XMHOIMHOB HCIIONB30BATH TPOU3BOJHBIE ITUKIOT€KCaHA C 9K30UUKIMYECKUMH
JBOMHBIMU cBs3siMU. Tak, HanpuMep, BHYTPUMOJIEKYISIPHON HUKIN3auuen quatuiadenundochoru-
JokcuMma 83 B MPUCYTCTBUU MaUIaAMEBOrO Karajau3aTropa noiydeH l-meTtui-5,6,7,8-terparuapo-
usoxuHonuH (85). B3aumoneiictBuem 1-iton-1,3-nueHa 84 ¢ apomMaTuuecKUMH HUTPUJIAMH B MIPH-
CYTCTBUU mpem-OyTUNaTa JUTHS CUHTE3UpOBaHbI 1,3,4-TpuzamenieHHsie 5,6,7,8-TeTparuapounso-

xuHOJIMHBI 86 [86].

Me
SN X
| Pd(PPh;),
OPO(OEt), ————— > N
| K2CO3
83 85 Me
R R
) ArCN N AT
_— >
AN mpem-BuLi N
84 R! 8 R!

R, R' = Alk.
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1.2.2. Jlpyrue MeTobl MOJTy4eHHsI MPOU3BOIAHBIX 5,6,7,8-TeTparuipon30XmHOJINHA

B nureparype umMmerorcs nBa mMeroia mojiydeHus 5,6,7,8-TeTparuipoM30XMHOJIMHOB Ha OCHOBE
NpoU3BOAHBIX MupuArHa. COrjlacHO MEepBOMY M3 HHUX, IIPOBEICHHOMY IO peakiuu /Iukmana u3
3-(2-3TokcukapOoHmT)-4-3TOKCHKapOOHMIMeTHIIeHTTpUaMHA (87), B pe3ysbraTe KOHICHCAIIUHU T10-

Jy4aeTcsi CMeCh 5- M 7-3TOKcukapOoHui-5,6,7,8-rerparuapousoxunonutos 88, 89 [87].

CH,COOEt COOEt
N CH,CH,COOQOEt Om OI;@
+
I~ I N N
N Z EtOOC =
87 88 89

Hpyroif MeToa cHUHTE3a MPOU3BOJHBIX 5,0,7,8-TETparupou30XUHOIMHA OCHOBAH Ha LUKJIOIU-
mepuzanun BuHmwmupuanHoB 90 mon neiictBuem QochopHoit kuciaotel. B pesymnbrare monydeH

5,6,7,8-terparuapousoxunoians 91, comepskalinii B 8-0M MOJ0KEHUN THPUANHOBOE KOJIBIIO [88].

ZS
Rl
N H;PO,
R3 N/ R2
90

R R% R® R*= Alk, Ar.

B nutepatype onucaH psig OpUTHHAIBHBIX METOJOB MOIYYEHHs IPOU3BOAHBIX 5,6,7,8-TeTparua-
pousoxuHonuHa. OAMH U3 HUX BKIIIOYAET B Ce0s1 PELUMKIN3ALMIO STHIIOBOTO 3(upa TeTparuipodra-
JMMHOYKCYCHOU KUCIOTH 92 moJ IeHCTBUEM dTHIIATa HATPHUs, IPUBOIAIIYIO K 00Pa30BaHUIO ITH-

aoBoro 3¢wupa 1,4-quruapoxcu-5,6,7,8-rerparuapon3oxuHoanH-3-kapooHoBoit kucaoTsr (93) [89].

0 OH
NCH,COOEt N COOE
EtONa
_EtONa _ X
0 92 OH 93

[IpoBenena Ttaxke peakuus [4+2] HUKIONPHCOSAMHEHUS S,6-TMMETOKCUKApOOHUI-3-1[HaH-
1,2,4-tpuasuna (94) W AUATHIAMUHOIIMKIIOTEKCEHA ¢ 00pa3oBaHHEeM 3,4-IMMETOKCHKapOOHHI-1-

1rano-5,6,7,8-rerparuaponsoxunonuna (95) [90, 91].
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COOMe N(ED), COOMe

MeOOC
e NN _\_-COOMe
I + - - |
NYN ~ _N
94 CN CN 95

B mocnemnue rompl B JMTEpaType MOSBUINCH MHTEPECHBIE Pa0OTHI, MOCBSIICHHBIE CHHTE3Y
MPOU3BOAHBIX 5,6,7,8-TeTparunpon3zoxuHoiuHa. Ha ocHOBe coequHEHU C ABYMSI TPOWHBIMU
CBSI3SIMH OCYIIECTBJICHBI peaKkiuu [2+2+2] UUKIONPUCOCAMHEHUS C MPUMEHEHHEM METaJlIo-
KomIuiekcoB, coxepxkamux Co, Fe, Ru, Ni [92-97]. Tak, B3aumosneiictBueM okta-1,7-muuHa 96
(R=H) ¢ HuTpwiamu B NPHCYTCTBHU IUKJIONEHTAIMEHII KOOallbTa B KauyecTBE KaTajlu3aTropa

CHHTE3UPOBAHBI POU3BOIHbIE 5,6,7,8-TeTparuaponsoxunonuna 97 [92].

o COxCHy 1
— oC D
R 1 pZ SN R
R'—=N
+ C02CH3 /N
——R >
R 97

96
R =H, Alk; Rt = Alk, Ar.

B 2013 r. xananckumu aBropamu [98] pa3paboraH HOBBIM MeTOH moydeHus 4-penmn-5,6,7,8-
terparuaponsoxutoarta (98) [4+2] uukaonpucoemuHeHneM S-heHmIoKca3ona ¢ MUKIOTeKCCHOM

1o peakuuu KonapaTbeBou.

CeHs
O A
O ) —(1)
N ~
98

1.2.3. Buosoruyeckasi akTUBHOCTb MPOU3BOAHBIX 5,6,7,8-TeTparuipon30XuHoIMHA

MHorue npou3BOJHBIE 5,6,7,8-TeTparuIpoM30XUHOIMHA 00JIAAal0T Pa3HOOOPa3HOM OMOJIOTH-
YeCKON aKTHBHOCTHIO. B mepByro odepenpb HaJ0 OTMETUTh BBICOKYHO KapJHOTOHUYECKYHO aKTHB-
HOCTh 3aMeIeHHBIX 5,6,7,8-TeTparnapounsoxunonud-3(2H)-onos(trnonos) 99 [48, 49, 52, 53, 56].
W3 3TOr0 psizia B MEAMIIMHE B KAYECTBE KapAMOTOHHUYECKOTO Mperapara Halllel MpuMeHeHne 4-are-
tii- 7 -(4-mupunnin)-5,6,7,8-rerparuapounsoxunonun-3(2H)-on (MS-857) [48, 49]. Beicokoe mpoTu-
BOBOCIIAJIUTENILHOE JIeHiCTBUE OKa3bIBaeT mpemnapar Tesumun — 4-6eH3unuaeH-5,6,7,8-rerparuapo-

1,3(2H,4H)-130XMHONMMHANOH, KOTOPBIA TaKke Hamien npumenenue B mMenuiune [99]. IMpoussoa-
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HbIE 5,6,7,8-TEeTparuApOU30XMHOJIMHA C aTOMOM XJIOpa B 3-€M IOJI0KEHUH OMUMO ITPOTUBOBOCTIA-

JMTENILHOTO MPOSIBIISIOT TaKXkKe aHainbrerndeckoe aeicreue [100].

R! COMe |
X A 0]
. X NH N X NH | NH
|
Me g9 NF Me MS-857 O  Tesumuo

R!=H, CN, COCHs, NO,; R? = 2-mupuaui, 4-mupuauia, COOEt, CN, CHz; X =0, S.

B pagy 5,6,7,8-TeTparuipon30XMHOIMHOB BBISBICHBI TaK)Ke COCOUHEHHS, 00Jaaaroimme
cematuBHOU, cHoTBOpHO# [90, 101] u antmOakTepuanbHOil akTHBHOCTHIO [102]. OHu Takxke
SIBJISIFOTCSL MHTUOUTOpaMu skenynodnoi cekpermu [103]. Takum obpasom, mpousBoaHbie 5,6,7,8-
TETPAruAPON30XHUHONIMHA IPEJICTABISIOT OINPEICICHHBIA WHTEpPEC Kak B XUMHYECKOM, TaK H

OMOJIOTUYECKOM ACIIEKTE.

1.3. MeToabl cUHTE3a ¥ OMOJIOTHYECKAS AKTHBHOCTh MPON3BOIHBIX

nupuno|2,3-d]nupumuanna

KonpgencupoBanubie mupuao[2,3-d|mupuMurHbl, SBIASIOIIAECS CTPYKTYPHBIMU aHAJIOTaM# OHO-
TeHHBIX XMHA30JIMHOB M NMTEPUIUHOB, NPEACTABISIOT UHTEPEC KaK MOTEHLUANIbHble OMOAKTUBHBIE
COEJMHEHUs, IPUYEeM HEKOTOpble M3 HUX HAllUIM NMPUMEHEHHE B MEIUIMHE B KayecTBE JIeKapCT-
BeHHBIX mpernapatoB [104-106]. B nureparype omyOIMKOBaHO MHOKECTBO CTaTeH, MOCBSIICHHBIX
HOBBIM METOJIaM CHHTE3a, XHMUYECKIM MTPEBPAIICHUSIM U OMOIIOTUIECKAM CBOWCTBAM ATOTO Kiacca
coeaunenuit [107-110], B cBsi3u ¢ 4eM BO3HMKAeT HECOMHEHHBIH MHTEPEC K IMOCTPOECHUIO TAKHX

MOJICKYJI C LICJIBIO U3YUCHUS UX OMOJIOTUYCCKUX CBOMCTB.

1.3.1. Cunre3 nupuao|2,3-d|nMpuMUINHOB HA OCHOBE MPOU3BOIHBIX MUPUINHA

CornacHO 3TOMy METOAY Ul CHHTe3a MUpH0[2,3-d]mMpUMUINHOB B KaueCTBE MCXOTHOTO Be-
IECTBA WCIOJIH30BAHBI 3aMEIICHHBIC TPOW3BOIHBIC MUPHINHA, B3aUMOJCHCTBHE KOTOPHIX C Pa3-
JIMYHBIMU peareHTaMH MPUBOIUT K 3aMBIKAHHUIO TTHPUMHUANHOBOTO ITHKJIA.

Psn npousBonubix nupuio[2,3-d|nupumuanHa, Takux, kak 4-amuHonupuao[2,3-dnupuMuanHbL
101 [111-115], 4-amunonupumo|2,3-djmupumunun-2(1H)-ousi(tronsr) 102 [111, 113, 114, 116],
2,4-nnamunonupu o[ 2,3-d]mupumuauaer 103 [117, 118] u nupuno[2,3-dnupumunnn-4-(3H)-oHbl

104 [112, 116, 119, 120], ObutH CHHTE3UPOBAHBI KOHACHCAIMEH 2-aMUHO-3-1[HaH0-4,6- 1n3aMeleH-
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Hbix mupuauHoB 100 ¢ popmamMumomM, MOUYEBHHOW, THOMOYEBHHOM, TYaHUJIMHOM U MYpPaBBHUHOMN

KHCIIOTOM, COOTBETCTBEHHO.

R!  NH, R'  NH,
= SN 0 = |\N
J n—~4 NP PN
R™ N° N NH R N N7 X
2 H
101 102
o R
OH
Qi y R!  NH,
H
joo; X
N\ ~ N ~
R "N N) R "N~ "N” "NH,
103
R, R'= Ar.

Kpome Toro, amuroruTpribl 100 jerko BCTYMArOT B Peakiuio ¢ GEHUIN30THOMAHATOM, CEPO-
yrJIepooM U (HEHUIM30IMaHATOM 00pa3ys, COOTBETCTBEHHO, 4-uMuHO-Upu0[2,3-d]mupumuguH-
2-tronsl 105 [116, 119], nupumo[2,3-d]nupumuaun-2,4-(1H,3H) mutronsr 106 [119-124] u 4-umu-
norupuao[2,3-dJmupumuaun-2-ousr 107 [114]. B 1o ke Bpems, mupuao|2,3-d]mupumuann-2,4-
(1H,3H)xuonsr 108 [122] 6butn moayueHbl KoHaeHcauen coequaerns 100 ¢ heHumm3o0manaTom,
a7IcCOpOMPOBaHHBIM Ha MOHTMOPUIUTOHUTOBOM rauHe (K10) uinu okcuae amoMHHUS O] BO3JIEHCT-

BUEM MHUKPOBOJHOBOI'O O6J'Iy‘leHI/I$[.

R! NH R! R! S
48 fﬁ
RTONT N /§
705 CSNHPh 106
R! O NH
98! e
R™ N N& Nko
08 H H 107

R,R!=Ar.

[Tpu B3aumoneiictBuu coeaunenus 100 ¢ TpuITUIOPTOPOPMHUATOM MIIH TPUITHIIOPTOALIETATOM B
YKCYCHOM aHTHJPHUJIE TTOIYYEHBI COOTBETCTBYIOIINE aMUHOMUpUANH-3-KapOoruTpmisl 109, obpa-
00TKa KOTOPBIX K- Win apriamuaaMu [119, 123] npuBena k 00pa3oBaHHIO aMUHO3aMEIIICHHBIX

B 3-eM nonokeHnu 4-umuHOnHpuno|2,3-d|nmupumuanHos 110.
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R! NH

Rl
3 3
XN _RAC(OEY, _ ) R’NH, = N VHR
R —
— Ac20 )\
R7ON” ONH,

R
110

R = Ar, R'= Ar, CF3; R* = H, Me; R® = H, Me, Et, Ph, NHPh.

VY CTaHOBIIEHO, YTO KUISYEHUE 2-aMUHO-3-3TOKCUKApOOHMWINUPUINHA ¢ 3(DUpaMU WIM aMUIIOM
XJIOPYT'OJIbHOM KHMCJIOThI IPUBOJUT K 2-aJIKOKCUKApPOOHMIIAMUHO- WM YPEUJOIIPOU3BOAHBIM IHPH-
quHa 111, koropble 1o AEWCTBUEM aMHHOB IMKJIM3YIOTCSI B COOTBETCTBYIOLIME JUOKCONHUPHUAO-

nupumMuanHel 112 [124].

0 0
Rl
N .
OEt  Rinm, | /L
N” “NHCOR NTTNTSo
111 112

R = ankoken, NH,; R* = Alk, Ar.

OnHuUM U3 YAOOHBIX METOJIOB CHHTE3a 4-0Kco-2-Tnoteparuaponupuao|2,3-d]nupumuaunos 115
SIBJISIETCSI TEPMUYECKAs ITUKIIM3AIMUS 2-aMUHO-3-alIKOKCUKapOOHMIMUPpUAUHOB 113 ¢ n3oTtnonuana-

TaMH C BBIACICHUCM HJIN 0e3 BBIACIICHUA MPOMCKYTOUHBIX THUOYPCUIAOIIPOU3BOAHBIX IMUPUAUHOB

114 [125, 126].

R O
R
|\ OEt
=
e, R” "N~ “NHCSNHR!
RQ Lo 114
R
N OFt jKOH
~
R” "N~ °NH, %"o&
113 ] R 0O
1
R /| R
NS
R™ N N/gs
H
115

R, R' = Alk, Ar.

B pabore [127] moka3aHO, 4YTO 2-aMHUHO-5-apWiIa30HHKOTHHATHI 116 B3aMMOJEHWCTBYIOT C
JAM®A JIMA c oOpa3oBaHHEM COOTBETCTBYIOIIMX aMUIUHOB 117. OOpaboTKOil MOCIeTHUX arera-
TOM aMMOHHS B YKCYCHOM KUCJIOTE OBUTH MOJTYYeHBI COOTBETCTBYIOIINE MPOU3BOIHBIE TUPUIO|[2,3-
d]mupumuauna 118, a craBiieHue a30HUKOTHHATOB 116 ¢ THOMOYEBHHON MPUBENIO K MPOM3BO/I-
HbIM nupu0[2,3-d]mupumuuaa 119.
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R]_ RI'N O

N
AcOH/AcONH4 = | NH
N PN R™ONTONT
ILII @I\@P‘ NMe2
X OFEt 17 118
P S |
R” "N~ "NH, HzN—/{ _R o
116 NH,
= NH
Nks
H 119
R,R'=Ar.

[Tpu TepMHUYECKON IUKIM3ANNN 2-aMUHOHUKOTHHOBOU KHCIO0THI (120) ¢ MOYEBHHON MPOUCXO-
JIUT 3aMbIKaHUE MUPUMHUIAMHOBOIO KOJbIla ¢ oOpasoBanuem nupuao|2,3-d]mupumuaun-2,4-1uoHa
(121) [128, 129]. Kpome Toro, mpu B3auMOACHUCTBUU 2-aMUHOHMKOTHHOBO# kuciotel (120) c
XJIOPAHTHIPUIAMH KHCJIOT B mHpUanHe obpasyrorcs mupuao[2,3-d][1,3]okcasun-4-oub61 122,
KOTOpBIE, B CBOIO OYepEe/ib, MOJ] ICHCTBHEM MEPBHYHBIX aMUHOB MpeBpaInarTcs B mupuaof2,3-d]-

nupumuanH-4(3H)-oub1 123 ¢ pa3iuyHbIME 3aMeCTHTENSIMU B TojokeHusx 2 u 3 [130].

0
= NH H.N _Rcoct R'NH

| 2 ﬁ ﬁ o Cﬁ
Sy A A

NH,
121

R = Alk, Ar; R* = H, NH,, OH, Ph.

[MpousBoansie mupuao[2,3-dmupumunnn-4(3H)-ona 125 ObuUTM CHHTE3MPOBAHBI TAK)KE KOHJICH-
calyell MPOW3BOJHOTO 2-aMHHOMHPHUANH-3-KapOokcamuaa 124 ¢ TpudTHIOpTOHOPMHATOM WK

6enzomaxiopuaom [131].

OMe
0
T HC(OEt),
=
¢0” N7 "NH, mm C¢HsCOCI

MeO N

R= H, Me, C6H5.

I'ane ¢ cotp. [132] cuntezupoBanbl 3-N-apuizamenieHHbIe 2-aMUHO-4-HMHHO-5,6-TUTHIPOIIN-
puo[2,3-d]mupumuaun-7(8H)-ousr  00paboTkOii  2-MeTOKCH-6-0KC0-1,4,5,6-TeTparuaponupuInH-

3-KapOOHHUTPHUIIOB apHJI3aMeIeHHBIM TyaHuIUHOM B 1,4-muokcane. Ilocnennue ObUIH CHHTE3UPO-
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BaHbl JPYTUMH aBTOpPaMH BO3JCHCTBHEM MHKPOBOJHOBOTO oOmydenus [133], uro obecmeumsio

0oJ1e€ BHICOKHE BBIXO/IbI LIETIEBBIX IPOAYKTOB.

1.3.2. Cunre3 nupuao|2,3-d|nupuMHUINHOB HA OCHOBE MPOU3BOIHBIX MMPUMHUINHA

JIpyruM BaXKHBIM METOJIOM JIJIsl CHHTe3a mupuo[2,3-d]mupuMuAMHOB SBISETCS MCIIOJIb30BAaHUE
(GYHKIIMOHATIBPHO 3aMEIICHHBIX MTHPUMHINHOB.Y CTAHOBIICHO, YTO HE3aMEIICHHBIN 6-aMUHOYpaIIHII
126 B3anMoOIEHUCTBYET C AUMETHUIOBBIM 3(PUPOM alCTHICHIUKAPOOHOBOM KHCIOTHI B KUCJION Cpelie
¢ obpaszoBanuem 2,4,7-rpuokconupu ol 2,3-d]nupumuann-5-kapookcuiara (127) [134]. Kpome to-
ro, HarpeBanue 6-amuHO-1-3THN-1H-upumMuIuH-2,4-1uona 126 B mpem-0OyTumnaneroanerare mpu-
BOOUT K oOpasoBanuto 1-stun-7-metui-1H,8H-mupuno2,3-djnupumuaun-2,4,5-rpuona  (128)
[135].

O COOMe
MeOOC————COOMe X

o _ HN |
. o)\N N N0
2\ | HoHo gy

07 N7 NH, (MehCOW Me 0O O

R

126

N

Et 128
R =H, Et.

I[pocroii ogHOCTaANIHBIH cTOcO0 mosydeHust mupuo[2,3-d]mupumuauaos 131 Bkirouaet Tpex-
KOMIIOHEHTHYIO PEaklni0 6-aMUHOMUPUMUINHOB 129, apoMaTuyecKuX ajabAETUAOB U COSAMHEHUN
C aKTHBHBIMU METWJICHOBBIMH T'PYIIIAMHU B MPUCYTCTBUHU CICAYIOMMX dPPEKTUBHBIX KaTallu3aTo-
pos: TpudTanonamunaa (TDOA) [136], Tpustunbensunammonuit xmopuaa (TOBAX) [137], 4-nume-
tunamuHonupuania (JIMAIT) [138], auammonuii rumpodocdara (JJATD) [139]. Ananornunas

KaCKaJHasA reTCPpOUUKIN3alud ITPOTCKACT TAKKE B OTCYTCTBUEC KaTaJIM3aTOPa [140]

O

O Ar
R! . o
N + ACHO + NC /\R2 TOOA nmu TOBAX win JIMAIIL N XN
%I\ | nin JAT D o )\ | _
07 'N” 'NT 'NH,
R

129 131

R, R = H, Me; R* = CN, CH,ONH.,.

Mexannu3m pC€aKuu BKIIIOYACT BSaI/IMO)IeI\/'ICTBI/Ie ApOMATUYCCKOro ajlbACrujia ¢ akTUBHBIM MCTH-

JICHOBBIM KOMITIOHEHTOM, HYKJ'IGO(l)I/IJ'IBHOG MNPUCOCANHCHUE ITOJTYUCHHOTO apUINACHIIPOU3BOJHOIO

25



130 ¢ 3amernieHHbIM 6-aMuHOIUPUMUIMHOM 129, puBoOAsIIee K MOJYYCHHIO ajyiykTa Muxasms ¢

JanbHEeHIel NMKIN3aen oCciIeJHeT0 B MCKOMbIEe MPOAyKThI 131.

P
ArCHO + NC~ "R? —» Ar———=

130
1 o Ar o2 O Ar (H . 1 .
RY N L \ R RL R
iwm—%ﬁ i' *;\ — 1 X
~
0”7 "N” "NH, C=N ITINH/\N NH, 07 "NTNT UNH,
R R R
129 130 131

[Mupumo[2,3-d]mupumuanasl 131 ObUTH MOTYYEHBI TAKXKe C HUCIOJIB30BAHHEM MHKPOBOJIHOBOTO
o0nyuyenust (MWI). Drot Mmeron uMeeT psii IPEUMYIIECTB, TAKUX, KAaK SKOHOMMSI BPEMEHHU, IIPOCTO-
Ta HKCIEepUMeHTa u T.1. Kpome Toro, MUKpOBOJIHOBOE OOJydeHHE CIIOCOOCTBYET 3HAYHTEIHHOMY
YBEJIMUYCHHUIO BBIX0/10B mpoaykToB 131 (90-93%) [139, 141].

B tex e ycnoBusx rpymnmoil aBTopoB [142] cuHTe3upoBaHbl 6-1uaHo-5,8-muruaponupuno[2,3-
d]mupumuann-4(3H)-oubr 134 ¢ MOMOIIBIO TPEXKOMITOHEHTHON KOHCHCAIIMH 6-aMHHOIMPUMH-

TuH-4-0HOB 132, apoMaTH4ecKoro ampaeruaa U 3-aMUHOKPOTOHUTPHIIA WTH OCH30MIAIeTOHUTPHUIIA
133.

(0] (0] Ar
RL X R! CN
N+ AcHO 4+ AL en MWL OO0
PN R s
R "N "NH, R” "N” N7 "Rr?
132 133 RTY

X =0, NH; R = CH;0, CH;S, NH,; R' = H, CH3; R* = CHa, CgHs.

YcTaHOBIEHO, YTO 6-aMUHONMPHUMUANHBI B3aHMOJICHCTBYIOT C (,-HEHACHIIEHHBIMH KETOHAMHU
00pa3ys COOTBETCTBYIOIIIUE MPOU3BOIHBIC Upuao[2,3-dmupumununa. Tak, peakius 6-aMuHO-2,3-
TUruIpo-2-tuokco-4(1H)-mupumuaunona (135) ¢ o,B-HeHAChIIEHHBIMU KeToHaMu 136 B kumsiiem

JAM®A no3Bomnina nony4duts nupuao|2,3-d]oupumuaiaer 137.

O Ar O Ar
ﬁi | —
. HN HN X
| | |
Y
(0] Ar 41\ Ar! E Al S)\E N/
HN)j\ N 137
&I\ 1 0 Ar!
S II?II NH, O~ Ar e}
woom L
SENNTONT AT
H H
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[Ipenmonaraercsi, 4TO peakiusl BKIIOYACT HYKICO(PHIBFHOE TNPUCOSAWHEHHE AMHHOTPYIIIIBI
6-amuHOnMpUMHUIMHOB 135 Mo KapOOHMIBHOMY aTOMy yriepofa o,3-HEHACBHIIICHHBIX KETOHOB C
obpazoBanuem ocHoBanuil lludda ¢ mocmeayromel nukausanue B nupuao[2,3-d|nupuMuanHbl
137 [143, 144].

O6pabotkoii 6-amuno-1,3-numerrnypanmia (138) 1,5-mudennn-1,4-nearaauen-3-onom, 1,5-au-
benunn-1,3-nenraanen-5-onom win 1-0eH3omi-1-0yTeHoBOH KUCIOTOM mojydensl nupuao[2,3-d]-
nupuMuanH-2,4-mmonsl 139-141, coorBerctBenHo [145, 146]. B aTux ciydasx uMeeT MECTO MpH-

coeuHeHrne MuxasJis ¢ mociaeayronen NUKIU3auei.

07 °'N"°N
Me 139
o 0 0 Z “Ph

1}1 NH, 0~ "N~ N7 "Ph
Me Me 140
138 j\ﬂ O COOH
pZ
Me
Ph COOH N | N
PPN
0 NN Ph
Me 141

AHaOrH4YHEIM 00pa3oM, Tpu 00pabOTKE apMIMACHIPOU3BOAHBIX 142 6-aMHHOTHOYpAIHIOM
(135) cuHTE3MpoOBaHbI 7-aMUHO-5,6-aM3aMeneHHbIe-2-THOKCconupuI0[2,3-d]|mupumuana-4-(1H)-
onbl 143 [147-149]. TIpomomkuTenbHOCTh peaknuii (3-5 y) u abcomoTHas cpefa 00EeCICUUBAIOT

HOJTyYeHHe OKHUCIIeHHOH hopmbl (coenntenue 143).

— R] — Rl
0 o}
_— R R
HN HN | A
A LN S)\N N NH
S N7 NH
135 142 L H 2 H 2 143

R = CN, COOEt, 6en3orrnazon-2-ui, 4-heHuITna3zoio-2-ui, R!=H, ClI, nunepuanH-4-uia, MmopdoauH-4-
W, 4-MeTHIIUIIEPA3HH.

B pesynbTare KoHACHCANUU 6-aMuHO-2-THoypanmia (135) ¢ apomaTHuecKiMMH alibAeruIaMu To-
Jy4eHbI IPOU3BOJIHBIE a3oMeTHHA 144, KoTopble CHavyajia mojBepraoTcs [4+2] uukionpucoeanHe-

HUIO ¢ eHaMuHOHamMU 145 u eHamuHOHUTpUIOM 146, mpuBOASIIEMYy K MIPOMEKYTOYHBIM COEAMHE-
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Husm 147, 148, mocne 4ero mpouCXOJUT AIMMHUHUPOBAHHE BTOPUYHOTO aMHHA C O0Opa3OBaHHEM

COOTBETCTBYIOLIMX KOHJICHCUPOBAHHBIX nupuao[2,3-dnupumununos 149, 150 [150].
(0] (0] COR (0] COR
NM
O, . HNH\/%L
—
145 Sél\lﬁf N/ Ar S)\Iﬁf N Ar

0 0 147 149

N \
N ArCHO | HN | o O CN O CN

)\ )\ AN NC

S UNT TNH, S”NT NT Car 146 HN N HN XN

H H | — 1 |

SZONTONT Dar

H

150

~
135 144 s)\g N~ Ar
148

R = 2-tuenumn, 2-dypun, 2-madrmm.
MeToa0oM KackaJHON TeTEepPOIUKIN3alUU U3 COOTBETCTBYIOIIETO albJErH/ia, MAIOHOHUTPHUIIA U
6-amuaoTHOypanuiaa (135) B JIMDA 6e3 kaTanuzaTopa WM C MCIOJb30BaHHEM JaypHiCyibdara

HATpHs CHHTE3MPOBaHbI MIPOU3BOIHBIC MUpUI0[2,3-d|mupumuaun-2-tuona 151 [151].

O Ar
N N CN
H/I/T‘T\ | + ArCHO + NC7CN — > H/I/T\I\ |
=
S7NT N, S7UNTONT UNR,
135 151

B pa6ote [152] mokazaHo, 4to 2,6-aquamuHonpuMuIuH-4-o1 (152) B3aumoneiictByer ¢ Oyr-3-
uH-2-0HOM B JIM®A miu B yKCYCHOU KHCIIOTE C 00pa3oBaHHeM 2-aMUHO-7-MeTuin-nupunof2,3-d]-
nupuMuaInH-4-oHa (153).

o

O
(0]
HN - /< JAM®A umu AcOH HN AN
N~ “NH, N
152

H,N H,oN N N Me
153

OMHOCTAMITHON TPEXKOMITOHEHTHOU peakiueil 2,6-1uaMuHOnmupuMuant-4-ona (152) ¢ amkui-
HUTPUJIAMH U aTbACTUIAMH TIPU MHUKPOBOJHOBOM OOJTYYEHHH ObUTH CHHTE3HUPOBAHBI POU3BOIHBIE

2-amuHO-Ipu0[2,3-dmupumununa 154 [153].

O Ar
CN
P
H)N\)j\ + ArCHO + NC~ R _ MWL ij\ | X
N NS
H,N” N7 NH, HNTONTNT o

152 154
R =CN, COOEt, CONHs,.

28



WHTepecHbI MeTOJ CHHTe3a MPOU3BOAHBIX mupuao[2,3-djmupumuaun-4,7-quona 157, 158
B3auMoieiictBueM 2,6-auamuHonupuMuani-4(3H)-ona (152) ¢ 4-apwinaeH-3-MeTHIN30KCA30I1-

5(4H)-onom 155 unu 4-apununen-2-penmnokcazon-5(4H)-onom 156 npu MWI onucan B pabore
[154].

MWI

158

[Ipenmonaraercs, 4TO MEXaHU3M pEaKLUU Ui MOTydeHus coequHenuit 157, 158 pxrovaer moc-
JIeIOBATEIIbHOE TPUCOCIMHEHUE MHUXadIis, IMUKIH3AINI0 U PACKPBITHE W300KCA30JI0BOTO KOJIbIIA.

MexaHu3M peakliuy MoJIy4yeHusl coequHeHus 157 mpuBeeH Huxe.

Ar CH3
| X ’&NOH
N~ SO0
H
157

J5is cMHTE3a MTPOU3BOIHBIX MUPHI0[2,3-0]IMPUMHINHOB B Ka4eCTBE UCXOIHBIX COCAUHEHHM HC-
MOJIb30BaHbI TakXke 2,0-AM3aMelleHHbIe S-aneTuin-4-amuaonupumuauael 159, Tak, B3aumoseicT-
BHEM IOCIIEAHUX C AlleTHIAETOHOM HITH OCH30MIAIleTOHOM MOJIyYeHbl 6-aruanupuao[2,3-d]mupu-
muauHbl 160 [155], a koHIeHcaI el ¢ 3THIIOKCATaTOM B IPUCYTCTBUH 3THIIATa HATPHUSI CHHTE3UPO-

BaHbI ATHJIOBBIC 3upbI 5-okconupuno|2,3-d|nupumMuanH-7-kapOooHoBoi kucinotel 161 [156].

R!  CH, R! CH; O
o) N7 | 0 0 N7 | X R?
2 B —
(0) R > x> —
1 \>,>_ R)\N NH4</_< R2 R)\ N~ N7 CH,
R!  CH, e i CH; | 160
N7 | ¢} |
)\\ R* O
RN NH, EtOOC N7

159
O}\OEt )\\ | |
H

R = CCls, Me, Ar; R' = Me, SCHj;, CsHs; R? = Me, CgHs.
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B pa6ote [157] onmcan cuHTE3 7-3aMEMICHHBIX MPOU3BOAHBIX mUpuao[2,3-dJmupumuanna 163
KOHJICHcaluel 4-aMuHo-5-popmunmnupumuania (162) ¢ pa3iMyHbIMEA TPOU3BOJAHBIMU apPOMATHYEC-

kux ketoHoB B npucytctBuu K,COs u Kl B anerone. Brixozs! mporykToB coctaBisitoT 80-85%.

0
N7 H O K,CO;5 /KI N7 X
. X T
N7 NH, HC R N” N7 R
162 163

R = Ar, mupuauHAn, THEHIT, QypaHuII.

B nuteparype ommcaH MeTOX MOJNY4YEeHUS S-aMHHO-4-apuil-7-0Kco-2-MepKanronupuol2,3-d]-
MUPUMUIUH-6-KapOoHuTpriia 165 koHmeHcamuer 4-aMuUHO-5-1MaHO0-6-apui-2-MepkanTo-5,6-1u-
TUAPONUPUMUANHOB 164 ¢ 3TUIOBBIM 3GUPOM LHHAHYKCYCHON KHCHOTHI [158]. dyHKIIMOHANBHBIE

T'pynIibl B COCAUHCHUN 165 no3BoisioT OCYIICCTBUTH HOBBIC pCAKIINU I'CTCPOLUKIN3allUU.

Ar Ar NH,
CN CN
| . NC — |
HS)\\N NH, ¢J\0Et HS)\\ N7 NTO
164 H 165

[TpousBoaHBIC 3THIIOBOTO upa 5S-aMuHO-6-okconupuo[2,3-d|nupruMuanH KapOOHOBON KUCIIO-
Tel 167 cuHTE3MpoBaHbI 00pabOTKON 4-(heHMIaMHHOIMPUMHINH-5-KapOOHUTpIIIoB 166 manoHo-

BOW KucIoTOMN B 3Tanoie [159].

O NH,
CN COOFEt
HN | P HN | X
s + HOOC” “COOH ——> s
R "N~ "NH R” N7 N7 o
166 R! R' 167

R =Me, NH,; R' = F, Cl, Br.
1.3.3. Buosornyeckasi akTHBHOCTH MPOU3BOAHBIX MUPHI0[2,3-d|mupumMuanna

W3 Bcex BO3MOMKHBIX MUPUIONMUPUMUAMHOB B HAMOONbBINEH CTENIEHW B JHUTEpaAType YINOMUHA-
foTcst upuI0[2,3-d]mupUMHUINHBI, TaK KaK OHHU OO0aJar0T IUPOKHUM CIIEKTPOM OHOJOTHYCCKON
aKTHUBHOCTH, a TPU UX MIPEACTABUTEIS, a UMEHHO, munemMuaoBas kuciota 168 [104], mupomuabeBas
kucinota 169 [105] u nupurpexcum 170 [106], apnstommecs 3pPeKTUBHBIMA aHTHOAKTEpUATbHBIMU

U IPOTUBOOITYXOJICBBIMU CPEACTBAMMU, HAIIJIN ITUPOKOC IMIPUMCHCHUC B MGI[I/IL[HHCKOP’I IIPpaKTHUKE.
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o OCH;4 CH; NH,

HOOC N HOOC XN % N
|l | |
N N/)\ N N N/)\I\O SN N/)\NHZ
C,Hs K/NH C,Hs OCH,
18 169 170

AHaJOTH THUPUTPEKCUMA U HU3OMHPUTPEKCHUMA TPOSBISIOT MPOTUBOOITYXOJIEBYIO AKTHBHOCTH
UHTHOMPOBAHUEM Pa3InYHBIX THIIOB (DEPMEHTOB, TAKUX, KaK HUKIHH3aBHcuMas kuHaza 4 (CDK4)

[106], Tuposunkunasza (TKI-28) [160] u pocdoauscrepasa 2 (PDE 2) [161].

Cl
NCI/Y\N
I /\
= = N
N 07N N)\N@—N N-Me
H \__/

| = SN
cl 0~ N \N)\NH@ g | /)\
! N~ N7 TNH-R

TKI-28 CDK4 PDE 2

CHAr
NH

B psiny nupumo[2,3-d]nupuMuInHOB, COAEPKAIMX aMUHO(MMUHO)IPYIIIbI B 4-0M MOJIOKCHUN
nupumurHOBOro KoJbita 101, 110, BEISBICHBI BemIeCTBa C BHICOKOH aHTHOAKTEpUATbHON aKTHB-
HocThIO [112, 114, 123]. YcTaHOBIEHO, 9TO Han0O0JIe€ BHICOKYIO aKTUBHOCTH MPOSBIISIOT COCTUHE-
HUS, COJIEpPIKAIUE B 7-OM IMOJIOKEHUH OEH30JIHOTO KOJIbLIAa 3JIEKTPOOTPUIIATENIbHBIE 3aMECTUTEIH,
MpUYeM aKTHBHOCTH BO3PACTAET C YBEIWYCHHEM DJIEKTPOOTPUIATENILHOCTH. AHAIOTUYHOW aKTHB-
HOCTBIO 00J1a/1af0T Takke mupua0[2,3-d|mupuMUINHBL, COAEpIKaAIINe aMUHO- U OKCOTPYIIIbI, COOT-
BETCTBEHHO, B 5-OM U 7-OM TOJIOXESHUSIX MUPHINHOBOTO Kojbita 171 [158, 159]. UccrnenoBanus mo-
Ka3ank, 4To 3amelleHHbie 8-(4-dropodenmn)mupuaol2,3-d|nupumuanHbl 6oJiee aKTUBHBI, 4YeM

XJI0p-, OpoMdeHmnconepxanye coequnenus [159].

R! NH, NH, R!
R2 N
Z N N = | N
N N J /)\
N~ °N 0~ "N~ 'N” "R
X 101

R, R!, R? = Alk, Ar; X = H, Me, OMe, NO,, CI, F, Br.

Ycranosneno, uro 2,4-mutnonupunol2,3-djmupumunuasl 106 mposBisitor 6osiee  BBICOKYFO
AHTHOAKTEPUAIEHYI0O W TMPOTHBOTPUOKOBYIO aKTHBHOCTh, Y€M TaKHE HW3BECTHBIE CPEJICTBA, KaK
ammunuuaH 1 amokcumutad [120]. Kpome toro, 4-okco- u 2,4,5-tpuokconupuao[2,3-d]mupumu-

nunbl 118, 128 Toxke 00sanaroT aHTHOAKTepUaibHOM cBoiicTBOM [127, 135].
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Rl

= | NH | | NH = | NH
R™ N N/) R7 N Nko RN N&s
Ho o H
118 128 106

R, R, R? = Alk, Ar.

B psay npousBoaHbIX nupuao[2,3-0]mupuMHUIMHOB BBISBICHBI BEIIECTBA, KOTOPhIC 00JalaroT
anrunponudeparuBubiM [137], nmpotuBoBUpycHBIM [162], mpoTHBOBOCHIANUTENBHEIM U 00JIEyTO-
asiroruM [147, 163] nelicTBHEM.

B 3axitoueHuu cnegyer oTMETHTh, YTO Oosiee Iiy0oKoe n3ydeHHe IMyTeld CHHTe3a HOBBIX IPOM3-
BOJHBIX TTHPHUA0[2,3-d|mupuMuIMHa B IUTaHE TTOUCKA HOBBIX OHMOJOTMYECKH aKTUBHBIX COCIUHCHHUM

IIpeJICTaBIIsIET OOJIBIION TEOPETUUECKUN U IIPAKTUYECKUN UHTEPEC.

1.4, Metoabl CHHTe3a ¥ OMOJIOTHYECKAS AKTHBHOCTh MPON3BOIHBIX

nupuao[3',2':4,5|tueno|3,2-d|mupumuanna

KonneHcupoBanHble THEHO[2,3-D|nUpHInHBI TPEACTABISIOT TCOPETHYSCKUNA M TPAKTHYCCKUN
UHTEpeC B KadecTBE OMOJOIMUYECKH aKTUBHBIX coeAMHeHHH. CucremMaTHyecKhe MCClIeJOBaHUs IO
CHUHTE3Y U MPEBPALICHUSAM B 3TOH 00JacTH OpraHMyeckoid XuMuu HadaThl B 80-X rogax mpouuioro
crosietus [164]. OxHako pabOThI B 00JACTH CHHTE3a aHHETUPOBaHHBIX THeHO[2,3-b]nupuanHos, B
YaCTHOCTH, MPOM3BOAHBIX mupu0[3',2":4,5]|treno[3,2-d]nupumMuInHOB, CTald 0COOEHHO  HHTEH-

CHUBHBIMHU B IIOCJIICAHUC I'OABI.
1.4.1. MeToabl CHHTe3a MPOM3BOAHBLIX MUupua0[3',2':4,5|tneno|3,2-d|mupumMuanHoB

Y100HBIM METOJOM OOpa30BaHMs MUPUMHUIMHOBOTO IMKJIA HA OCHOBE THO(EHOBOTO KOJbIIA
THeHO[2,3-b|nupununoB sBisiercss peakuuss HumeHTOBCKOTO. VMCXOAHBIMH COCTHHEHUSIMU IS
MpEeBpaIeHNI TaKOro THIA SIBISIFOTCS 3-aMUHOTHEHONUPUIUHBI 172, KuUMsueHUE KOTOPHIX B

(bopMamuie MPUBOIUT K BEICOKMM BBIXO/1aM KOHEUHBIX TIpoaykToB 173, 174 [165-171].

1
N
X N\ /
N/ S NH,

R' = H, Ph, Gensodypan-2-ux; R’ = H, Ph; R® = NH,, amuno, Ar, SPh, SO,Ph,; R? + R® = (CHy),,
CH,C(Me),XCH,; R* + R? = CH,C(Me),XCH,, X = 0, S, N-Alk, (CH,),, n = 3,4; Z = COOEt, CN.

32



B aHanormuHbeIX peakuusx BMecTO (opMaMHUAa C YCIEXOM HCIOJB30BaHbl pa3nyHbIE W30THO-
uanatel. Peakimym 0OBIYHO MPOTEKAIOT B JIBE CTAJIMU: CHaydana oOpa3yroTcs THOYPEIOTPOU3BOI-
Hble 175, KoTOpbIe TIOJ] ACHCTBUEM OCHOBaHUU Jajiee MUKIU3YIOTCs B upuao[3',2":4,5]tueno|3,2-
d]mupumuauner 176 [172-177]. B paborax [174, 175] aBTopam ymaaoch IOJYyYUTh HCKOMBIE

MIPOJIYKTHI 0€3 BBIICICHUS MPOMEKYTOYHBIX COSTUHEHHUI 175.

1
RY NH,
2
R
-
RN S
S 172

A O&
‘3*/ \ X
NHCSNHR? N4 R

R'= H, Alk, Ar; R? = H, R® = amuno, Ar, Alk; R* + R? = CH,C(Me),0CH,, (CH,),, n =3, 4; X = S;
Y = NH, O; Z = CN, COOEt, C(O)NH,, C(O)NHA.

B kauecTBe peareHToB it cuHTe3a mupuao[3',2':4,5]tueno[3,2-d]mupumuaunos 178-180 Ha
OCHOBE 3-aMHHO-2-KapOaMOMITHEHOMUPUINHOB 177 HCIIOIb30BAIMCH TAKIKE YKCYCHBIH aHTHAPHIL
[178], xnmopauruapuasl kapooHoBbIX KucioT [179, 180], peaktuB BunbcMmeiiepa, MypaBbuHas KHc-
gora [179, 181], tpuatunopropopmuar [178, 182-185], cepoyrmepon [173, 186], moueBuHa,
anbaerupl, kKetousl [179, 186] u austunanerans JJM®A [187]. Takum 06pa3om ObUTH MOJYUIEHBI

AHHCJIIMPOBAHHBIC COCIUHCHUA C PA3JIMYHBIMU 3aMCCTUTCIIAMUA B TIMPUMHANHOBOM KOJIBIIC.

R* X
R
1 R N= 1 R NH, 3 . HNJ<N 3
A S —
I O )
| | |
/
RN S O RN S0 R? S
177 179
l R* g5

N—X
R! N-p3
~
RY "NT S O 180

R = H, Ar; R'= H, Ac; R* = amuno, Me, tnoden-2-w1; R + R' = CH,C(Me),0CH,, (CH,),, n = 3, 4;
R®=H, Ph; R*=H, Alk, CICH,, Ar; R°=H; R*+ R°= (CHp),, m=5,6;: X=Y =0, S.

Oco0bIii HHTEPEC MPEACTABISIOT PEAKIIUK C OJHOCTaIUIHBIM 00pa3oBanueM TreHo|[3,2-d]mupu-

MHUIUHOB. Tak, HampuMep, IUKIU3AIKs TPOU3BOAHBIX 3-aMUHO-N'-nimanotueHo[2,3-b]nupuann-2-
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kapOokcumunamuna 181 B 2,4-numamuHo3aMelieHHbIe Tpou3BoaHbIe 182 mon nmelicTBreM OCHOBa-

uus [188]. [locneanue ObUTH CHHTE3UPOBAHbBI TAKXKE B pe3yJbTaTe KackaaHoro mpoiecca [189].

. . NH,
NH =
NN © NON EtONa R! Nﬂ<N
=
R2 N S NHZ R2 N/ S NH2
181 182

R =H, Alk, Ph; R = H, Alk; R?= Me, Ph.

MeTooM KacKagHOW TeTepOlMKIN3aluu, MpeaiokeHHo B padote [190], u3 mpou3BoIHBIX
3-mmanonupuanH-2(1H)-tuona 183 monydeHsl KOHICHCHpOBaHHBbIC MUpUMHIUH-4-0HBI 185 6e3

BBIJICJICHUS TIPOMEXYTOYHOTO THeHONMpHuIuHa 184.

1 R 1 RN,
R CN R 0
| N CICH,C(O)NHAc \I[LTI:<>_4Z
R2 N S R2 N/ S NHAc

H 184
183

R = H, Me, Ph, CF;; R' = H; R? = Me, Ph mmu R* + R? = (CH,),, n = 3,6.

B pabote [191] mpuBOAMTCS CHUHTE3 TPUIMKINYECKUX KOHACHCHPOBAHHBIX 2,4-TUTHUIPOKCH
nupuno[3',2":4,5]tueno[3,2-d]nupumuauaos 186  B3aumopeiictBuem  3-tmaHonupuanH-2(1H)-

THoHOB 183 ¢ N-(3ToKCHKapOOHIIT)XIOpalIETAMHIOM.
0]

R
RL_ACN . " R fnq~4éq
, + CIWN\H/OEt _EtONa _ m
R N° S 0O 0 RZONT TS OH
183 186
R = Ph, 4-FCsH,,4-MeOCsH,; R* = H; R? = Ph, 2-tuenmu.

Jlpyroii MeTox TOJy4eHHUs KOHACHCUpoBaHHBIX mupuao[3',2":4,5]tueno[3,2-d|nupumMuanHoB
188, 189 [192, 193] BrirouaeT 0Opa3oBaHKE MUPUMUIMHOBOTO IIMKJIA KOHICHCAIIUEH 3aMeIIeHHBIX
2-ankokcnkap6orm-3-(R -kapGormn)amunotieno[ 2,3-b|mupuanHos 187 ¢ nepBUYHBIME aMUHAMH
W rugpasiHoM. B ciyuae R* = OEt KOHEUHBIME IPOLYKTAMHE SIBISIOTCS POM3BOIHBIC THPHMHU-
nuH-2,4-muona 189 [194]:
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RN TS o R ONT S
188 187

0
1 R! R!
R2 1 N:<N R2 HN/§O R2 HN’J< ~R5
X\ / R* RNH, N\ RSNH, A\ R
| - | COOAlk — = -
Z Z go” N~ S O
189

R' = H, Alk, Ar, COOEt; R? = H, Ph, Me; R® = Me, Et; R* = NH,, H, Alk, (CH,),NEt,, (CH,),OH,

n=2,3; R°= H, NH,, Ar.

ABrtopamu pabothl [195] paspaboran croco6 mosmyueHus 2,3-auruaponupunol3’,2':4,5]tueHo-

[3,2-d]mupumuauroB 191 Ha ocHOBe 3-aMUHO-5-1IMAHO-7-3TOKCHU-2-popmuit-4-penunruerol2,3-b]-

nupuauaa (190) depe3 cOOTBETCTBYIOIEE a30METHHOBOE MPOU3BOAHOE 10 peakiMu asa-Burrura.

Brixozas! mpoaykToB coctaisitor 50-80%.

Ph \j, Ph \j, Ph " N=pph,
NC NC NC
SN X N
jl\)jj\g—mo . MCH—NAr PPhy MCH=NAr
75 2 Z=s

EtO” N EtO” "N Et0” N
190
X /
Ph N,/< RNCO umi CO,
NC | N 7 N\Ar nunmu CS,
~
Et0” N~ S
191

X=0,S, NR; R =AIkK, Ar.

Y1006HBIM MeTOnOM CcHHTe3a N-MeTHIIHPUAOTHEHONMUPUMHINH-4-0Ha 193 sBnsieTcs Takxke

peakiust popmamuanta TueHo[2,3-b]mupuaurosoro psiaa 192 ¢ MeNH, [186].

N;\NM N=\
e -M
0N { 2 0N \ N-Me
| B COOEt — | B
N7 S N~ S 0
192 193

Psan npumepoB nostyueHust TUPUA0THEHONUPUMUINH-4-0HOB onucaH B pabdorax [196, 197]. lu-

a30TUpOBaHUEeM aMUHO3(Upa THEeHO[2,3-b]mupununa 194 BOAHBIM PacTBOPOM HHUTPUTA HATPUS TIO-

Jy4eH COOTBETCTBYIOIIUN THAPOXJIOPHI 3-Ara30-2-3TUiKkapOoHui-4,6-aumetuntueno|2,3-b]nupu-

nuHa 195, B3aumojielicTBHE KOTOPOTO ¢ THOMOYEBHHON M TYaHUJAWHOM MPUBOANT K 7,9-TUMeETHII-

2-trokco-1,3-muruaponupuno| 5,4-brueno| 3,2-dlnupumuaun-4-ony (196) u 2-amunHo-7,9-1rme-
tunnupuno[5,4-b]rueno[3,2-d|mupumuann-4-ony 197, coorBerctBenno [196, 197]. B3aumonetict-
BUEM ke coeauHeHus 195 ¢ rugpokcuaaMuHoM ObLT mosydeH 6,8-nuMeTrnu3okcas3ono4,3-b]rue-

HO[5,4-b]nupuaun-3-on (198) [196].
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Me  wp, Me §N2N Cl Me II\{I\O
N OFt x OEt NH,OH-HCI X
~ — = O
Me” "N~ S O Me” N7 S o) Me” N7 S
194 195

198
N= Y Me N4
NH

R
NH
~ ~
R2ONT S 0 Me” N~ S 0
197 196

3-Aszugonpoun3Boanbie THEHO[2,3-b]mupuannos 199 B3aumoaeiicTBUEM C pa3IMYHBIMA HUTPHJIIA-
MH WM KHIISTYCHUEM B M-KCHIIOJIE MEPEBECHBI B TETPAI[MKINYECKHE POU3BOAHbIe mupuao[3',2":-
4,5]tueno[2,3-e][1,2,3]rpuazono[ 1,5-aJmupumuanna 200 win nupuno[3',2":4,5]tueno[3,2-b]unmo-
aa 201 [198, 199]. B nuteparype ommcaHbl TAK)K€ METOIbI MOJYYCHUS U IPYTUX KOHICHCHPOBAH-

HBIX cucTeM ¢ mupuao[3',2":4,5]tueno[3,2-d | nupuMuIHHOBBIM (pparMeHTOM.

N
H N~ 1
R N NO2 R N3 Me I\\I / R
X M-KCHJIOJ X R!CH,CN N\
S <kawor mz Romen, N (T
= = Me =
Me” N7 S Me~ NT S N7 g
201 199 200 0

R = H, Me; R*= Alk, Ar, Het; Z = COOEt, 4-NO,C¢H,.

Tak, peakmuei 3-aMHUHO-2-TUTHAPOUMHUAA30IHI(TETPATHIPOTHPUMHUINHII)THEHOIIUPHITHOB
202 ¢ psimoM KOMIOHEHTOB (YKCYCHBIM aHTHAPHJI, OPTOMYpPaBbUHBIN 3hUp, cepoyriepos, OeH3ab-

nerun) oopasyroTes monuiukInaeckue asuabl 203 [173, 180].

R4
1 1
R2 E R2 N
X
B ]) ——— T 4,
R3 N S N n R3 N/ S N
202 203

R' = H, Me, CH,OMe, Ar; R?* = H, Me, CH,OMe; R® = Me, Ar, tnoden-2-u; R> + R® = (CH,);; R = H,
SH, Alk, Ar; n=1,2.

Pa3paboTaH KackaJHbI METOJ MOJTYYCHHS MEHTAMKINICCKUX KOHJICHCUPOBAHHBIX THEHO[Z2,3-
e]nuppono[ 1,2-a]lnupumunuaanono 205 B3auMoJeicTBUEM aMHUHOAMHUJIOB aHHEIUPOBAHHBIX
tueHo[2,3-b|nupuaunos 204 ¢ neBynuHoBoM KucioTol. [Ipeanonaraercs, 4To peakiys HaunHACTCS
C HYKJICO(QWIbHON aTaku aMUHOTPYIIBI MO KapOOHWJIBHOM TIpymme JeBYJUHOBOW KHUCIOTHI C
MOCJICTYIONIEH BHYTPUMOJICKYJIIPHON TeTEepONUKIN3anueid ¢ oOpa3oBaHHEM JBYX IMKIOB —

nupumuanHa 1 ppoda [200].
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R! R!
X )n H OH
NH, N [=(CH,),COOH
= MeCO(CH,),COOH
| | > | | Me — 5
RN 87 SCONHR? s” ¢ 0
i"N—H
0
204 L

X=CH,, O, S; n=0, 1; R' = R*= H, CH;; R®= amuno; R*=H, CH,Ph, Ph.

[IpencraBisier MHTEpeC KOHAEHcAIMs aMuHOamuaa TueHo[2,3-b]mupuauna 206 co ¢raneBbim
anruapuaoM. llpu mpoBeneHUM peakUud B YKCYCHOW KHCIOTE OBUIO BBIICICHO IPOM3BOIHOE
¢dramumuna 207, a npu kunsiaennu B JJM®A B pesynbrate peakuuu nonydeH 1-¢enwmn-1,4-gurua-

porupuao[3",2":4',5 Ttueno[2',3":5,6 Jnupumugo| 2, 1-a]usounnmon-3,6,12(2H)-rpuon (208) [201].

Ph O

DMF N
HN— ]|
S N

090
Pho N, H
NH 208 O
m S
0~ N~ S O Ph O
i 206
) N
L HN / |
AcOH S O
207

CONH,

KaMOymoBeIM ¢ cOTp. pa3paboTaH MeTOJI MOJydeHUsST TIPOU3BOAHBIX HOBOW I'e€TEPOIMKINICCKON
cucTeMsl - 6en3o[4,5umunazo| 1,2-Cloupuao[3°,2:4,5]tneno| 2,3-eJmupumuaraa 210 mukim3anuei
3-amMuHO-2-(0eH3uMH1a30WIT-2)THeHO[ 2,3-b Jnupuannos 209 ¢ aHruapuaaMu U XJIOpaHTUAPUIAMA

kapOoHOBBIX KucoT [180].

R2
R NH, R N:<N
AN N
OO — (0
~
RUON S II}II R! N/ S N

209 210

R = R!= Alk; R? = H, Me, CH,CI.
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1.4.2. BuoJiornyeckasi aKTHBHOCTH MPOU3BOAHBIX Mupua0[3',2':4,5]Tneno[3,2-d]-

NMUPpUMHUINHA

buonornyeckue uccnenoBanus mupuao[3',2":4,5]rueno[3,2-d|nupumuantaos Hadatel B 80-x ro-
Jlax TpoIwIoro croserus. JlureparypHsie gaHHble 00 MX OMOJIOTHYECKON aKTMBHOCTH 3a MPOILIEA-
e 30-35 neT cBUIETENbCTBYIOT O 11eJIeCO00Pa3HOCTH MOUCKA JIEKAPCTBEHHBIX CPEICTB CPEIU UX
npousBoaubix [170- 172, 181, 189, 202-204].

Tak, B psny npousBoanbix nupuno[3',2":4,5]tueno|3,2-d]nupumuarna, comepKaiux aMUHO-
TpynIbsl BO 2-0M U 4-OM TOJIOKEHUSX MUPUMHUAMHOBOTO Kosblia (coenuHeHue 211), BBISBICHBI
BEIIIECTBA C BHICOKOI MPOTHBOOIYX0JIEBOM akTHBHOCTHIO [178, 189, 202]. BBeaeHre aMHUHOATKHIIb-
HBIX IPyNM B 3-b€ MOJOXKEHUE MUPUMUAMHOBOTO KOJIbIIA IPUBOAUT K cOeAUHEHUsIM 212 ¢ aHanbre-
THUYECKON M MPOTUBOBOCTIATUTENILHON akTUBHOCTBIO [203]. OcoObIii MHTEpEC ¢ TOYKOW 3peHus O1o-
JIOTMYECKOW aKTMBHOCTH TpejcTaBisitoT nupuao[3',2':4,5]tueno[3,2-d]mupumuiuHbl, KOHICHCHPO-
BAaHHBIE C IUKJIOT€KCAHOBBIM M MUPAHOBBIM KOJIbIIAMU — NMUpUMUI0[S5’,4°:2,3|THeHo|2,3-Clu3oxu-
HOJIMHBI ¥ nupano[4’,3”:4,5nupuno[2,3-b]treno[ 3,2-d]nupumuannst 213. CoriacHo nuTeparyp-
HBIM JIaHHBIM 4-aMUHO- U 4-THOAJIKUIBHBIE MPOU3BOIHBIC TOCIEAHUX 00JIa1al0T BHICOKOM MPOTH-
BOCY/IOPO’KHOM M aHTHOAKTEPHAIHHON aKTHBHOCTBIO, @ TAKXKE SIBIISIIOTCS HHTHOUTOpamMu (hocdoam-

screpassl PDE4 [170, 171, 204].

R R!
4
5 1 N:< 2 % N:<
R N
RO N N
2
ROONT S /11\1~R RN S R
ar R 212 o) a3
R!=R2=H, Alk; R® = H, NHy; R =R'=SH, SAlk; R* =H, Alk, Ac; X =0, CHy; R=H, CHj;
R*=R®= Alk, Ar; R’ =H, Alk; R! = amuno;
RS = H, Alk; R’R® = (CH,),. R’R? = CH,NCH;(CH,),. R = H, amuno.

O06o0Omiast nureparypubsie gaHHble o mupuao[3',2":4,5]trueno[3,2-d]nupumMuanHax MOXKHO
3aKJIFOYHTh, YTO JAJIEKO HE MUCUEPIIaHbl BCE CHHTETHUYCCKHE W OMOJIOTMYECKHE BO3MOYKHOCTH 3THX
COCJIMHEHUH, YTO W TPEANoyiaraeT HEOOXOJUMOCTh JaJbHEUIIEro pa3BUTHS pabOT B 3TOM

HaIlpaBJICHHUU.
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I'JTABA 2. CUHTE3 HOBbBIX BUOJIOTUYECKHN AKTUBHbIX
KOHAEHCHUPOBAHHBIX IIMPUINHOB HA OCHOBE
AJIMIUKIMYECKUX U TETEPOIUK/IMYECKUX KETOHOB
(OBCYKAEHUE PE3YJIBTATOB)

Cpeay MHOTOYHCIIEHHBIX a30TCOAEPKAIIMNX IeTEPOLUKINYECKUX COCIHEHUM ITPOU3BOJHBIC U~
pUIUHA, SBIAACH CTPYKTYPHBIMU €OUHULIAMHU Il KOHCTPYMPOBAHUS HOBBIX KOHJEHCUPOBAHHBIX
TeTepPOLMKIMYECKIX CHUCTEM, MPEACTABIAI0OT HECOMHEHHBII MHTEPEC B IUIaHE TMOMCKA HOBBIX OMO-
JIOTUYECKHM aKTUBHBIX coeluHeHui. MccienoBanus mokasajiu, 4To IPOU3BOJHBIE KOHIECHCUPOBAH-
HBIX NMUPUIUHOB 001aJat0T 0ojiee NIMPOKUM JHAra3oHOM (PU3UOJIOTMUYECKOro ASHCTBUS, YeEM COC-

TaBJIAIOIINEC X MOHOIMKINYCCKHUEC COCANHCHUA.

2.1. CuHTe3 PYHKUMOHAIBHO 3aMelleHHbIX MUPaHo|3,4-ClnupuauHos, 5,6,7,8-

TETPArNAPONU30XUHOJHUHOB H HUKJIOIICHTA [C] NMUPUAHTHOB

HccnenoBanus MPOBOIMIMCE Ha 0a3e TeTparuapo-4H-nupan-4-oHa, MUKIOTEKCAHOHA U ITHKJIO-
neHTaHoHa 1. MicXOQHBIMU COEAMHEHUSIMH ISl CHHTE30B CIIY>KUJIU MOJy4YeHHbIE paHee THOMHpPaH-
tHoHBI 2 [33, 205], koTopsie MO AeiiCTBHEM TUMETHIICYIb(aTa ObLIH MEPEeBEACHBI B COOTBETCTBY-
forue Tuonuprinessie conu 3, 4 [206, 207]. MicxoaHbIMU COCTUHCHUSIMU CAYKHIN TaKXKe JUHUT-

WM WITHICH TIPOU3BOIHEIE 5,0.

R (o)
R % CHy(CN), +CS,

1 TOA

1-4: X=0,CH;n=0,1,R=H, CHa.

TuonuprimeBbie Coiiv, Oiaromaps BHICOKOW PEaKIIMOHHOCIIOCOOHOCTH TIPY B3aUMOJICHCTBUU C
apOMaTUYCCKHUMH aMHUHAMH, C JISTKOCTBIO TIEPeBE/IeHbI B HIMHHOCOCIUHEHUS 7a-3, 8a-3, KOTOphIe
Janee moJi JeMCTBUEM dTUJIaTa HaTpHsl TIOJBEPTHYTHI IeperpynnupoBke tumna J(umpora ¢ odpa3oa-
HUEM TPOU3BOAHBIX 6-amuHOMUpaHo|3,4-ClnupuannoB 9a-3 u 3-amuHo0-5,6,7,8-TeTparuipon3oxu-
HonmHOB 10a-3 (MeTon a). [Tocieqaue MOMydeHB! TaKKe BCTPEYHBIM CHHTE30M B3aWMOJICHCTBHEM
JUHUTPUIIOB 5, 6 ¢ 3aMenIeHHBIMU (DeHMIM30THOIMaHaTaMu (MeTox 0). BTopoii myTh cuHTE3a coe-
nuHeHnit 9a-3, 10a-3 okazancs 6onee yJOOHBIM M3-32 MEHBIIIETO YHCIa CTaauil U 0oJee BHICOKOTO
BhIxoa poaykToB [69, 206-210]. B UK cnekTpax coeanHeHuit 7a-3, 8a-3 NPUCYTCTBYIOT TOJIOCHI
norsiorieruss C=N rpymmer B o6mactn 1660-1670 evt. B SIMP 'H CIIEKTpE MOCIEAHUX CUTHAIIBI

npotoHoB NH; rpynm wHaGmonatorest mpu 7.45-7.47 m.a. [1pu nepexoze k coennnernsm 9a-3, 10a-3
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B UK crnexTpax ucueszarot noiocs! nornomerns C=N rpynm u mosiBIsioTCS NOJIOCH! MOTIOMEHHS
C=S rpymn B o6macti 1250 cu™. B SIMP 'H cnexrtpax curnanst NH, rpymn cumemens: B Gonee

cuibHOE ToJe (6.20-6.54 M.11.) M0 cCpaBHEHUIO C TEMH K€ CUTHAIIAMH COCIMHEHUH 7a-3, 8a-3.

CN
R N NH:
R |
X S
|
N
SAr

EtONa | 7a-3, 8a-3

CN
R NH
AINCS R | X 2
R g X N_
R X Ar
5,6 S
9a-3, 10a-3

3,5,7,9: X = 0, R = CHy; 4,6,8,10: X = CH,, R = H; Ar = C¢Hs (7a-10a), 2-CHsCgH, (76-106), 3-CH3CeH,
(78-108), 4-CHyCsH, (7r-10r), 2-CH,OCsH, (71-101), 3-CH;0CsH, (7e-10e), 4-CH;0CeH,  (7-10:%),
4-CICgH, (73-103).

B kadecTBe MCXOIHBIX COSAMHEHUN I CUHTE3a 8-ruapazuHonupano|3,4-ClnupuanaoB 13a-k u
1-runpasuno-5,6,7,8-TeTparuIpon30XUHOIMHOB 14a-3 Mcnosb30BaHbl 6-aMuHONUpaHo|3,4-Clnupu-
TUHTHOHBI 9a-K M 3-aMuHO-5,6,7,8-TerparunponzoxuHonuHTHOHBl 10a-3. [Ipu B3ammoaeicTBum
MOCJETHUX C THUAPA3UHTUAPATOM MPOUCXOIUT PACKPBITHE MUPUIMHOBOTO KOJbIA M TEpPETPYIIIH-
POBKa ¢ BBICIEHHEM cepoBooposa. B mureparype [211] npuBOAUTCS METOM MOJTYYCHUS COCIHHE-
Hus 13a xunsuenuem 9a B ruapasuHTHIApaTe, OJHAKO, ucnoib3oBanue Hamu JIMCO B kadecTBe
pacTBOPHTEIIS MIPUBEJIO K YBEIMUYCHUIO BBIXOJ0B MPOAYKTOB (69-79%) M yMEHBIIICHHIO MTPOI0JIKHU-
TEJIBHOCTU PEAKIINH.

[TombITKa MPOBEACHUS AHAIIOTUYHOM PEAKIMH C MIEPBUYHBIMU aMUHAMU JIJISl TIOTYYCHHS THaMH-
HOTPOU3BOAHBIX TTHpaHo|3,4-ClnupuanHoB 15a-s1 He yBeHuanach ycnexom. [loTpeboBanoch MoBbI-
HIeHue IeKTpoprIbHOCTH aroMa C-8 MUPUANHOBOTO KOJIBIIA IyTEM Iepexoja K MUPUIMHUEBBIM
comsim 11a-3 B3ammoseiicTBueM THOHOB 9a-3 ¢ TUMETHICYIb(paToM. Peakiust TUpuaANHUEBON CONN
11a-3 ¢ mepBUYHBIMH aMUHAMH COMTPOBOIMIIACH TIEPETPYIITUPOBKOM, B pe3ybTaTe Yero ¢ XOpOIlH-
MH BbIxonamu (66-92%) monydeHs! AuamMuHONPOU3BOIHBIE 15a-51. [Ipennonaraercs, 4To aMuH ara-
kyeT atom C-8 mUpUIUHOBOTO KOIbIIa, pa3pbiBaeTcs cBsi3b C(8)-N-Ar ¢ oOpamenuem cBsazu Ar-N-
C(6)NH; u mocneayromum otineruienneM metantrona [208-212].

B UK cmekrpax coemmuenuii 13a-wk, 14a-3 mpucyrctByroT mosockl moriomenuii NH, NH;

rpynn B o6macti 3170-3385, CN rpymmst B 06mactu 2200-2207 ey
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R N NH,
N2H4*H20 R Mest4
JAMCO Ar )
S SCH; * CH3S0,
9a-3, 10a-3 11a-3, 12a-3
N
R | X SAr
-—
- X =N -CH,SH
-SH
HN\RI

13a-x, 14a-3, 15a-a

11, 13, 15: X =0, R = CHj3; 12, 14: X = CH,, R = H; Ar = C¢Hs (11-14a, 15a-3); 2-CH3CsH, (116, 126,
146, 15m), 3-CH3CgH, (118, 128B, 1306, 148, 15k,a), 4-CH3CeH, (11, 12r, 138, 141, 15M-p), 2-CH3;0C¢H,
(11a, 12a, 13r, 14a, 15¢-y), 3-CH3;0CgH, (11e, 12¢, 13n, 14e, 15¢-u), 4-CH;OCsH, (11:k, 123k, 13e, 14k,
154-51), 4-CICgH, (113, 123, 133k, 143), R’ = NH, (13a-k, 14a-3), CH; (15a,1,K,M, y,,m), (CH,),N(CH,),
(156,10), CHy-2-pypun (158,a), (CH,),OCH3 (15r,p,c,3), (CH,)s-mopdomuu-4-un (151), (CH,);0CH;
(15e,m), (CH)3N(CHj3);, (15:k), CH,-2-tetparuapodypun (153,5), C4sHg (15u); CH,CeHs (150), (CH,),-mop-
domuu-4-un (151,1m,4), CH,-3-nunepuanamn (15x).

B SIMP 'H crextpe mocnennux curnaist nporonos NH; rpymmer Habmonatorest nipu 3.23-4.20,
NH rpynn — 7.51-7.87 (y atoma C-8) u NH rpynm (y atoma C-6) npu 7.69-8.21 m.n.. CTpyKTypHI
coemmuennii 15a-1 moxreepxaensl IMP 'H u C crexrpos, a Take peHTreHOCTPYKTYpHBIM
aHanmu3oM. MccrenoBaHue CTPYKTYpbl COeQMHEHHMH 15¢,m1 mokasano, 4To JUTHAPONHPAHOBOE
KOJIBIIO MMeeT KoH(popMarmio norykpecia (puc. 1). BeisicHWIOCH Takke, 4TO B MOJIEKYJIe COeInHE-

Hue 15¢ cylecTByeT BHYTPUMOJICKYIIIpHAs BOJIOPOIHAS CBsI3b Mexk Ty aromamu N-20 u O-27.

Puc. 1. MoHOKpHCTaIITMYECKHE PEHTT€HOBCKUE CTPYKTYPhI coennHeHuit 15¢ u 15mr.
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AHanu3 ynakoBKdA MojieKyd 15¢ B KpUCTAUIMYECKOW PEIIeTKE MOKa3ajl, YTO MOJIEKYJIbI CBS3aHbI
B JIUMEPBI C TMOMOUIBI0 MEXMOJICKYJISIPHBIX BOJOPOJIHBIX CBs3EH, a y MOeKynbl 15m oOpasyior

OeckoneuHsIe 1enoyku Baoib [0 1 0] (puc. 2) [208, 209].

N14'

Puc. 2. CTpyKTyphl JUMEPHBIX Map MOJIEKYJ coequHeHui 15¢ u 1511, 00pa3oBaHHBIX C TOMOIIBIO
MEKMOJICKYJISIPHBIX BOJIOPOJIHBIX CBsi3el (0003HaueHne cummetpuu | = 1-X, 1-y, 1-z). BogoponHbie cBsi3u

IOKa3aHbl MYHKTUPHBIMU JIMHUSAMU.

HccnenoBana peaknusi B3aUMOACHCTBUS S-METHINTMPUAMHUEBBIX coyield 1la-3, 12a-3 ¢ enkum
HaTpoM. [Ipenronaraioce, 9To, KaK 1 B cIydae peakiuid ¢ THAPA3UHTHIPATOM U aMUHAMH, B3aUMO-
JEHCTBUE TPUBEIET K OOpa30BaHUIO KOHJICHCHPOBAHHBIX 3-apUIAMHHO3aMEIICHHBIX MHPUITHOB
16a-3, 17a-3. OgHako, OKa3alI0Ch, YTO pPEaKIus MPOTEeKaeT 0e3 MeperpynmnupoBKUA MUPUAUHOBOTO
KOJIbIIa TI0O MEXaHU3MY HYKJICO(UIFHOTO 3aMEIIeHHs] U B UTOre MPOBOAUT K O0Opa3OBaHUIO COOT-

BETCTBYIOMIHMX 2-N-3aMemeHHbBIX KOHICHCUPOBAHHBIX TUPHUIUH-1-0HOB 18a-3, 19a-3.

CN
H
N N\Ar

X _N

~ =

OH
16a-3, 17a-3

CN

SCH,4 . i R S NH R oo NH:
CH,S0, R | R
— N-Ar | — = X N

11a-3, 12a-3 X
SN
MeS¥ O—rH

SAr
0)
18a-3, 19a-3
16, 18: X =0, R = CHg; 17, 19: X = CH,, R = H; Ar = C¢Hs (16a-19a); 2-CH3C¢H,4 (166-196), 3-CH3CgH,
(16B-198), 4-CH3C¢H,4 (161-19r), 2-CH;0CsH, (16a-19n), 3-CH30CsH, (16e-19¢), 4-CH3;0CeH, (165k-19:k),
4-CICsH, (163-193).
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B UK cnekrpax coenunenuit 18a-3, 19a-3 npucyrcrByroT nosockl normomennit NH,, CN, u CO
rpynn B obmactu 3209-3446, 2195-2220 u 1660-1665 cu, coorsercraenno. B SIMP 'H crmekrpe
nocleAHuX cUrHajsl mpoToHoB NH; rpynm Habmonarorcs npu 5.89-6.45 m.1.

C 1enpio CHHTE3a KOHIACHCHPOBAHHBIX MUPUAMHTHOHOB 20a-M THONMHUPAHTHOHBI 2 BBEACHBI BO
B3aUMOJICHCTBUE C IMKIUYECKUMU aMHHAMH — MUPPOJIMANHOM, MOP(HOIHHOM M MUICPHUIAHOM.
Peakiinu nmpoTeKaroT 1Mo THOMUPAHTHOHOBOMY (DparMeHTy ¥ COMPOBOXKIAOTCS MEPErPYIITUPOBKOM

¢ oOpa3oBaHHeM MUPUAMHOBOTO Kouiblla [206, 213-215].

CN
CN R <
s T  X__AUNH
HS Rl Rl

20a-n

20a-B: X =0, n=1, R = CHjz; 20r-e: X = CH,, n = 1, R = H; 20:-n: X = CHy, n =0, R = H; R' = nupposnu-

nuH-1-m (20a,r,:K), munepuaua-1-un (200,1,3), Mopdonun-4-ui (20B,e,1).

Ha ocHOBe 4-IMaHOMMPHIMHTHOHOB OCYIIECTBICH CHHTE3 TO3MJIATOB N-aMHUHOIPOM3BOIHBIX
KOHICHCHPOBAaHHBIX MUPHAUHOB [216, 217]. B3aumoneiictBuem coeaunenuii 20a-e,u ¢ HOAMCTHIM
METHJIOM TIOJTy49€HBbl THOMETHUIIbHBIE TPO3BOIHBIE 21a-U, KOTOpBIE Jlajiee MPEeBPAIIEHbI B TO3UIIATHI
N-aMHUHOTIPOM3BOAHBIX 22a-H. AMUHUPYIOIIUM areHTOM B CHHTE3€ MCIOJIb30BaH O-TO3MITHIPOK-
CHJIAaMHUH, KOTOPBIN, KaK U3BECTHO M3 JINTEPATYpPbI, IPUMEHSIETCS 111 aMUHUPOBAHUS TUPHUIUHOBO-
ro atoma aszora [218]. O6 o6pa3oBanuu N-aMHHONIPOU3BOJHBIX CBUAETEILCTBYET HATMYHUE B CIEKT-
pax SIMP 'H cHHIIIeTOB MPOTOHOB aMHUHOTPYIIBI MPH 6.69-6.92 M.JL., a TAK)KE MOJIOCHI TIOTTIOIIE-

nns B MK-criektpax B o6macti 2220 1 3150-3180 e, xapakreprsie st CN- 1 NHz- rpymm.

21a-r, 22a-1: X = 0, n =1, R = CHs; 21a-3, 221-3: X = CHy, n =1, R = H; 21m, 22u: X = CH,, n =0,
R = H; R' = nuppomuaua-1-un (21a,x 22a,1), munepuaus-1-un (216,e, 226,e), Mopdomuu-4-wn (21B 2,1,

22B,%,1), 4-mernnmunepuanto (21r,3 22r,3).

[Mpoussoausie 3-nmanonupuanH-2(1H)-oHa npeacTaBisOT Kak TEOPETUUECKUM, TaK M MMPAKTH-
YECKUHM MHTEpec. B 4aCTHOCTH, OHU SBIISIIOTCS CHHTOHAMHM JUI CUHTE3a aHHEJIUPOBAHHBIX T'ETEPO-

UKIHYecKux cucteM [219], B To ske BpeMs mpou3BoHbIe 3-1imanonupuanH-2(1H)-oHoB nposiBis-
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0T KapJUOTOHUYECKOE W WHOTPOMHOE ACHCTBHUE, SBISIOTCS HHTHOUTOpamMH (ochoaudcTepassl
[220, 221]. C uenbto BBeACHUS B MUPUAMHOBOE KOJIBIO (PParMEHTOB HUKIMYECKHX aMUHOB HAMHU
pa3paboTaH METOJI MMOJIyueHHsI KOHICHCUPOBAaHHbBIX 3-1nanonupuant-2(1H)-oHoB, ocHOBaHHBII Ha
neperpynnupoBke Cwmaiinica. B kauecTBe MCXOIHBIX COSMHEHHI HCIIOIb30BaHbI KOHIEHCUPOBAHHbIE
3-mmanonupuanH-2(1H)-tuonsr 20a-k,u. TTonbITKa MOIyYEHHs IPOU3BOIHBIX KOHIEHCHPOBAHHBIX
3-umanonupuanH-2(1H)-oHoB peakiuei HyKJICO(QUIBHOTO 3aMEIICHNsT S-METHIIBHBIX U S-O€H3UIIb-
HBIX MIPOM3BOJHBIX 3-1aHonupuanH-2-(1H)-truonos 23u-m [33, 206, 213, 222] BogHO-CIUPTOBBIM
pacTBOPOM THAPOKCHAA HATPHUsS OKa3aluch Oe3ycHemHbIMH. BrociencTtBuu [uisi OCYyIECTBICHUS
MOCTaBJICHHOW Le’H ObUTM MOJy4YeHbl COOTBETCTBYIOIINE 2-TUIPOKCUATUITUONPOU3BOIHbIE 23a-3,
KOTOpBIE TIOJ] ICHCTBHEM THAPOKCHIA HATPHUS B AaHAJOTHYHBIX YCIOBHSX MPEBPAIIAIOTCS B MPOAYK-

ThI TIeperpynnupoBku Cmaiinca — 3-rimanonupuani-2-(1H)-onsr 24a-3 [223, 224].

CN CN
R S R S
R Z CICH,CH,OH R “ 3 ~"on
> X N
XM oH, 1,0, MeOH N
R! R! 23a-3
20a-x,1 R NaOH,
, 104
N H,0, EtOH
E ~ I S\Rz L 0
R
X ~ _N =z
> X NH
N N
() ®
0 23u-mMm 24a-3

23a-B,u,k 24a-B. X = O, n =1, R = CHj3; 23r-e,a,m, 24r-e: X = CH,, n =1, R = H; 23:k,3, 24:xk,3. X =
CH,, n =0, R = H; R' = nuppomummn-1-un (23a,r,:x, 24a,r,%), munepuana-1-un (236,41, 246,1), MopdomuH-
4-un (23B,e,3, 24B,€,3), R?=Me (23m,41), CH,Ph (23k,m).

[TeperpynmupoBka 2-THAPOKCUITHIICYITb()AHUITPOU3BOIHBIX 23a-3 peannu3yeTcs B MPHUCYTCT-
BUU JIECATUKPATHOTO M30BITKA €IKOTO HaTpa C JOBOJBHO XOpOoImUMHU Beixogamu (65-90%), noctu-
TaloMIMMH B ciy4dae 8-MophONIMHO- WK S-MHUMEePUANHO-3aMEIIEHHBIX MPOU3BOIHBIX 10 85-90%.
YMeHbIIeHHe KOJMYECTBa OCHOBAHHSI TMPUBOIUT K CHW)KCHHUIO BBIXONA MPOAYKTa. B pesymbrare
PEaKIMU BBIJIEISETCS Tak)Ke TMPOIYKT OTIIETUICHHSI — THHPaH 25, KOTOPHIA B OCHOBHOH Cpejie MOoJH-
mepusyercs. M3 nureparypsl M3BECTHO, YTO 2-TUAPOKCHUNMPHIMHBI TayTOMEPHBI MHUPHIOHAM-2
[19]. B UK crnekTpax coequHeHMi 24a-3 MPUCYTCTBYIOT MOJOCH BaJICHTHBIX KOJEOaHUH aMHIHON

KapOoHMIbHOH (1640-1650 c¢m') m HurpmmbHO (2210-2215 cu’) rpymm, a Takke craGble
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koneOanus rpynmnsl NH B obmactu 3110-3150 cv’. B cnekrpax SIMP 'H, sarmcannbix B JIMCO-dg,

npotonsl rpyri NH nposiBisitorest B Buzie Mpokux curnanos B oomactu 10.31-11.45 m. ..

[IpennonaraemMplii MEXaHW3M PEAKIMU BHYTPUMOJEKYISPHOTO HYKJICO(UIBHOTO 3aMELICHHUS

MIPEICTABIICH HA CIEAYIOIICH cXeMe:

CN CN /_\
ll: | SCH,CH,0H o i _ | S\/\O'
X N X N >
Rl
23a-3 L
CN -~ '/-\ CN CN CN
R ~ O\/\S' R _ o - R - OH R _— O
R 1 — R | — R | —> R
—»- X N 7 X N X N - X X _NH
R! > R! R! R!
o 25 - 24a-3

CornacHo JAaHHBIM PCHTTCHOCTPYKTYPHOI'O aHajini3a, B KPHUCTATNIMYCCKOM BHUAC COCAUHCHUC

24B cymectByeT B upunonHoi ¢popme (puc. 3). [TupanoBoe Kobio uMeeT KoH(opMmanuio "moiy-

kpecno", atombl C(1), C(4), C(5) u C(10) pacnionoxeHsl B 0j1HOM TUIOCKOCTH, a aToMbl O(2) u C(3)

OTKJIOHEHBI OT MIIOCKOCTH cooTBeTcTBeHHO Ha 0.3160(30) 1 0.4788(30) A. BrisasieHo, 4To Mopdo-

JJMHOBOC KOJIBIIO TaKXC HUMECT KOH(l)OpMaI_II/IIO "

nonykpecio”". B pesynbrare wuccienoBaHus

BBIICHHIIOCH, uTo Mexay aromamu N(8)-H(8) u O(21) umeercss MeXMOJICKYJIIpHAsS BOJOPOIHAS

CBSI3b, KOTOpAs CBS3BIBACT MOJICKYJIBI B JUMepHYI0 napy (puc. 3) [223].

o

O(18)

b Q

f o .

\JO O O
(07020}

O O 1.0 o ¥
o ~o9 - 8
o b .. Ng

0 oy ¢ @

0(21) O
e Q
o & b
O

Puc. 3. MoHOKpHCTAIUIMYECKHE PEHTTEHOBCKHE CTPYKTYPBI MOJIEKYJIbI COEAUHEHUS 24B 1 JUMEPHOH NapHl,

00pa30BaHHOI C MOMOIIIBI0 MEKMOJICKYIISIPHBIX BOJOPOIHBIX CBsA3eil, ko1 cummerpuu [i: —X, 1-y, 1-7].
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OcCyIeCTBICHO B3aUMOJCHCTBHE MPOM3BOAHBIX MHpHAUH-2(1H)-0oHA ¢ aNKuIraJoreHuIaMH,
COJepXKAIUMH aKTHBHBIE METUJICHOBBIE I'PYIIIbI, B OCHOBHOH cpene. HecMoTpst Ha Hann4ue aMOu-
JICHTHBIX aHUOHOB (9HOO-IUKIMYCSCKHI aTOM a30Ta M aTOM KHCIIOPOJa) B MOJICKYJIaX COCAUHEHHM
24a-B,1,€,3 HaMU BBIJICIICHBI C BRICOKMMHU BBIXOJAMH JHIIb O-aJKWIMPOBaHHBIE MPOIYKTHI 27a-0.
N-ankuiupoBaHHBIE TPOAYKTHI 26a-0 HE YHalIOCh BBIICIUTH, YTO OOBICHSACTCS IMAaCCHBHOCTHIO

3H00-HI/IKJ'II/ILICCKOFO aTOM a30Ta, SKPaHUPOBAHHOI'O ABYMS Q-3aMCCTUTCIISIMU.

CN
E n _~ O
2
X s _NH + HalCH,R
R! CN
24a-B,1,€,3 R 0z O
R X N
N “CH,R?
Rl
26a-0

27a-x: X =0, n=1 R =CHs; 273-m: X =CH,, n =1, R=H; 27,0 X =CH,;, n =0, R = H;
R = muppomuaun-1-un (27a,6), munepuaus-1-un (278,r,3,1), Mopbomua-4-un (271-#,k-0); R> = CH=CH,
(27a,B,1,3,k,1), C=CH (276,r,€e,1,11,0), COOC,Hs (27:x,m).

B SMP 'H CHEeKTpax coeAuHeHuil 27a-e,3-J1,H,0 CUTHaJIbI MPOTOHOB ammibHbIXx CHy rpymn
HaOmonatorcss npu 4.73-4.80 m.n., a mpomaprunbHbix CHp rpynn — npu 4.94-4.99 m.a. s
OTHECEHHS COeTMHEHNH 27a-0 K O-aJKMINPOBaHHBIM COSAMHEHUSM CTPYKTYPHI IBYX U3 HUX 271 U

271 TOATBEPIKACHBI PEHTTCHOCTPYKTYPHBIM aHAIN30M (puc. 4).

Puc. 4. MoHOKpHUCTANIMYECKHE PEHTTEHOBCKUE CTPYKTYPhI COSTUHEHUM 271 1 27.1.
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B3aumopeiictBueM 4-nmannupuanHTHOHOB 200-T,e-3 ¢ STUIOBBIM A(UPOM HIIM aMUJAMHU XJIOP-
YKCYCHOW KHCIIOTHI B MPHUCYTCTBHH €IKOTO KAl IMOJIYYCHBI S-aJIKMII3aMEIIEHHBIC MMPOU3BOIHBIC
28a-r, 29a-1, 30a,0 [225]. B UK-cnekrpax mocaenunx uMmerorcs moiockl moraomennsts NH, CN u

9 9 9

C=0 rpynn B ob6aactu 3530, 2210, 1660 cm'l, COOTBETCTBEHHO.

CN
R n _— S )
X NH CICH,COR ‘
N KOH
R!
200-r,e-3 28a-1, 29a-1, 30a,0

28a-r: X=0,n=1, R=CHs; 29a-5: X=CH,,n=1,R=H; 30a,6: X=CH,,n=0,R=H; R'= Uppo-
maauH-1-m (29a, 30a), munepuaus-1-mn (306), Mopdomua-4-mn (286-r, 296-1); R? = OC,Hs (28-30a, 306),
NH-3-CIC¢H, (286), NHCH,-2-bypun (288), NH-2-(1,3-tnazon-2-un) (28r), NH-2,4-CIC¢H; (296),
NH(CH,),CeHs (298), NH-4-C,Hs0CsH, (291), NH-2,4-CH3;0C6H5 (29).

2.2. IlpeBpanenus 3aMelleHHBIX MUPaHo[3,4-ClnupUINHOB, 5,6,7,8-TeTparuapouso-

XMHOJIMHOB U HHUKJIONEHTA[C|MUPUAMHOB

CuHTEe3UpOBaHHbIE HaMH 3aMEUICHHbIC KOHJCHCHUPOBAHHBIC MUPHINHBI COAEPKAT YIOOHBIE
(GyHKLIMOHATIBHBIE TPYIIBI, KOTOPBIE AAI0OT BO3MOKHOCTh OCYIIECTBJIATH JalbHEUIINE MpeBpalile-
HUS C LEJIBIO OJTYYEHUsI IPOU3BOIHBIX HOBBIX ME€TEPOLUKINYECKHX CHCTEM.

TpunukIMYecKre TPUa3oNIOMHPAHOTUPUINHEI MaJI0 N3YUEHBI, B JINTEPATypPEe UMEIOTCS JIUIIb JIBE
paboThI MO CUHTE3Y MPOu3BOAHBIX 1,2,4-Tpuazono[4,3-a]mupano|3,2-eJnupuanHa, y KOTOPBIX BbI-
SIBJICHO aHTHTHIIEPTEH3UBHOE CBOMCTBO [226, 227]. IIpousBoansie mupaHo|3,4-c][1,2,4]rpuasoio-
[4,3-a]nupuauna u 7,8,9,10-terparumpol1,2,4]rpuazono[3,4-a]u30XUHOIMHA B JIUTEpAType HE U3-
BECTHBI.

C 1enpI0 MPOJOIKEHUS NCCIICAOBAHUA B 9TOW 00JIACTH HAMH OCYIIECTBIICHBI HEKOTOPHIE MPEB-
paleHus TUAPAa3UHONPOU3BOAHBIX nupuauHa 13a-mxk, 14a-3. Tak, Hanpumep, B3aMMOACHCTBUEM
MOCJICIHUX C TPUITOKCUMETAHOM MOJydeHbl Tpruasono[4,3-ajnupununsl 31a-xk, 32a-3, a ¢ cepoyr-
JIePOZIOM B MHUPHUIMHE CHUHTE3UPOBaHBI 3-THOKCOTpHa3zono[4,3-a]mupuanusl 33a-1, aaKHIApOBa-
HUEM KOTOPBIX PAa3MYHBIMH AJKUJITAIOTEHUIaMHU TTOJTYYeHBI COOTBETCTBYIONIHNE S-alIKUI3aMellleH-
HbIE TIPOU3BOIHbBIE 34a-M, 352,0, 36a-a [212, 228].

B UK cnextpax coeaunenuit 31-36 npucyrcTBytoT nosnocs! noriouienus rpynn NH B oGmactu
3218-3371, rpynn CN B oGmactu 2202-2209 ™. B cnexrpax SIMP *H coenunenuii 316-r curha-

ae1 ipotoHoB CH rpymm Habmonarorces pu 8.33-8.34 M., a B criekTpax coenHeHni 31a,a-% cur-
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HaJbl MPOTOHOB TeX ke cambiX rpynn CH cmemensl B 6onee cmaboe mone — 9.05-9.22 m.a.. B
cnekrpax SAMP B3C coenunennit 316-r u 3la,a-% cHrHamb! rpynn CH ¢ukcupytores npu 153.3 u

133.9 M.11., COOTBETCTBEHHO.

CN CN
R X NHAr R | X NHAr
R R
X N HC(OE); % X
A 8y \ )
NHNH, N-N
13a-xk, 14a-
Ja-ak, 14a-3 31a-x, 32a-3
13 CSz, Py
A15y
CN CN
H;C H;C NHA
3 Ny VHAT R!CH,Hal 3 X ’
H3C | > H3C |
0 N__s KOH, H,0, EtOH 0 NO_sch.R!
\ \F \ >/ 2
N-NH N-N
33a-1 34a-m, 35a,0, 36a-u1

3lak X = 0, R = CH3; 32a-3: X = CHy, R = H; Ar = C¢Hs (31-33a, 34a-m), 2-CH.CsH, (326),
3-CHsCeHs (316, 328, 336, 35a,6), 4-CH;CeHs (31B, 32r, 33B, 36a-1), 2-CH;OCeH. (31r, 32x),
3-CHyOCqH. (311, 32, 33r), 4-CH3;0CcH, (31e, 32, 33x), 4-CICsH, (31, 323); R* = CONHCsHs (34a),
CONH-4-C,HsOCeH, (346, 366), CONH-2-NO,CsH, (34B), CO-4-CICeH, (34r), (CH.)sCeHs (34x),
CON[(CH,)sCHs], (34€), CON(CeHs), (343, 36a), CONH-3-CHsCsH, (343), CONH-4-CH,CsH, (34u),
CONH-3,4-CIC4H; (34K, 363), CO-3-NO,CgH, (341), CO-4-NO,CsH, (34m, 36K), H (35a), (CO)-mopdo-
man-4-un (356), CH,CH(CH,), (36a), CONH-2,4-CH;OCe¢H; (36B), CONH-4-CH;OCeH, (36r),
CONH-3-CH30CgH, (361), 4-CH30C¢H, (36€), 2-CICeH, (36:), 4-NO,CeH, (36m).

Curnansl npotonoB rpynn NH B cnekrpax SAMP 'H coemmnennit 31 HabomaoTCs npu 9.34-
9.90 m.x1., a B criekTpax coequHeHnit 33 curHaibl mpotoHoB rpym NH B monoxxenun 5 u 2 cmere-
HBI B Oosiee ciaboe mone — 12.60-12.69 u 14.64-14.68 m.1., cooTBeTCTBEHHO. CTPYKTYphI KOHJCH-

CUPOBAHHBIX TPHUA30JIOB IOATBEPKACHBI TAKKC PECHTTCHOCTPYKTYPHBIM aHAJIN30M (pI/IC 5)

Puc. 5. Crpoenune MosneKysbl 321. DIUIMTIICOU/IBI AaHM30TPOITHBIX TEIUIOBBIX KoJieOaHmid n3oopaxensl ¢ 50%

BEPOATHOCTHIO.
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8-I'mapazunonupano|3,4-Cloupunaunasl 13a-3 u l-ruapasuno-5,6,7,8-TeTparuapon30XuHOIMHEI
14a- BBEIIEHBI BO B3aMMO/ICHCTBUE TAKXKE C AlIETHIAIIETOHOM C 00pa30BaHUEM 8-THpa3oIHIIUpa-

HO[3,4-CluupununoB 37a-3 u 1-nupazonui-5,6,7,8-rerparuaponzoxunonnHos 38a-:xk [212].

CN CN
O (0]
R N NHAr /U\/U\ R N NHAr
R R |
X _N > X _N
EtOH, A, 10y
NHNH N
2 H;C \ N
13a-:k, 14a-3 /
CH;
37a-xk, 38a-3

37a-k: X = 0, R = CHa; 38a-3: X = CH,, R = H; Ar = C¢Hs (37a, 38a), 2-CHyCsH, (386), 3-CHyCeHa
(376, 38B), 4-CH3CsHs (378, 38r), 2-CHsOCsH, (37r, 381), 3-CH;0CsH, (371, 38e), 4-CH30CeH. (37e,
38:k), 4-CICgH, (373, 383).

CrpykTypsl coenuHennid 37a-xk, 38a-3 moarBepxaeHsl MK criekTpockomueid, crieKTpocKonueit
SMP *H u °C, a taxxke PEHTTEHOCTPYKTYPHBIM aHanu30M (puc. 6).

HccnenoBanre PCA cTpoeHHs MOJIEKYJIbl COSIMHEHUS 373K MOKa3allo, YTO €ro MOJIEeKysa Coc-
TOWUT W3 MUPAHOMMPHUINHOBOrO OMIIKKIA, K mojoxkeHusMm 6 (atom C-7) u 8 (arom C-9) koroporo
nprcoeAnHEeHbI N-aprIbHBIN U MHUPA30JIBHBIN UKITBI, COOTBETCTBEHHO. COryiacHO KOH(OpMaInoH-
HBIM pacueraM y N-apuibHOTO, MTUPA30JILHOTO M MUPUAMHOBOTO IMKJIOB MOYTH IUIOCKast KOHpOp-
Marus. Y JUTHAPONUPAHOBOTO 1MKIAa KoHpopMalus “monykpecno”, aromsl C-1, C-4, C-5 u C-10
PACTIONIOKEHBI B TUIOCKOCTH, & aHAJIM3 YITAKOBKH MOJICKYJI B KPUCTAIMYECKOW peIIeTKe IMoKasal,

YTO MOJICKYJIbI COSAMHSIOTCS B IUMEPBI MEKMOJICKYJISIPHBIMHU BOJIOPOTHBIMHU CBsI3sIMH (pHC. 6).

»

H22

Puc. 6. MoHOKpHUCTAIIIMUECKHE PEHTTEHOBCKUE CTPYKTYPhI MOJIEKYJIb COeIMHEHNUS 373K M JUMEPHOI Mapsbl,

00pa30BaHHOI C MOMOIIIBI0 MEKMOJIEKYIISIPHBIX BOJOPOIHBIX CBsA3eil, ko1 cummerpuu [i: —X, 1-y, 1-7].
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Jlnst cMHTE3a MPOW3BOAHBIX TETPA3OJONMUPHUINHOB, KOHICHCHPOBAHHBIX C ITMKOTEKCAHOBBIM U
MUPAHOBBIM KOJBI[AMU, THAPAa3HHONPOU3BoaHbIe 13a-ik, 14a-3 0OpaboTaHBI HUTPUTOM HATpPUS B
ykcycHoi kucnore npu 0-5°C. BeineneHHHBIC B pe3yibTaTe peakiuu BemiectBa 39a-ik, 40a-3 B

TBEPJIOM COCTOSIHUU HaXOJATCS B a3uaHoi popme [229].

CN CN
R N NHAr R N NHAr
R NaNO, R | - =
X _N - = X _N
AcOH
NHNH, 0-5°C N3
13a-xk, 14a-3 (A) 39a-k, 40a-3 (T) 39a-x, 40a-3

39a-k: X = 0, R = CHy; 40a-3: X = CHy, R = H; Ar = CgHs (39a, 40a), 2-CHyCqH, (406), 3-CH3CsH,
(396, 40B), 4-CH3CeH, (398, 40r), 2-CH30CeH, (39r, 40m), 3-CH30CeH, (391, 40e), 4-CH;0CsH, (39,
40:x), 4-CIC4H, (39, 403).

B UK cnekrpax 3THX COCIMHEHUWH, CHATHIX B Ba3eJIMHOBOM Maciie, HaOIIOIAal0TCs XapaKTEePHbBIE
JUISL a3U/HOM TPYIIIBI CUJIBHBIE TOJIOCH! IIOTVIOIICHHS B BUE Aylulera B obmactu 2130-2155 cu™.
JlynneTHble MOJOCHl MOTJIOMICHNUS a3UHBIX IPpyHN B coequHeHusx 39a-xk, 40a-3 CBUAETEILCTBYIOT
0 HAJIMYUH B MUPUAUHOBOM KOIIblie 3JeKTpoHoakienTopHoi rpynmsl [230]. CtabuinbHOCTh a3u-
HOU ()OPMBI B TBEPJIOM COCTOSIHUU OOBSICHSACTCS SJIEKTPOHOAKIIETITOPHBIM XapaKTePOM HUTPHIIbHOU
IPYNIbl B IUPUAUHOBOM KOJIbLIE, @ TAK)KE CTEPUUYECKUM BIUSHUEM aHWJIMHOBOW I'PYIIIBI B MOJIOXKeE-
HUU 3, YTO JI€JAET HEBO3MOKHBIM 3aMbIKAaHHUE a3UIAHOM TPYIIBEI 10 MUPUAMHOBOMY aTOMy a30oTa U
00pa30BaHUE TETPA30JILHOTO KOJbLIA.

W3 nutepatypbl U3BECTHO, UTO HE3aMEIICHHBIN TeTpa3oo[ 1,5-a|mupuaun B TBEPAOM COCTOSTHUU
JTIOBOJIbHO YCTOWYMB U HE MPEBPALIAeTCs B a3UI0NPOU3BOIHOE B MOJIIPHBIX U HEIMOJIIPHBIX PacTBO-
putenax. BBeneHue 31eKTpOHOAKIENTOPHBIX IPYII B IIUKIMYECKYIO CUCTEMY IPUBOJIUT K YCTaHOB-
JICHHUIO PaBHOBECHUS B PACTBOpaxX MEXJy M30MEPHBIMU (hopMaMH M YBEJIWUYEHHIO a3UIHOU (POpMBI
[231-233].

Jlnst wccnenoBaHusl a3uI-TETPa30JIbHOTO paBHOBECHS coenuHeHnid 39a-)K B pacTBOpax HaMu
npumeHeH meron SMP H criekTpockonuu. CyTh METO/Ia OCHOBAHA HA PA3JIMYHOM BIIMSIHUM a3H/]I-
HOW IpyNIBI U TETPA30JIBHOTO KOJIbLIA HA MOJI0KEHUE CUTHAJIOB ITPOTOHOB B criekTtpax AMP 'H nce-
JelyeMbIX coeluHeHni. PaznnuHoe Bo3aelicTBIe 00BsCHETCS O0bIIeH (110 CPaBHEHHUIO € a3UIHON
TPYNION) 3JE€KTPOOTPULIATEIBHOCTHIO TETPA30JILHOTO KOJIbLIA. B CBSI3M C 3TUM CHUTHANBI IPOTOHOB
TETPa30JbLHOrO TayToMepa HaboatoTesl B Oosiee caadbIX MOJISX 10 CPABHEHUIO C CUTHAJIaMH Mpo-
TOHOB a3W/IHBIX TayTOMepoB. /10110 a3uIHOM 1 TeTpa30abHON GOpPM B coeAMHEHMIX 38a-#kK onpee-

JISUTK TI0 curHasiaM xumudeckux capuros nmpotonoB NH, CH; u C(CHa), rpymm.

50



B pactBopax coenunenmii 39a-:k B CDCl3, IMCO-dg, IMCO-ds/CCly (1/3) nabmogaetcs obpa-
30BaHHE U30MEPA TETPA30IBHOU (POPMBI, MPUYEM COOTHOIICHHUE a3UTHOW U TETPa30IbHOU (HopM 3a-
BUCHUT OT TIOJISIPHOCTH PACTBOPUTEIIS, TEMIIEPATYPhl M XapakTepa 3amecturesneit. M3 tadm. 1 BugHoO,
yro B HenossspHoM pactBoputesie CDCl3 konuvecTBo TeTpa3onbHoii GopMbl coctaiseT 3-15 % u
3aBHCUT OT XapakTepa 3aMeCTHTeNss B OeH30JIbHOM Kousblie. B cmecu pactBopureneir JIMCO-dg/
CCly (1/3) cootHomieHre u3oMepoB He uzMensiercs. B pactBope JIMCO-ds Habmo1aeTes yBende-
HHUE KOJIMYECTBA TETPa3oJIbHOro u3omepa ot 22 10 48%. CpaBHEHUE BIMUAHUS 3aMECTHTENEH B OCH-
30JIbHOM KOJIbIIE coequHEeHNI 39a-1k Ha a3u/TeTpa3oyIbHYI0 TayTOMEPHIO MTOKA3aJI0, YTO BBEJCHHE
B OCH30JIbHOE KOJIBIIO 3J1eKTpoHO0HOpHBIX Tpynn (R = CH3, OCH3) He mpuBOAUT K 3aMETHOMY
M3MEHEHUIO a3WJI/TETPa30JIbHOIO PABHOBECHS 1O CpaBHEHHIO ¢ HesamemeHHbIM (R= H). Ognako
BBEJICHUE AJICKTPOHOAKIICTITOPHOTO aTOMA XJIOpa MPUBOJIUT K YBEIHUCHHUIO KOJIMYECTBA TETPA30Th-
HOU (POPMBI, KOTOPBIE KOJIEOJIETCSl B 3aBUCUMOCTH OT pacTBopuTens oT 3 10 22 % (tabin. 1).

Taoauna 1.
[TpouienTHOE conmepkanue a3uao (A) u terpasosno (T) uzomepor coequHeHmd 39a-K B pa3IMIHbBIX

pacrBoputensx mpu 30°C

CN CN
| X NHAr X NHAr
o _N O | N,
\
N3 N ‘N
39a-x (A) 39a-x (T)
A3uno Tayromep (A) Terpa3souio Tayromep (T)
COC,I[I/I' CDC|3 HMCO'da/CCh, 1/3 I[MCO-dG
HCHI A% T% A% T% A% | T%
39a 93 7 94 6 69 31
396 85 15 90 10 73 27
398 90 10 91 9 70 30
39r 95 5 87 13 52 48
391 91 9 95 5 73 27
3% 97 3 90 10 53 47
39k 95 5 97 3 78 22

B Tabn. 2 npuBenmensl xumuueckue casurd NH Tpymmbl mUpUAMHOBOTO KOJIBIIA a3WUI0 M
TETPa30JbHBIX (hopM coearHeHH 39a-3K B PasIUYHBIX pacTBOpHUTEIsX. M3 Tabn. 2 BUAHO, YTO B
CDCl3 curnanet NH rpynn a3uio u TeTpa3oiibHBIX H30MEPOB MaJIO OTJIMYAIOTCS B 3aBUCHMOCTH OT
3aMecTHTeNs B OCH30IbHOM KoJiblle (6.84-7.84 m.1.). B cmecu pactBopoB JIMCO-de/CCly (1/3) u B
JIMCO-dg curnansr NH rpymmsl a3uagHOro n3omepa BBIXOAST B oOnact 8.68-9.32 m.1., a TeTpa-
3051bHOM (hopMbI — 10.44-10.79 M.71., COOTBETCTBEHHO.
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Tabaunna 2
Xumnueckue casuru nporoHa NH rpymnmnsl B a3u10 1 TETPa30JI0 U3oMepax coequHeHni 39a-xk

B Pa3JIMYHBIX PACTBOPUTCIIAX

CN@

N N\Ar
o l _N
\
N; N-N
39a-x (A) 39a-x (T)
A3uno tayromep (A) Terpa3sono tayromep (T)
Asuno popma (A) / Terpazono popma (T)
Coepunenns [ CDCl; | IMCO-dg/CCl,, 1/3 JIMCO-ds
39a 6.97/6.97 8.84/10.74 9.16/10.70
396 6.91/6.97 8.71/10.64 9.04/10.62
398 7.39/7.58 8.72/10.64 9.08/10.64
39r 6.84/6.84 8.68/10.57 9.01/10.56
391 6.99/6.99 8.79/10.70 9.15/10.68
39 7.81/7.84 7.91/10.44 8.20/10.52
39k 6.95/7.25 9.07/10.79 9.32/10.76

B mponomkenne Hammx HCCIEIOBaHUN Ha MpuMepe coennHeHus 39a HaMHU M3YYECHO BIIHMSIHHE
TeMIepaTypbl Ha a3uA-TETPa30JIbHOE paBHOBECHE ¢ MOMOIIb0 SIMP 'H CIIEKTPOB C UCIIOJIb30BaHU-
em uHTerpanuu rpynnsl NH nupuannoBoro kosbua. Okas3anock, YTo, ¢ MOCTENEHHBIM MOBBIIIEHU-
em temmneparypsl oT 30 1o 80°C koiaMyecTBO a3uIHON (OPMBI YBEINUUBAETCS, T.€., IPEBPALEHNE
TETPa30JbHON (POPMBI B a3UJIHYIO — 9HOOTEpMUYECKU nporiecc (Tabdi. 3) U BRICOKHE TEMIIEpaTyphl
CIOCOOCTBYIOT CMEIIEHUIO PAaBHOBECHSI B CTOPOHY a3UJIHOM (POPMBL.

Tabanna 3

Bnusinue temmneparypsl Ha paBHoBecue A / T st coenunenust 39a B IMCO-dg

T(K) Coemunenue 39a K AG

(cootomenue ¥ A/T)

303 69:31 2.23 -0.48

313 72:28 2.57 -0.58

323 75:25 3.00 -0.70

333 78:22 3.55 -0.84

343 80.5:19.5 4.13 -0.97

353 83:17 4.88 -1.12
WK =A/T

OmnpeneneHre TEPMOIUHAMUYECKUX MMapaMeTpoB paBHOBecus TetpaszonbHON (T) u asumo (A)
dopM coexurenns 39a 6HUTO BHITOMHEHO ¢ moMomtbio SIMP *H criexrpockorm. IToctpous rpaduk

sapucumoct In(K) = f(10%/T) [234] namu paccumtaH tgo (puc. 7).
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19
1.7
15

1.59

1.42

1.27
1.3 1.1

11 0.94
0.9

LnK

0.8

0.7

2.7 3.2
103/T

Puc. 7. [paduueckoe m3obpaxerne sasucumoctu In(K) = f(10*/T).

U3 ypaBuenus tgo. = AH/R onpenemsiim AH, a 3atem o dopmyire LnK = -AH/(RT™) + AS/R; R =
1.986 xan-mous K™ onpenemsimu AS. Tepmoausamuueckue mapamerpst AH 1 AS cocrasumm 3,3
KKa'Monb 1 13.5 kau/(Moub- K), coorBercTBeHHO. AG BhIuHCIsUHM 110 ypaBHeHUI0 AG = AH-TAS.
IIpu 303° K Gbuto obHapyxkeno, uto AG = -0.48 kkan-Moib . IIpH MOBBINICHAHN TEMIEPaTypbl
3ameuyeHo ymenbleHue AG 1o JuHenHo# perpeccun (Tabm. 3).

B orimnuue ot coenunenuii 39a-ik B H amp cnekrpax 5,6,7,8-TeTparuapon3oxuHonHoB 40a-3,
cusateix B CDCl3, HabmomaeTest MpUCyTCTBHE TOJIBKO a3uaHOM GOpMbI. B Apyrux pacTBOpUTENIX —
JIMCO-dg u JIMCO-dg/CCly (1/3), ycranaBnuBaeTcs a3ui/TeTpa3ojibHOE PaBHOBECHE.

C nenbio cHHTE3a MpOoM3BOAHBIX (ypo[2,3-b]nmupuanna 41a,6 ocyiiecTBICHA TUKIN3AIMS AlleT-

OKCHITPOU3BOAHBIX 27,M 110 peakiuu Topna-Lluriaepa B ocHOBHOM cpeje.

CN R R
R o OCH,COOC, Hg X NI,
R | EtONa
X _N —— 5 _ N
| COOC,H;
N X o
N~ N
C 5
O 27)](,M 41a 6

41a: X =0, R=CHg; 416: X =CH,, R=H.

B UK cnekrpax coeaunenuii 41a,0 npucyrcTByIoT nosiocsl noriouienus rpynn NHy B obnactu
3340-3460, rpyrm CO B o6mactu 1745 u 1750 cv™.

BryTpuMonekynsipHON IMUKIN3aIEel S-alKII3aMeleHHbIX TPOU3BOAHBIX MUpuanHa 28a-r, 29a-
1, 302,06 B 3TaHOJIILHOM PacTBOpE ATHJIATa HATPHUS OBLIM CHHTE3UPOBAHBI COOTBETCTBYIOIINE AMUHO-
MIPOW3BOIHBIC TUCHOMUPHINHOB 42a,0, 43a-B, 44a-1, 45a-B. [locneHIE MOTYYEHBI TAaKXKE B OIHY
CTaaunio, 0€3 BBIJACICHUS TPOMEKYTOYHBIX THOATKUIBHBIX TIPOU3BOIHBIX, B3AMMOJICHCTBHEM TTHPH-
TUHTHOHOB 200-T,e-3 ¢ aMUAaMH UITU C TUIIOBBIM d(PUPOM XJIOPYKCYCHON KUCTIOTHI B IPUCYTCTBUU

stuiara Hatpus [225, 235, 236].
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R n L _s R n_ I SCH,COR?
R
—_—
X ~__NH X ~ N
R © R!
& s
206-1,e-3 P\ «g IS 28,a-r 29a-11, 30a,6
N g
CANGE
4
R R

X n NH,
| N—cor?
RITSNTTS
42a,0, 43a-B, 44a-1, 45a-B

42a,06, 43a-B: X =0,n =1, R =CHs; 44a-n: X =CH;, n=1, R=H; 45a-B: X=CH,, n=0,R=H;
R' = muppomumun-1-un (44a, 45a), nunepuanu-1-un (42a,6, 456,8), mopdonuu-4-un (43a-B, 44B-1);
R? = OC,Hs (42a, 44a, 45a,6), NH, (426, 458), NH-3-CICcH, (43a), NHCH,-2-pypun (436),
NH-2-(1,3-tuazon-2-un) (43B), NH-2,4-CICsH; (446), NH(CH,),CsHs (44B), NH-4-C,HsOCgH, (44r),
NH-2,4-CH;0CsH; (44n).

B UK-criekTpax coemuenuii 42-45 HMEIOTCS IO0CH MOrIomeHns B obnacti 3200-3510 cu™,
xapakrepHsle uid rpynn NH; u NH 1 oTcyTcTBYIOT nosocs! morsoieHus nuasorpymni. B criekrpax
SMP H curnansr npotonoB NH; u NH rpymnn Beixoast B obnactu 5.19-6.94 u 7.01-12.14 m.x.,
COOTBETCTBEHHO.

Ha ocHOBe KOHIIEHCHPOBAaHHBIX MPOHM3BOIHBIX MUPUANHOHA, COJACPKANIMX aAMUHO- U HUTPUIIH-
HBIE TPYNIIBI, pa3padoTaH METOJI CHHTE3a HOBBIX KOHACHCHPOBAHHBIX CHCTEM — IPOU3BOJHBIX ITH-
puno[2,3-d]nupumununa. B3aumoneiictBreM 2-N-3amenieHHbIX THpHIUH-1-oHOB 18a-3, 19a-3 ¢
(opMaMUIOM CHHTE3UPOBaHbI TPOU3BOHbIC |-amuHO-nipano[4',3"4,5 nupuno[2,3-d|nupumurnna

46a-3 u 1-amuno-7,8,9,10-rerparugponupumuio[4,5-CluzoxuHonuxa 47a-3.

R R
N X NH
R o NH 2
HCONH, Z BN
R e N
X N\A | )
f 07 NN
O I
Ar
18a-3, 19a-3 46a-3, 47a-3

46a-3: X =0, R = CHj3; 47a-3: X = CH,, R = H; Ar = C¢H;s (46a,47a), 2-CH;C¢H, (466,476), 3-CH3CgsH,
(46B,47B), 4'CH3C6H4 (46F,47F), 2'CH3OC6H4 (46}1,47}1), 3-CH30C6H4 (466,476), 4'CH30C6H4 (46)[(,47?1(),
4-CICsH, (463,473).
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2.3. CuHTE3 TeTPAa- U NEHTANMKINYECKUX KOHJIEHCUPOBAHHBIX CHCTEM HA OCHOBE

3aMellleHHbIX 3-aMHHOTHEeHO[2,3-b|mupuannos

[Tpon3BoHbBIE MUPUMUIMHA UTPAIOT BAXKHYIO POJIb BO MHOTHUX OMOJIOTMYECKH 3HAYUMBIX MPO-
1eccax, a CHHTETUYECKHUEe KOHICHCHPOBAHHBIE MPOM3BOAHBIE MUPUMHIMHA, B YACTHOCTH THEHO-
[3,2-d]nupuMunHBL, CTPYKTYPHBIC aHAJIIOTH TYPUHOB, TAKXKE SBJISIFOTCS OMOJIOTMYECKH aKTHBHBIMH
BeriectBamu [237-239].

Panee ObutM CHHTE3MpPOBaHbI (YHKIIMOHAILHO 3aMerieHHble mupuao[2,3-b]rueno|3,2-d]nupu-
MU/IMHBI, KOHJCHCHUPOBAHHBIE C MUPAHOBBIM, ITMKJIOT€KCAaHOBBIM KOJBLIAMH, y KOTOPBIX OBLIO
BBISIBIICHO IIPOTHBOCYIOPOXKHOE M HeiipoTpomHoe aeiicteue [171, 185, 240, 241].

VYuuThiBas BBIIEU3I0KEHOE, HAMH MPEANPUHAT CUHTE3 HOBBIX aMUHO-, alIKOKCU- U AJIKWJICYIIb-
(anumpon3Boaubix nmpano[4",3":4', 5 lnupuno[3',2":4,5]tueno|3,2-d|nupuMurHa, a TaKkKe HUX
IIUKJIOT€KCAaHOBBIX M LMKJIONEHTAHOBBIX aHANOTOB. Tak, B3amMopeicTBHeM THodeHoB 42a, 44a,
452,06 ¢ hopMaMUIOM B YCIOBUAX peakluu HUMEHTOBCKOTO MOITY4YEeHBI TETPALUKINYECKUE COSaH-
HCHHSI — KOHIeHCHpoBaHHbIe THeHO[3,2-dmupumuaunsl 48a-1 [171, 214]. Tlocneanue CHHTE3UPO-
BaHBI TAK)KE KUISTYCHHEM aMUHOAMUIOB 420, 45B ¢ TPUATHIIOBBIM 3()UPOM OPTOMYpPaBbUHON KHUC-
JIOTHI B TIPHCYTCTBHH yKCYCHOrO aHrmapuma [215, 242, 243]. B cnekrpax SIMP *H coexunenuit
48a-n umeercs cunriner NH rpynnst npu 12.38 u 12.57 m. 1., a B UK cnekrpax mpucyTCTBYIOT
IIOJIOCKI Moriomenusa B obimactu 3465-3470, 1650-1655 CM'I, xapakrepusie a1 NH u CO rpynm,
cootBercTBeHHO. KoHeH cammeil coequaennit 43a-B, 446-1 ¢ TPUATHIOBBIM 3()UPOM OPTOMYpPaBbH-
HOM KHCJIOTHI CHHTE3MPOBAHbI HOBBIC MNpOM3BOAHBIC THEHO[3,2-d]mupumuanHoB 49a-B, 50a-r
[225], B UK crekTpax KOTOPBIX MOCIe 0Opa30BaHHs MUPUMUANHOBOTO IMKJIA HCYE3AIOT MOJIOCHI

noriolenus, xapakrepusle it NHp u NH rpymm.

R_ R R_ R R_ R
HCONH,
X nN= X o NH, D nN=
N-R?  HC(OC,Hs), — NH
= \ < = N\ ) = \
| COR |
RSN 0 RSN S HC(OC,Hs);, A0 RI7SN” S 0
49a-8, S0a-r 42a,6, 43a-B, 44a-1, 452-B 48a-n

48a,49a-B: X =0,n =1, R = CHj;; 486,B 50a-r: X =CH,,n=1, R=H; 48r,a: X=CH,,n=0, R = H;
R' = nupposmumun-1-un (486,r), munepumun-1-un (48a,8,1), Mopomuu-4-un (49a-8, 50a-r); R® = 3-CIC4H,
(49a), CH,-2-bypun (496), 2-(1,3-tnazon-2-un) (498), 2,4-CICeH3 (50a), (CH,),CeHs (506), 4-C,Hs0CgH,
(50B), 2,4-CH3;0C¢H; (50r).

B MMPpOAOJIDKCHUC HCCIeI0BaHUM MO CHHTC3Y (bYHKLII/IOHaHBHO 3aMCHICHHBIX TCTPAIUKIINYCCKUX

THeHO[3,2-d|mupUMUAMHOB M3Y4YeHbI METOMBI MOJYYEHHs MPOU3BOJHBIX COOTBETCTBYIOIINX TeTe-
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porukioB. Peakiueit 1-amuno-2-3TokcukapoorunTreno|2,3-b jnupuannos 42a, 44a ¢ 6eH30MIH30-
TUOIMAHATOM TIOJIYY€Hbl THOYPEUAONPOU3BOJHbIE 510, 520, KOTOpbIE B BOJHO-CIIMPTOBOM
pactBope KOH monBeprayTsl BHYTPHUMOJICKYISIPHOU HUKIN3AUNA ¢ 00pa30BaHUEM KalUEBBIX CO-
Jeil, U3 BOJHBIX PaCTBOPOB KOTOPBIX MPH MOJKUCICHUHN COJISIHONM KUCIOTOW BBIJICIECHBI 8-OKCOTHE-
HO[3,2-d]mupumuaunsl 53a-B, 54a-B [244]. OaHako BocaeacTBUH pa3paboran Oosee 3G HEKTHB-
HBI OJHOCTAJIMAHBIA METOJ CHHTE3a COCIMHEHUI S55B B3amMopeicTBueM |-aMHHO-2-KapOaMoOmiI-
THeHo|2,3-b|nupunuHoB ¢ cepoyrieponom. [Ipuuem, uis momydeHus: coeAnHeHnn 546 U3 aMmuHOA-
muza 426 B kKaueCcTBE OCHOBAHMSI UCIIOJIB30BaH 3TaHONIBHBINA pacTBop KOH, uTo nmo3Bonuio ysemnu-
YUTH BBIXOMBI IEJICBBIX MPOAYKTOB 10 90-95% [245]. B pesynbrare ncciieqOBaHUil BBISCHUIOCH,
410 ankuiupoBaHue 8§-okco-10-tuokco-tueno[3,2-d|nupumuauHos 53a-B, 54a-B B BOJHOM
pactBope KOH u JIM®A npu temneparype 20-22°C npoTeKaeT pernoceIeKTHBHO ¢ 00pa3oBaHUEM
S-aJIKMIIBHBIX MMPOU3BOAHBIX 53a-r, 56a-r [246, 247]. PernoceneKTHBHOCTh PEaKIUH OOBICHACTCS
O0JIBIIIEH MOIAPU3YEMOCTBIO aTOMa CEPhI 10 CPAaBHEHHUIO ¢ aTOMaMH a30Ta M Kucjopoa [248].

B UK cnekrpax coequnenuit 53, 54 comeprkarcs nosocsl norsorenus rpymnn NH (3365-3505
emt), CO (1668-1670 cat) u C=S (1260 cmY), a B crexrpax SIMP 'H umeroTcst cHHIIIETH! rpyII
NH mpu 9.94-11.49 u 12.43-12.76 m.1.

R R R. R
X NH, X NHCSNHCOPh
PhCONCS
_—
| N—co,Et | N—co,Et
R N7 S RN S
42a,44a &/ 51a6,52a,6
S
%«
R. R
X NH,
s,
I S—cong,
N\
R N7 S
426 53a-B, 54a-B 55a-n, S6a-r

51a,0, 53a-B, 55a-1: X = O, R = CH3; 52a,06, 54a-B, 56a-r: X = CH,, R = H; R!= nmupponuaua-1-un (51-
56a), munepumun-1-un (51-566, 551), mopdonuu-4-un (53-56B, 55r, 56r); R* = CH; (55a,6, 56a-B), 1#-C4Ho
(553), CH2CONHC6H5 (55F), CH2C5H5 (552]), CH2COC6H5 (56F)

B cnekrpax SAMP 'y coequHeHUH 55, 56 CUTHAIBI MPOTOHOB S-METHIILHBIX U S-METHIICHOBBIX
rpynn nposisitoress B obnactu 2.60-2.62 u 3.22-4.90 M. A., COOTBETCTBEHHO, a B cnekTpax SIMP
B3¢ — npu 13.0-13.5 (coenunenus 55a,6, 56a-B) u 31.1-38.5 m. 1. (coenunenus 55B,r, 56r), 4uro

HOJTBEPXKIAaET 00pa30BaHUE S-aIKUIMPOBAHHBIX MPOIYKTOB [249].
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C uenbio cUHTE3a aMUHO-, THAPA3UHO-, AIKOKCH- U JIKWICYIb()aHUIIPOU3BOAHBIX THEHOTTHPHU-
MUJIMHOB HaAMH TOJYYCHBI XJIOPIPOM3BOAHBIC THEHO[3,2-d|mupuMuarnaa 57a-k B3auMOCHCTBUM
KOHJICHCUPOBaHHBIX THEHO|3,2-d|nupruMuanHoHOB 48a-1 ¢ XJIOPOKHCHIO (ochopa B MPUCYTCTBUH
JAM®A. BzanmoaeicTBUEM TOCICTHUX C THOMOYEBUHON M 00paOOTKON BBIJICICHHBIX H30THOYPO-
HHUEBBIX cosieir BogHbIM pactBopoM KOH monyuensr Treno|3,2-dmupumuann-4(3H)-truonsr 58a-r,
KOTOpPBIE MOTYT CYIIECTBOBAaTh B THOJIAKTAMHON U THOJakTUMHON popmax. B UK cnekrpax coeau-
HeHUIl 58a-r 0TCYTCTBYIOT MoJIockl noromeHus SH rpynmsr mpu 2550-2600 evtn MPUCYTCTBYIOT
nosnockl ipu 1250 u 3120 em’l, xapakrepbie 11 C=S u NH rpynm, coorBercTBenHO. B criekTpax
SIMP 'H coemunennii 58a-r curHanbl npotoHoB NH rpymnm madmonatorest mpu 13.78, 13.84 u 13.91
m.1. [IpuBencHHBIC CIEKTPAIBbHBIC ITaHHBIC CBHJETEIBCTBYIOT O TOM, YTO COCIWHEHUS 58
CYIIECTBYIOT B THOJAaKTaMHOW ¢opme. OmHAKO, B TpOIECCe B3aUMOJICHCTBUS THOHOB 58a-r ¢
QNKWITATOTeHUIaMU PaBHOBECHE CMEIIAETCS B CTOPOHY THOJIAKTUMHON (DOpPMBI U C BBIXOJaMHU
67.3-96.0% obpasyrotcs S-ankuianpousBoanbie 59a-m [250, 251]. Peakuuu mpoBOIMINCH IPU

KOMHATHOW TeMIlepaType B BOAHO-3TaHOJIBHOM pactBope KOH.

R_ R
X )n
N=
POCI, TN D NHC(S)NH,
- 74 N\ /
IM®A | 2) KOH, H,0
RIUSNT S Cl

R_ R

57a-xk
R R
)n
RZCHzHal X N:\N
74 | N\ /
SCH2R2 RSN S SH
59a-.11 58a-r

57a,0, 58a,06, 59a-e: X = O, n = 1, R = CHg; 57B,r, 588, 59k-u: X = CH,, n = 1, R = H; 571-k, 58r,
59k X =CH,, n=0, R=H; R' = nupposnuaun-1-un (57a,B,1, 58a, 59a-B), nunepunnu-1-un (576,r,e,
586,B, 59r-u), mopdonun-4-un (57:xk, 58r, 59k-m); R*’=H (59a,r,x,x), COOMe (596), COOEt (598), CO-
NH(CH,),C¢Hs (591), CONHC¢Hs (59¢), CONHCH,C¢H5 (593), CO-3-NO,CsH, (59m), 4-NO,CeH,4 (5901).

OO6pa3oBaHue S-alKHJIBHUX MPOU3BOAHBIX 59a-M moarsepxkaaercs cnekrtpamu UK, SIMP Hu
Bc. Hecmortps Ha TO, yTO B ciektpe SIMP 'H cunrnernsrii curman IIPOTOHOB METUJICHOBOU I'PYIIIIbI
nposiBiisieTcss B ooyact 3.36-5.05 M.I. ¥ He MO3BOJSAET CHENaTh OJHO3HAYHBIN BBIOOD MEXKTY
S- mmn N-ankunupoBaHWeM W3-3a OJIM30CTH XMMHUYECKHX CIBHTOB, B TO K€ BPEMS YCTaHOBIICHO,

YTO CHI'HAlI SCHZ TpYIIIbI OPOABIIACTCA BUAC Y3KOI'O CHHIJICTA, TOr'/Ia KaK B N-aJ'IKI/IJ'II/IpOBaHHBIX
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coemuaeHUsX curHan NCH; rpymnmbl 0ObIMHO HECKOIBKO YITUPEH M3-3a KBaIPYMOJILHOTO MOMEHTA
smpa “*N. Crexrpsr SIMP *C Gonee yGemurenss mpu BeIGOpe MeKIy S- i N-TIpOH3BOIHBIMI,
TaKk KaK Ha MPUMEpPe MHOTOYHMCIICHHBIX COCIUHEHHI MOJOOHOrO THIA YCTAHOBJICHO, YTO CHUTHAI
NCH; rpynner Habmonmaercs B obmactu 45-50 m.j., Torma kak curHansl SCHy rpynmsel 00b9HO
nposiBisitoress B oonactu 30-35 m.a. [249]. Ha nmpumepe coenuHeHust 5941 moka3aHo, 4TO, B TO
BpeMs KaK MPOTOHBI METUJIICHOBOW IPYIIIBI JOCTATOYHO JI€39KpaHUPOBaHHI (O 4.78M.11.), TEM HE Me-
Hee, CUTHaJ 13C na6monaercs B o6mactu 31.6 M.JI., YTO HE OCTaBJISICT COMHCHUU B TOJIB3Y S-aJIKH-
mupoBanHoro npoaykTa. B UK cnekrtpax coenuaenuit 59 orcyrcTByroT mosnocsl noriomienus C=S
TPV, KOTOPBIE IPUCYTCTBOBAIIM ObI B city4ae N-aakuimupoBaHusl.

Oo6pabotkoii 4-xynoprueno[3,2-d|Jnupumuanao 57a,6,r,2%K aJKOroJIATOM HATPHs B COOTBETCT-
BYIOIIIEM CIUPTE MOJIYYEHbI 4-aIKOKCUITpOon3BoaHbIe 60a-3, a neficTBreM aMuHOB B 1-OyTaHone—4-

aMHHONpOM3BOaHBIE 61la-r, 62a-1, 63a-u, 64a-x [250-253].

R R R R R
X N SV S LN A L SEN
N NHR-°R N R20ONa N
74 N\ / - 74 N\ / e N 74 N\ /
| n-BuOH | R?0OH |

N\ N\

RITSNT S NR3R* RTINS Cl RSN S OR?
61a-r, 62a-1, 63a-u, 64a-e S57a-x 60a-3

60-62a-r, 621: X = O, n = 1, R = CH3; 60m,e, 63a-u: X = CH,, n = 1, R = H; 60,3, 64a-e: X = CH,,
n =0, R = H; R' = nuppomuun-1-m1 (60a,6, 61a-r), nunepumun-1-ui (60B-e, 62a-1, 63a-u), Mophommn-4-
un (60:x,3, 64a-e); R = CH; (60a,B,1,:), C,Hs (606,r,e,3); R® = H (61a,6, 62B-1, 63a-i, 64a-r); R* =
CH(CHj3)CgHs (61a), (CH,)sN(C,Hs), (616), 2-bypunmernn (62B), mupuaun-4-uimetnn (62r), mUpUInH-2-
unvetun (62x), CH,Ph (63a, 64a), (CH,),CsHs (636, 64x), uszo-Bu (63B), (CH,),OH (63r), (CH,);0CH;
(63m), (CH,),NH, (63e, 64r), terparuapo-2-pypunmerun (63:x), (CH,);CH; (646), (CH,),CH(CHs), (648),
(CH,);OH (64e); R°R* = 1-stanonmumnepasun-1-un (618), 1-mernamunepumun-4-un (61r), Mophomun-4-ni

(62a), munepuann-4-un (626), (CH,CH,CHs), (633).

B nponomkenue uccneqoBaHuil Mo CHHTE3Y (PYHKIIMOHAIBHO 3aMEMICHHBIX TETPAIUKINYECKUX
treHo[3,2-d|mupUMUINHOB HU3yUYEHBI METOJBI MOyUYeHUsS 2,4-Iu3aMEIIeHHBIX B MTUPHMHIAHOBOM
KOJIbIIE TMPOHM3BOJIHBIX COOTBETCTBYIOIIMX T'e€TEPOLMKIOB. KumsiueHue S-anKuiabHBIX MPOU3BOJIHBIX
8-okcorueno|3,2-d|mupumuaunona 55a,6,1, 56a,6 ¢ xmopokuceio docopa npuseno k 10-amkui-
cyibhanun-8-xaoprueHo[3,2-dmupumuannam 65a-u. B3anmomeiicTBeM MOCICIHUX ¢ aMUHAMHU
noaydensl 5,8-quamuno3amenieHubie 10-ankuncynbdanunruero|3,2-d]lmupumuannsr 66a,6, 67a-r,
68a-x, 69,0, 70a-B, 71, 72a,0, a AeiCTBUEM aJIKOTOJIsATa HATPUS B COOTBETCTBYIOIIEM CIIUPTE CUH-

TE3UPOBaHbBI 8-aIKOKCUTIPOU3BOIHBIC 73a-1 [244-247].
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55a,06,1, 56a,0 65a-n

&2,
523 &
R &
) % N
N

SR2
X )n N:<
\ A

=
RITSNT S NR3R*

66a,0, 67a-r, 68a-x, 69,0, 70a-8, 71, 722,0 T3a-n

65a-r,u, 66a,0, 67a-r, 68a-xk, 73a-B. X = O, n =1, R = CHj3; 65a-%, 69a,0, 70a,6, 71, 73r,a. X = CH,,
n=1,R=H;653 72a,6: X=CH,, n=0,R=H; R' = nupponuaun-1-un (65a,1, 66a,6, 69a,6, 73a,0,r), M-
nepuauH-1-un (67a-r, 70a-B), mopdonuu-4-un (68a-xk, 71, 72a,6, 738,1); R? = CH; (65a-B,1,¢,3, 662,56, 67a-
r, 68a-e, 69a,6,70a-B, 72a,6,73a,6,r), CH,CqHs (651,11, 68:x, 71, 73B,3); R*= H (66a, 67a,6, 68a-1,e, 696,
70a-8), C,Hs (69a); R* = 3-PyCH, (66a), (CH,),OH (67a), u-Bu (676), (CH,),CH(CHs), (68a),
(CH3)sN(C;Hs), (686), Terparuapo-2-pypuamerun (68B), 2-dbypunmernn (68r, 696, 70B), n-C¢His (68e),
n-C4sHy (69a), (CH,);OCH; (70a), (CH,);N(CHs), (706); R°R* = wmopdomuu-4-un (666, 67r, 726),
nunepuaua-1-wi (678), 4-sranonmunepasud-1-wn (68n), 4-metmmunepasun-1-ui (68:k), mupposuIuH-1-1t

(71, 72a); R® = CH; (73a), C,Hs (736-1).

Cunre3 8,10-au3amenieHHBIX MPOU3BOAHBIX nupaHo[4',3":4,5mupuno[2,3-b]treno[3,2-d]nupu-
MH/IMHOB OCYIIECTBJICH Ha OCHOBE 2-THOMETHI-4-xn0pTreHo[3,2-d|nupumuauna. B3aumoneiicTeu-
€M coeMHeHUs 65B ¢ THOMOYeBHHOW ObLT ModydeH 10-(tmomerwmn)-tmpano[4',3":4,5]mupumno|2,3-
b]rueno[3,2-d]mupumuaun-8-(9H)THon (74), a ankuiIMpoOBaHHE TOCIEAHETO ATKHITAIOTCHHIAMU

NPUBEIIO K THOAJTKUILHBIM MTPOU3BOIHBIM 75a-1 [246, 247].

Me_ Me Me_ Me

658 74 75a-n

75: R = (CH2)2CH3 (a), (CHZ)ZCH(CH3)2 (6), (CH2)3COCH3 (B), (CH2)3COOCQH5 (F), (CH2)2C6H5 (I[)

CornacHo IUTEepaTypHBIM JaHHBIM MPOU3BOAHBIE TPUAZOJIOMHUPUMHUINHOB MPOSBISIOT Pa3HO00-
pa3Hoe OMOJIOTHYECKOe JICHCTBHE — MPOTHUBOOITyX0JieBoe [254], mpotuBocymopoxknoe [255]. Tloc-
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JeJIHee TIOCITY>KUJIO NMPEANOChUIKON Ui pa3pabOTKU METOJI0B CUHTE3a MEHTAMKINYECKUX TPHUa3o-
JOMUPUMHUIMHOB, COACPKAIIUX MHPUIAOTHEHONMPUMUIANHOBBIN (parment. [lomyueHnsie 4-xiop-
tieno|3,2-d|nupuMuanHbl 576-e HyKIeo(UIbHBIM 3aMeIeHHeM ObLIH MPEeBPAILICHbI B COOTBETCT-
BYIOILME TMIPAa3MHONPOU3BOHbBIE /6a-11, HarpeBaHUE KOTOPBIX C TPUATUIOBBIM 3(PUPOM OPTOMY-
PaBbUHOM KHMCIOTBI WJIM MYPaBbUHOM KHUCIOTOM NPHUBENIO K HEOJHO3HAYHBIM pe3yibTaTaM. B mep-
BOM CiIy4ae 00pa3yroTcsl IPOU3BOJHbBIE TpHa30i10[4,3-ClnupuMuanna 77a-1, a BO BTOPOM — H30Mep-
HbIe UM Tpuazono[ 1,5-Clnupumuannsl 78a-n (Meton A). M3omepsl 77 u 78 paznuyaroTcs MO MOJIO-
JKEHHIO CHIHANA IPOTOHA TPHA30JIBHOTO IUKJA B criekTpax SIMP *H. Curman tprasonsHoro mpoto-
Ha coeMHeHHnI 77 cMeleH B 6osee cinadoe mose (9.35 u 9.45 M.11.) OTHOCUTENBHO CUTHAIA TpHUa-
30JIBHOTO TpoToHa coeanHeHuit 78 (8.40 u 8.47 M.z.), 4TO, BEPOSITHO, CBA3aHO C SKPAHHUPYIOLIHM

3¢ eKToOM MarHUTHON aHU30TPOIUHU MUPUMHIUHOBOTO IHKJIa [256].

HC(OEt); K
R R HCOOH R R

A, 24

N\
N B,HCOOH, A, 5u
N
\ B, EtONa, EtOH,
N‘I\/I A 5 0.54
77a-n 78a-n

76-78a: X =0,n=1, R=CHgs; 76-780,B: X =CH,, n=1, R =H; 76-78r,a: X =CH,, n=0, R = H;
R' = nuppomuaus-1-w1 (76-786,r), munepuans-1-un (76-78a,8,1).

OTMeTHM TakXe, 4TO U30Mephl /7 UMeIoT Oosiee BRICOKHE TeMIlepaTyphl TIaBIeHUS M0 CpaBHE-
HUIO C coeMHEeHMsIMH /8. B 000ux cimyuasx mpeamnoiaraeTcs mepBoHavYaIbHOEe 00pa30BaHUE COSIH-
HEHUI 77, KOTOpBIE BIIOCIICJICTBUY TI0]T JCHCTBHEM KUCIIOTHI TEPETPYIITHPOBBIBAIOTCS 110 JTUMPOTY
¢ pa3pbiBoM cBsi3u C-N MUpUMHIMHOBOTO IMKJIA M OOpalIeHueM TPHa30bHOTO KOJIbIIA B COSTUHE-
HUA 78. DTO IpeanoiokeHne ObITO TMOATBEPIKICHO BCTPEUYHBIM CHHTE30M: KUIITYCHUEM TPHA30J10-
[4,3-C]lnupumuiuHOB 77a-1 B MypaBbHHOUM KUCIIOTE OBLIM TOJYYEeHBI M30oMepbl /8a-n (Metox b).
[TeperpynmupoBka /lumMpoTa HaMH OCYIIIECTBIIEHA TAK)XE€ B YCIOBHUSX OCHOBHOTO KaTanu3a. Tak,
KHITSTYCHUEM M30MEpOB 77a-1 B 3TAHOJIC B MPUCYTCTBHH KAaTATHTHYCCKUX KOJMYECTB dTUIIATA HAT-

pust ObUTM TOJNyYeHBI U30MepHBIe Tpuaszono|1,5-Clnupumununsl 78a-1 (Meton B) [214, 257-259].
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MexaHu3M TeperpynnmupoBku JluMpoTa Kak B KHUCIOH, TaK MU B OCHOBHOW cpejax, MOapOOHO
omnucas B paborax [260, 261].

B nmponomkeHue wucciaenoBaHUN 10 CUHTE3y AaHHEIMPOBAHHBIX TPHUA30J0NHPUMHUANHOB
OCYILECTBIICH CHHTE3 (DYHKIIHOHAIBHO 3aMEICHHBIX Tprua3oio[4,3-c]- u [1,5-c]JnupumuauHoB, u3y-
YyeHa neperpynnupoBka J[luMpoTa Ha 3TUX cHUCTEMax B OCHOBHOM cpene. BzaumopeiicrsueM 10-tuo-
ankwi-8-xaoporueHo[3,2-dmupumunHOB 65a-1 ¢ TUAPA3UHTUIPATOM OBUIM TOJTY4YEHBI 8-THipa-
3MHONPOU3BOHBIE 79a-3. Panee HaMu ObLIO MOKa3aHO, YTO 00pabOTKA THAPA3UHONPOU3BOIHBIX, HE
coJlepKalliX B 5-OM IMOJIOKEHUH 3aMECTHTENEeH, OpTOMYPaBbHUHBIM 3()UPOM HMPOBOAUT K TPHA30-
70[4,3-c]nupuMHUIHHAM, 2 MYPaBbHHOMN KHUCIOTON — TpHas30jo[1,5-c|nupumuauaam [261]. Oxnako
0Ka3aJI0Ch, YTO, €CIIH B 5-OM ITOJIO)KEHUN UMEIOTCS S-METHIIbHBIC WA S-OC€H3MIIbHBIC 3aMECTHTEIIH,
B 000uX ciydasx MmoxydaroTcs Tpuasono[4,3-clmupumunnabl 80a-k. O0 3TOM CBUIETEIHCTBYIOT
CHHIJICTBI TIPOTOHOB TPHA30JIbHOM Ipymibl pu 9.07-9.47 M.a., XapakTepHbie s Tpuaszono[4,3-c]-
nupuMuanHOB. Tpuazono[l,5-c]lnupumuanasr 81a-k, 82a-k HaMHU CHHTE3UPOBAHbI MIEPETPYTUPOB-
Kol Jl[uMpoTa B YCIOBHUX OCHOBHOIO Karanu3a. B kaduecTBe OCHOBaHMN HAMH BBIOpaHBI ATHIIAT
HATpUS M THIApa3sHHTHIpaT. B3zaumoneiicrBuem tpuaszono[4,3-clmupumuanaoB 80a-k ¢ 3THIIaTOM

HATPUA U TUJPA3UHTUIPATOM ObUIH MONIydeHbl Tpua3onol 1,5-c]lnupumuaunst 81a-:xk, 82a-xk, B AMP

1
H crextpax KOTOpBIX CHHIJIETHBbIE curHaibl CH Tpymmm Tprua3oinbHOro KOJbIla PACIIONOKEHBI IPH
8.28-8.58 M.11..

R R

SR2

NH,NH, N HC(OE;
IE—— / —_—

RIVSNT S NHNH,

8la-x

79-82a-B, 79k, 803,u: X = O, n = 1, R = CHj3; 79-82r-¢, 793, 80k: X = CH,, n =1, R = H, 80-82:x:
X =CH,, n=0, R =H; R! = mupponuaua-1-un (79-82a,r), tumepuana-1-un (79-826,a, 79k, 803),
Mopbomua-4-un (79-82B,e, 793, 80uk,1,K, 81:k, 82:xk); R* = CH; (79a-e, 80a-:k), CH,CoHs (79,3, 803-K).
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B ycnoBusix peakuuu npoTekaeT OJHOBPEMEHHOE 3aMEIIeHHE S-alIKMJIBHUX TPYII 3TOKCH- U
TUAPA3UHOTPYIIIIAMU, COOTBETCTBEHHO [262]. MexaHu3M meperpynnupoBku J(uMpora omucaH B
pabote [261], oqHAaKO B JaHHOM Cllydae yXOJALMMU TPYIIaMu SBJISIOTCA HE OCTaTKU OCHOBaHUH, a

S-aJKUJIbHBIE TPYIIIIHI.

2.4. CTpoeHue 1 0MOJIOTHYECKAS AKTUBHOCTH CHHTE3MPOBAHHBIX COeIMHEHUMH

CuHTe3upoBaHHbIE COETMHEHUS OBLIN MOJIBEPTHYTHI OMOJIOTUYECKUM UCCIIEJOBAaHUSIM B j1abopa-
topusix “Ilcuxodapmakonorun u natorucrosnorun” U “Tokcukonoruu u xumuotepanun” MTOX
HTHO®X HAH PA.

B naboparopun ncuxodapmMakoIoTuy MPOBOAMIOCE W3YUICHHE HEHPOTPOITHOW aKTHBHOCTH pPas3-
JIMYHBIX KJIACCOB MeTEPOIUKINYECKUX COSAMHEHUN MO MOKa3aTelsaM, XapaKTepU3yIOIuM MIPOTUBO-
CYJIOpPO’KHYIO, CEIAaTHBHYIO, MPOTHUBOTPEBOXKHYIO AKTUBHOCTH, a TaKXe HMX LIEHTPAIbHOE MHO-
penakcaHTHOE AercTBue. MccnenoBanne HEMPOTPONHONM aKTUBHOCTH ATUX COCIWHEHUN MTO3BOJIMIIO
BBISIBUTH HEKOTOPBIC 3aKOHOMEPHOCTH CBSI3M HMX CTPOCHHS C OHMOJOTHYECKHM JeicTBHEM. B
Ipolecce U3yuyeHus: ObIJI0 YCTAHOBJIEHO, YTO U3 15-TH MCCIIEeNOBaHHBIX MPOU3BOAHBIX 6,8-muamu-
HOmUpaHo|[3,4-c]nupuIMHOB TOBOJILHO BBIPAKEHHBIM MPOTHBOCYAOPOKHBIM neiicTBueM (Dso —
30-56 me/ke) obnamanu coeaunenus 15y, uu-si (tadbn. 4) [209]. [locneanue uccnenoBaHbl Ha
MOBEJICHYECKOM MOJIENH “OTKPBITOE ToJIe”.

Taoauua 4

CpaBHHTENIbHAS] aHTUKOPA30JI0Bast AKTUBHOCTh COeTUHEHHM 15y,(, 1, 11-5 1 Ira3enama

- Ny AHTaroHusm ¢
vl ] /\N AT Ar R Kopazojaom*
A (D50, me/x2)

15y 2-CH;0C¢H, CH; 30.0(17.1+45.6)

15¢ 3-CH;3;0C¢H, CH; 32.0(20.0+51.2)

151 3-CH;0C¢H, (CHy)2-mopdoamn-4-wn 56.0(36.0+80.3)

15m 4-CH;3;0C¢H, CH3 33.0(24.8+43.8)

153 4-CH;0CgH, (CH,),OCH3; 50.5(30.0+72.5)

1510 4-CH3;0C¢H, (CH,),N(CH,), 43.0(25.2+73.9)

155 4-CH;0C¢H, CH,-2-terparuapodypuin 41.0(23.5+68.0)
JAuazenam — — 0.5(0.4+0.7)

* JloBepUTEIbHBIC HHTEPBAJIBI IPH ypoBHE BeposTtHOcTH P=0.05.

Kpome mpotuBocynopoxkHoit y coenunenuii 15y,¢,u, -5 BbisiBIeHA cnabasi ceaTuBHAsT aKTHUB-
HOCTh (Tabi. 5). M3yueHue cBA3M MEXIAy CTPOCHHEM MPOM3BOAHBIX 6,8-muamMunonupano|3,4-c]nu-
puauHOB 15e-u,J1,1,p,y-1,1-1 ¥ UX OMOJOTHYECKON aKTMBHOCTHIO IMOKA3aJI0, YTO MPOTHUBOCYIO-
POXKHYIO aKTUBHOCTbH MPOSIBISIFOT COSAMHEHHSI ¢ METOKCUTPYIION BO 2-0M, 3-eM U 4-0M TOJ0oXkKe-

HUSIX aHWIMHOBOTrO octatka 15y,(,u,m-s. Hanbonbmas akTHBHOCTh OOHapy)XeHa y COeIMHEHHUH
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15y,¢,1m1, comepkamux BMECTE ¢ METOKCH TPYMNIIOH METHUIAMUHHBIM OCTATOK B 8-OM IOJIOKEHUU

nupano| 3,4-Clnupuauna (tadi. 4, 5).

Taoauna 5
HetictBue coequnenuit 15y,¢,u1,s 1 1uazenama B TeCTe “OTKpHITOE Moje”
KonuuectBo
CoemuHenne Ar R! (B aOCOIOTHBIX 3HAYEHUSX 33 5 MUHYT)*
TOPU30HTAIBHBIX BEePTUKANBHBIX | 00CJemoBaH-
MepEeEMELICHUI MepEeEMELICHUI HBIX Y€K
KonTtpois - - 22.5(19.3+25.7) 6.5(4.8+8.2) 4.8(4.0+5.6)
COETMHEHHSIM
15y 2-CH;0C¢H, CH;3 14.0(10.2+17.8) 7.8(5.8+9.9) 3.6(2.3+4.9)
15¢ 3-CH;0C¢H, CH; 15.2(10.4+18.3) 3.2(2.8+3.6) 2.6(1.0+4.1)
15m 4-CH;0CgH, CH; 18.3(12.0+24.6) 7.6(5.7+9.5) 3.5(2.4+4.6)
155 4-CH;0C¢H, | CH,-2-Tetpa- 24.3(18.2+39.9) 4.3(2.9+5.7) 2.8(1.1+5.4)
THIPOPYPHT
KonTtpois k — — 18.6(13.7+23.5) 1.1(0.7+1.5) 2.1(1.0+3.2)
Jra3enamy
Jnazenam — — 33.6(29.4+37.8) 6.4(5.4-7.4) 5.0(3.7+6.3)

* JloBepHUTenbHbIE HHTEPBAIHI IPH ypoBHE BepositHocTH P=0.05.

[Ipu wcciiefoBaHUU MPOTHBOCYAOPOIKHOTO IEHCTBHUS aJIKOKCHUIIPOU3BOIHBIX MUpaHo[3,4-Clmu-
puarHOB 272a-0 OBLIIO OOHAPYKEHO, YTO COSAMHECHUS 27a,1,3,K,H 00J1a/1al0T BBIPAKCHHBIM aHTHUKO-
pa305oBbeIM JeiicTBUEM. D/ y 3THX coennnenuit konebdanack ot 50 no 80 me/ke. [1o mpoTuBOCYHO-
POXKHOUM aKTHUBHOCTU COeIWHEHUs 27a,1,3,K,H B HECKOJbKO pa3 MPEBOCXOASIT aKTHBHOCTH KOHT-
POJBLHOTO TIpernapaTta — 3TOKCyKcuMuaa (tadi. 6), nmpuueM Hanbojee aKTUBHBIC U3 HHUX COJAEPIKAT

AJUTMJIOBBIC T'PYIIIBI, BHC 3aBUCUMOCTH OT XapaKTE€pa KOHACHCUPOBAHHOI'O C MMPUINHOM LIUKIIA.

Tao0auna 6

CpaBHI/ITeHBHaﬂ AHTHUKOPA30JIOBast aAKTUBHOCTb COEeTMHEHUI 27a,Il,3,K,H H OTOCYKCUMU A

CN
2 n| N O X n R R! R? AHTaroHusm c kopa3onom*
X N ( O ds0, Me/Ke)
Rl 27
27a 0 1 | CH; | nuppomuaun-1-un | CH=CH, 55 (44 + 68.75)
27n 0 1 | CH; | wmopdomnua-4-un | CH=CH, 50 (40 ~ 62.5)
273 CH, 1 H munepugud-1-un | CH=CH, 58(48.3 + 69.6)
27k CH, 1 H mopdonuu-4-un | CH=CH, 75 (62.5 + 90)
27n CH, 0 H mopdomuu-4-un | CH=CH, 80 (64 ~ 100)
OTOCYKCUMU]T — — — — — 155(117,5 +204,5)

*B ckobkax ypoBHU BepositHocTH Tipu P = 0.05

W3yueHre HEHPOTPOMHON aKTUBHOCTH 39-M MPOU3BOAHBIX TETPANUKIHUECKUX THEHO[3,2-d]mu-
pumuarHOB 60, 61, 63, 64 MoOKa3ano, YTO Cpeau MPOU3BOIAHBIX, COAEPIKANIUX IMUPAHOBOE KOJIBIIO,

AHTHKOPA30JI0Basi aKTUBHOCTh HanboJsee BeIpakeHa y coenuHeHuit 600, 616-r, KOTopble MO aKTHB-
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HOCTU HE YCTYNAlOT 3TOCYKCUMHUIY, HO, B TO € BpeMs, 110 OCTPON TOKCUYHOCTU U TeparieBTUYEC-

KOMY MHJIEKCY YCTYNAIT KOHTPOJILHOMY Tipenapary (tadi. 7) [251].

Taoauma 7
AHTHKOPA30J10Basi aKTHBHOCTh, MHOPEIAKCallUs U TOKCHYHOCTh coennHeHnit 606 u 616-r
H;C_ CH,
? M\ Ocrtpas
\/ > /R R AHTArOHH3M C Muopenakcauus 31 CyTOYHast ™
@ N KopasoIoM . (T dso, me/x2)* TOKCUYHOCTD
61,62 (O s0, me/xe) (5o, Me/k2)*
600 OC;Hs 130 580 (483-696)** | 4.5 780 6.0
(186.7-195)** (578-1053)**
616 NH(CH_)3sN(C;Hs), | 72 (41.2-126)** | 300 (248-363)** | 4.0 370 5.0
(208-481)**
618 1-sTaHon- 160 (128-200)** | 480 (384-600)** | 3.0 750 4.7
mUrepasuH-4-ui (564-998)**
61r 1-metun- 120 (92-156)** | 475 (380-594)** | 4.0 620 5.0
THIEPUANH-4-1IT (496-775)**
DTOCYKCUMUJ - 155 520 34 1325 8.5
(117-204.5)** | (412.6-655.2)** (1200-1460)**

*P =0.05, ** craTuCTHYECKH 3HAYNMBIE Pa3IHIHS

Coenunaenus 63B-u, 646-e, coepkamnye MUKIOTCKCAaHOBOE U IUKIIOTICHTAHOBOE KOJIbIIA, H3yYa-
JMCh IO TOKA3aTelsiM, XapaKTepU3YIOLUIUM aHTUKOHBYJIbCUBHYIO, CE€AAaTUBHYIO, POTUBOTPEBOXK-
HYIO aKTUBHOCTb. [Ipu uccienoBaHuy MPOTUBOCYIOPOKHOIO AEHCTBUS ObUIO OOHAPYKEHO, YTO BCE
npou3BojHbIe B 103¢ 50 me/ke 00manaroT B TOW MM MHOW CTENEHM aHTUKOPA30JIOBOW aKTHUB-
HOCThIO. OjTHaKO HamOoJiee BBHIpAKEHHAS aKTHMBHOCTH HaOJronanach y 63B,1a,5k-u u 64B.e. Tak, y
63B 1 631 mpoTUBOCYTOPOXKHEIH d(hDekT HabmMmomaeTcs yxe B 103e 16 me/xe, a'y 63u — B 10o3e 21
me/ke. CeJaTUBHOE, aKTUBUPYIOIEE U TPOTUBOTPEBOXKHOE JIeiiCTBUE OTOOpaHHBIX HauboJiee aKTHUB-
HBIX COeIMHEHHH 63B,11,2-1 1 64B,e U3y4yaliu y KpbIC B TECTE “OTKPBITOE 10JIe” MPU UCCIeI0BaHUN
JIBUTATEIILHOW M OPHEHTUPOBOYHO-MCCIIEIOBATEIHCKONW aKTUBHOCTU. B TOBEIEHUYECKMX OMBITaX C
“OTKPBITBIM TIOJIEM” CpPENId MCCIIEyEeMBIX BEUIECTB COSAMHEHUS 631,2K-M OKa3bIBAIOT aHTUTPEBOXK-
HOE U aKTHBUpYIoIee aelicTBue (Tadu. 8) [253]. Ananu3upyst moay4eHHbIC pe3yIbTaThl MOXKHO OT-
METHTb, YTO MPou3BOAHbIC ukiIoneHTa[4',5 lnupumno[3',2":4,5]rueno[3,2-djnupumuannor 64B,e B
OCHOBHOM HE MEHSUIM MOBEJICHUE )KUBOTHBIX, & COSJIMHCHUS Kacca mupumuio[4',5"4,5]tueno[2,3-
C]u30XUHONMMHOB 631,2K-H BBIPOKCHHO OCIAOJISIIM XapaKTep MOBEJACHUS W BI3BIBAIU CEAATUBHBIHN
¢ dexT. IlonydyeHHble JaHHbIE TO3BOJSIOT MPEANOIOKUTh TPUHAAICKHOCT HOBBIX COSAMHEHUH K

MOTCHUUAJIbHO TUTTHOCCAATHUBHBIM, d HC AKTUBUPYIOIIUM TPAHKBHUIIN3AaTOPaAM.
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Taoauna 8

CpaBHUTEIIbHAS aHTUKOPA30JI0BAsi U UCCIIEIOBATENIbCKAsI AKTHBHOCTh COCTUHEHUH O3B, /1,21,

64B,e 1 1uasenama

N= N=\ Komnuectso
%/(N T I AHTaroHu3M (B aOCOIOTHBIX 3HAYCHUSX 32 5 MUH)
O SNOST R NSNS R C KOpa30JOM | TOPHU30HTANb- | BEPTHKAIIb- 0OHIOXU-
63 o 64 (O Hso, me/x2) HBIX HBIX Tepe- BaHUM
No R nepeMenieHui MeEIeHUI sTIeeK
KouTposns k _ _ 27.8 7.0 24
COCIMHEHUSIM (12.3+29.3)* (4.2+9.8) (1.5+3.3)
638 NH-u30-Bu 16.0 25.0 6.0 _
(8.8 +28.8) (16.1 +=33.9) (4.2+17.8)
631 NH(CH,);0CH;3 16.0 12.8 14 _
(8.8 +28.8) (7.6 = 18.3) (09 1.9
63:x NH-teTparumpo-2- 26.5 13.6 3.6 _
(hypunmern (12.1+58.3) | (279 +34,6) | (49 +12.7)
633 N(CH,CH,CH,), 23 16.0 4.2 1.6
(12.2 +47.5) (13.9 +18.1) (3.7+4.7) (1.0+2.1)
63u 1-metunnuepasuH-4-ui 21.0 14.2 2.6 _
(11.6 +37.8) | (10.1 +18.3) (1.3+3.9)
648 NH(CH,),CH(CHa), 35.0 26.3 6.8 1.5
(2.8 +56.0) (16.8 + 33.9) (4.1+8.1) (1.1 +2.8)
64e NH(CH,);0OH 42 27.2 7.1 2.2
(26.2 +67.2) (16.0 ~ 38.4) (4.3 +10.0) (1.3+4.4)
KonTpomns, k _ _ 18.6 11 2.1
Jasenamy (13.7 +23.5) (0.7 +1.5) (1.0+3.2)
Juazenam _ 0.5 33.6 6.4 5.0
(0.4+0.7) (29.4 = 37.8) (5.4+7.4) (3.7+6.3)

* JloBepUTENbHBIE MHTEPBAIBI TIPH ypoBHE BeposTtHocTH P=0.05.

HccenoBanue MPOTHBOCYIOPOKHOTO JIEHCTBUS 2,4-nmu3aMenieHHbIXx nupano[4',3":4,5 Jnmupuo-

[2,3-b]Treno[3,2-d]nupumunHOB Moka3zano, 4yTo coeAuHeHus 68a-1 1 756-r BBI3BIBAIOT y MbIIICH

BBIPQ)KEHHBIH 3aIUTHBIA HPOTUBOCYAOPOKHBIM M MPOTHOCTUYECKUH AHTUTPEBOXKHBIN 3(ddexT

(O s0 — 23-56

me/ke) (Tabi. 9).

Taoauna 9

CpaBHUTENIbHAS AaHTHUKOPA30JI0Basi aKTUBHOCThH COCIMHEHUI 68a-1, 750-r u 1nuazemnama

”%m AHTaroHusM ¢ KopazojaoMm*

= \ /N

OCN A I vt 68,75 i ( o MZ/KZ)
68a NH(CH,),CH(CH,), 40.0 (23.5 +68.0)
680 NH(CH,)3sN(C;Hs), 56.0 (36.0 +100.8)
688 NH-terparuapo-2-¢pypuameTni 34.0 (25.3 +45.7)
68r NH-2-gpypunmernn 40.0 (23.5 +68.0)
681 4-3TaHONMHATICpA3HH 56.0 (36.0 +100.8)
756 S(CH,),CH(CHs,), 56.0 (36.0 +100.8)
758 S(CH,);COCH; 40.0 (23.5 +68.0)
751 S(CH,);CO0C;Hs 23.0 (15.9 = 33.1)

Jua3enam - 0.51(0.39 + 0.69)

*B ckoOkax ypoBHH BepositHocTu mipu P = 0.05
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B moBeaeHYEeCKHX OMBITax ¢ “OTKPBITHIM IOJIeM”’ HanOoJiee aKTUBHBIC COCTUHEHUs 68B u 75r

NPOSIBIIAIOT celaTuBHOE JekicTre (Tadu. 10) [246].

Tao6aunua 10
CpaBHuUTENIbHAS AHTUKOPA30J10Bas U UCCIIEA0BATEIbCKasl aKTUBHOCTU coeIMHEHU I 68B, 751 1
IMaszenamMa
AHTaroHusm c KonudecTBo (B aOCOMOTHBIX.3HAUEHUSIX 32 5 MUH) *
CoennHenne KOpas3oJioM
(3]1so MI/KT) TOPU3OHTABHBIX BEPTHKATBHBIX 00cIIeJOBaHHBIX
epeMeIeHHH epeMeIeHHH sUeeK
Konrposs, k - 43.2 (15+71.4) 8.3 (3.25+ 13.4) 2.7 (1.5+3.9)
COEIMHEHHUAM
688 34.0 (25.3 +45.7) 20.2 (17.7+32.7) 4.0 (3.1+4.9) -
75r 23.0 (15.9 +33.1) 29.8 (9.3+50.3) 7.0 (0.6+ 13.4) -
KOHTpOID, K - 18.6 (13.7+23.5) | 1.1(0.7 = 1.5) 2.1(1.0+3.2)
JMasernamy
Jluasenam 0.5(0.4+0.7) 33.6 (29.4 +37.8) 6.4 (5.4+174) 5.0(3.7+6.3)

* JloBepuTenbHBIE HHTEPBABI TIpU ypoBHE BepositHoctu P = 0.05

W3ydeHue CBA3M MEXIy CTPOCHUEM TeTpaluKindeckux treHo[3,2-d]mupumuaunos 60, 61, 63,
64, 68, 75 1 ux OMOJOTHYECKOH aKTMBHOCTBIO IMO3BOJIMIIO KOHCTATUPOBATh, YTO COCAUHEHUS, CO-
JIepIKaIIre MIPaHOBOE KOJIBIIO, YCTYIAIOT 110 AKTUBHOCTH UX aHAJIOTaM C IIUKJIOTCKCAaHOBBIM U ITHK-
JIOTICHTAHOBBIM KoJbIlaMH. B TO ke Bpemsi, coequaenus ¢ SCH3 rpymnmoii BO BTOPOM MOJOXKCHHUH
MUPUMHIAHOBOTO KOJIbI[A MEHEE aKTUBHBI 110 CPABHEHUIO ¢ UX HE3aMEIICHHBIMUA aHAJIOT'aMH.

N3ydenne HeWpoTpomHOW akTHBHOCTH TpHaszono[4,3-c(1,5-¢)]nupumuauaos 80-82 mokasaino,
gyto coenuHenus 80a,0,r-k, 81a,e u 828,14,k B 103¢ 50 me/ke mpenynpexnamu cymoporu y 20-40%
KUBOTHBIX, a coennaeHns 80B, 8la-r,xk u 82a,0,r,e 001a1amu BEIPAXKEHHBIM ITOTHBOCYAOPOKHBIM

neiictuem (3 sp — 30-56 me/ke (Tabm. 11).

Taoauna 11
CpaBHUTEJbHAS aHTUKOPA30JI0Basi aKTHBHOCThH TpHa3ono[4,3-c]-, [1,5-c]mupumunnaon
RR SCH, Y% OEt Y NHNH,
X* gn Nf<N ooy N¢<N\N o Nﬁ<N\N AHTaroHusm c
D \\}\N A=W \/ )4 ) KOpazojaom*
RESNST N g RI7SN N ROSNTTS N s ( D s, MI/KT)
Ne X n R R
80m @) 1 CH; MopdonuH-4-ui 55.0(39.2 +77.0)
8la o] 1 CH; MUPPOIUANH-1-11 56.0 (43 +72.8)
816 ) 1 CH; nunepuanH-1-un 38.0 (29.2 +49.4)
81lm O 1 CH; MOpGoTHH-4-1I1 35.0 (28.0 ~ 43.75)
8lr CH, 1 H NUPPONUANH-1-111 40.0 (26.7 + 60.0)
81x CH, 0 H MopGoTHH-4-1i 50.0 (39.0 ~ 64.0)
82a ) 1 CH; MUPPOSIUANH-1-11 44.3 (35.44 + 55.38)
820 o] 1 CH; nunepuanH-1-umn 34.0 (27.86 ~ 41.48)
82r CH, 1 H NUPPONUANH-1-111 53.0 (36.6 ~ 76.85)
82e CH, 1 H MopGoarH-4-1i 30.0 (21.4+42.0)
Juazenam — — — — 0.51 (0.39 + 0.69)
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Crnemyer OTMETHTD, YTO MPOU3BOJHBIC TpHa30i0[4,3-c]mupumuauaoB 80 MO MPOTHBOCYI0POK-
HOM aKTHBHOCTH YCTYIAIOT COOTBETCTBYIOIINM TpHa3oo[l,5-c]Jnupumununam 81, 82. Kpome Toro,
B MOBEJICHYECKOI MOJIENU “OTKPBITOE MM0Jie” MPOU3BoiHbIe Tprazoo[l,5-clmupumuaunos 81B,r u

8206,e MpOSBIAIOT aHKCHOJIUTHUYECKOE AelicTBHe (Tab. 12) [262].

Taoauna 12
HccnenoBaTenbckas akKTUBHOCTh coeauHeHui 81B,r, 820,e 1 n1ua3enaMa Ha MOJEIH “OTKPBITOE
mnojie”
KommdecTBo (B aOCOTIOTHBIX.3HAUYCHUAX 33 5 MHH) *
Coemunenme | X | n| R R' TOPU30HTAIBHBIX | BEPTHKAIBHBIX o0cnenoBan-
nepeMeInieHuin nepeMeInieHuin HBIX SYEeK
Kontpons - - | =1 - - 22.8+£3.1 54+1.9 1.8£0.3
OMYJIBraTop
81s O | 1| CH;z | wmopdonuu-4-un 20.8 £4.7 42+1.2 32+0.8
8lr CH, | 1| H | nupponuaun-l-un 144+4.5 5022 3.5+1.1
820 O 1 | CH; | mumepunuH-1-un 22.5+4.5 51+£2.1 40+2.1
82e CH, |1 H MopdonuH-4-1n 26.8+4.9 5.6+1.5 3.8+1.2
Jnazenam - - — — 33.6+3.2 83+1.1 50+1.3

JoBepurenbHble HHTEPBAIBLI ITPU YpoBHE BepositHocTh * P < 0.05

W3yueHre aHTUMUKPOOHOTO JICHCTBHS CHHTE3UPOBAHHBIX COCMHECHUH B JIa0OPaTOPUU TOKCUKO-
JIOTMH ¥ XMMHOTEPAIUU 1MOKa3ajio, YTO JHaMHHOIPOU3BOAHbIC MUpaHo[3,4-c]uupuauna 15 nposis-
JSIFOT aHTUMHUKPOOHYIO aKTHBHOCTh C MHTHOMpoBaHueM 30HbI Mexay 10-20 mm [208] (taba. 13).
[Tpuuem, coemuHenust 15¢,T, conepkamue B 6-OM MOJIOKEHHH 2-METOKCU(DEHUTBHYIO TPYIIy,

OKa3bIBAIOT BRIPAKCHHYIO aHTUMHKPOOHYIO akTUBHOCTB Ha Staphylococcus aureus 209p.

Taoauua 13

AHTUMUKpPOOHasi aKTUBHOCTb TUAMUHOIIPOU3BOIHBIX NUpaHo|3,4-c|nupuauHoB 15

CN

Me § E\Ar JlnameTp 30H HHTUOUPOBaHUs pocTa (M)
Mo M N Ar R! Staphylococcus sh. E coli
N aureus dysenteriae | o 3
209p 1 flexneri 6858

15a CeHs CH; 11 10 11 15

156 CeHs (CH,)2N(CHs), 12 10 14 12

158 CeHs CHy-2-ypat 14 13 12 13

15r CeHs (CH),OCHjs 13 12 14 17

151 CesHs (CH,)s-mopdonuH-4-un 15 12 14 14

15k 3-CH3C¢H4 CH; 12 18 11 13

15m 4-CH;3CeH, CH; 14 11 15 18

15u 4-CH5CgH, C4Hg 14 12 16 15

150 4-CH;3CeH, CH,C¢Hs 10 14 11 14

15¢ 2-CH,0C¢H. (CH,),OCHj 18 13 15 14

157 2-CH30C¢H, | (CH,),-mopdonmH-4-un 20 14 12 12

154 4-CH30CsH, | (CHy)-Mmopdonmn-4-1n 12 14 15 14

5 HOK - - 23 23 25 26
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HccnenoBanre aHTUMUKPOOHOH aKTUBHOCTH N-aMHUHONIPOW3BOAHBIX KOHICHCUPOBAHHBIX TTHPH-
JUHOB 22a-M MO0KAa3aJi0, YTO UCIBITYEMbIE BEIIECTBA MPOSIBIISIFOT BEIPAXKECHHYIO OAKTEpUOCTATHYEC-
KYIO0 aKTUBHOCTh B OTHOIICHUH T'PAMITOJIOKHUTEIBHBIX M TPAMOTPHUIIATEIBHBIX TECT-KYIbTYP, MOIaB-
JISISL POCT MHEKPOOPTaHU3MOB B 30HE AuaMeTpoM 14-25 ym (tad. 14) [216]. OxHako UMEIOTCS HEKO-
TOpBIC Pa3IMUYUs B aKTHBHOCTH. TakK, COeIMHEHHMsI, COIePIKaINe B CTPYKTYpe MOP(OIHHOBOE 22B,
223K WIKA MUPPOJIUAMHOBOE KOJIBLO 22a, 2271, 001a1at0T yMepeHHOH akTuBHOCTBIO (d = 14-20 mm),
a 22m, conepikamiee MOp(OITMHOBOE U MUKJIONEHTAHOBOE KOJBI[A, MIPOSBIISET OTHOCUTEIHHO BBICO-
Kyt akTUBHOCTH (d = 15-23 mm). Coequnenus, coaepkanye B CTPYKType TUIIEPUINH UM METHJI-
nunepuaud 226,r,e,3, 001a1af0T BEICOKOW aHTHOAKTEpHAIbHON aKTUBHOCTBIO, 0COOCHHO B OTHOIIIE-
HuU craduiaakokkoB (d = 23-25 mm), IO aKTUBHOCTH B OCHOBHOM HE YCTYITasi KOHTPOJIBHOMY TIpe-
napary 5 HOK (d = 23-26 mm). Hanbomnee akTUBHBIC BEHIECTBA M3yUEHBI TAK)KE METOJIOM “/IBYK-

99

PpaTHBIX CGprIHHX pa3BCACHUN . yCTaHOBJ'IeHO, 4TO MHHUMAJIbHAA IMOAABJIANOIIAA KOHLICHTPALIUA

(MIIK) coenunenuii Ha ctaduiokokke 209p coctaBmusier 250-500 mxe/mn, a Ha IU3EHTEpUITHON
nanouke — 500-1000 mxe/mn (Tadun. 14) [216].
Tabamna 14

AnTEMHKPOOHAST akTHBHOCTH N-aMHUHOTIPOU3BOAHBIX KOHIEHCUPOBAHHBIX MUPUINHOB 22a-H

CN JlnamMeTp 30HBI YTHETEHHS MIIK B mxe/mn
E n| N SMe pocTa B MM
X N, 050, @,Me Staphyloco Sh. E. | Staphylo | Sh.
R ccus dysenter | coli coccus | dysente
aureus iae 0-55 | aureus riae
No X [n] R R* 209p | 1 | Flexneri 209p | flexneri
6858 6858
22a @) 1| CH; NUPPONUANH-1-171 17 17 14 14 - -
226 0O 1 | CH; nunepuIuH-1-wmn 25 | 22 18 17 500 1000
228 0] 1| CH; MopdonuH-4-u 20 | 14 14 14 — -
22r 0 1 | CH; | 4-metunmunepununao | 24 | 21 19 18 250 500
22n CH, | 1 H NUPPONUANH-1-111 20 | 18 14 15 — —
22e CH, | 1 H nunepuanH-1-mn 25 23 27 23 250 500
229K CH, | 1 H MopdonuH-4-ui 19 17 20 17 - -
223 CH, | 1 H 4-metunnunepuauHo | 25 25 26 22 250 500
22n CH, | O H MOpGOoIHH-4-1I1 23 | 18 16 15 500 1000
SHOK | - — — — 23 | 23 25 26 31.2 62.5

HccrenoBanre aHTHMHKPOOHOH aKTUBHOCTH COeAMHEeHMI 270,1,€e,3,K,J1,H,0 coaepxamux O-an-
JTUIOBBIC(TTPOIIAPTHIIOBBIE) TPYIIBI MOKa3ajd0, YTO OHU TMPOSBISIOT AaKTHBHOCTH B OTHOIIEHUH

UCIIOJIb30BaHHBIX IITAMMOB: JJHaMeTp 30H nHruoupoBanus pocra d = 10-15 mm (Tadun. 15).
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AHTI/IMI/IKpO6Ha$I AKTUBHOCTH aJIKOKCHUIIPOU3BOJHBIX MUPHUINHOB

Taoauna 15

o JlaMeTp 30HBI yTHETEHHSI POCTa B
R%OCHzRZ 1 2 MM

L X n R R R Staphylococcus Sh. E coli
g aureus dysenteriae coli

| ysent 0-55

209p 1 | flexneri 6858

276 O 1 | CH; | mupponunun-1-un | C=CH 12 11 14 14

27k 0 1 |CH;| wmopdonun-4-un | CH=CH, 10 11 13 11

270 @) 1 |CH;| mopdonun-4-un | C=CH 14 12 13 11

27n CH,| 1 H nmunepunui-1-un | CH=CH, 14 12 12 11

27c CHy| 1 H mopdomuu-4-un | CH=CH, 12 11 12 11

27T CHy| 1 H | mopdomun-4-un | C=CH 12 10 12 12

27u CH;| O H | mopdonun-4-un | CH=CH, 13 12 12 11

274 CH,| O H | mopdomun-4-un | C=CH 15 12 12 11

DypazonuaoH | — — — — — 25 24 24 24

M3y4yeHne aHTUMUKPOOHO!H aKTHBHOCTH HOBBIX KOHJICHCHPOBAHHBIX CHCTeM — Tpuaszosno[4,3-a]-

nupunuHoB 31, 32, 34-36 u nupazononupuaHOB 37, 38 moka3ano, 4YTo HUCCIelyeMble TPHA30JIo-

[4,3-a]HPIpI/I,I[I/IHBI IIPOABIIAIOT cna6ym AKTHUBHOCTb B OTHOIICHHUH BCCX HCIIOJIB30BAHHBIX IITaMMOB

(d = 10-18 mm), a nupazosicoaepIKaime npeacraBurenn 37, 38 oKa3pIBAlOT TaKyHO K€ aKTHBHOCTb

TOJBKO B OTHOILICHUU I'PAMOTPHILATEIbHBIX MmTaMMOB (Tabi. 16) [212]. MckimtodeHue cocTaBisieT

COCOAUHCHUC 37)[(, KOTOPOC COACPIKUT B 4-0M IOJIOKECHUU ApWJIBHOTO KOJIbIIAa aTOM XJIOpa.

Taoauna 16

AHTUMHUKpPOOHAS aKTUBHOCTH TpHa30Ji0[4,3-a|nupuanHOB, MHPa30JONMUPHINHOB U Pypa3ouaoHa

oN N ® N NHAT Jnametp 30H HHIHOUPOBAHKS POCTa
R A NHAr H;C {NHAr R I (2em)
T [ ) SCHR! H,C N Staphylococc Sh. E
NN a3 NN 3y 35,36 M 37,38 us aureus dysenteriae COii
. CH, flexneri 0-55
Coen. | X | R Al R 200p | 1 6858
1 2 3 4 6 7 8 9
31a 0] CH; CsHs 15 14 14 16
318 @) CH; 4-CH,CgH, 16 14 14 14
31x O CH; 3-CH;0C¢H, 10 10 11 10
32e CH2 H 3'CH30C5H4 11 11 12 10
323 CH, H 4-CICgH, — 10 10 10 10
34a — — CeHs CONHCgHs 16 17 14 18
34r — — CeHs CO-4-CICgH, 10 0 11 12
342] - — C6H5 (CH2)2C6H5 10 0 10 10
34e — — C6H5 CON(C4H9)2 0 10 10 12
34:x — — CeHs CON(CgHs), 0 10 11 11
343 — — CeHs CONH-3-CH5CgH, 0 0 10 10
34k - — C6H5 CONH'3,4-CIC6H3 10 0 10 10
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IIponomxenne Tadauubl 16

1 2 3 4 5 6 7 8 9
34a — — CeHs C0-3-NO,CgH,4 0 0 10 11
34m — — CeHs C0-4-NO,CgH,4 10 10 10 10
356 - - 3-CH3CeH, (CO)-mopdonuu-4-nn 17 18 16 14
36a - - 4-CH3CgH,4 CH,CH(CHy), 15 14 15 14
366 - - 4-CH3CgH,4 CONH-4-C,Hs0CgH, 14 14 16 15
368 - - 4-CH3CgH,4 CONH-2,4-CH3CgH3 14 15 14 16
36r - - 4-CH3CgH,4 CONH-4-CH30C¢H, 10 10 11 11
36n - - 4-CH3CgH,4 CONH-3-CH30C¢H, 10 11 10 10
36e - - 4-CH3CgH,4 4-CH;0C¢H, 10 10 11 10
36:k - - 4-CH3CgH,4 2-CICeH,4 10 10 10 10
36u - - 4-CH3CgH,4 4-NO,C¢H, 0 0 10 10
36k - - 4-CH3CgH,4 C0O-4-NO,CgH,4 0 0 10 10
36a - - 4-CH;3CgH,4 CON(CgHs), 0 0 10 11
37a O CH3 CeHs - 0 0 14 15
370 O CH3 3-CH3CgH, - 0 0 10 10
378 O CH3 4-CH5CgH,4 - 0 0 15 15
37r O CHs | 2-CH;0CgH, - 0 0 14 14
37n O CHs | 3-CH;0CgH, - 0 0 14 16
37e O CHs | 4-CH;0CgH, - 0 0 11 10
37k @] CH; 4-CICsH, — 17 17 19 19
38a CH; H CeHs - 0 0 10 10
38 CH; H 3-CH3C¢H4 - 0 0 13 12
38r CH, | H 4-CH3CeH, - 0 0 10 10
38n CH; H 2-CH30C¢H, - 0 0 13 10
38e CH; H 3-CH;0C¢H, - 0 0 13 10
38k CH; H 4-CH;0C¢H, - 0 0 17 11

dypa3zonuaoH — - 25 24 24 24

HccnenoBanne aHTUMUKPOOHOH aKTUBHOCTH a3uaonpon3BoaHbIX 39, 40 mokasasno, 4To OHHU MPO-

SABJIAIOT YMCPCHHYIO HpOTI/IBOMI/IKpO6HyTO AKTUBHOCTBH B OTHOIIICHHUHN BCEX HCIIOJIB30BAHHBIX IITAM-

MoB (d = 10-21 mm) [229] (Taba. 17).
Taoauna 17

AHTUMUKPOOHASI aKTUBHOCTH a3UJIONUPUIMHOB U (pypa3onmmoHa

CN CN
e [ NHAr [ NHAr JuameTp 30H HHTMOUPOBAHUS POCTa (M)
H;C I ‘
0 _N _N Staphylococcus Sh. I
Lo L E. coli
r

aureus dysenteriae

Coenunenue A 209p 1 flexneri 6858 0-55
1 2 3 4 5 6
39a CeHs 18 17 20 18
396 3-CH3CeH, 18 17 19 19
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IIponomxenne Tadauubl 17

1 2 3 4 5 6
398 4-CH;3C¢H, 10 10 13 14
39r 2-CH;0C¢H, 18 17 19 18
39 3-CH;0C¢H, 10 10 12 15
39%¢ 4-CH;30CsH, 20 19 21 20
39:k 4-CICgH, 12 12 13 14
40a CeHs 16 12 12 10
406 2-CH;CsH,4 11 10 12 11
408 3-CH3CeH, 16 14 17 13
40r 4-CH3CeH,4 15 14 15 14
401 2-CH;0C¢H, 11 10 12 13
40e 3-CH;0CqH, 12 12 14 11
40 4-CH;30CsH, 11 10 17 11
403 4-CICgH, 12 12 13 10

Dypa3oauaoH - 25 24 24 24

HY)KHO OTMCTHUTB, YTO COCAMHCHUA 40, COACPIKAINEC MUKIOICKCAaHOBOC KOJIbIIO, MCHCC aKTUB-

HBI, YeM COOTBETCTBYIOIINE MPOU3BOHbIC nUpaHo[3,4-ClnupuannoB 39. Habnrogaercsa Takxe yBe-

JMYEHUE aHTUMUKPOOHOM aKTUBHOCTHU IPH NEPEX0/ie OT AMAMUHONPOU3BOAHBIX 15 K cOOTBETCTBY-

IOIMM a3uonpou3BoaHsiM 39 (Tada. 13, 17) [208, 229].

M3ydeHneM aHTUMHKPOOHOW aKTHBHOCTH TETPAIMKIMYECKHX THeHO[3,2-d|mupumuanHoB 59,

60, 62, 66-70, 73 ycTaHOBJIEHO, YTO HE3aMEIICHHBIE BO 2-OM IMOJIOKESHUH MUPUMHUIAUHOBOTO KOJIbIIA

coenuHeHus 59, 60, 62 MPOABIAIOT CITA0YIO AKTUBHOCTH WJIM JIMIIEHBI aHTUMHUKPOOHOH aKTHUBHOCTH

(d = 0-14 mm). TpousBoansie TueHo[3,2-d|mupumuantos 66-70, 73, coaepskaiiue BO 2-0M T0JI0-

KEHUH S-aKubHbIe TpyImbl, 6osee akTuBHBI (d = 10-16 mm) (Tabn. 18) [244, 245].

Taoauna 18

AHTUMHUKPOOHASI aKTUBHOCTH 5,8-IMaMUHO3aMEIIEHHBIX U §-aJIKOKCUTIPOU3BOTHBIX

anKuICynbhanunTreHo|3,2-dnupumMuanHOB

R SR2 JuameTp 30H UHrUOUpPOBaHUS
X N= pocra (M)
N 7 Staphyloco Sh. E.
RISNS RPO66-71,73 ccus dysen- coli
aureus teriae | 0-55
N | X | R R R R’ 209p | 1 | flexneri
6858
1 2 3 4 5 6 7 8 9 10
66a O | CH; | nupponmunun-1-un | CHj NH-3-PyCH, 12 14 13 12
67a | O | CH; | numepuaua-1-mn CH; NH(CH,),0H 10 10 10 10
670 0] CH; | nunepuauu-1-umn CH; NH-n-Bu 10 10 12 10
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IIpononxenue Tadaunbl 18

1 2 3 4 5 6 7 8 9 10
67r | O | CH; | numepuaun-1-un CH; MOpGOTHH-4-1I 13 12 15 12
68e O | CHz | wmopdonun-4-un CH; NH-n-C¢Hy, 13 12 13 15
68:x | O | CH; | mopdomun-4-un Bn 4-MeTunnuriepasuH 10 12 13 14
696 | CH, | H | muppomuaun-1-un | CHs NH-2-pypunmerun 12 11 10 15
70a | CH, H nunepuanH-1-nn CH; NH(CH,);0CHj; 16 14 15 10
706 | CH, | H nunepuauH-1-mn CH; NH(CH,)3sN(CHs), 13 12 14 10
70 | CH, | H nunepuauH-1-mn CH; NH-2-pypunmerun 15 14 15 10
736 O | CH;z | muppomumun-1-un | CHj OC;Hs 13 10 15 14
738 O | CHz | wmopdonun-4-un Bn OC;Hs 14 11 14 15
73n | CH, | H MopdonuH-4-ui Bn OC;Hs 10 13 11 14

DypazoauaoH - - - 25 24 24 24

B naGopaTopuy TOKCHKOJIOTHH M XUMHOTEpPAMH U3Y4YEHO MPOTHUBOOITYXOJIEBOE AeHCTBUE 28-U

CUHTC3HPOBAHHBIX COCJUHECHUM.

B paRy 2'N'33MCH_[CHHBIX HI/IpI/I,I[I/IH'l-OHOB 19 IIPOTHBOOITYXOJICBYIO AKTUBHOCTH B OTHOLICHUUN

capkombl 180 nposiBisitoT coeaunenus 19r,1,3 (48.6-50.5 %). OOpazoBaHue MUPUMHUANHOBOTO K-

na (coenunaenust 47r,1,3) NIPUBOIUT K YMCHBIICHUIO akTUBHOCTH — 35.2-44.8 % (Tabun. 19).

[TpoTuBoOOITyX0JIeBasi aKTUBHOCTH coenuHeHuit 19 u 47

Taéauna 19

CN NH,
\N s %)N TokcnyHOCTH IIpoTuBOOITyXONEBask aKTUBHOCTD HA
“Ar 07NN me/ke capkome 180
o) 19 Ar 47
CoenuHenue Ar JT 100 MII Houst (me/ke) T (%) P

19r 4-CH;3CgH,4 2500 1500 200 49.6 <0.05
191 2-OCH3C¢H, 2000 1200 150 48.6 <0.05
193 4-CICgH, 2500 1500 200 50.5 <0.05
47T 4-CH;3CgH,4 2500 1500 200 44.8 <0.05
47n 2-CH;0C¢H, 2500 1500 150 35.2 =0.05
473 4-CICgH, 2500 1500 200 42.8 =0.05

I/I3yqua IMPOTHUBOOITYXO0JICBAsA aKTUBHOCTb U OCTPaAsl TOKCUYHOCTH TPUA3O0JOIUPUINHOB 31, 32,

34, 36. Ilpu n3ydyeHuH oCcTpOil TOKCHYHOCTH MCIIBITYEMbIX COSIMHEHUI YCTaHOBIIEHO, YTO OHHU Ma-

JoTokcuuHbl, X JIJ{100 Koneonetes B mpenenax 2000-2250 me/xe, a MITJ] — 1000-1200 me/xe [212].

XUMHUOTEPANIEBTHUECKUE OIBITHI TIOKA3aJIi, YTO BEUIeCTBa 34K, TPOSIBISIIOT cIa0yr0 MPOTUBOOITY-

XOJIEBYIO aKTUBHOCTB, yrHeTast pocT capkoMmbl 180 Ha 28.8-34.6% (p=0.05), a OcranbHbIe coeuHe-

HUS IPAKTHYECKH JIUIICHBI akTUBHOCTH (Tab1. 20).
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Taoauma 20

[IpoTtuBoOMyX0N€Bast aKTUBHOCTh coerHeHu 31B,e, 321, 34Kk-M u 36a,0,1,3-K

N GN N TokcuyHOCTH IIpoTuBoOOIyX0ONeBas
Ezgwmm Oi:( niAr gzg B NHAT Mma/ke AKTHBHOCTb Ha CApKOMe

0 ¢ N \ N) © \ NW/SCHZR' 180

N-N 31 N-N 32 N-N 34,36
Ne Ar R Mo | MIIZ | goms | T (%) P

(ree/x2)

318 4-CH3CgsH,4 — 2500 1500 200 25.0 —
3le 4-OCH;CgH, — 2000 1250 150 — >0.05
32n 2-OCH3C¢H, — 2000 1200 150 21.2 | >0.05
34k CeHs CONH-3,4-CIC¢H; | 2000 1200 200 34.6 | =0.05
34a CeHs C0O-3-NO,CgH, >2500 — 250 28.8 | >0.05
34m CgHs C0O-4-NO,CgH, >2500 — 250 — —
36a 4-CH;3CgH,4 CH,CH(CHj3), 2000 1200 150 — —
366 4-CH;3CgH, CONH-4-C,Hs0CgH, | >2500 — 250 19.0 | >0.05
36n 4-CH;3CgH, CONH-3-CH3;0CgH,; | >2500 — 250 21.2 | >0.05
363 4-CH;3CgH,4 CONH-3,4-CIC¢H3 2000 1200 150 — —
36u 4-CH43CgH,4 4-NO,CeH, >2500 - 250 20.0 | >0.05
36k 4-CH3CgH,4 C0O-4-NO,CgH, >2500 — 250 22.0 | >0.05

U3 terpanukanueckux tueHo[3,2-dlmupumuaunos 59, 60, 62 Hanbosee BBICOKYIO MPOTHBOOITY-

XOJIEBYIO aKTHBHOCTD MPOSBIISIOT coequuenus 591, 608, 626-r (38.0 - 45.3 %) (Tadu. 21).

[IpoTuBOOMyXONEBast aKTUBHOCTH coeanHeHn# 59, 60, 62

Taoauua 21

H;C_ CHj
o N=\ TOKCHYHOCTB ITpoTHBOOIYX0JIE€Bast aKTUBHOCTH Ha
T 7 me/xe capkome 180
NSNS R
O 59, 60, 62
Ne R? T 100 MITJ] | Homst (me/ke) T (%) P

59r SCH; >2500 - 250 17.6 >0.05
591 SCH,CONH(CH,),C¢Hs >2500 - 250 38.7 =0.05
59¢ SCH,CONHCgH;5 >2500 - 250 35.5 =0.05
608 OCH; >2500 - 250 40.4 =0.05
60r OC,H;s >2500 - 250 36.2 =0.05
62a MopdoauH-4-ui 2500 1750 200 28.0 >0.05
620 TTUIIepUIUH-1-1i1 2500 1750 200 38.0 =0.05
628 NH-2-pypramerwn >2500 — 250 45.3 =0.05
62r NH-nimpuaua-4-un-mMe T >2500 — 250 39.0 =0.05
62n MTUPUTUH-2-HI-METUIT >2500 — 250 24.0 >0.05
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IKCIIEPUMEHTAJIBHAS YACTDb

HK-ciektpsr cusatel Ha cuektpomerpe “Nicolet Avatar 330 FT-IR” B BasenmuHOBOM Macie.
TeMmneparypsl IUIaBJICHHS ONPEICIICHBI HA MUKpOHArpeBaTeIbHOM cTosnke Boetius. Macc-criekTpsr
noiy4eHnsl Ha npubope ‘‘MX-1321A’° ¢ cucremoil mpsiMmoro BBoja o0Opas3ia B MCTOYHUK HOHOB.
Cnextpsl AMP "H u B perucTpupoBasiich Ha mpubdope “Varian Mercury - 300” ¢ gacToToi
300.08 u 75.46 MI'y B IMCO-ds, IMCO-ds/CCl4:1/3 u CDCl3, Buyrpennuii crangapt — TMC.
TCX mposenena Ha miactuukax “Silufol UV-254”, nposiBurens — mapsl oa.

OO0uasi MeTOAUKA MOJy4eHHs] KOHIEHCHPOBAHHBIX G-aMHHO-2-(apMIMMWHO)THONHPAH-5-
KapOOHUTPUJIOB 70-3, 80-3. 3amemenubiii anwmH (10 amoneil) 70O6ABISIOT MPH TEpEMEITNBAHUN
K cycnieH3uu 5 mmoneti coenunenuit 3 win 4 B 10 ymn abconroTHOro 3TaHona. Peakimonnyro cMech
BbIIepUBarOT nipu 75 °C B TeueHue 1.5 u, 3aTeM OXJIaXKIAIOT 10 KOMHATHOW TEMIIEPATyphl U BbI-
JMBAIOT B XOJIOAHYIO Boay. [lomydaroT KpucTaiuibl coenMHEHHH 7, KOTOpble OT()HUIBTPOBHIBAIOT,
HPOMBIBAIOT BOJIOH, BBICYIIMBAIOT U MEPEKPUCTAUIM30BBIBAIOT U3 ATaHona (Tadiu. 22, 23), a Takke
coenuHeHUs 8 B BHJIE Maca.

Cruextpst SIMP °C (JIMCO-de):

78. 20.9; 26.0; 39.1; 60.1; 68.8; 76.3; 114.3; 115.8; 116.3; 120.0; 124.0; 129.0; 137.8; 138.5;
149.4; 150.1; 160.3.

7r. 20.3; 26.0; 39.1; 60.1; 68.8; 76.3; 114.4; 115.8; 119.3; 129.6; 132.3; 137.7; 147.6; 149.6;
160.2.

7n. 26.0; 39.1; 55.0; 60.0; 68.8; 76.4; 112.0; 114.3; 115.9; 120.4; 120.8; 124.2; 137.4; 138.9;
149.0; 150.5; 160.9.

7x. 26.0; 39.1; 54.7; 60.1; 68.8; 76.2; 114.4; 115.8; 120.5; 137.5; 143.1; 149.8; 155.7; 160.2.

73. 26.0; 39.2; 60.0; 68.9; 76.5; 114.2; 115.6; 121.3; 128.0; 129.1; 138.7; 148.7; 150.6; 160.0.

OO0masi MeTOAMKA MOJy4YeHHs KOHAEHCHPOBAHHBIX 2-aMHHO-l-apui-6-tuokco-1,6-murua-
ponupuanH-3-KapooHuTpUI0oB 96-3, 106-3.

a) K pactBopy stunara Hatpusi, nonyueHHOMY 13 253 me (11 mmoneir) natpus u 25 mn abComroT-
HOTO 3TaHona, mpubasisitoT 10 mmoneri cooTBeTCTBYIOMIETrO coenuHeHus 7 unu 8. CMech BBIACPKH-
BatoT nipu 50°C B tedyenue 0.5 u, 3aTeM OXJIaXAAIOT O KOMHATHOM TeMIepaTypbl U BBUIMBAIOT B
XOJOAHYIO BOJAY. llomydeHHBIE KpHCTALIBI OT(UIBTPOBHIBAIOT, MPOMBIBAIOT BOJOH, CymaT M
NEePEKPUCTAILTM30BBIBAIOT U3 HUTpOMeTaHa (Tadi. 24, 25).

0) K pactBopy 10 mmoneri nuautpunoB 5 win 6 u 10 mmoneri 3amenieHHbIX (EHUIN30THOI[AHA-
TOB B 2 M1 quMeTrihopMaMuia J00aBISIOT MO KaIljIsaM MpH MepeMeluBauu 1 v TpudTHIaMUHA.
Cwmech BoiepxkuBatoT npu 50 °C B Teuenue 1 u, 3areM 0XJ1aXat0T 10 KOMHATHOW TeMIlepaTypbl U
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nobasisitor 4 ma MeraHona. [lomydeHHBIE KpUCTAUTBI OT(HIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOMH,
CYIIaT U ePEKPUCTAILTM30BBIBAIOT U3 HUTpOMeTaHa (Tabdm. 24, 25).

Cnexrpst SIMP °C (IMCO-dg):

9B. 20.8; 25.8; 25.9; 37.4; 61.6; 68.7; 78.5; 115.1; 122.7; 124.9; 128.3; 129.7; 129.8; 137.5;
139.7; 141.5; 153.9; 178.0.

9r. 20.8; 26.0; 37.4; 61.6; 68.7; 78.6; 115.1; 122.7; 127.7; 130.7; 135.0; 138.5; 141.5; 154.0;
178.2.

On. 25.7; 26.3; 37.4; 55.3; 61.6; 68.7; 78.2; 113.0; 115.2; 121.3; 122.4; 125.6; 129.0; 130.7,
153.9; 177.9.

Oe. 25.8; 25.9; 37.4; 54.8; 61.6; 68.7; 78.5; 113.4; 115.1; 115.2; 119.7; 122.7; 130.6; 138.5;
141.5; 153.9; 160.7; 177.9.

Ok. 25.9; 26.3; 37.4; 54.9; 61.7; 68.7; 78.4; 115.2; 115.3; 122.6; 129.0; 130.0; 141.4; 154.3;
159.5; 178.5.

93.25.9; 37.4; 61.5; 68.7; 78.7; 115.1; 122.5; 129.9; 130.2; 134.2; 136.3; 141.9; 154.0; 177.9.

106. 16.7; 21.2; 22.3; 28.2; 28.4; 78.3; 115.5; 126.3; 127.5; 127.6; 129.0; 131.5; 134.9; 137.4;
144.3; 152.7; 180.8.

10B. 20.8; 21.2; 22.4; 28.2; 28.4; 78.4; 115.6; 124.8; 126.3; 128.2; 129.5; 129.7; 138.5; 139.6;
144.2; 153.1; 181.8.

10r. 20.8; 21.2; 22.4; 28.2; 28.5; 78.5; 115.6; 126.3; 127.5; 130.6; 136.0; 138.2; 144.3; 153.3;
182.0.

10n. 21.2; 22.4; 28.2; 28.5; 55.3; 78.1; 113.0; 115.8; 121.3; 126.0; 126.7; 128.9; 130.4; 144.2;
153.2; 153.8; 181.7.

10e. 21.2; 22.4; 28.2; 28.4; 54.8; 78.5; 113.4; 114.8; 115.6; 119.6; 126.2; 130.6; 139.5; 144.3;
153.2; 160.7; 181.7.

10:xk. 21.2; 22.4; 28.2; 28.4; 54.8; 78.4; 115.2; 115.7; 126.2; 128.9; 131.1,; 144.3; 153.6; 159.3;
182.4.

103. 21.2; 22.4; 28.3; 28.4; 78.6; 115.6; 126.1; 129.8; 130.2; 133.9; 137.4; 144.8; 153.3; 181.8.

OO0masi MeTOIMKA NMOJYy4YeHHs] KOHAEeHCHPOBAHHBIX 2-aMHHO-3-IHAHO-1-apuJI-6-MeTHITHO-
NUpUIMHUYM-MeTaHcyabganaToB 116-xk, 126-3. Cmech 10 mmoneri cooTBeTCTBYIONIEr0 THOHA 9
w 10, 15 mmonen numermincynbdara u 20 vz ToTyosa HarpeBaroT ¢ 0OPATHBIM XOJIOMIIBHUKOM B
tedenue 10-15 mun. [locne oxnaxaeHus BbINaBIINE KPUCTALIbI coequHeHni 116-m oTguibTpoBbI-
BAIOT, IPOMBIBAIOT XOJIOAHBIM METAHOJIOM, CYIIAT U MEPEKPUCTAIUIM30BBIBAIOT U3 JTUOKCaHa (Tall.
26, 27), a coenunenust 113 u 126-3 noay4aroTt B Buje Macia.

Crnextpst SIMP °C (JIMCO-de):
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11B. 18.6; 20.9; 26.1; 38.6; 59.9; 66.2; 69.8; 98.2; 111.9; 124.3; 125.6; 127.7; 130.1; 131.5;
135.6; 140.3; 147.9; 154.4; 157.4.

11r. 18.5; 20.9; 26.1; 38.7; 60.0; 66.2; 69.8; 98.2; 111.9; 125.6; 127.2; 131.0; 133.2; 140.7;
148.2; 154.6; 157.4.

dusnko-xumnyeckue gagaeie u IMP 'y JTaHHbIe coeAnHeHU 7a-lla mpuBeneHsl B paboTax
[69, 206, 207].

OO01masi MeTOIMKA TOJYYeHHs KOHACHCUPOBAHHBIX 2-apUJIAMHUHO-6-THIPA3ZHHOHUKOTHHO-
HUTpUWIoB 136-k, 146-3. Cmech 10 mmonei coequnenus 9a-mx wim 106-3, 10 s IMCO u 10
THJIPA3HH TUIpaTa KATSATIAT ¢ 00paTHBIM XOJIOAMIBHUKOM B TeueHue 12 u. PeakiimoHHYyI0 cMeCh 0X-
JaXJAI0T 10 KOMHAaTHOM TeMIIepaTypbl, MOJIYyYEHHbIE KPUCTAIIbI OT(PUIBTPOBBIBAIOT, IPOMbBIBAIOT
BOJIOM, CYIIIAT ¥ MEPEKPUCTA/UIN30BBIBAIOT U3 AHOKcaHa (Tabi. 28, 29).

Cuextp SIMP °C (JIMCO-ds/ CCl,:1/3):

13a. 25.9; 37.5; 57.8; 68.9; 78.9; 103.8; 116.8; 120.4; 121.3; 127.6; 140.0; 144.0; 155.1; 155.2.

136. 21.0; 25.8; 37.4; 57.7; 68.8; 78.8; 103.7; 116.7; 117.5; 120.9; 122.1; 127.5; 136.7; 139.8;
143.9 155.0; 155.1.

13B. 20.3; 25.8; 37.5; 57.8; 68.8; 78.5; 103.4; 116.8; 120.7; 128.1; 130.3; 137.2; 144.0; 155.1;
155.2.

13r. 25.8; 37.4; 54.4; 57.8; 68.8; 78.9; 103.4; 109.5; 116.5; 118.7; 120.2; 120.9; 128.8; 143.6;
147.5; 154.8; 155.5.

13x. 25.9; 37.5; 54.4; 57.8; 68.8; 79.0; 103.8; 105.6; 107.3; 112.5; 116.7; 128.2; 141.2; 143.9;
155.0; 155.1;159.1.

13e. 25.9; 37.5; 54.7; 57.8; 68.9; 77.9; 103.4; 113.0; 117.0; 122.6; 132.9; 144.0; 154.5; 155.1;
155.6.

13:x. 25.8; 37.4; 57.7; 68.8; 79.1; 104.1; 116.6; 121.8; 125.4; 127.4; 138.8; 144.1; 154.8; 155.1.

146. 17.6; 21.3; 21.4; 21.7; 27.6; 78.3; 106.0; 117.3; 122.8; 123.0; 125.4; 129.4; 129.5; 137.9;
146.8; 155.2, 157.8.

14B. 21.0; 21.4; 21.5; 21.7; 27.6; 79.1; 106.4; 117.2; 120.6; 121.9; 127.5; 136.8; 140.0; 147.1;
154.5, 157.8.

14r. 20.3; 21.4; 21.5; 21.7; 27.6; 78.7; 106.2; 117.3; 120.5; 128.2; 130.1; 137.5; 147.1; 154.7,
157.8.

14n. 21.3; 21.5; 21.7; 27.5; 55.4; 79.0; 106.1; 109.5; 117.0; 118.5; 120.2; 120.7; 129.1; 146.7;
147.4; 154.2; 158.2.

14de. 21.4; 21.5; 21.7; 27.6; 54.4; 79.3; 105.3; 106.6; 107.1; 112.2; 117.1; 128.2; 141.4; 147.1;
154.4; 157.7; 159.2.
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14:x. 21.4; 21.5; 21.7; 27.6; 54.6; 78.8; 106.0; 112.9; 117.2; 122.3; 132.0; 147.4; 154.4; 154.8;
157.4.

143. 21.4; 21.5; 21.7, 27.6; 79.5; 106.9; 117.0; 121.5; 125.2; 127.4; 139.1, 147.3; 154.2; 157.7.

Oo0masi MeToaMKa NMOJydeHHsl 6-apuiIaMHHO-8-aNIKWJIaMUHO-3,3-1uMeTIJI-3,4-quruapo-1H-
nupano[3,4-Clnupuaun-5-kapooHuTpuiaoB 156-3,01,H-1,x-4,3-1. CMech 5 mmonei coau nupuau-
Hus 11a,B-xk, 50 mmoneri cootBeTcTByromero amuaa u 20 mz MeTaHOoJIa HarpeBaloT ¢ OOPATHBIM XO-
JOIWJILHUKOM B T€UEHHE 2 u, 3aTE€M OXJIAKJAIOT 0 KOMHATHOU TemriepaTypsl. [loyueHHbie kpuc-
TaJJTbl OT(UIBTPOBBIBAIOT, TPOMBIBAIOT BOJIOH, BBICYIIMBAIOT U TEPEKPUCTAILIM30BBIBAIOT U3 3Ta-
Hoja (ta6m. 30, 31).

Crnextpst SIMP *C (JIMCO-de):

156. 25.9; 26.0; 37.5; 57.7; 58.2; 69.1; 104.2; 120.2; 121.2; 127.6; 128.4; 129.7; 140.1; 144.2;
153.8; 155.2.

158. 25.9; 35.6; 37.4; 58.3; 69.0; 78.5; 97.5; 101.3; 104.3; 117.5; 120.2; 121.3; 127.6; 139.8;
141.5; 145.6; 154.2; 154.9; 155.6.

15r. 25.9; 37.5; 40.4; 57.7; 58.2; 69.0; 70.5; 78.7; 104.2; 116.8; 120.1; 121.2; 127.5; 140.0;
144.2; 153.8; 155.1.

15x. 25.8; 37.4; 53.2; 56.5; 58.4; 65.9; 69.0; 78.4; 104.0; 116.8; 120.0; 121.1; 127.4; 140.0;
143.9; 153.8; 155.1.

15x. 20.9; 25.8; 37.3; 37.5; 58.2; 69.0; 79.1; 104.2; 106.0; 109.8; 116.7; 117.3; 120.8; 122.1;
127.4; 136.6; 139.7; 140.6; 144.5; 152.8; 153.4; 155.0.

15n. 13.5; 19.7; 20.2; 25.8; 31.1; 37.5; 40.5; 58.3; 68.9; 77.7; 103.7; 117.0; 120.1; 127.9; 129.9;
137.4; 143.7; 153.9; 155.3.

150. 20.3; 25.9; 37.5; 43.7; 58.3; 69.0; 78.5; 103.8; 116.9; 120.4; 125.8; 126.5; 127.5; 1280.0;
130.0; 137.2; 139.8; 144.3; 153.6; 155.2.

15p. 20.2; 25.8; 37.5; 40.3; 57.8; 58.2; 69.0; 70.5; 78.3; 103.9; 116.9; 120.3; 128.0; 130.1; 137.4;
144.2; 153.8; 155.2.

15c¢. 25.8; 37.4; 40.7; 55.4, 57.8; 58.2; 68.9; 70.2; 78.7; 104.0; 109.5; 116.5; 118.1; 119.9; 120.8;
129.0; 143.8; 147.3; 154.0; 154.7.

151. 25.8; 37.4; 38.1; 53.2; 55.4; 56.9; 58.2; 66.0; 69.0; 78.6; 103.8; 109.5; 116.6; 118.2; 120.0;
120.8; 129.0; 143.8; 147.3; 154.0; 154.8.

154. 25.8; 37.4, 37.6; 53.1; 54.5; 57.0; 58.2; 66.0; 69.0; 77.6; 103.3; 112.7; 117.0; 122.7; 132.9;
144.1; 153.8; 154.5; 155.8.

O0masi MeToAUKa MNOJy4YeHUs] G-apuiaamMuHO-3,3-ITMMeTHI-8-(MeTHIaMUHO0)-3,4-TUTHAPO-
1H-nupano|3,4-ClnupuauH-5-kpooHuTpusioB 15a,u,k,m,y,p,m. Cmeck 5 mmoneti o MUPUAN-

77



Hus 11a-k u 30 w2z 7M MeTaHOJIBLHOTO pacTBOpa MeTuiIamMuHa BeiaepkuBatoT npu 40-50°C B Teue-
HUe | y, 3aTeM OXJIAXKIAIOT 0 KOMHATHOM Temreparypsl. [lomydeHHble KpUCTAIBI OTGUIBTPOBHI-
BAIOT, IPOMBIBAIOT BOJIOW, BBICYIIMBAIOT U nepekpuctauim3oBbiBaoT u3 EtOH-CHCI; (2:1), (taba.
30, 31).

Cuexrpst SIMP 2C (IMCO-dg):

15a. 25.8; 27.8; 37.4; 58.3; 69.0; 78.1; 104.2; 116.9; 119.7; 120.9; 127.4; 140.1; 143.6; 154.5;
155.1.

15k. 21.0; 25.8; 27.8; 37.4; 58.2; 68.9; 78.1; 104.1; 116.8; 116.9; 120.3; 121.7; 127.3; 136.5;
139.9; 143.6; 154.5; 155.1.

15m. 20.8; 25.8; 27.8; 37.4; 52.2; 69.0; 78.1; 104.3; 116.9; 119.5; 129.6; 136.5; 140.0; 143.5;
154.5; 155.3.

15m. 25.8; 27.7; 37.4; 54.6; 58.3; 69.0; 77.2; 103.6; 112.8; 117.1; 121.8; 133.1; 143.6; 154.2;
154.5; 155.5.

OO0masi MeTOUKA TOJy4YeHUs] KOHAEHCHPOBAHHBIX 2-aMHHO-1-apuii-6-okco-1,6-nuruapo-
nupuanH-3-kapoonuTpuiaoB 186-3, 196-3. Cmeck 5 mmoneni coequnenust 116-x nmu 126-3, 7.5
ma, 4N pacTBOopa eakoro Kamv U 12 mz MeTaHona KUIATAT ¢ OOpaTHBIM XOJIOAWIBHHUKOM 2.5 u.
[Tocne oxnaxkaeHus K cMecH MpuOaBisiFoT 15 Mz Bosibl, 00pa30BaBIIMECsS KPUCTAIUIBI OTHHIBTPO-
BBIBAIOT, IPOMBIBAIOT BOJIOW, BBHICYIIMBAIOT M IMEPEKPUCTAIUIN30BBIBAIOT U3 HUTpOMeTaHa (Tabi. 32,
33).

Crnextp SIMP °C (JIMCO-dg/CCl,:1/3):

188. 20.7; 25.9; 26.0; 37.1; 58.4; 69.0; 70.3; 109.6; 116.0; 125.2; 128.8; 129.4; 129.7; 134.0;
139.3; 143.6; 154.2; 157.9.

181. 25.8; 26.3; 37.1; 55.2; 58.4; 69.0; 70.1; 109.3; 112.6; 116.1; 120.8; 122.2; 129.5; 130.6;
143.5; 154.3; 154.8; 157.5.

18e. 25.8; 26.0; 37.1; 54.9; 58.4; 69.0; 70.3; 109.6; 113.8; 115.1; 116.0; 120.1; 130.2; 135.1;
143.6; 154.2; 157.9; 160.4.

18:x. 25.9; 37.1; 54.8; 58.4; 69.0; 70.2; 109.5; 114.9; 116.0; 126.3; 129.3; 143.5; 154.6; 158.1;
159.5.

183. 26.0; 37.1; 58.4; 69.0; 70.4; 109.3; 116.0; 129.8; 130.2; 132.9; 134.2; 144.0; 154.3; 157.9.

196. 16.7; 21.5; 21.7; 22.5; 27.5; 70.2; 113.0; 116.4; 127.2; 128.2; 129.0; 131.1; 133.8; 135.9;
146.3; 153.1; 159.7.

198. 20.7; 21.5; 21.7; 22.6; 27.5; 70.3; 113.0; 116.5; 125.2; 128.8; 129.3; 129.4; 129.5; 134.6;
139.3; 146.1; 153.4; 160.3.
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19r. 20.7; 21.5; 21.7; 22.6; 27.5; 70.3; 113.1; 116.5; 128.0; 130.2; 132.0; 138.3; 146.1; 153.5;
160.3.

19a. 21.5; 21.7; 22.6; 27.5; 55.2; 70.1; 112.5; 112.8; 116.7; 120.8; 122.9; 129.5; 130.4; 146.1;
153.6; 154.8; 159.9.

193. 21.5; 21.7; 22.5; 27.5; 70.4; 112.8; 116.5; 129.7; 130.2; 133.5; 134.1; 146.5; 153.5; 160.2.

®usuko-xumudeckue gannbie u SIMP 'H nanusie coenuuenuii 18a, 19a IpUBEICHBI B paboTe
[211].

OO0masi MeToAUKA TMOJY4YeHHS KOHAEHCHPOBAHHBIX 2-MeTWICY/b(aHuI-8-IUKI0ATIKNI-
aMuHoO-3-KapoouuTpuioB 21a,0,r-e,3,u. K pactsopy 0.56 2 (10 mmoneir) KOH B 5 mn Bogs
npubapistor 30 mz ataHona u 10 mmonen 4-mmanonupuauatuona 20a-e,u. CMech MepeMenuBaoT
70 00pa3oBaHMs MPO3PAYHOro PAcTBOpa M MpH nepememuBanuu npudasisor 1.42 2 (10 mmons)
nonucroro metuna. [lepememmBanue npu 20-22 °c MPOJOKAIOT B Tedenue 2 u. ObpazoBaBIInECs
KPUCTAILJIBI OT(UIBTPOBBIBAIOT, IPOMBIBAIOT BOJOM U MEPEKPUCTAIUIM3OBBIBAIOT U3 3TaHONA (Ta0I.
34, 35).

®usuko-xumudeckue ganueie 1 IMP *H nanmble coequnennii 218,k npuBe/CHbI B paboTax [33,
213].

OO0masi MeTOAMKA MOJYy4YeHUS] TO3WJIATOB KOHJIEHCHPOBAHHBIX 1-aMUHO-G-IIMKJI0ATKHII-
aMHUHO-3-IINAHO-2-MeTHJICYAb(paHuInupuIuHuymMoB 22a-u. K pactBopy 2.5 mmoneu coenune-
Hus 21a-u B 5 mn IuxyiopMeTaHa IpU MEepPeMENIBAHUU U oXJaxaeHuun upu 0-5 °c puOaBISAIOT
pactBop 0.5 2 (2.6 mmoneir) O-(N-Tomyoncynb(pOHMIT) THAPOKCHIAMHHA B 5 M7 TUXJIOPMETaHA.
Cwmech nepememuBator 30 mun npu 0-5 °C u manee 30 mun pu 20 OC. Brmasmme KPUCTAJLIIBI
OT(UIBTPOBHIBAIOT, TPOMBIBAIOT 3()UPOM H MMEPEKPUCTAIUIN30BBIBAIOT U3 3TaHoja (Tabd. 36, 37).

OO0mass MeToANKA MOJy4eHUS] KOHJAEHCHPOBAHHBIX 2-THAPOKCHITHIICY Ib(aHNI-0-IHKII0-
aJKWJIaMHHONUPHIHH-3-KapoonuTpmioB 23a-3. K pactBopy 0.4 2 (10 mmoneir) NaOH B 10 mx
H,0 noGasnsitor pactBop 10 mmoneu coenunenus 20a-ax,u B 20 mz MeOH. Cmech nepemMennBaoT
npu 20-22 °C B teuenne 10 mun 10 0Opa3oBaHHS MPO3PAYHOTO PACTBOpA M 3aTEM IO KaIUIIM
no6asistor 0.8 2 (10 mmoneir) 2-xnopatanona. PactBop nepememuBaioT npu 20-22 °C B TeueHue
10 y, oOpa3oBaBIIMecs KPUCTAIIIBI OTGUIBTPOBBIBAIOT, IPOMBIBAIOT BOJION U MEPEKPUCTATITU30BbI-
BaIOT M3 3TaHoJja (Tabm. 38, 39).

OO0masi MeToAUKA MOJTYyYeHHsI KOHIEHCHPOBAHHBIX 2-0KCO-6-IMKJI0AJIKHIAMUAHONUPHIUH-
3-kap6oHuTpuoB 24a-3. K pactBopy 10 mmoneii coenquaenus 23a-3 B 50 mz EtOH nobasmsrot 8 2
(10 mmonerr) 50% Bomuoro pactBopa NaOH. CMech KUMSATAT ¢ 00paTHBIM XOJIOJMIBHUKOM B TE€4e-
Hue 10 u. [Tocne oxnaxxaeHus Oelblif 0cajoK moauMepa THHpaHa 25 oTUIBTPOBBIBAIOT, HUILTPAT
pasbaisitoT Bosoi, mpombiBatoT CHCI3 mist oTnenenns HenpopearnpoBaBIiero UCXOHOTO COeTU-
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Henust 23a-3. 3atem BoaHbIN cioil moakucisaior HCI, BeimaBmme xpuctamibl mpoaykTa 24a-3 oT-
(GWIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH M IepekpucTaum3oBbiBaloT u3 cmecu EtOH-CHCI; (2:1),
(tabm. 40, 41).

[Tonumep tunpana 25. Boixon 0.5 2 (83%, npu nonyuenuu coequHenust 24B), T. mi. 160-162 °C.
Macc-criektp, M/Z (lom, %): 60 [M]" (100), 59 (21), 58 (52), 45 (75), 28 (23).

OO0masi MeToANKA MOJy4YeHUs] KOHTEHCHPOBAHHBIX 2-AJIKOKCH-0-IIMKI0aTKHIAMUHOMUPH-
AuH-3-kapooHuTpuiIoB 27a-0. K cmecu 10 mmoner nupunona 24a-B,1,e,3, pactBopeHHOro B 30 Mz
JIM®A, nob6asusror 10 mmoneii K;COsz. Cmech narpesarot 10 70 °C v npy nepeMelrBaHuU IPU-
OaBistoT 10 Mmoneli COOTBETCTBYIONIETO ANKHIIMPYIOIIEro areHTa. HarpeBanue mpomoinKarmT mpu
100 °C B Teuenue 1 u. [Tocie OXIaxIeHUS PEAKIMOHHYIO CMeCh TprOaBisioT K 100 mz X0101H0#
BobI. OOpasoBaBIIMECsS KPUCTALIBI OT(HUIBTPOBBIBAIOT, MPOMBIBAIOT BOJOW M MEPEKPUCTAIITH30-
BBIBAIOT U3 dTaHoua (tabdi. 42, 43).

Cnexrpst SIMP °C (CDCls):

27a. 25.4; 26.3; 38.8; 49.6; 60.5; 66.6; 69.5; 81.9; 107.4; 116.6; 117.3; 133.2; 148.5; 155.7,

161.9.

276. 25.8; 26.7; 39.2; 50.0; 53.8; 60.9; 69.9; 74.4; 74.5; 79.5; 82.5; 108.4; 116.6; 149.2; 155.9;
161.3.

278B. 24.5;: 25.9; 26.8; 38.7; 50.1; 59.9; 66.8; 70.2; 85.7; 112.1; 115.8; 117.5; 133.0; 149.9; 159.1;
162.0.

27r. 21.3; 23.5; 25.7; 26.6; 40.1; 51.0; 57.2; 62.4; 70.0; 72.4; 78.5; 80.9; 113.7; 115.3; 160.3;
161.3; 163.1.

27n. 26.7; 38.7; 49.4; 59.7; 66.7; 67.1; 70.2; 87.4; 112.4; 115.3; 117.8; 132.8; 150.6; 158.4;
162.1.

27e. 26.7; 38.8; 49.4, 53.8; 59.7; 66.7; 70.2; 74.5; 78.6; 87.3; 112.9; 115.0; 150.8; 158.1; 161.0.

273. 21.8; 22.8; 24.5; 25.9; 26.4, 28.3; 49.9; 66.5; 86.0; 115.5; 116.1; 117.2; 133.2; 152.5; 161.3;
161.9.

27u. 22.3; 23.3; 25.0; 26.4; 27.0; 28.9; 50.4; 53.8; 74.4; 74.4; 79.5; 86.6; 116.3; 116.5; 153.2;
160.7; 162.1.

27k. 21.8; 22.7; 26.4; 28.4; 49.2; 66.7; 87.4; 115.7; 115.8; 117.4; 133.0; 153.2; 161.0; 161.3.

270. 21.8; 22.7; 26.6; 28.5; 49.2; 53.6; 66.8; 74.2; 78.9; 87.5; 115.5; 116.3; 153.6; 160.3; 160.8.

27u. 25.1; 32.4; 32.6; 46.9; 66.8; 67.1; 81.4; 115.8; 116.3; 117.3; 133.0; 156.0; 162.0; 162.5.

270. 25.5; 32.8; 33.1; 47.4; 54.3; 67.2; 74.5; 74.6; 79.3; 82.1; 116.3; 116.7; 156.2; 161.4; 163.2.

OO0masi MeTOAMKA NMOJTYy4YeHHs] KOHIAEHCHPOBAHHBIX 2-aJKHIICY/Ib(aHWI-3-IMaHO-0-IIHKII0-
AJIKWIAMUHONMPUIUHOB 28a-T, 29a-1, 30a,6. K pactBopy 3 mmonei coemunenus: 200-r,e,5&-u B
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10 ma MDA nipu niepemenmuBanuu npubasistor 2 ma BogHoro pactsopa 0.2 2 KOH (3.5 mmons) n
3.5 MMmons COOTBETCTBYIOUIETO XJIOPIPOU3BOAHOTO. PEakIMOHHYIO CMECh MEPEMEIINBAIOT B TEYe-
HUE 2 4 IpU KOMHATHO# TemnepaType u npuOaBisioT K S0 mr neasHoi BoAbl. Brimasiime kpucrai-
7B OT(HIBTPOBBIBAIOT, MPOMBIBAIOT BOJOM, CymiaT U nepekpucramum3oBsiBaioT u3 EtOH-CHCI;
(1:1), (tabu. 44, 45).

O01asi MEeTOMKA MOJIyYeHUsI KOHIeHCHPOBAaHHBIX 5-apuiamuno[1,2,4]Tpua3oJo[4,3-a]jnu-
puAUH-6-KapooHuTPUIOB 31a-xk, 32a-3. Cmech S5 mmornei coenunenns 13a-x wim 14a-3 u 40 wn
TPUITOKCMMETaHa HAarpeBalOT B TeueHHe 8 u ¢ oOpaTHbIM XonoAwibHUKOM. [locie oxiaxaeHus
MOJIy4YE€HHBIE KPUCTAJUIbl OT(PUIBTPOBHIBAIOT, IPOMBIBAIOT ATAHOJIOM, CYIIAT U MEPEKPUCTAIIN30-
BoiBatoT u3 cmecu EtOH-CHCI; (1:1), (Ta6u. 46, 47).

Crnextpst SIMP *C (JIMCO-dg/CCl,:1/3):

3la. 25.9; 36.6; 57.9; 69.8; 83.1; 112.0; 113.5; 121.6; 124.3; 128.6; 131.7; 133.9; 138.1; 140.6;
145.7.

316. 20.1; 25.9; 36.9; 57.8; 69.8; 80.2; 110.7; 113.2; 121.1; 124.5; 126.1; 128.0; 135.9; 136.9;
137.5; 143.0; 147.7; 153.3.

31B. 20.6; 25.9; 36.9; 57.8; 69.8; 79.5; 110.3; 113.2; 124.5; 128.8; 134.3; 134.8; 136.0; 143.3;
147.6; 153.3.

31r. 25.9; 36.9; 54.9; 57.9; 69.8; 78.6; 109.6; 111.0; 113.2; 119.8; 124.2; 127.5; 128.0; 135.8;
142.9; 147.4; 153.3; 154 4.

31a. 25.9; 36.6; 54.7; 57.9; 69.8; 83.8; 107.3; 109.8; 112.3; 113.4; 113.6; 129.3; 131.7; 133.9;
139.3; 140.4; 145.7; 159.8.

31e. 25.9; 36.6; 54.8; 57.9; 69.8; 79.2; 110.0; 113.6; 113.9; 125.7; 130.0; 132.2; 133.9; 142.1;
145.7; 157.5.

31:xk. 25.9; 36.6; 57.9; 69.8; 83.7; 112.6; 113.6; 122.7; 128.6; 128.7; 131.7; 133.9; 137.1; 140.3;
145.7.

32a. 20.9; 21.7; 22.9; 26.8; 85.4; 114.0; 115.8; 120.4; 123.5; 128.7; 134.0; 134.3; 138.8; 139.4;
148.6.

326. 17.5; 21.0; 21.8; 22.9; 27.2; 78.3; 112.7; 113.1; 125.8; 127.3; 127.6; 130.0; 135.3; 135.7;
139.0; 143.1; 150.5; 153.1.

32r. 20.5; 21.0; 21.8; 23.0; 27.2; 80.6; 113.6; 113.7; 123.8; 128.7; 134.2; 134.8; 138.8; 142.4;
150.7; 153.1.

32n. 20.9; 21.8; 22.8; 26.8; 55.1; 81.1; 111.4; 113.3; 113.9; 120.2; 125.1; 126.0; 126.8; 133.6;
134.6; 140.5; 148.4; 153.2.
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32e. 20.8; 21.7; 22.9; 26.8; 54.6; 86.1; 106.1; 109.0; 112.2; 114.0; 116.1; 129.4; 134.0; 134.3;
139.1; 140.0; 148.6; 159.8.

32:xk. 20.9; 21.8; 22.7; 26.8; 54.8; 81.0; 113.5; 113.9; 114.1; 124.7; 130.7; 133.6; 134.8; 140.9;
148.5; 156.9.

323. 20.8; 21.7; 22.9; 26.8; 85.9; 114.0; 116.2; 121.5; 127.8; 128.6; 134.0; 134.3; 137.8; 139.1,
148.6.

O0mas mMeroguka moJydyeHus 8,8-mumerni-5-apuiaammuuo-3-tuokco-2,3,7,10-rerparuapo-
8H-nupano|[3,4-c][1,2,4]Tpuazono[4,3-a|nupuaun-6-kapoonurpuio 33a-1. Cmecy 5 mmonei
coenuaeHus 13a-B,a,e, 10 vz cepoyrnepona u 20 mz nupuauHa HarpeBarOT B TeUeHue 15 u ¢ oOpar-
HBIM XOJIONWJIBHUKOM. PacTBOpUTENH YAASIOT MPH MOHIKEHHOM JaBieHWU. HeouumeHHsIid po-
JIYKT PAacTBOPSIOT B BOJHO-3TAHOJIBHOM pacTBOpPE TUAPOKCHAA Kajwus, noiydeHHoro uz 0.28 2 (5
mmonetr) KOH, 10 ymz Boast u 30 mz 3TaHona. 3areM pacTtBOp HOAKUCIAIOT 10 %-HOM CONSHOM KHC-
JIOTOM, BBINIABIIINE KPUCTALTBI OTGUIBTPOBBIBAIOT, IPOMBIBAIOT BOJOW U MEPEKPUCTAIIM30BBIBAIOT
u3 EtOH-CHClj, (1:1), (Ta6un. 48, 49).

Crnextpst SIMP *C (JIMCO-dg/CCl,:1/3):

33a. 25.8; 36.5; 57.0; 69.7; 76.4; 108.9; 113.2; 124.4; 126.3; 128.6; 135.6; 144.2; 148.0; 160.0.

336. 20.8; 25.8; 36.5; 57.0; 69.7; 76.2; 108.7; 113.2; 121.5; 124.9; 127.1; 128.3; 135.4; 135.7,
138.1; 144.2; 148.0; 160.0.

33B. 20.6; 25.8; 36.5; 57.0; 69.7; 75.8; 108.5; 113.2; 124.7; 129.2; 132.9; 135.8; 135.9; 144.2;
148.3; 160.0.

33r. 25.8; 36.5; 54.7; 57.0; 69.7; 76.7; 108.9; 110.2; 112.3; 113.2; 116.5; 129.2; 135.7; 136.7;
144.2; 147.9; 159.6; 160.0.

33a. 25.8; 36.5; 54.8; 56.9; 69.7; 75.0; 107.9; 113.2; 113.9; 127.1; 128.1; 135.9; 144.2; 149.1,
158.3; 160.0.

O0masi MeToaAMKAa MNOJY4YeHHMS KOHAEHCHPOBAHHBIX S-apUIAMHHO-3-aJKHJICYIb(aHuI-
[1,2,4]Tpua3oiio[4,3-a|nupuaun-6-kapoonurpuiaos 34a-m, 35a,0, 36a-n1. Coenunenus 33a-1 (2
MMOoAs1) T00ABISIOT K BOAHO-3TaHOJBHOMY pacTBopy KOH, monyuennomy u3 112 me (2 mmons)
€Koro Kanu B 2 mz Boabl U B 12 mz staHona. Ilocie mogHOro pacTBOpPEHHS HpPU OXJIAXKICHUU
N00aBIISAIOT 2 MMOJIA COOTBETCTBYIOLIETO AJKUITaTOreHn1a. PeaklinoOHHYI0 CMeCh NepeMEelINBaiOT
IIpy KOMHATHOW Temneparype B TeueHue 12 u. [lomyyeHHbIe KpUCTAJIbI OT(QUIBTPOBHIBAIOT, MPO-
MBIBAIOT BOJIOM, CYIIIAT M MepekpucTaum3oBbiBaoT u3 cmecu EtOH-CHCI; (2:1), (taba. 48, 49).

Crexrpst SIMP °C (IMCO-ds/CCl,:1/3):

34a. 25.8; 36.3; 39.2; 57.7; 69.8; 92.6; 113.0; 116.4; 117.3; 118.9; 121.7; 122.9; 128.0; 128.7,
131.7; 138.4; 141.2; 141.3; 142.4; 148.4; 165.3.

82



346. 14.4; 25.9; 36.3; 39.3; 57.7; 62.6; 69.8; 92.2; 113.0; 113.7; 116.2; 117.4; 120.4; 121.8;
128.7; 131.3; 131.8; 141.1; 141.3; 142.3; 148.4; 154.5; 164.8.

35a. 15.2; 21.0; 26.0; 36.3; 57.8; 69.8; 95.2; 113.0; 113.1; 116.5; 117.9; 121.8; 128.6; 130.6;
138.1; 140.8; 142.6; 144.4; 148.4.

356. 21.0; 25.9; 36.4; 42.1; 45.5; 57.7; 65.7; 69.8; 90.6; 113.1; 115.0; 115.3; 118.4; 123.0; 128.5;
132.1; 138.0; 140.5; 141.5; 141.8; 148.3; 165.9.

36a. 20.2; 21.7; 25.9; 26.7; 31.9; 36.3; 37.2; 57.8; 69.8; 92.7; 113.2; 116.7; 117.1; 129.2; 130.5;
130.9; 139.5; 141.5; 143.0; 148.2.

366. 14.4; 20.3; 25.9; 36.4; 39.8; 57.7; 62.6; 69.8; 90.1; 113.1; 113.7; 115.1; 118.4; 120.3; 129.2;
131.3; 132.1; 131.4; 138.1; 141.9; 148.4; 154.5; 164.9.

36B. 20.3; 25.9; 38.8; 39.8; 54.7; 55.1; 57.8; 69.8; 91.0; 98.2; 103.4; 113.0; 115.6; 118.0; 120.3;
121.8; 129.2; 131.1; 132.0; 138.4; 141.8; 142.3; 148.5; 150.1; 156.3; 165.3.

O01asi MeTOANKA MOJYyYeHHs] KOHJIEHCHPOBAHHBIX 2-apujaMuHo-6-(3,5-1umernin-1H-nn-
pa30i-1-WI)HUKOTHHOHUTPUIOB 37a-ik, 38a-3. Cmech 2 mmonsn coequnenust 13a-xk wim 14a-3,
0.40 2 nenran-2,4-nmuona (4 mmons) u 15 mn abCOMOTHOTO 3TaHONA HarpeBarT B TedeHue 10 y ¢
0o0paTHBIM XOJIOMWIBHUKOM. llociie oxJiakIeHUs IMOJy4eHHbIC KPHUCTALIbl OT(UIBTPOBBIBAOT,
IPOMBIBAIOT 3TAHOJIOM, CYIIAT U MEPEKPUCTAIUIN30BBIBAIOT U3 3TaHoa (Tabmn. 50, 51).

Crnextpst SIMP *C (JIMCO-dg/CCl,:1/3):

37a. 12.7; 13.0; 26.2; 38.4; 59.5; 68.7; 90.7; 107.6; 114.3; 114.6; 122.2; 122.7; 127.6; 139.1;
140.9; 148.1; 148.2; 151.3; 153.9.

376. 12.7; 13.0; 20.8; 26.2; 38.4; 59.4; 68.7; 90.7; 107.6; 114.2; 114.6; 119.3; 122.8; 123.6;
127.5; 136.8; 138.9; 140.9; 148.2; 148.3; 151.2; 154.0.

378. 12.7; 13.0; 20.3; 26.2; 38.4; 59.4; 68.7; 90.3; 107.6; 113.8; 114.6; 122.5; 128.2; 131.9;
136.4; 140.9; 148.1; 148.3; 151.2; 154.1.

37r. 12.4; 13.0; 26.1; 38.3; 55.3; 59.4; 68.7; 90.9; 107.7; 110.1; 114.3; 114.5; 119.9; 121.0;
123.3; 127.6; 140.8; 148.2; 148.3; 149.4; 150.9; 153.4.

37n. 12.7; 13.0; 26.2; 38.4; 54.3; 59.4; 68.7; 90.9; 107.5; 107.6; 108.3; 114.1; 114.4; 114.5;
128.2; 140.2; 140.9; 148.1; 148.2; 151.3; 153.7; 159.1.

37e. 12.7; 13.1; 26.2; 38.5; 54.6; 59.5; 68.7; 89.7; 107.6; 113.0; 113.4; 114.7; 124.7; 131.7,
141.0; 148.1; 148.4; 151.1; 154.6; 155.7.

37x. 12.7; 13.0; 26.1; 38.4; 59.4; 68.7; 91.1; 107.8; 114.5; 114.8; 123.2; 127.1; 127.5; 138.0;
140.9; 148.1; 148.3; 151.5; 153.6.

38a. 11.8; 13.1; 21.1; 21.8; 24.4; 28.4; 92.0; 106.3; 114.7; 118.7; 121.3; 122.3; 127.6; 139.3;
140.0; 147.5; 150.6; 153.3; 154.3.
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380. 11.6; 13.0; 17.7; 21.2; 21.9; 24.5; 28.4; 90.5; 106.3; 114.9; 117.3; 124.8; 125.5; 126.1,
129.7; 133.4; 137.4; 140.2; 147.3; 150.9; 154.0; 154.6.

38B. 11.7; 13.1; 20.9; 21.1; 21.8; 24.5; 28.4; 92.0; 106.2; 106.3; 114.7; 118.5; 118.6; 121.9;
123.2; 127.5; 136.8; 139.2; 139.9; 147.5; 150.7; 153.3; 154.3.

38r. 11.8; 13.1; 20.3; 21.2; 21.8; 24.4; 28.4; 91.6; 106.2; 114.8; 118.3; 121.7; 128.2; 131.4,
136.6; 139.9; 147.5; 150.7; 153.5; 154.2.

38n. 11.6; 13.1; 21.0; 21.7; 24.3; 28.3; 55.3; 92.1; 104.8; 106.4; 109.6; 114.4; 118.9; 119.6;
120.0; 122.4; 128.0; 139.9; 147.7; 148.5; 150.6; 152.6; 154.0.

38e. 11.8; 13.1; 21.1; 21.8; 24.4; 28.4; 54.3; 92.3; 106.2; 106.7; 107.9; 113.2; 114.6; 118.9;
128.2; 139.9; 140.5; 147.6; 150.6; 153.1; 154.4; 159.1.

38:xk. 11.8; 13.0; 21.2; 21.9; 24.4; 28.3; 54.5; 91.0; 106.1; 112.9; 114.8; 117.8; 123.8; 132.0;
140.0; 147.4; 150.7; 153.9; 154.1; 155.3.

383. 11.8; 13.1; 21.1; 21.7; 24.4; 28.4; 92.3; 106.3; 114.6; 119.2; 122.5; 126.5; 127.5; 138.2;
139.9; 147.6; 150.5; 152.9; 154.5.

OO0mas MeToUKA MOJIy4YeHHs] KOHIeHCHPOBAHHBIX 2-apWJIAMUHO-6-2a3UT0HUKOTHHOHUTPHU-
JaoB 39a-x, 40a-3. K cmecu 10 mmorneri coenunenus 13a-x unu 14a-3 u 50 mn neasHON yKCYCHOM
KHCJIOTHI, oxyaxaeHHoi 10 0°C, mo6aBisioT 1Mo KaluisiM MpH IepeMentnBanuu pactsop 1.4 2 (20
mmornet) HUTpUTa HaTpus B 10 Mz Boabl. PeakiimoHHYIO cMech BBIAEPKHUBAIOT NP KOMHATHOMU
Temreparype B TeueHue 12 u. [TomydeHHbIe KPUCTALTBI OTHUIHTPOBBIBAIOT, TPOMBIBAIOT BOJIOH H
nepekpuctamu3oBbiBaioT u3 EtOH-CH,Cl; (1:3), (tabm. 52, 53).

Crnexrpst SIMP *C (IMCO-dg/CCl,:1/3):

39a. 25.8; 37.5; 57.4; 69.2; 88.7; 109.6; 114.5; 121.1; 122.4; 127.4; 138.8; 150.0; 150.9; 154.4.

396. 20.9; 25.7; 37.5; 57.3; 69.2; 88.6; 109.5; 114.5; 118.0; 121.5; 123.1; 127.3; 136.7; 138.7,
150.0; 150.8; 154.3.

398. 20.3; 25.8; 37.5; 57.4; 69.3; 88.3; 109.3; 114.6; 121.2; 128.0; 131.4; 136.2; 150.0; 150.9;
154.5.

39r. 25.7; 37.5; 55.4; 57.3; 69.2; 88.9; 109.7; 109.8; 114.2; 119.2; 119.9; 122.5; 127.6; 148.1;
149.7; 151.2; 153.8.

39x. 25.7; 37.5; 54.4; 57.4; 69.2; 88.9; 106.2; 108.5; 109.7; 113.1; 114.4; 128.1; 140.0; 150.1,
150.9; 154.2; 159.1.

39e. 25.8; 37.4; 54.7; 57.5; 69.2; 88.9; 109.8; 114.4; 122.1; 127.8; 130.8; 137.5; 150.1; 150.9;
154.2.

39:xk. 25.7; 37.5; 57.4; 69.2; 88.9; 110.0; 114.3; 122.4; 127.3; 130.2; 137.7; 150.2; 150.8; 154.0.
Crnextpsi SIMP *C (CDCly):
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40a. 21.7; 22.1; 22.9; 28.6; 88.6; 114.2; 116.2; 120.2; 123.4; 128.9; 138.8; 153.6; 154.0; 155.4.

406. Cnextp SAMP B3¢ (CDCly): 18.1; 21.9; 22.3; 23.0; 28.7; 88.6; 113.9; 116.2; 122.6; 124.4;
126.6; 129.1; 130.6; 137.0; 153.4; 155.6; 155.4.

40B. 20.9; 21.2; 21.5; 22.2; 27.8; 88.7; 112.7; 114.9; 117.6; 121.1; 122.8; 127.3; 136.7; 138.9;
153.0; 153.6; 153.8.

40r. 20.9; 21.8; 22.2; 23.0; 28.6; 88.4; 96.3; 113.4; 116.1; 120.5; 129.4; 133.0; 136.3; 153.5;
154.2; 155.4.

40n. 21.8; 22.2; 23.0; 28.6; 56.0; 89.5; 110.0; 113.8; 115.9; 119.2; 120.8; 122.5; 128.9; 148.2;
153.5; 153.9; 155.4.

40e. 21.8; 22.2; 23.0; 28.7; 55.4; 89.0; 105.6; 109.6; 112.3; 114.3; 116.0; 129.6; 140.1; 153.6;
154.0; 155.3; 160.4.

403. 21.8; 22.2; 23.0; 28.7; 88.9; 114.6; 115.9; 121.5; 128.6; 129.0; 137.4; 153.7; 153.8; 155.4.

OO0masi MeTOAMKA MOJYy4YeHUSI ITHIOBBIX I(PUPOB KOHJAEHCHUPOBAHHBIX 3-aMHHO-6-Mopdo-
JuH-4-uia-¢ypo[2,3-b|nupuaun-2-kap6onoBbix kuciaot 41a,6. K pactBopy sTHinara HaTpus, npu-
rorosieHHoMy U3 0.23 2 (10 mmoneir) natpus u 30 mz abGconroTHOrO 3TaHoONa, MprudasmsaoT 10
mmoneu coeuHenust 27:x,M. CMech KUIATAT ¢ 00paTHBIM XOJIOAMIBHUKOM 0.5 u, OXJIaX1al0T, BbI-
HaBIIMK OCaZOK OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH M cymar. IlepekpucTamuin3oBeIBalOT U3
EtOH-CHCI; (1:1), (Tabun. 54, 55).

OO01mas MeToANKA MOJIy4eHHUs POU3BOAHBIX KOHIEHCHPOBAHHBIX 3-aMHHO-6-IINKJI0AIKHIJI-
aMuHoTHEeHO[2,3-b|mupuanH-2-kapooHOBBIX KHCJIOT 422a,0, 43a-B, 44a-1, 452,0.

a) K pacrBopy atunara Hatpus, npurotosienHomy u3 0.23 2 (10 mmoneu) narpus u 40 mx
abcomoTHOrO 3TaHoa, npudassioT 10 mmonei coenunenus 28a-r (29a-a, 30a,06). Cmech mepe-
MenmBaroT npu 60 °C 2 v, 0XJIaXkIaroT, BLINABLIIMA 0CaI0K OT(QHUILTPOBLIBAIOT, IPOMBIBAIOT BOIOM
u cymiar. [lepekpucramumsosbiBatotr u3 EtOH-CHCI; (1:1), (tabm. 54, 55).

6) K pactBopy aTunara Hatpus, monydeHHoro u3 0.46 e (20 mmoneir) Hatpus u 50 mn abcomroT-
HOTO 3TaHoja, MpuoaBisoT 10 mmoneri coenuaenus 200-1,e-3. [lepemMemuBaiOT 10 pacCTBOPEHUS U
npubaBisitoT 10 Mmonel COOTBETCTBYIOMIETO aMH/Ia HIIA 3TUIIOBOTO dHUpa XJIOPYKCYCHON KHCIIO-
Thl. Peakiimonnyto cMmech HarpeBatot 2u mipu 60 °C. Ilocne oxnaxkaeHus oOpa3oBaBLIMECs KPUCTAT-
761 OT(UIIBTPOBHIBAIOT, MIPOMBIBAIOT BOJOM, cymar u mnepekpucraminzoBbiBator n3 EtOH-CHCI;
(1:3), (tabu. 54, 55).

dum3nko-xuMuueckre Janaeie u SIMP 'y naHHbIe coequHenus 420 npuBeneHsl B padote [200].

45a. Macc - ciektp, M/Z (lom, %): 331 (M™) (100), 303 (19), 302 (20), 276 (9), 261 (15), 227 (6).

O0uIas MeTOANKA MOJTYyYeHHs] KOH/IEHCHPOBAHHBIX 4-aMuHO-8-apuanupuno|2,3-djnupumu-
nuH-7(8H)-oHoB 46a-3, 47a-3. Cmech 10 mmoneu coenunenus 18a-3 nwiu 19a-3 u 30 mz popmamu-
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J1a KUIIATAT ¢ 00paTHBIM X0oAuIbHUKOM 4 u. [Tocne oxnaxaeHus oOpa3zoBaBIIMeCs KPUCTAIIIBI OT-
(WIBTPOBBIBAIOT, TPOMBIBAIOT BOAOH, 3TAHOJIOM U NMEPEKpUCTAIIN30BbIBAIOT U3 JIM®DA (Tab:m. 56,
57).

Cnextpst SIMP 2°C (IMCO-ds/CCl,:1/3):

46r. 20.7; 25.9; 37.9; 59.4; 69.1; 97.4; 122.6; 128.2; 128.8; 134.1; 136.4; 139.0; 154.8; 155.2;
159.1; 160.4.

46a. 25.4; 26.5; 37.8; 55.5; 59.5; 69.6; 97.3; 112.1; 120.4; 122.4; 125.8; 129.4; 129.9; 139.7,
154.6; 156.0; 159.1; 160.6.

46:x. 26.0; 37.8; 55.2; 59.6; 69.6; 97.4; 114.0; 122.5; 129.6; 129.9; 139.4; 155.1; 155.8; 158.5;
159.7; 160.6.

476. 17.2; 20.7; 22.0; 24.2; 28.6; 97.7; 125.9; 126.1; 127.3; 128.2; 129.8; 135.1; 136.9; 142.3;
153.7; 155.0; 160.3; 160.7.

478. 20.7; 22.0; 24.2; 28.6; 97.7; 125.5; 126.1; 127.7; 128.0; 129.0; 137.4; 137.5; 142.1; 154.2;
154.8; 160.2; 161.1.

47e. 20.8; 22.0; 24.2; 28.6; 54.6; 97.7; 112.8; 114.3; 120.7; 126.1; 128.7; 138.5; 142.1; 154.1;
157.8; 159.5; 160.2; 161.0.

duzuko-xumnueckue nanusle u SIMP H JIaHHBIC coeTMHEHUH 46a 1 47a npuBeACHBI B paboTax
[69, 263].

OO01Iasi METOHKA MOJyYeHHsI KOHJIEHCHPOBAHHBIX 7-IUKJIOAJIKHIaMuHonupuao[3',2':4,5]-
THeHo[3,2-dlmupumuanu-4(3H)-onos 48a-1.

a) Cmechb 10 mmonei coenunenus 42a (44a, 45a,6) u 30 mz hopmamuga KUIATAT ¢ OOpATHBIM
xonoauibHUKOM 6 y. Tlocie oxnakaeHust 00pa3oBaBIIMECS KPUCTAIUIBI OT(GHIBTPOBBIBAIOT, TPO-
MBIBAIOT BOJIOW, TAHOJIOM M MEPEKPUCTATN30BbIBalOT 13 [IM®DA (Tadi. 58, 59).

0) Cmech 5 mmonen coenunenus 426 uinu 458, 10 v TpUATUIOBOrO 3(PUpa OPTOMYPABBUHOM
KUCnoThl U 10 Mz yKCyCHOTO aHTHIpUAA KUIATAT ¢ 0OpaTHBIM XosoAuWidbHUKOM 5 u. Ilocne ox-
JaKICHUS BBHITIABIINE KPUCTAIUIBI OT(UIBTPOBBIBAIOT, IPOMBIBAIOT ATAHOJIOM U MEPEKPUCTATIIN30-
BeIBatOT 3 JIM®DA (tab:. 58, 59).

48r. Macc - cniektp, M/Z (lom, %): 312 (M") (62), 285 (11), 283 (100), 269 (20), 243 (32), 242
(13).

OO0masi MeTOAMKA MOJYyYeHUs] KOHJAEHCHPOBAHHBIX 3-apuJi-/-IMUKJI0ATKHUIAMUHOMUPH/IO-
[3',2':4,5] Tneno[3,2-d|nupumuaun-4(3H)-onos 49a-B, 50a-r. Cmecs 10 mmonen coenuuenus 43a-
B Wi 44a-1, 20 mn optordupa MypaBbHHOM KUCIOTH U 20 M YKCYCHOTO aHTUApPUIA KUIATAT C

00paTHBIM XOJMOIMIBHUKOM 3 y. M30BITOK pacTBOPUTENS OTTOHSIOT, K OCTAaTKy npubasisitor 20 mr
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sTanona. OOpa3oBaBIIMECS KPUCTALTBI OTGUIBTPOBBIBAIOT, TPOMBIBAIOT 3TAaHOJIOM M cymart. [le-
pekpuctaun3oBbiBaoT u3 EtOH-IMCO (2:1), (tabi. 58, 59).

O0masi MeToaAMKA MOJYy4YeHUS] KOHACHCUPOBAHHBIX 3TH 1-{[(0eH30MIaMUHO)KAPOOHOTHO-
WI|aMHHO}-5-HHKI0aIKHIAMHHOTHEHO[2,3-bD|nupuaun-2-kapookcniaaros  51a,6 u  52a,0.
Cwmech 10 mmonei coenunenus 42a wnm 44a, 2.0 2 (12 mmoneil) 6enzonnuzoTronuanara u 25 mi
JMOKCaHa KUIITAT ¢ OOpaTHBIM XONMoIMIbHUKOM 3 y. [Tocne oxnaxaeHus 100aBIsiOT BOAY, BBIIAB-
M€ KPUCTALIbl OT(OUIBTPOBBIBAIOT, MPOMBIBAIOT 3¢upoM. llepexpucramnmszospiBator u3 EtOH-
CHClI; (1:3), (Ta6u. 60, 61).

dusznko-xumuyeckue nagueie u IMP 'y JMaHHBIC coeArMHeHu 5la u 52a mpuBeneHbl B padoTte
[177].

OO0mass MeToANKA MOJYyYeHHS] KOHAEHCHPOBAHHBIX S-IHKI0AIKWIAMHHO-10-THOKCO- MHU-
puno[3',2':4, 5]tueno[3,2-d|nupumuaun-8(9H)-onos 53a-B u 54a-B.

a) K cmecu 1.68 2 (30 mmonenr) KOH u 50 mr EtOH mobasnstror 10 mmoneti coequnenus 426 u
20 mz cepoyriepona. CMech KUIATAT ¢ 0OpaTHBIM XoJomibHuKoM 1ipu 60-70 °C B Tedenue 24 u.
PacTBOp OXJTaXIar0T, OTTOHSIOT M30BITOK CEPOYIIIEPO/a M OCTATOK MOIKUCIAIOT pa30aBIeHHBIM
pacTBOPOM YKCYCHOW KHUCIOTHI. OOpa30BaBIIMIACS 0CaI0K OT(GHUIBTPOBBIBAIOT, POMBIBAIOT BOJIOH
U nepekpucraum3obbiBaoT U3 JIMCO (taba. 60, 61).

0) K pactBopy 0.14 2 (2.5 mmons) enxoro kamu B 35 mr 80% stanona, npudasisitor 10 mmonen
coenureHus S1a,0 wm 52a,6. CMech KUTIATAT ¢ OOpaTHBIM XOJoauiIbHUKOM 6 y. [Tocie oxmaxne-
HUS JO00aBJISIOT BOAY, MOJKHUCISIOT COJNISIHOM KHCIOTOM 110 HeTpambHOM peakiuu. OOpaszo-
BaBIITUECS KPUCTAJLIBI OT(UIBTPOBBIBAIOT, MPOMBIBAIOT BOJOM, 3TAHOJIOM H CYIIIAT.

Crnextpst SIMP *C (JIMCO-de):

53a. 25.0; 26.1; 35.9; 49.5; 59.9; 68.6; 108.9; 112.5; 114.2; 140.0; 140.1; 156.0; 156.1; 160.2;
174.6.

53B. 26.1; 35.8; 49.5; 59.2; 66.0; 69.5; 108.4; 113.5; 118.9; 140.7; 143.3; 156.9; 157.2; 159.4,
175.6.

54a. 20.9; 22.0; 25.2; 26.0; 27.1; 49.8; 108.3; 113.0; 117.7; 140.3; 143.1; 156.3; 159.4; 159.5;
174.3.

546. 21.7; 21.8; 24.1; 24.4; 25.5; 25.8; 50.5; 121.3; 130.8; 134.1; 134.8; 144.1; 155.4; 161.8;
162.9; 166.3.

54B. 21.4; 22.0; 26.2; 26.8; 49.8; 66.2; 108.3; 113.1; 118.1; 141.3; 145.1; 154.3; 157.8; 159.2;
174.8.

OO0mas MeTOAUKA MOJIYyYeHHUs] KOHIeHCHPOBAHHBIX 10-ankuicyibpaHui-5-MuKI0aJIKIIA-
MuHonupuao[3',2':4,5]tueno[3,2-djnupumuaun-8(9H)-onos 55a-a, 56a-r. K pactsopy 0.28 2 (5
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MMOABIL) €IKOTo Kanu U 2.5 ma Boabl, 100aBnsior 25 wr JIM®PA u 5 mmoneu coenqunenus 53a-B
win 54a-B. 3aTeM 10 KaruisiM T0OABIISIOT PacTBOP 5 Mmoieti COOTBETCTBYIOIIETO aKUITaIOTeHUIa
B 15 mn aTanona. CMmech epeMENIMBaOT B TEUEHUE 5 ¥ TIPH KOMHATHOM TemmepaTtype. OOpa3oBas-
[IMECs KPUCTAUIBI OT(GHIBTPOBBIBAIOT, MEPEKPHCTAILIN30BbIBalOT n3 EtOH-JIM®A (2:1), (tabm.
60, 61).

Cnexrpst SIMP °C (IMCO-dg):

55a. 13.1; 25.1; 26.4; 37.8; 49.6; 60.1; 68.7; 114.8; 116.4; 141.4; 152.4; 152.5; 156.3; 157.6;
158.2; 160.0.

556. 13.1; 23.9; 25.5; 26.9; 37.0; 50.6; 59.2; 69.5; 119.3; 119.5; 141.9; 142.8; 157.7; 159.3;
159.8; 192.5; 193.4.

558. 13.5; 21.6; 26.8; 29.9; 31.1; 37.0; 49.9; 59.2; 66.1; 69.4; 115.0; 117.9; 119.4; 119.8; 142.8;
157.8; 158.3; 158.9; 159.1.

55r. 26.5; 36.8; 38.7; 49.8; 59.0; 66.0; 69.5; 119.1; 119.5; 119.8; 123.3; 128.7; 138.8; 138.9;
143.1; 152.0; 157.7; 158.8; 158.9; 159.1; 164.8.

56a. 13.0; 22.1; 25.1; 25.4; 26.0; 26.8; 49.7; 113.7; 115.4; 141.2; 151.8; 152.3; 155.6; 157.4;
158.5; 161.0.

56B. 13.0; 20.8; 21.9; 26.0; 26.7; 49.6; 65.7; 113.2; 115.7; 141.4; 152.1; 153.5; 156.4; 157.6;
158.2; 160.5.

56r. 20.9; 21.8; 25.8; 26.8; 38.5; 49.5; 65.9; 115.6; 120.4; 121.4; 127.8; 128.2; 132.8; 135.4,
145.5; 151.7; 156.3; 157.6; 158.4; 160.9; 190.4.

OO0masi MeToANKA MOJIy4eHUsS] KOHACHCHPOBAHHBIX 8-XJ10pO-5-IUKI0AJIKUIAMHHOIMPHU/I0-
[3°,2°:4,5] tneno[3,2-d|mupumuaunoB 57a-x. K 30 iz cyxoro IM®A nipu nepeMenMBaHUN U OX-
naxaenuu (0-5°C) mpubaBisroT Mo KarmsiM 9 i ximopokucu docdopa, 3arem 10 mmoneri coenune-
Hus 48a-1. Cmech HarpeBaroT NpH NepeMelIMBaHuu B TeueHue 5 y npu Temreparype 60 °C u nocne
oxynaxaeHus: npubasisoT K 100 mz neasHoit Boasl. OOpa3oBaBIInecs KpUCTAIUIBI OT(HUIBTPOBBI-
BAIOT, IIPOMBIBAIOT BOJIOW /IO HEHTPAIBHOM peakiuy, CymaT ¥ MepeKpUCTALTN30BbIBalOT U3 EtOH-
CHCl; (1:1), (Tabun. 62, 63).

@usnko-xummdeckie nanneie 1 IMP 'H mammsie coemmmenuii 57a,% NpUBEJCHBI B paboTax
[171, 264].

OO0masi MeTOAUKA MOJIYYeHHs KOHJAEHCHPOBAHHBIX O-IHMKJI0AIKHIaMUHONMpua0[3°,2°:4,5]-
THeHo[3,2-d|mupumuann-2(3H)-tuonoB 58a-r. Cmecy 10 mmonei coenunenus 57a,0,r,x, 3.8 2
(50 mmoneri) TmomoveBuHbI U 60 M1 2-IpOTIaHONA KHITATAT ¢ OOPAaTHBIM XOJOAMIBHUKOM 6 4. TToc-
Je OXJaXACHUS BBINABIIME KPHUCTAIbI OT(UIBTPOBBIBAIOT, MPOMBIBAIOT 3TAHOJIOM M CyIIaT.
[Tony4eHHYIO H30THYPOHHEBYIO COJIb pa3iaratoT pactBopoM 2.8 2 (50 mmonerr) KOH B 50 mn H,O
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1 00pa30BaBIIYIOCS CMECh KHUIITAT ¢ OOpPaTHBIM XOJOMMILHUKOM 2 u. [locne oxnaxkmeHusl TOo-
KkucisroT 10 % consiHOW KUCIOTOM, BRINABIINE KPUCTAIUIBI OT(UIBTPOBHIBAIOT, IPOMBIBAIOT BOJON
u nepekpuctauin3oBbiBaoT u3 JIMCO (tabin. 64, 65).

OO0masi MeToAUKA MOJYYeHHs KOHIEHCHPOBAHHBIX 4-aJIKHUJITHO-/-HHKJI0ATKHIAMHHONU-
puno[3’,2°:4,5|tueno[3,2-djnupumuaunos 59a-m. K pacteopy 0.112 2 (2 mmons) KOH B 20 ma
80% EtOH, npubasnstor 2 mmona coenuneHust 58a,B,r M K MOIYYEHHOMY PAacTBOPY J00ABISIOT
IpU TepeMeIINBaHuU 2 Mmoia ankuiranoreHuna. CMech mepeMemmBaioT npu temmneparype 20-22
°C B Teuenue 6 u. OOpa3oBaBIINEC KPUCTALIB OTQHIBTPOBBIBAIOT, IIPOMBIBAIOT BOJOH, 3TAHOJIOM
u nepekpucrauu3oBbiBaoT u3 EtOH-CHCI; (2:1), (taba. 64, 65).

59;1. Criextp SIMP °C (IMCO-dg/CCl4:1/3): 25.1; 31.4; 31.6; 32.1; 47.2; 66.0; 116.3, 123.0;
123.7; 124.9; 129.8; 145.3; 146.4 153.3; 153.4; 154.3; 158.1; 159.4; 159.5.

OO0masi MeToAMKA MOJYy4YeHUS] KOHAEHCHPOBAHHBIX 4-MeT(3T)OKCH-/-IHKJI0AJIKWIAMUHO-
nupuno[3',2':4,5|tueno[3,2-djnupumuaunos 60a-3. K MeTanoabHOMY (3TaHOJIBHOMY) PacTBOPY
MeTuiaTa (3TUiaTa) HaTpus, MoJlydeHHOMY U3 46 me (2 mmoneti) Hatpus u 15 ma metaHona (3TaHo-
na), TpuOaBISIOT 2 MMo/s coeTuHeHus 57,0,k CMeCch KUIISATAT ¢ 0OpaTHBIM XOJOAUILHIUKOM 10
y. [Tocne oXJaKJICHHS BBINMABIINE KPUCTALIBI OT(GHUIBTPOBBIBAIOT, IPOMBIBAIOT BoJOU. [lepekpuc-
tau30BbIBaioT U3 cmeck MeOH-CHCI; (2:1), (taba. 64, 65).

OO01mas MeTOAUKA MOJIYYeHUs] KOHAEHCUPOBAHHBIX 4-aMUHO-/-IHKJI0AJTKUIAMHHOIMPHU/I0-
[3',2":4,5]Tueno[3,2-d|nupumuaunos 6la-r, 62a-1, 63a-u, 64a-e. K cmecu 10 mmonei coenune-
Hus 57a,0,r,k u 30 w1 BUOH npubasnstor 50 mmonei cooTBeTcTBYOMEr0 aMuHa. CMech KUTISTST
¢ 00paTHBIM XONMOIUIBLHUKOM 6 y. [Tocie oxmakaeHus BBIMABIINE KPUCTAIIBI OTQUIBTPOBBIBAIOT,
IPOMBIBAIOT 3TaHOJIOM, Bos10#. [lepekpucramimnsossiBatoT u3 EtOH-CHCI; (3:1), (Tabn. 66, 67).

O0masi MeToAMKA MOJY4YeHUS] KOHJAEHCHPOBAHHBIX 4-XJI0PO-2-aJaKHIICYJIb(aHUII-7-IHK-
JoajakuiaMuHonupuno[3',2':4,5|rueno[3,2-dlnupumuaunos 65a-u. Cmech 10 mmoneri coenune-
HUs 552,0,a uinu 56a,0, 50 vz xsopokucu dochopa u 2.5 mr TUPUANHA KUTIATAT ¢ 0OpaTHBIM XO-
TOTUITBHUKOM 4 u. M30BITOK XJTOpoKkucH (hochopa OTTOHSIOT, K ocTaTKy npuoasisttoT 100 vz mens-
HOUW BOJIBI ¥ HEMUTPATM30BBIBAIOT BOJTHBIM PACTBOPOM aMMHaKa. BhImaBiie KpuCTamuibl OTHUIBTPO-
BBIBAIOT, TIPOMBIBAIOT BOJIOM | nepekpuctaun3oBbiBatoT 3 EtOH-CHCI3 (1:2), (Tabn. 62, 63).

Crexrpst SIMP °C (IMCO-ds/CCl,:1/3):

65a. 13.8; 25.1; 27.6; 36.5; 50.1; 60.3; 68.6; 115.6; 118.4; 121.5; 144.9; 151.7; 159.2; 160.5;
160.4; 165.2.

65n. 13.9; 21.1; 22.2; 25.1; 27.1; 27.4; 50.0; 115.1; 117.6; 121.1; 145.9; 151.4; 158.9; 160.3;
160.7; 167.0.

89



65u. 23.9; 25.4; 26.5; 34.7; 37.1; 39.0; 50.3; 59.1; 69.0; 117.3; 118.8; 122.7; 126.5; 127.8; 128.0;
136.7; 143.6; 152.4; 158.2; 160.6; 160.8; 166.7.

®usuko-xummueckue nanupie u IMP 'H naunsie coenunenmuit 65B,TI,’K,3 TIPUBEJICHBI B paboTe
[264].

O0masi MeTOAMKA TOJYYeHUS] KOHJAEHCHPOBAHHBIX 4-aMHHO-2-aJKWICYJIb(aHNI-/-IIHK-
JoajakujaMunonupuao[3',2':4,5|tueno|3,2-dlnupumuannoB 66a,6, 67a-r, 68a-x, 692,06, 70a-B,
71, 72a,6. K 3 mmonsam coemuuenus 65a-3 B 40 az N-BUOH nobasinstor 12 mmoneti COOTBETCTBYIO-
[IeT0 aMHHA M CMECh KUIIATAT B TeueHue 8 u. [locie oxmaxkaeHus BINaBIIME KPUCTAILIIBI OTHUIBT-
POBBIBAIOT, MPOMBIBAIOT BOJOM, STaHOIOM M mepekpucramim3oBsBaor u3 EtOH-CHCI3 (1:1),
(tab. 68, 69).

Crnextpst SIMP *C (JIMCO-dg/CCl,:1/3):

66a. 13.4; 25.0; 26.3; 37.3; 41.1; 49.5; 60.1; 68.5; 105.9; 113.9; 116.2; 122.8; 135.2; 135.6;
141.6; 146.7; 148.3; 155.4; 155.5; 156.3; 159.3, 166.1.

6606. 13.5; 25.1; 26.5; 37.0; 48.6; 49.7; 59.8; 66.5; 68.9; 107.8; 115.6; 118.4; 142.1; 154.7; 156.5;
157.2; 158.4; 165.8.

676. 10.5; 13.5; 19.7; 24.0; 25.6; 26.7; 28.7; 37.0; 47.1; 50.8; 59.2; 69.1; 107.4; 118.6; 119.5;
142.4; 154.7; 155.5; 158.6; 159.7; 166.3.

68e. 13.4; 13.6; 22.0; 26.1; 28.7; 31.0; 26.6; 37.0; 40.1; 50.0; 59.1; 66.0; 69.0; 107.7; 118.5;
120.0; 142.8; 154.4; 155.8; 158.5; 158.5; 166.5.

68xk. 26.4; 34.3; 37.1; 45.2; 49.8; 54.1; 59.0; 65.9; 68.9; 107.1; 118.7; 118.8; 126.2; 127.7;
127.8; 137.8; 143.1; 156.6; 156.9; 158.3; 159.1; 156.4.

69a. 13.4; 13.5; 19.5; 21.6; 22.3; 25.1; 27.2; 27.4; 30.7; 40.1; 43.2; 48.0; 49.7; 104.0; 116.5;
117.3; 145.3; 155.7; 157.4; 158.0; 159.8; 165.1.

696. 13.5; 21.5; 22.4; 25.1; 27.1; 27.2; 36.7; 49.8; 106.2; 106.6; 109.8; 117.2; 140.7; 145.2;
152.5; 155.4; 155.8; 158.4; 159.6; 165.7.

700. 13.5; 21.8; 22.2; 24.1; 25.6; 25.8; 26.8; 44.8; 50.4; 57.4; 119.8; 121.3; 137.5; 145.6; 154.8;
155.7; 157.6; 162.2; 166.1.

71. 21.8; 22.3; 24.6; 25.1; 26.8; 34.5; 47.5; 49.8; 66.0; 108.9; 117.8; 118.6; 126.7; 127.5; 127.9;
137.8; 143.6; 157.4; 158.3; 158.7; 159.2; 166.1.

72a. 13.5; 25.1; 25.2, 31.4; 31.7; 49.4; 49.8; 65.9; 106.8; 117.5; 123.6; 152.1; 156.4; 156.9;
157.3; 158.4; 165.8.

726. 13.5; 25.1; 31.5; 31.9; 45.5; 47.4; 65.8; 65.9; 106.3; 117.0; 123.8; 152.6; 156.6; 156.7;
157.9; 158.6; 166.1.
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O0masi MmeToAMKA MOJYYEHUS] KOHAEHCHPOBAHHBIX 4-aJIKOKCH-2-aJIKIWICYJIb(aHNI-7-IIHK-
Joankuiamunonupuno[3',2':4,5|tueno|3,2-dnupumuaunoB 73a-x1. K staHonbHOMY pacTBOpy
ITUJIaTa HATPHS, MOJNydeHHOMY U3 46 me (2 mmoneii) natpust u 15 mz abc. sTaHONa, 100ABISIOT 2
Mmons coequHeHus 65a,r,14,:. CMech KUITAT B KOJIOE ¢ 00paTHBIM XOJOIMJIBHUKOM B TedeHue 10
y. [locne oxyaxaeHus BbIMaBIINE KPUCTAILIBI OT(PHUIBTPOBBIBAIOT, MIPOMBIBAIOT BoAOMU. [lepekpuc-
tajuu3oBbiBaioT u3 EtOH-CHCI; (2:1), (taba. 70, 71).

Cnexrpst SIMP °C (IMCO-ds/CCl,:1/3):

736. 13.5; 14.1; 25.0; 26.5; 37.1; 49.8; 59.2; 62.7; 68.8; 108.7; 115.9; 116.1; 142.8; 156.6;
156.8; 158.5; 161.2; 166.3.

73B. 14.0; 26.4; 34.5; 37.0; 49.8; 59.1, 62.5; 65.9; 68.9; 109.9; 118.6; 118.8; 126.3; 127.8; 127.9;
137.3; 142.9; 157.3; 159.1; 159.8; 162.4; 166.1.

73r. 13.6; 14.0; 21.3; 22.4; 25.0; 26.8; 27.1; 49.7; 62.4; 113.7; 115.8; 119.4; 143.6; 152.8; 157.5;
159.4; 160.5, 166.1.

73n. 14.0; 22.1; 22.4; 26.8; 27.1; 34.4; 49.7; 62.4; 65.8; 108.7; 118.5; 118.8; 126.4; 127.7; 127.8;
137.4; 142.7; 157.1; 159.4; 160.2; 162.8; 166.5.

duszuko-xumuyeckue nagaeie u IMP H JAHHBIE COeAMHEHus 74 nmpuBeaeHsl B padote [171].

O0masi MeToAUKA MNOJY4YeHHS 2,2-TUMeTHJI-8-aakuaTno-10-(MeTusTuo)-5-(Mopdoaun-4-
wi)-1,4-muruapo-2H-nupano[4”,3”:4°,5’ I nupuno[3°,2’:4,5|tueno[3,2-d|jnmpumuuHoB  75a-1.
K pactBopy 0.28 2 (5 mmoneii) enxoro kamu B 30 mr 80 % stanona, npubasinstor 2.2 2 (5 mmonetr)
coeuHeHus /4. 3aTeM npu MepeMenInBaHuN NPUOaBISAIOT 5.3 MmO/ COOTBECTBYIOIIETO AJIKUIIra-
JoreHusia U cmech mnepememnBaroT npu 20-22°C B tedyeHue 8 u. OOpa3zoBaBIIMECS KPHCTAILIIbI
OT(GWILTPOBBIBAIOT, MPOMBIBAIOT BOIOW, 3TaHoioM. [lepexpucrammuzosbiBaror u3 EtOH-CHClI;
(2:1), (tabm. 70, 71).

OO0masi MeToAMKA NMOJYyYeHUs KOHAEHCHPOBAHHBIX 4-THIPa3HHO-/-UUKJI0AJIKUIAMUHONN-
puno[3',2':4,5] tueno([3,2-dmupumuaunos 76a-1. K 10 mmonsm coenunenus 576-e B 50 mu a6c.
OyTaHosa puOaBISIOT 5 M TuApasuHruapara. CMech KUMATAT B TeueHue 6 u. [locne oxmaxaeHus
BBINABIINE KPUCTAIBI OT(QHUIBTPOBBIBAIOT, TPOMBIBAIOT BOJIOW, 3TAHOJIOM M MEPEKPUCTAIIITH30BbI-
BatoT u3 EtOH-CHCl; (1:3), (tabn. 72, 73).

OO01asi MeTOIUKA MOJTy4YeHHsI KOHJIEHCHPOBAHHBIX 9-muKJIoaakujamunonupuao[3',2':4,5]-
THEeHO0[2,3-c][1,2,4]Tpuazono|4,3-clnmpumuaunoB 77a-n. Cmecb S5 mmonet coenunenus 76a-1 u
60 Mz TPUATHIIOBOTO d(Hpa OPTOMYPABEUHOW KHCIOTHI KUIATAT 5 u. BBINaBIme KpUCTALIBI OT-

(UIBTPOBBIBAIOT, MPOMBIBAIOT ATAHOJIOM M Nepekpuctamtin3oBbiBatoT n3 EtOH-CHCI; (1:2), (Tabm.

74, 75).
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776. Macc - ciektp, M/Z (lom, %): 350 (M™) (100), 323 (23), 322 (23), 307 (20), 295 (14), 281
(37).

O01Iasi MeTOHKA MOJTyYeHUs] KOHJAEHCHPOBAHHBIX 9-IMKJI0aJKkuIaMmuHonupuao[3',2':4,5]-
THEeHO0[2,3-c|[1,2,4]Tpua3oo[1,5-clnupumuaunos 78a-1.

Metoa A. Cmecb 5 mmonen coenuHenust 576-e u 20 m1 MypaBbUHOW KHUCIIOTHI KHISATAT 2 .
M30BITOK KHCIOTHI OTTOHSIIOT, OCTATOK OXJIAKIAIOT M HEUTPATU3YIOT BOJHBIM pacTBopom KOH.
OO6pa3zoBaBuInecs KpUCTAUIBI OTQHIBTPOBBIBAIOT, IIPOMBIBAIOT BOJOH M MEPEKPUCTATIIN30BBIBAIOT
u3 EtOH-CHCl;3 (1:2), (tabmn. 74, 75).

Metoa b (kucaas cpeaa): Cmechb 2.5 mmoneti coenunenust 77a-g1 u 10 mz MypaBbUHOM KHCJIO-
THI KHITATST ¢ 00pPaTHBIM XOJIOAWIBHUKOM 5 4. MI30BITOK MypaBbUHOM KUCIOTHI OTTOHAIOT. OCTaTOK
OXJIAXKIAIOT W HEUTpann30BBIBalOT BOAHBIM pactBopoM KOH. OG6pa3zoBaBmmecs KpUCTaIbl OT-
(GUIBTPOBBIBAIOT, TPOMBIBAIOT BO0M. [IpomykThl 78a-1 uaeHTHuHBI 00pa3iam NoJy4YeHHBIM IO Me-
toauke A. Beixonsl, % : 78a (64), 786 (61.8), 788 (63.4), 78r (62.5), 781 (67).

Metoa B (ocHoBHas cpena): K sTaHOJIBHOMY pacTBOpY dTUJIaTa HATpHsl, MOTydYeHHOMY U3 1.6
me (0.07 mmoneti) natpus u 5 mn abc. aTanona, npubasistoT 1.2 mmonei coenunenuit 77a-1. Cmech
kunatat 0.5 v u octaBmsitoT npu 20-22 °C 12 y. O6pa3oBaBIIKUECS KPUCTAIUIBI OTGUIBTPOBBIBAIOT,
POMBIBAIOT BOJOW. [IpoaykTel 78a-1 uneHTHUHBI 00pa3liaM MOJIy4YeHHBIM 10 MeToauke A. Brixo-
1w, % : 78a (73), 7806 (73.5), 78 (72.8), 78r (70), 78n (69).

O01mas MeToANKA MOJIY4eHUs] KOHAEHCHPOBAHHBIX 4-THAPa3HHO-2-(ATKHITHO)- 7/ -IUKJI0aJI-
kuwiiamuHonupuao[3',2':4,5]rueno[3,2-djnupumuaunos 79a-3. K 10 mmonsm coenunenus 65a-3
B 40 M abc. OGyraHoia npubaBIAIOT 5 ma ruapazuHruapata. CMech KUIATAT B TeueHue 8 u. [locne
OXJIQXK/ICHUS BBIMABIINE KPUCTAILIBI OT(QUIBTPOBBIBAIOT, MPOMBIBAIOT BOJIOW, STAHOJIOM U TEPEK-
pucrauuzossiBatoT u3 EtOH-CHCI3 (1:3), (Tabun. 76, 77).

79r. Macc-criektp, M/Z (o, %): 386 [M]7(100), 366 (16), 358 (49), 356 (78), 344 (34), 335(55).

JlanHbie coeauneHuii 79e, 3 mpuBeeHbI B padote [264].

OO01mas MeTOAUKA MOJYYeHUS] KOHAEHCHPOBAHHBIX 5-(aIKMITHO)-9-IHKI0aTKHIAMHUHONHU-
puno[3',2':4,5|Tueno[2,3-e][1,2,4]rpuazonol4,3-clnupumuaunoB 80a-k. Cmecy 10 mmorneu coe-
nuHeHus 79a-3 u 50 oz TpUATHIIOBOTO 3(hUpa OPTOMYPABEUHON KHCIOTHI KUIATAT 15 y. Beinasiime
IpU OXJAXKJIEHUU PEAKIIMOHHOW CMECH KpPUCTALIBI OT(QHIBTPOBBIBAIOT, MPOMBIBAIOT BOAOW U
nepekpuctamuu3obbiBaioT u3 EtOH-CHCI3 (1:2), (tabn. 78, 79).

80r. Macc-crextp, M/Z (lom, %): 396 [M]7(24), 381 (28), 355 (48), 254 (43), 212 (34), 185 (28),
184 (100).

Crexrps SIMP *C (IMCO-ds/CCl,:1/3):
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803. 23.9; 25.5; 26.4; 34.7; 37.1; 38.7; 50.7; 59.1; 68.9; 110.8; 119.1; 119.5; 127.2; 128.0; 128.1;
128.2; 133.6; 134.8; 135.2; 137.6; 141.1; 141.9; 144.7; 145.4; 157.6; 159.2.

80k. 21.3; 21.7; 25.7; 26.8; 34.9; 49.7; 65.9; 122.6; 127.4; 128.3; 128.4; 134.4; 125.3; 142.1;
144.6; 144.9; 145.5; 156.1; 160.7.

Dusnko-xumnyeckue nagaeie u SIMP 'y nannbie coequnenuii 80e,u npuBeAeHbI B pabote [264].

O0uiasi MeToaMKAa MOJMY4YeHUs 5-3ToKcH-9-mMKIoadIKuIamMuHonupuao[3',2':4,5]Tueno[2,3-
e][1,2,4]Tpua3zoino[1,5-ClnmpumuannoB 8la-xk. K pactBopy 3Tminara HaTpus, NOJIYYCHHOMY W3
0.23 2 (10 mmonetr) natpus u 25 ma abc. sraHona, npubasissior 10 mmoneti coequnenus 80a-k.
Cwmech kumaraT 0.5 y, 3aTeM BBIIEPKUBAIOT MPU KOMHATHOW TeMriepatype B TeueHue 12 u. [oy-
YEHHBIE KPUCTAIUTBI OT(HUIBTPOBHIBAIOT, POMBIBAIOT BOJOM, CYIIAT U MEPEKPUCTATIIN30BBIBAIOT U3
staHosxa (tabdm. 78, 79).

Cruexrpst SIMP *C (IMCO-dg/CCl,:1/3):

816. 13.7; 24.0; 25.5; 26.6; 36.8; 50.7; 59.2; 65.0; 69.0; 109.5; 119.0; 119.2; 141.4; 143.7; 146.9;
149.6; 153.6; 158.6; 159.3.

81B. 13.7; 26.6; 36.9; 49.9; 59.1; 65.1; 65.9; 69.0; 109.8; 119.2; 119.5; 141.8; 143.6; 147.0;
149.6; 153.7; 158.2; 158.4.

O0masi MeTOIUKA MOJyYeHHs1 S5-ruapa3suHo-9-uuKIoaIKuIaMuHonupuao[3',2":4,5]tueno-
[2,3-€][1,2,4] Tpua3oao[1,5-ClnupumuaunoB 82a-x. Cmech 10 mmoneti coenunenus 80a-k, 10 iy
ruapaszuaruapara u 20 wr JMCO kunsTst 6 v. BermaBmme KpucTayuibl OTGMIBTPOBBIBAIOT, TIPOMBI-

BAIOT BOJIOW U MepekpucTauin3oBbiBaroT u3 JJMCO (tabn. 78, 79).
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v6

Taoauma 22

OU3NKO-XUMUYECKUE XAPAKTEPUCTUKHA KOHJCHCHPOBAHHBIX 6-aMUHO-2-(apUIUMUHO)THOMIUPaH-5-KapOOHUTPUIIOB 76-3

E3

Coenu | Beixon, % R¢ T °C Haiineno, % Bpytro-hopmyma Brruncieno, %

remme C H N S C H N S
70 70 0.64 129-130 66.48 5.81 12.87 9.79 C1gH1gN30S 66.43 5.88 12.91 9.85
78 88 0.65 109-110 66.31 6.05 12.80 9.73 C1gH1gN30S 66.43 5.88 12.91 9.85
r 98 0.65 188-190 66.58 571 13.10 9.72 C1gH1gN30S 66.43 5.88 12.91 9.85
n 79 0.60 | 226-228 63.47 5.75 12.14 9.25 C1gH19N50,S 63.32 5.61 12.31 9.39
7e 94 0.59 207-209 63.38 5.66 12.27 9.34 C1gH19N30,S 63.32 5.61 12.31 9.39
Tx 94 0.60 | 205-207 63.48 5.48 12.43 9.24 C1gH19N50,S 63.32 5.61 12.31 9.39
73 81 0.58 119-120 59.12 4.63 12.22 9.18 C.7H16CIN;0S 59.04 4.66 12.15 9.27

*TCX B cucreme sTanon—xnopodopm, 1:1.

Taoauna 23

Crnextpst SIMP 'H coenmnenuit 76-3

Coenn Crnextp SIMP 'H (3, m.x1., Ty) (JIMCO-de)
HEHHUE
76 | 1.30 (c, 6H, 2CHz); 2.08 (c, 3H, CHy); 2.41 (1, 2H, J = 1.8, 4-CHy); 4.45 (1, 2H, J = 1.8, 1-CH,); 6.66 (1, 1H, J. = 7.8, J, = 1.2, Ar); 6.95 (.1, 1H, J; =
7.5,J,=1.2, Ar); 7.11-7.21 (m, 2H, Ar); 7.50 (ymr. ¢, 2 H, NH,).
78 | 1.30 (c, 6H, 2CH3); 2.33 (c, 3H, CHa); 2.39 (c, 2H, 4-CH,); 4.39 (c, 2H, 1-CH,); 6.54-6.61 (m, 2H, Ar); 6.85 (1, 1H, J = 7.8, Ar); 7.20 (1, 1H, J = 7.8,
AD); 7.47 (yur., 2H, NH,).
7r | 1.29 (c, 6H, 2CHsy); 2.32 (c, 3H, CHa); 2.39 (1, 2H, J = 1.7, 4-CH,); 4.39 (1, 2H, J = 1.7, 1-CH,); 6.64-6.69 (v, 2H, Ar); 7.10-7.15 (m, 2H, Ar); 7.47
(ymr., 2H, NH,).
7n 1.30 (¢, 6H, 2CHjy); 2.40 (1, 2H, J = 1.8, 4-CH,); 3.77 (¢, 3H, OCHjy); 4.43 (t, 2H, J = 1.8, 1-CH,); 6.67 (ux, 1H, J = 7.6, 1.8, Ar); 6.87-7.05 (M, 3H, Ar);
7.45 (yur., 2H, NH,).
Te 1.29 (c, 6H, 2CHj3); 2.39 (1, 2H, J = 1.7, 4-CHy,); 3.77 (¢, 3H, OCHy); 4.39 (t, 2H, J = 1.7, 1-CH,); 6.29-6.37 (M, 2H, Ar); 6.58 (mau, 1H, J; = 8.3, J, =
2.5,J3=0.8, Ar), 7.22 (t, 1H, J =8.0, Ar), 7.52 (ymr.c, 2H, NH,).
Tax | 1.29 (¢, 6H, 2CHy); 2.38 (1, 2H, J = 1.6, 4-CH,); 3.77 (¢, 3H, OCHsy); 4.39 (1, 2H, J = 1.6, 1-CH,); 6.69-6.74 (M, 2H, Ar); 6.85-6.90 (m, 2H, Ar); 7.47
(ymr., 2H, NH,).
73 1.29 (¢, 6H, 2CHy); 2.40 (1, 2H, J = 1.8, 4-CH,); 4.39 (1, 2H, J = 1.8, 1-CH,); 6.76-6.81 (m, 2H, Ar); 7.30-7.36 (M, 2H, Ar); 7.62 (yur. ¢, 2H, NH,).
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Taoaumna 24

OU3UKO-XMMHUYECKHE XapaKTEPUCTUKNA KOHIEHCHPOBAHHBIX 2-aMHHO-1-apui-6-tuokco-1,6-quruaponupunun-3-kapooHuTpuiio 96-3, 106-3

E3

Coenu Brixon, % R¢ T °C Haiineno, % BpytTto- Brruncieno, %

HEHHE C H N S dbopmyna C H N S
98 82(A)u 68(b) | 0.68 282—283 66.54 5.75 12.79 9.76 C1gH19N50OS 66.43 5.88 12.91 9.85
9r 75(A)u 72(b) | 0.66 286-287 66.31 6.03 12.78 9.77 C1gH19N50OS 66.43 5.88 12.91 9.85
9 77(A)u71(b) | 0.68 204-205 63.45 575 12.19 9.26 C1sH19N30,S 63.32 5.61 12.31 9.39
9e¢ 97(A)u 75(b) | 0.67 298-300 63.37 5.68 12.25 9.33 C1sH19N30,S 63.32 5.61 12.31 9.39
9K 90(A)u 73(b) | 0.68 293-294 63.47 5.50 12.46 9.27 C1sH19N30,S 63.32 5.61 12.31 9.39
93 82(A)u 70(b) | 0.66 301-303 59.15 4,62 12.23 9.34 C,7H16CIN;0S 59.04 4.66 12.15 9.27
100 70(A) u 65(b) | 0.65 243-245 69.21 5.74 14.08 10.77 Ci17H17NsS 69.12 5.80 14.22 10.85
108 75(A) u 68(b) | 0.65 239-241 69.35 5.76 14.28 10.74 C17H17N5S 69.12 5.80 14.22 10.85
10r 78(A)u 72(b) | 0.63 247-249 69.02 574 14.36 10.91 Cy17H17N5S 69.12 5.80 14.22 10.85
10x 80(A)u 71(b) | 0.66 296-297 65.48 5.57 13.34 10.37 Cy7H17N50OS 65.57 5.50 13.49 10.30
10e 82(A)u 75(b) | 0.67 218-220 65.68 5.44 13.57 10.22 Cq7H17N50OS 65.57 5.50 13.49 10.30

10k | 85(A)u 73(b) | 0.67 252-254 65.51 5.56 13.41 10.18 Cq7H17N50OS 65.57 5.50 13.49 10.30
103 88(A)u 79(b) | 0.64 256-258 60.91 4.54 13.18 10.23 C16H14CIN;S 60.85 4.47 13.31 10.15

*TCX B cucreMe nupuaua—3¢up 1:3

Tabauna 25
Crnextpsl SIMP 'H coemumenuii 96-3, 106-3

Coenn Crnextp SIMP 'H (3, m.x1., Ty) (JIMCO-de)
HEHHE
1 2
96 | 1.31 (c, 6H, 2CHy); 2.07 (¢, 3H, CHy); 2.55 (c, 2H, 4-CHy); 4.35 (1, 1H, J = 16.5, 1-CHH); 4.41 (1, 1H, J = 16.5, 1-CHH); 6.48 (yurc, 2H, NH,); 7.03-
7.08 (m, 1H, Ar); 7.38-7.43 (m, 3H, Ar).
98 | 1.30 (c, 6H, 2CHjy); 2.45 (c, 3H, CHy); 2.54 (c, 2H, 4-CHy); 4.35 (c, 2H, 1-CH,); 6.47 (yur., 2H, NH,); 6.92-6.98 (M, 2H, Ar); 7.28-7.33 (M, 1H, Ar);
7.44-7.50 (m, 1H, Ar).
9r | 1.30 (c, 6H, 2CH,); 2.47 (c, 3H, CHa); 2.54 (¢, 2H, 4-CH,); 4.36 (c, 2H, 1-CH,); 6.42 (yur., 2H, NHy); 7.01-7.06 (m, 2H, Ar); 7.36-7.41 (m, 2H, Ar).
91 1.30 (c, 3H, CHa); 1.32 (¢, 3H, CHy); 2.54 (c, 2H, 4-CH,); 3.82 (¢, 3H, OCHa); 4.35 (i, 1H, J =16.7, 1-CHH); 4.40 (x, 1H, J = 16.7, 1-CHH); 6.48
(yur., 2H, NH,); 7.04-7.21 (m, 3H, Ar); 7.44-7.52 (M, 1H, Ar).
9¢ | 1.31 (c, 6H, 2CHy); 2.54 (¢, 2H, 4-CH,); 3.84 (c, 3H, OCHa); 4.36 (c, 2H, 1-CH,); 6.54 (yur.c, 2H, NH,); 6.70-6.75 (m, 2H, Ar); 7.01-7.05 (m, 1H, Ar);

7.45-7.52 (v, 1H, Ar).
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1 2

Ok 1.30 (c, 6H, 2CH,); 2.53 (c, 2H, 4-CHy,); 3.88 (¢, 3H, OCHjy); 4.35 (c, 2H, 1-CH,); 6.52 (y., 2H, NH,); 7.02-7.12 (m, 4H, Ar).

93 1.30 (¢, 6H, 2CH,); 2.55 (c, 2H, 4-CHy,); 4.35 (¢, 2H, 1-CH,); 6.81 (ymu. ¢, 2H, NH,); 7.12-7.18 (M, 2H, Ar); 7.53-7.59 (M, 2H, Ar).

106 | 1.75-1.83 (m, 4H, 6,7-CH,); 2.06 (c, 3H, CHj3); 2.53-2.59 (M, 2H, 8-CH,); 2.66-2.73 (M, 2H, 5-CH,); 6.21 (ymu. ¢, 2H, NH,); 6.99-7.04 (M, 1H, Ar); 7.37-
7.41 (m, 3H, Ar).

108 | 1.72-1.83 (M, 4H, 6,7-CH,); 2.45 (c, 3H, CHy); 2.52-2.58 (M, 2H, 8-CHy); 2.64-2.72 (M, 2H, 5-CHy); 6.20 (ymr. ¢, 2H, NH,); 6.89-6.94 (M, 2H, Ar); 7.29
(m, 1H, J=7.6, Ar); 7.29 (1, 1H, J=7.6, Ar).

10r | 1.74-1.82 (M, 4H, 6,7-CH,); 2.47 (¢, 3H, CHy); 2.52-2.57 (m, 2H, 8-CHy); 2.66-2.71 (M, 2H, 5-CH,); 6.20 (ymr. ¢, 2H, NH,); 6.97-7.02 (m, 2H, Ar); 7.35-
7.39 (M, 2H, Ar).

10a | 1.74-1.82 (m, 4H, 6,7-CHy); 2.52-2.58 (M, 2H, 8-CHy); 2.66-2.71 (M, 2H, 5-CHy); 3.81 (c, 3H, OCHjy); 6.24 (ym. ¢, 2H, NH,); 7.02 (mn, 1H, J; =7.8, J,
=1.8, An); 7.11 (max, 1H, J;,=7.8,3,=7.3,J:= 1.1, Ar); 7.16 (ax, 1H, J; =8.4,J,=1.1, Ar); 7.46 (man, 1H, J;=8.4,J,=7.3, J3 = 1.8, Ar).

10e | 1.73-1.83 (m, 4H, 6,7-CH,); 2.52-2.58 (M, 2H, 8-CH,); 2.64-2.71 (M, 2H, 5-CH,); 3.84 (c, 3H, OCHa); 6.31 (ymr. ¢, 2H, NH,); 6.66-6.71 (M, 2H, Ar);
6.99-7.04 (M, 1H, Ar); 7.44-7.51 (M, 1H, Ar).

10:k | 1.73-1.82 (M, 4H, 6,7-CHy); 2.52-2.57 (M, 2H, 8-CH,); 2.65-2.70 (M, 2H, 5-CH,); 3.89 (c, 3H, OCHjy); 6.27 (ymu1. ¢, 2H, NH,); 6.98-7.03 (M, 2H, Ar);
7.06-7.10 (m, 2H, Ar).

103 | 1.71-1.83 (m, 4H, 6,7-CH,); 2.51-2.57 (m, 2H, 8-CHy,); 2.65-2.73 (M, 2H, 5-CH,); 6.54 (ym. ¢, 2H, NH,); 7.07-7.14 (m, 2H, Ar); 7.52-7.58 (m, 2H, Ar).

Taoauna 26
OU3UKO-XUMHUYECKNE XapaKTEPUCTUKHI
Coemn | Brixop, R To °C Haiineno, % Bpytro- Brrancneno, %
HEHUE % C H N S dhopmyna C H N S

116 78 0.75 198-200 53.26 5.63 9.27 14.14 CyoH25N305S, 53.20 5.58 9.31 14.20

118 79 0.75 185-186 53.35 5.72 9.18 14.29 Cy0H5N305S, 53.20 5.58 9.31 14.20

11r 75 0.74 132-135 53.31 5.45 9.55 14.07 Cu0H25N305S, 53.20 5.58 9.31 14.20

11x 69 0.71 200-203 51.25 5.52 9.14 13.86 CaoH25N306S, 51.38 5.39 8.99 13.72

11e 74 0.70 186-187 51.45 5.47 8.92 13.67 CaoH25N306S, 51.38 5.39 8.99 13.72

11:x 76 0.75 199-202 51.50 5.51 8.87 13.83 CaoH25N306S, 51.38 5.39 8.99 13.72

*TCX B cucteMe OyTaHOJI-YKCyCHas! KUCIIOTa-BoAa, 4:2:5.
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Tabamuna 27
Cunextpsl SIMP 'H coenunennit 116-3

Coenu Crextp SIMP 'H (5, m.x., Ty) (JIMCO-de)
HCHHUC
116 | 1.38 (c, 3H, CCHs3); 1.39 (c, 3H, CCHs); 2.10 (¢, 3H, CHs); 2.25 (c, 3H, SCH3); 2.94 (n, 1H, J = 18.1, 4-CHH); 3.01 (x, 1H, J = 18.1, 4-CHH); 3.58 (c,
3H, OCHy); 4.71 (x, 1H, J = 15.9, 1-CHH); 4.79 (1, 1H, J = 15.9, 1-CHH); 7.47-7.66 (M, 4H, Ar); 8.38 (ur.c, 2H, NH,).
118 | 1.37 (c, 6H, 2CH3); 2.24 (c, 3H, SCH3); 2.48 (c, 3H, CH3); 2.95 (c, 2H, 4-CH,); 3.58 (¢, 3H, OCHy); 4.74 (c, 2H, 1-CH,); 7.37-7.46 (M, 3H, Ar), 7.51-
7.57 (M, 1H, Ar), 8.23 (yur., 2H, NH,).
11r | 1.37 (c, 6H, 2CH3); 2.23 (c, 3H, SCHa); 2.51 (c, 3H, CHa); 2.95 (c, 2H, 4-CH,); 3.58 (c, 3H, OCHs); 4.74 (c, 2H, 1-CH,); 7.43-7.50 (M, 4H, Ar); 8.21
(ymr., 2H, NH,).
11x | 1.38 (c, 6H, C(CHs),); 2.21 (c, 3H, SCH3); 2.94 (z, 1H, J = 18.2, 4-CHH); 3.01 (x, 1H, J = 18.2, 4-CHH); 3.58 (c, 3H, SOCH>); 3.88 (c, 3H, COCHy);
4.71 (m, 1H, J = 15.9, 1-CHH); 4.79 (x, 1H, J = 15.9, 4-CHH); 7.17-7.36 (v, 2H, Ar); 7.57-7.68 (M, 2H, Ar); 8.49 (yur., 2H, NH,).
1le | 1.37 (c, 6H, 2CHs); 2.23 (c, 3H, SCH3); 2.94 (1, 1H, J = 18.2, 4-CHH); 3.01 (1, 1H, J = 18.2, 4-CHH); 3.58 (c, 3H, SOCH3); 3.89 (c, 3H, COCH,);
4.71 (n, 1H, J = 15.9, 1-CHH); 4.79 (x, 1H, J = 15.9, 1-CHH); 7.15-7.20 (v, 2H, Ar); 7.56-7.67 (m, 2H, Ar); 8.45 (m.c, 2H, NH,).
11k | 1.37 (c, 6H, 2CH3); 2.22 ( ¢, 3H, SCHy); 2.94 (c, 2H, 4-CH,); 3.58 (c, 3H, SOCH,); 3.91 (c, 3H, COCHy); 4.73 (c, 2H, 1-CH,); 7.14-7.19 (m, 2H, Ar);

7.45-7.52 (m, 2H, Ar); 8.28 (yur., 2H, NH,).

Tab6amnna 28
OU3NKO-XUMHUYECKUE XaPAKTEPUCTUKH KOHJICHCUPOBAHHBIX 2-apHJIaMUHO-6-THIPa3HHOHUKOTHHAHUTPIIIOB 130-3k, 146-3
Coenn | Brixon, % Rf T °C Haiineno, % Bpyrro-popmyna Beruncneno, %
HEHHE C H N C H N
1 2 3 4 5 6 7 8 9 10 11
13a 78 0.62 229-230 66.08 6.15 22.58 Cy7H19Ns0O 66.00 6.19 22.64
136 78 0.62 254-255 66.93 6.58 21.57 Cy5H,:Ns0 66.85 6.55 21.66
138 75 0.61 227-229 66.78 6.52 21.74 Cy5H,:Ns0 66.85 6.55 21.66
13r 72 0.63 235-236 63.77 6.21 20.58 Cy5H,1Ns0, 63.70 6.24 20.64
131 75 0.64 217-218 63.64 6.21 20.69 Cy5H,1Ns0, 63.70 6.24 20.64
13e 79 0.64 228-230 63.79 6.28 20.59 Cy5H,1Ns0, 63.70 6.24 20.64
13:x 69 0.60 226-227 59.46 5.24 20.31 C17H15CINsO 59.39 5.28 20.37
146 81 0.58 182-183 69.74 6.49 23.82 Cy7H19Ns 69.60 6.53 23.87
148 78 0.58 204-205 69.68 6.57 23.79 Cy7H19Ns 69.60 6.53 23.87
14r 76 0.58 219-220 69.54 6.51 23.92 Cy7H19Ns 69.60 6.53 23.87
141 67 0.59 233-234 65.94 6.23 22.69 Cy7H19Ns0 66.00 6.19 22.64
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1 2 3 4 5 6 7 8 9 10 11
14e 60 0.60 193-194 66.08 6.24 22.58 Ci7H1gNsO 66.00 6.19 22.64
14k 69 0.60 193-194 66.12 6.15 22.71 Ci7H1gNsO 66.00 6.19 22.64
143 68 0.57 218-219 61.29 5.17 22.28 C16H16CINs 61.24 5.14 22.32

*TCX B cucreme MAPUAUH—ITaHON, 1:3.
Taoauua 29
Cuextpst AMP H coenquuenuii 130-xk, 140-3

Coenun Crnektp SIMP 'H (3, m.x1., Iy) (IMCO-d/CCl,:1/3)
CHUC
1 2
13a | 1.26 (c, 6H, 2CHs); 2.55 (c, 2H, 4-CH,); 4.12 (ym. ¢, 2H, NH,); 4.32 (c, 2H, 1-CH,); 6.88-6.95 (M, 1H, Ar); 7.18-7.27 (M, 2H, Ar); 7.58-7.64 (M, 2H,

Ar); 7.83 (ym. ¢, 1H, NH); 8.10 (ym. ¢, 1H, NH).

136 1.26 (c, 6H, 2CHjy); 2.32 (c, 3H, CHy); 2.55 (T, 2H, J = 1.5, 4-CH,); 4.18 (yu. ¢, 2H, NH,); 4.32 (1, 2H, J = 1.5, 1-CH,); 6.71-6.75 (M, 1H, Ar); 7.09 (T,
1H,J=7.7, Ar); 7.40-7.45 (m, 2H, Ar); 7.85 (ymr. ¢, 1H, NH); 7.95 (ym. ¢, 1H, NH).

138 1.26 (c, 6H, 2CHz); 2.30 (c, 3H, CHa3); 2.54 (c, 2H, 4-CH,); 4.11 (ymr. ¢, 2H, NH,); 4.31 (c, 2H, 1-CH,); 7.00-7.05 (M, 2H, Ar); 7.45-7.49 (M, 2H, Ar);
7.80 (ym. ¢, 1H, NH); 7.95 (ym. ¢, 1H, NH).

13r | 1.26 (c, 6H, 2CHy); 2.55 (c, 2H, 4-CH,); 3.96 (c, 3H, OCHa); 4.20 (ymr. ¢, 2H, NH,); 4.33 (c, 2H, 1-CH,); 6.87-6.95 (m, 3H, Ar); 7.55 (yr. ¢, 1H, NH);
7.92 (yw. ¢, 1H, NH); 8.44-8.50 (m, 1H, Ar).

131 1.27 (c, 6H, 2CHj3); 2.55 (¢, 2H, 4-CHy,); 3.77 (¢, 3H, OCHg); 4.19 (ym. ¢, 2H, NH,); 4.32 (¢, 2H, 1-CH,); 6.46 (mun, 1H, J = 8.0, 2.5, 1.0, Ar); 7.09 (T,
1H, J = 8.0, Ar); 7.17 (uun, 1H, J = 8.0, 1.8, 1.0, Ar); 7.35 (1, 1H, J = 2.5, 1.8, Ar); 7.87 (ym. ¢, 1H, NH); 8.00 (yu. ¢, 1H, NH).

13e¢ | 1.25 (c, 6H, 2CHa); 2.52 (c, 2H, 4-CHy); 3.75 (c, 3H, OCH); 4.19 (yu. ¢, 2H, NH,); 4.29 (c, 2H, 1-CH,); 6.75-6.82 (m, 2H, Ar); 7.45-7.51 (m, 2H, Ar);
7.80 (ymu. ¢, 1H, NH); 8.01 (ym. ¢, 1H, NH).

13:x | 1.25 (c, 6H, 2CHjy); 2.55 (c, 2H, 4-CH,); 4.15 (ym. ¢, 2H, NH,); 4.31 (c, 2H, 1-CH,); 7.16-7.21 (m, 2H, Ar); 7.62-7.68 (M, 2H, Ar); 7.86 (ym. ¢, 1H,
NH): 8.37 (yu. ¢, 1H, NH).

146 1.73-1.83 (M, 4H, 6,7-CH,); 2.20-2.27 (m, 2H, 8-CH,); 2.30 (¢, 3H, CHs); 2.64-2.69 (M, 2H, 5-CHy); 4.00 (yur. ¢, 2H, NH,); 6.94 (aux, 1H, J;= 8.4, J,
=7.8,J;=1.1, Ar); 7.09-7.17 (m, 3H, NH u Ar); 7.69 (yur. ¢, 1H, NH); 7.77 (n, 1H, J;=7.8, Ar).

148 1.74-1.82 (m, 4H, 6,7-CH,); 2.23-2.28 (M, 2H, 8-CH,); 2.32 (¢, 3H, CHsy); 2.64-2.69 (M, 2H, 5-CH,); 4.18 (yur. ¢, 2H, NHy); 6.71 (ymr. n, 1H, J=7.5,
Ar); 7.09 (i, 1H, Ji= 8.8, J, = 7.5, Ar); 7.39-7.44 (m, 2H, Ar); 7.75 (ym. ¢, 1H, NH); 7.76 (yur. ¢, 1H, NH).

l4r 1.73-1.82 (m, 4H, 6,7-CH,); 2.21-2.28 (M, 2H, 8-CH,); 2.30 (c, 3H, CH,); 2.63-2.68 (M, 2H, 5-CH,); 4.13 (w1, 2H, NH,); 6.99-7.05 (M, 2H, Ar); 7.43-
7.48 (M, 2H, Ar); 7.70 (yu. ¢, 1H, NH); 7.77 (yu. ¢, 1H, NH).

14n 1.74-1.84 (m, 4H, 6,7-CH,); 2.24-2.29 (M, 2H, 8-CH,); 2.65-2.70 (M, 2H, 5-CHy); 3.96 (c, 3H, OCHy); 4.20 (ymr. ¢, 2H, NH,); 6.86-6.94 (M, 3H, Ar);

751 (ym. ¢, 1H, NH); 7.72 (ym. ¢, 1H, NH); 8.45-8.50 (m, 1H, Ar).
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1 2
14e | 1.74-1.83 (u, 4H, 6,7-CHy); 2.23-2.28 (, 2H, 8-CHy); 2.64-2.69 (v, 2H, 5-CH;); 3.76 (c, 3H, OCHy); 4.18 (yiw. ¢, 2H, NH,); 6.44 (aag, 1 H, J; = 8.0,
J,=26,J;= 1.1, Ar); 7.08 (1, 1H, J = 8.0, Ar); 7.15 (uan, 1H, J,=8.0,J, = 1.8, J;= 1.1, Ar); 7.34 (n, 1H, J;= 2.6, J,= 1.8, Ar); 7.77 (yw. ¢, 1H,
NH); 7.90 (y. ¢, 1H, NH).
14x | 1.73-1.83 (m, 4H, 6,7-CHy); 2.23-2.28 (m, 2H, 8-CH,); 2.63-2.69 (m, 2H, 5-CH,); 3.23 (w, 2H, NH,); 3.77 (c, 3H, OCHj); 6.75-6.81 (m, 2H, Ar); 7.45-
7.50 (m, 2H, Ar); 7.76 (ym. ¢, 1H, NH); 7.80 (ym. ¢, 1H, NH).
143 | 1.72-1.83 (m, 4H, 6,7-CHy); 2.22-2.30 (M, 2H, 8-CHy); 2.63-2.70 (M, 2H, 5-CH,); 4.14 (yw. ¢, 2H, NH,); 7.15-7.20 (m, 2H, Ar); 7.61-7.67 (m, 2H, Ar);

7.75 (ym. ¢, 1H, NH); 8.21 (ym. ¢, 1H, NH).

Tab6amna 30
OU3UKO-XMMUYECKHE XaPaKTEPUCTUKH 6-apHaIaMHHO-8-aIuKuIaMiUHO-3,3- 1uMeTrI-3,4- nuruapo- L1H-mupano[ 3,4-ClnupuauH-5-kapOOHU TPHIIOB
15a-n
Coemu | Brixon, % R¢ Tun °C Haiineno, % BpyrTo-dopmyna Beruucneno, %
HEHHE C H N C H N
1 2 3 4 5 6 7 8 9 10 11
15a 86 0.65 233-235 70.25 6.42 18.29 CigH20N,O 70.11 6.54 18.17
156 78 0.68 179-180 69.16 7.32 19.27 CxnH27NsO 69.01 7.45 19.16
158 82 0.66 224-226 70.42 5.80 15.11 CxH2»N,O, 70.57 5.92 14.96
15r 76 0.66 199-200 68.28 6.75 15.79 CoH24N,4O, 68.16 6.86 15.90
151 81 0.67 164-166 68.26 7.55 16.74 C24H31N50, 68.38 7.41 16.61
15e 69 0.65 116-117 68.77 7.08 15.34 Cy1H26N4O, 68.83 7.15 15.29
15:x 61 0.68 150-151 69.68 7.75 18.37 CyHpgN5O 69.63 7.70 18.45
153 62 0.66 166-168 69.88 6.87 14.73 CyHpN4O, 69.82 6.92 14.80
15u 65 0.68 134-135 70.85 6.83 17.34 C19H2,N4O 70.78 6.88 17.38
15k 85 0.67 202-203 70.65 6.99 17.24 CioH22N,O 70.78 6.88 17.38
15a 71 0.66 193-194 77.18 6.27 14.50 Ca3H24N4Os,. 71.11 6.23 14.42
15m 92 0.65 203-205 70.67 6.76 17.49 CioH22N,O 70.78 6.88 17.38
15u 79 0.65 190-191 72.36 7.63 15.51 CxH2sN,O 72.50 7.74 15.37
150 66 0.67 214-215 75.47 6.69 13.93 CaxsHy6N,O 75.35 6.58 14.06
15n 65 0.70 217-218 68.89 7.20 15.24 Cy1Ho6N4 O, 68.83 7.15 15.29
15p 68 0.68 195-196 68.87 7.22 15.23 Cy1Hp6N4 O, 68.83 7.15 15.29
15¢ 71 0.66 158-159 65.82 6.74 14.79 C21H26N4O3 65.95 6.85 14.65
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1 2 3 4 5 6 7 8 9 10 11
151 77 0.67 201-202 66.02 7.25 15.87 C24Hz1N504 65.88 7.14 16.01
15y 61 0.69 173-174 67.51 6.49 16.62 Ci1oH2N,0, 67.44 6.55 16.56
15¢ 69 0.66 188-189 67.49 6.62 16.50 Cio0H2N,O, 67.44 6.55 16.56
15x 63 0.67 200-202 67.49 6.62 16.50 Ca4HpsNs0, 69.38 6.06 16.86
151 67 0.67 165-166 65.82 7.20 16.15 C4H31N504 65.88 7.14 16.01
154 71 0.68 213-215 65.76 1.27 16.14 C24H31NsO4 65.88 7.14 16.01
15m 68 0.70 218-219 67.49 6.50 16.62 C19H2:N4O, 67.44 6.55 16.56
15 70 0.67 225-226 65.89 6.91 14.70 CnH6N4O4 65.95 6.85 14.65
1510 72 0.69 163-165 66.87 7.32 17.65 CpH9Ns0O, 66.81 7.39 17.71
155 67 0.69 158-159 66.87 7.32 17.65 Ca3HpsN4O4 67.63 6.91 13.72

*TCX B cucreme xsopodopm-rekcan, 1:3.

Tadauna 31
Cuextpsr AMP 'H coennuenuit 15a-s

Coenmn Cnextp SIMP 'H (3, m.x1., Ty) (JIMCO-de)
HEHHUE
1 2
15a | 1.27 (¢, 6 H, 2CHy); 2.54 (c, 2 H, 4-CH,); 2.90 (1, 3 H, J = 4.5, NHCHy); 4.32 (c, 2 H, 1-CH,); 6.34 (1. k, 1 H, J = 4.5, NHCHz); 6.86-6.92 (m, 1 H,
Ar); 7.15-7.23 (m, 2 H, Ar); 7.62-7.69 (M, 2 H, Ar); 7.82 (ym ¢, 1 H, NH).
156 | 1.27 (c, 6 H, 2CH3); 2.17 (c, 6 H, N(CHa),); 2.41 (r, 2 H, J = 6.9, NCH,); 2.55 (c, 2 H, 4-CH,); 3.43 (1, 2 H, J = 6.9, 5.2, NHCH,); 4.32 (c, 2 H, 1-
CHy); 6.07 (ymw. 1, 1 H, J = 5.2, NHCH.); 6.86-6.92 (m, 1 H, Ar); 7.15-7.22 (u, 2 H, Ar); 7.57-7.63 (m, 2 H, Ar); 7.87 (ym. ¢, 1 H, NH).
158 | 1.28 (c, 6 H, 2CHs); 2.56 (c, 2 H, 4-CH,); 4.37 (c, 2 H, 1-CHy); 4.52 (n, 2 H, J = 5.6, NHCH,); 5.99 (ym. 1, 1 H, J = 3.4, CHy,.); 6.24 (nx, 1 H, J = 3.4,
1.8, CHyy,); 6.84 (yur 1, 1 H, J = 5.6, NHCH,); 6.86-6.92 (m, 1 H, Ar); 7.13-7.19 (m, 2 H, Ar); 7.36 (ymr. x, 1 H, J = 1.8, CHy,,,); 7.48-7.52 (m, 2 H,
Ar); 7.93 (ym. ¢, 1 H, NH).
15r | 1.27 (c, 6 H, 2CHjy); 2.55 (c, 2 H, 4-CH,); 3.27 (¢, 3 H, OCHj3); 3.42-3.54 (M, 4 H, NH(CH,),); 4.33 (¢, 2 H, 1-CH,); 6.31 (ym. 1, 1H, J = 5.4, NHCH,);
6.87-6.93 (m, 1 H, Ar); 7.15-7.23 (M, 2 H, Ar); 7.54-7.61 (m, 2 H, Ar); 7.87 (yur. ¢, 1H, NH).
150 | 1.28 (¢, 6 H, 2CH,); 1.67-1.77 (M, 2 H, NHCH,CH,CH,); 2.31-2.38 (M, 6 H, N(CHy)3); 2.55 (¢, 2 H, 4-CH,); 3.35-3.43 (m, 2 H, NHCH,CH,CH,); 3.54-
3.60 (M, 4 H, O(CH,),); 4.33 (c, 2 H, 1-CH,); 6.43 (ym. 1, 1 H, J = 5.4, NHCH,): 6.87-6.93 (m, 1 H, Ar); 7.16-7.23 (m, 2 H, Ar): 7.58-7.63 (m, 2H, Ar);
7.85 (ym1. ¢, 1 H, NH).
15e | 1.27 (¢, 6 H, 2CHz); 1.76-1.85 (m, 2 H, NHCH,CHy); 2.57 (c, 2 H, 4-CH,); 3.27 (c, 3H, OCHjy); 3.36-3.41 (m, 4 H, NHCH, u CH,0CHz); 4.31 (c, 2 H,

1-CH,); 6.31 (yur.T, 1 H, J = 5.4, NHCH,); 6.86-6.93 (M, 1 H, Ar); 7.15-7.21 (m, 2 H, Ar); 7.58-7.63 (m, 2 H, Ar); 7.83 (ymr.c, 1 H, NH).




TOT

IIponoxenune Tadaunbr 31

1 2

15x | 1.27 (c, 6 H, 2CH3); 1.67-1.76 (m, 2H, NHCH,CH,); 2.18 (¢, 6 H, N(CH3),); 2.38 (1, 2 H, J = 6.8, NCH,); 2.56 (c, 2 H, 4-CHy); 3.41 (1.1, 2 H, J; = 6.9, J, =
5.2, NHCH,); 4.26 (c, 2H, 1-CHp); 6.75 (yurTt, 1H, J = 5.2, NHCH,); 6.85-6.92 (M, 1H, Ar); 7.18-7.24 (M, 2H, Ar); 7.58-7.65 (M, 2H, Ar); 7.79 (yur.c, 1H,
NH).

153 | 1.27 (c, 6 H, 2CH3); 1.58-1.83 (M, 4 H, 2CH,); 2.55 (c, 2 H, 4-CH,); 3.24-4.03 (M, 5 H, CH,, CH, NHCH,); 4.35 (c, 2 H, 1-CH,); 6.33 (yurt, 1 H, J = 5.4,
NHCH,); 6.85-6.94 (m, 1 H, Ar); 7.18-7.23 (m, 2 H, Ar); 7.56-7.61 (M, 2 H, Ar); 7.84 (ym.c, 1 H, NH).

15u | 1.27 (c, 6 H, 2CHy); 2.31 (¢, 3 H, CHy); 2.54 (¢, 2 H, 4-CH,); 2.92 (1, 3 H, J = 4.5, NHCHz); 4.32 (c, 2 H, 1-CH,); 6.38 (x, 1 H, J = 4.5, NHCH,); 6.87-6.93
(M, 1 H, Ar); 7.05-7.17 (m, 3 H, Ar); 7.86 (ym.c, 1 H, NH).

15k | 1.27 (¢, 6 H, 2CHj3); 2.31 (c, 3 H, CHs); 2.54 (¢, 2 H, 4-CH,); 2.91 (n, 3 H, J = 2.5, NHCH3); 4.32 (c, 2 H, 1-CHy); 6.34 (. , 1 H, J = 2.5, NHCH,); 6.70
(mn, 1H,J=7.7,1.6, Ar); 7.06 (ng, 1 H,J=8.0,7.7, Ar); 7.44 (nn, 1 H, J=8.0, 2.4, Ar); 7.54 (nm, 1 H, J = 2.4, 1.6, Ar); 7.66 (ym. ¢, 1 H, NH).

15x | 1.28 (¢, 6 H, 2CHs); 2.24 (¢, 3 H, CHg); 2.55 (¢, 2 H, 4-CH,); 4.37 (c, 2 H, 1-CH,); 4.54 (1, 2 H, J = 5.6, NHCH,); 6.00 (a1, 1 H, J; = 3.2, J, = 0.8, CHgyp.);
6.24 (ax, 1 H, J1= 3.1, J,= 1.8, CHyy,.); 6.70 (yurx, 1 H, J=7.3, CH); 6.85 (ymr.t, 1 H, J = 5.6, NHCH,); 7.04 (ux, 1 H, J;=8.2, J, = 7.3, CH); 7.29 (yurz, 1
H,J=8.2, CH); 7.36 (mx, 1 H, J; = 1.8, J,= 0.8, CHy,,.); 7.42 (yurc, 1 H, CH); 7.85 (yur.c, 1 H, NH).

15m | 1.27 (c, 6 H, 2CHj3); 2.30 (¢, 3 H, CH3); 2.53 (¢, 2H, 4-CH,); 2.88 (1, 3 H, J = 4.5, NHCHj); 4.31 (c, 2 H, 1-CH,); 6.31 (x, 1 H, J = 4.5, NHCHy3); 6.96-7.03
(w, 2 H, Ar); 7.49-7.56 (m, 2 H, Ar); 7.70 (ymr. ¢, 1 H, NH).

150 | 0.93 (1,3 H, J=7.3, CH,CHj3); 1.27 (¢, 6 H, 2CH3); 1.29-1.41 (M, 2 H, CH,CHjs); 1.47-1.60 (m, 2 H, NHCH,CH,); 2.30 (¢, 3 H, CCH3); 2.53 (c, 2 H, 4-CHy);
3.29-3.37 (M, 2H, NHCH,CH,); 4.31 (c, 2 H, 1-CH,); 6.24 (y. T, 1H, J = 5.6, NHCH,): 6.95-7.01 (m, 2H, Ar); 7.45-7.51 (m, 1H, Ar); 7.62 (ym. ¢, 1 H, NH).

150 | 1.29 (c, 6 H, 2CH3); 2.27 (¢, 3 H, CCHa); 2.55 (c, 2 H, 4-CHy); 4.42 (c, 2 H, 1-CH,); 4.55 (1, 2 H, J = 5.8, NHCH.); 6.84-6.89 (m, 2 H, Ar); 6.91 (ym , | H,
J=5.8, NHCH,); 7.13-7.28 (m, 7 H, Ar); 7.67 (yur. ¢, 1 H, NH).

15m | 1.27 (¢, 6 H, 2CHg); 1.64-1.77 (M, 2 H, NHCH,CH,); 2.30 (¢, 3 H, CH3); 2.52 (c, 2 H, 4-CH,); 3.40-3.52 (m, 4 H, NHCH, u CH,OH); 4.13 (1, 1 H, J = 5.1,
OH); 4.31 (c, 2 H, 1-CH,): 6.33 (yurt, 1 H, J = 5.1, NHCH.,): 6.79-7.05 (m, 2 H, Ar); 7.46-7.54 (m, 2 H, Ar); 7.70 (yuc, 1 H, NH).

15p | 1.27 (c, 6 H, 2CHa); 2.30 (c, 3 H, CH,); 2.54 (c, 2 H, 4-CH,); 3.27 (c, 3 H, OCH); 3.41-3.53 (M, 4 H, NHCH,CH,); 4.32 (c, 2 H, 1-CH,); 6.29 (yur.t, 1 H, J =
5.2, NHCH,); 6.96-7.03 (m, 2 H, Ar); 7.42-7.48 (m, 2 H, Ar); 7.75 (yur.c, 1 H, NH).

15¢ | 1.27 (¢, 6 H, C(CHs3),); 2.56 (¢, 2 H, 4-CH,); 3.32 (¢, 3 H, OCHj3); 3.50-3.63 (M, 4 H, NH(CHy)2); 3.96 (¢, 3 H, COCHjy); 4.34 (c, 2 H, 1-CH,); 6.44 (1, 1 H, J
= 5.2, NHCH,); 6.81-6.93 (m, 3 H, Ar); 7.55 (ymr. ¢, 1 H, NH); 8.37-8.43 (m, 1 H, Ar).

15t | 1.27 (c, 6 H, 2CHj3); 2.40-2.45 (m, 4 H, N(CH,),); 2.52-2.58 (M, 4H, NHCH,CH, u 4-CH,); 3.52-3.62 (M, 6 H, NHCH,, O(CH,),); 3.96 (c, 3 H, OCHz); 4.33
(c, 2 H, 1-CH,); 6.28 (ym. 1, 1 H, J = 5.4, NHCH)); 6.79-6.93 (m, 3 H, Ar); 7.55 (ymr. ¢, 1 H, NH): 8.40-8.45 (m, 1 H, Ar).

15y | 1.27 (¢, 6 H, 2CHa); 2.53 (c, 2 H, 4-CH,); 2.95 (1, 3 H, J = 4.4, NHCH,); 3.96 (c, 3 H, OCH3); 4.35 (c, 2 H, 1-CH,); 6.39 (k, 1 H, J = 4.4, NHCH,); 6.82-6.91
(M, 3 H, Ar); 7.57 (ymc, 1 H, NH); 8.51-8.57 (M, 1 H, Ar).

15¢ | 1.27 (¢, 6 H, 2CHz); 2.54 (¢, 2 H, 4-CHy); 2.93 (1, 3 H, J = 4.4, NHCHj3); 3.76 (¢, 3 H, OCHj); 4.32 (¢, 2 H, 1-CHy); 6.39 (x, 1 H, J = 4.4, NHCHj3); 6.43 (11,
1H,Ji =84, J,=2.1, Ar); 7.01-7.11 (m, 1 H, Ar); 7.17 (yurz, 1 H, J = 8.4, Ar); 7.41-7.47 (m, 1 H, Ar); 7.84 (yur.c, 1 H, NH).

15x | 1.28 (c, 6 H, 2CHy); 2.56 (c, 2 H, 4-CHy); 3.70 (c, 3 H, OCHy); 4.40 (c, 2 H, 1-CH,); 4.56 (1, 2 H, J = 5.8, NHCHy); 6.44 (n.1, L H, J, = 7.1, J, = 2.1,

NHCH,); 6.93-7.05 (m, 3 H, 3CH); 7.10-7.16 (v, 2 H, 2CH); 7.52 (n.1, 1 H, J; = 7.8, J, = 2.0, CH); 7.92 (c, 1 H, NH); 8.33 (1, 1 H, J, = 6.2, J, = 1.5, CH);
8.41 (z, 1 H, J = 2.0, CH).
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1 2

150 | 1.27 (c, 6 H, 2CHj,); 2.33-2.37 (M, 4 H, N(CHy),); 2.47 (1, 2 H, J = 6.9, NCHy); 2.55 (c, 2 H, 4-CH,); 3.44-3.51 (m, 2 H, NHCH,); 3.52-3.57 (M, 4 H,
O(CHy),); 3.77 (¢, 3 H, OCHy); 4.32 (c, 2 H, 1-CHy); 6.15 (yur.T, 1 H, J = 5.2, NHCH,); 6.45 (maa, 1 H, J;=8.0, J; =3.5,J;= 1.0, CH); 7.06 (1, 1 H, J =
8.0, CH); 7.15 (mom, 1 H,J; =8.0,J,=2.9,J;=1.0, CH); 7.26 (1, 1 H, J = 2.2, CH); 7.86 (ymr.c, 1 H, NH).

159 | 1.26 (c, 6 H, 2CHj3); 2.28-2.34 (M, 4 H, N(CH,),); 2.40 (1, 2 H, J = 7.0, NHCH,CH,); 2.53 (c, 2 H, 4-CH,); 3.40 (n, 2 H, J = 7.0, NHCH,CHy); 3.50-3.58
(M, 4 H, O(CH,),); 3.76 (c, 3 H, OCHjy); 4.30 (c, 2 H, 1-CH,); 6.10 (ym. T, 1 H, J = 5.4, NHCHy,); 6.71-6.79 (m, 2 H, Ar); 7.39-7.47 (m, 2 H, Ar); 7.73
(ymr. ¢, 1 H, NH).

15m | 1.26 (c, 6 H, 2CHjy); 2.53 (¢, 2 H, 4-CH,); 2.85 (1, 3 H, J = 4.5, NHCHj3); 3.76 (c, 3 H, OCHy); 4.30 (c, 2 H, 1-CH,); 6.27 (x, 1 H, J = 4.5, NHCH,);
6.72-6.78 (m, 2H, Ar); 7.51-7.56 (m, 2 H, Ar); 7.69 (ym.c, 1 H, NH).

153 | 1.27 (¢, 6 H, 2CHg); 2.53 (¢, 2 H, 4-CH,); 3.31 (¢, 3 H, OCHj); 3.51-3.62 (m, 4 H, NHCH,CHy,); 3.76 (c, 3 H, CH,OCH,); 4.35 (c, 2 H, 1-CHy); 6.22 (r,
1 H,J=5.2, NHCH,); 6.85-6.90 (m, 2 H, Ar); 7.53-7.65 (m, 2H, Ar); 7.83 (ymr.c, 1 H, NH).

1510 | 1.27 (c, 6 H, 2CHj3); 2.16 (c, 6 H, N(CH3)y); 2.39 (1, 2 H, J = 6.8, NCHy); 2.53 (c, 2 H, 4-CH,); 3.35-3.43 (M, 2 H, NHCH,); 3.77 (c, 3 H, OCHj3); 4.31
(c, 2H, 1-CH,); 5.97 (ymr1, 1 H, J = 5.4, NHCHS,); 6.71-6.78 (M, 2 H, Ar); 7.43-7.50 (m, 2 H, Ar); 7.70 (ymr.c, 1 H, NH).

15a | 1.26 (c, 6 H, 2CHz); 1.56-1.81 (M, 4 H, 2CH,); 2.54 (c, 2 H, 4-CH,); 3.38-3.64 (m, 5 H, NHCH,CH,, CH); 3.78 (c, 3 H, OCH3); 4.36 (c, 2 H, 1-CHy);

6.12 (yur.t, 1 H, J = 5.1, NHCH,); 6.73-6.78 (M, 2 H, Ar); 7.43-7.51 (m, 2 H, Ar); 7.76 (ymr.c, 1 H, NH).

Taoauna 32

OU3NKO-XUMUYECKHE XapaKTEPUCTUKNA KOHIEHCHPOBAHHBIX 2-aMHHO-1-apui-6-okco-1,6-muruaponupuana-3-kapoonutpuios 186-3, 196-3

E3

Coenmu | Bexon, R¢ Tun °C Haiineno, % Bpyrro-dopmyna Brruucneno, %
HEHHE % C H N C H N
1 2 3 4 5 6 7 8 9 10 11
186 78 0.67 146-147 69.95 6.15 13.51 Cy1gH19N30, 69.88 6.19 13.58
188 75 0.65 270-271 69.97 6.23 13.49 Ci1gH19N30, 69.88 6.19 13.58
18r 81 0.65 265-266 69.81 6.24 13.65 C1gH19N30, 69.88 6.19 13.58
181 77 0.68 253-254 66.38 5.84 12.98 Ci18H19N305 66.45 5.89 12.91
18e 76 0.67 258-259 66.52 5.85 12.82 Ci18H19N305 66.45 5.89 12.91
18:x 79 0.68 298-299 66.56 5.93 12.86 C1gH19N305 66.45 5.89 12.91
183 82 0.69 300-301 62.99 4.93 12.65 C17H16CIN3O, 61.91 4.89 12.74
196 76 0.65 239-240 73.03 6.17 14.96 C17H17N30 73.10 6.13 15.04
198 72 0.65 247-248 73.17 6.09 15.12 C17H17N3O 73.10 6.13 15.04
19r 75 0.66 306-307 72.98 6.18 15.15 C17H17N3O 73.10 6.13 15.04
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1 2 3 4 5 6 7 8 9 10 11
191 76 0.64 224-225 69.21 5.83 14.17 Ci7Hi7N30, 69.14 5.80 14.23
19e 79 0.65 238-239 69.08 5.85 14.15 Ci7Hi7N30, 69.14 5.80 14.23
19x 73 0.65 290-291 69.25 5.76 14.31 C17H17N30, 69.14 5.80 14.23
193 81 0.68 258-260 64.19 4.75 13.93 C16H14CIN;O 64.11 4.71 14.02

*TCX B cucreme nupuaunH—>Tano, 1:1.
Taéauna 33

Cnektpsl AMP ' coenunenui 180-3, 196-3

Coemn Crektp SIMP 'H (8, m.x1., Ty) (IMCO-dg/CCl,:1/3)
HEHHUE

186 | 1.30 (¢, 6 H, 2CH3); 2.09 (¢, 3 H, CH3); 2.47 (c, 2 H, 4-CH,); 4.27 (c, 2 H, 1-CH,); 6.19 (ym1.c, 2H, NH,); 7.07-7.13 (m, 1H, Ar); 7.74-7.43 (M, 3H, Ar).

188 | 1.30 (c, 6 H, 2CHj3); 2.44 (¢, 3 H, CHy); 2.45 (¢, 2 H, 4-CH,); 4.23 (¢, 2 H, 1-CHy); 6.18 (ym.c, 2 H, NH,); 6.96-7.02 (m, 2 H, Ar); 7.31 (yur. 1, 1 H, J =
7.7, Ar); 7.45 (1,1 H,J = 7.7, Ar).

18r | 1.29 (c, 6H, 2CHz); 2.45 (¢, 2H, 4-CH,); 2.46 (c, 3H, CH3); 4.26 (¢, 2H, 1-CH,); 6.12 (yui.c, 2H, NH,); 7.05-7.11 (m, 2H, Ar); 7.34-7.38 (M, 2H, Ar).

18x | 1.30 (c, 6 H, 2CHy); 2.45 (c, 2 H, 4-CH,); 3.83 (c, 3H, OCHy); 4.26 (c, 2H, 1-CH,); 6.18 (yur.c, 2H, NH,); 7.08-7.11 (m, 2 H, Ar); 7.15-7.19 (M, 1 H,
Ar); 7.45-7.51 (m, 2 H, Ar).

18e | 1.29 (c, 6 H, 2CHz); 2.45 (¢, 2 H, 4-CH,); 3.84 (¢, 3 H, OCHs,); 4.26 (¢, 2 H, 1-CH,); 6.25 (yur.c, 2 H, NH,); 6.74-6.79 (M, 2 H, Ar); 7.04 (mun, 1 H, J; =
8.3,J,=2.4,3,=0.9, Ar); 7.46 (r, 1 H, ) = 8.3, Ar).

18k | 1.29 (¢, 6 H, 2CHz); 2.44 (¢, 2 H, 4-CH,); 3.85 (¢, 3 H, OCH,); 4.26 (c, 2 H, 1-CH,); 6.19 (ymr.c, 2 H, NH,); 7.04-7.14 (m, 4 H, Ar).

183 | 1.30(c, 6 H, 2CHj3); 2.44 (c, 2 H, 4-CH,); 4.25 (¢, 2 H, 1-CH,); 6.45 (ymi.c, 2 H, NH,); 7.18-7.23 (M, 2 H, Ar); 7.52-7.57 (M, 2 H, Ar).

196 | 1.68-1.85 (M, 4 H, 6,7-CH,); 2.10 (c, 3 H, CH3); 2.27-2.34 (m, 2 H, 8-CH,); 2.57-2.65 (u, 2 H, 5-CH,); 5.92 (yur.c, 2 H, NH,); 7.05-7.11 (m, 1 H, Ar);
7.34-7.44 (u, 3 H, Ar).

198 | 1.66-1.82 (m, 4 H, 6,7-CH,); 2.24-2.31 (m, 2 H, 8-CHy); 2.44 (c, 3 H, CHy); 2.54-2.61 (m, 2 H, 5-CH,); 5.94 (yur.c, 2 H, NH,); 6.93-7.00 (M, 2 H, Ar);
7.30 (yor. i, 1H,J=7.7,Ar); 7.44 (1,1 H,J= 7.7, Ar).

19r | 1.67-1.82 (m, 4 H, 6,7-CH,); 2.25-2.31 (M, 2 H, 8-CH,); 2.45 (¢, 3 H, CH3); 2.55-2.61 (M, 2 H, 5-CH,); 5.89 (ymr.c, 2 H, NH,); 7.03-7.09 (m, 2 H, Ar);
7.32-7.38 (M, 2 H, Ar).

191 | 1.69-1.85 (m, 4 H, 6,7-CHy,); 2.26-2.34 (M, 2 H, 8-CH,); 2.55-2.64 (m, 2 H, 5-CH,); 3.83 (c, 3 H, OCHjy); 5.91 (yur.c, 2 H, NHy); 7.04-7.19 (M, 3 H, Ar);
7.43-7.52 (m, 1 H, Ar).

19e¢ | 1.70-1.83 (M, 4 H, 6,7-CH,); 2.24-2.31 (m, 2 H, 8-CH,); 2.53-2.60 (M, 2 H, 5-CH,); 3.85 (c, 3 H, OCHj3); 5.95 (yur.c, 2 H, NH,); 6.76-6.82 (m, 2 H, Ar);
7.03-7.09 (m, 1 H, Ar); 7.42-7.48 (m, 1 H, Ar).

19k | 1.70-1.79 (m, 4 H, 6,7-CH,); 2.25-2.33 (M, 2 H, 8-CH,); 2.56-2.62 (M, 2 H, 5-CH,); 3.83 (c, 3 H, OCHz); 5.93 (ymi.c, 2 H, NH,); 7.02-7.18 (m, 4 H, Ar).

193 | 1.66-1.82 (m, 4 H, 6,7-CH,); 2.23-2.32 (M, 2 H, 8-CH,); 2.53-2.62 (m, 2 H, 5-CH,); 6.18 (ymi.c, 2H, NH,); 7.13-7.20 (m, 2H, Ar); 7.50-7.57 (M, 2H, Ar).
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OU3NKO-XUMHUYECKUE XapaKTEPUCTUKHU KOHJICHCUPOBAHHBIX 2-MEeTHIICYIb()aHui-8-1IuKI0aIKUIaMHUHO-3-KapooHuTpuiios 21a,6,r-e,3,u

Coenu | Bexon, R¢* Toun °C Haiineno, % BpyrTo-dpopmyna Brruncneno, %

HEHHE % C H N S C H N S
21a 82.5 0.76 187-188 63.25 6.90 13.74 10.37 C16H21N30S 63.34 6.98 13.85 10.57
216 78.4 0.64 146-147 64.18 7.13 13.06 9.98 C17H23N30S 64.32 7.30 13.24 10.10
21r 80.3 0.71 138-140 65.00 7.38 12.45 9.56 C18HpsN30S 65.22 7.60 12.68 9.67
211 83.7 0.72 144-146 65.78 6.86 15.20 11.53 CysH19N3S 65.90 7.00 15.37 11.73
21e 78.6 0.61 126-127 66.45 7.22 14.38 10.90 Ci6H21N3S 66.86 7.36 14.62 11.15
213 80.6 0.66 112-114 67.60 747 13.68 10.46 Ci17H23NsS 67.74 7.69 13.94 10.64
21m 72.1 0.65 158-160 60.85 6.03 15.08 11.42 C14H17N30S 61.07 6.22 15.26 11.64

*TCX B cucteMe ataHon—xiuopodopm, 3:1.

Taoauma 35

Cnektpsl AMP 'H coennuennii 21a,0,r-e,3,1

Coenu Criexrp SIMP 'H (5, m.x., Ty) (IMCO-ds)
HCHHUC
21a | 1.28 (c, 6 H, 2CH3); 1.92-1.98 (M, 4 H, 2CH,); 2.52 (c, 3 H, SCHs); 2.61 (c, 2 H, 4-CH,); 3.61-3.69 (M, 4 H, N(CH,),); 4.71 (c, 2 H, 1-CH,).
216 | 1.30 (c, 6 H, 2CH,); 1.63-1.74 (m, 6 H, 3CH,); 2.55(c, 3 H, SCH>); 2.67 (c, 2 H, 4-CH,); 3.25-3.29 (M, 4 H, N(CH,),); 4.45 (c, 2 H, 1-CH,).
21r | 1.00 (z, 3 H, J = 6.4, CHCHy); 1.22-1.36 (M, 2 H, CH,CH); 1.71-1.74 (M, 2H, CHCH,); 1.29 (c, 6 H, 2CH3); 1.60-1.65 (m, 1 H, CHCH3); 2.55 (c, 3 H,
SCHs); 2.67 (c, 2 H, 4-CH,); 2.90-3.67 (M, 2 H, N(CH,),); 4.44 (c, 2 H, 1-CH,).
21n | 1.68-1.72 (m, 2 H, 6-CH,); 1.85-1.89 (M, 2 H, 7-CH,); 1.91-1.97 (m, 4 H, 2CH,); 2.53 (c, 3 H, SCH5); 2.60-2.65 (M, 2 H, 8-CH,); 2.75-2.78 (m, 2 H, 5-
CH,); 3.60-3.67 (M, 4 H, N(CH),),).
21e | 1.64-1.84 (m, 10 H, 6-CH,, 7-CH,, 3CH,); 2.48-2.53 (m, 8 H, 8-CH,); 2.54 (c, 3 H, SCH,); 2.77-2.80 (m, 2 H, 5-CH,); 3.24-3.27 (M, 2 H, N(CH,),).
213 | 1.00 (1, 3 H, J = 6.4, CHCHj); 1.22-1.37 (v, 2 H); 1.55-1.77 (m, 5 H); 1.79-1.89 (m, 10 H, 6-CH,, 7-CH,, 3CH,); 2.48-2.51 (M, 2 H, 8-CH,); 2.54 (c, 3
H, SCH5); 2.77-2.81 (M, 2 H, 5-CH,); 2.83-2.87 (M, 2 H, NCH,); 3.68-3.71 (M, 2 H, NCH,).
21u | 2.05-2.10 (M, 2 H, 6-CH,); 2.53 (c, 3 H, SCH5); 2.84-2.89 (M, 2 H, 5-CH,); 2.90-2.93 (m, 2 H, 7-CH,); 3.58-3.73 (M, 8 H, C,HsNO).




SOt

Taoauna 36

DOU3NKO-XUMHUYECKHE XapaKTCPUCTHKU TO3HUJIATOB KOHACHCHPOBAHHBIX 1-aMI/IHO'6-I_II/IKJ'IoaJ'IKI/IJ'IaMI/IHO's-HI/IaHO'2'MCTI/IJ'ICYJ'II)(baHI/IJ'IHI/IpI/II[I/IHI/IYMOB

22a-u

Coenu | Brixon, R¢ To °C Haiineno, % Bpytro-dopmyma Brruncieno, %

HEHUE % C H N S C H N S
22a 68.0 0.56 176-178 56.19 5.98 11.25 12.90 Cy3H3oN4O,4S, 56.31 6.16 11.42 13.07
226 57.8 0.71 180-182 56.88 6.24 10.91 12.50 C24H3oN4O,S, 57.12 6.39 11.10 12.71
228 65.1 0.62 145-147 54.26 5.76 10.88 12.53 Cy3H3oN405S, 54.53 5.97 11.06 12.66
22r 67.0 0.57 162-166 57.76 6.42 10.69 12.21 CysH34N40,S, 57.89 6.61 10.80 12.36
221 58.1 0.64 176-178 57.20 591 12.00 13.68 CyHpsN4O5S, 57.37 6.13 12.16 13.92
22¢ 61.3 0.63 178-180 57.97 6.15 11.66 13.25 Cy3H3oN4O5S, 58.20 6.37 11.80 13.51
22k 69.4 0.63 186-188 55.32 5.78 11.52 13.19 CyH5N40,4S, 55.44 5.92 11.76 13.45
223 64.3 0.57 188-189 58.72 6.48 11.35 12.97 C,4H3N405S, 58.99 6.60 11.47 13.12
22u 60.4 0.62 179-181 54.28 5.50 11.87 13.68 C1HN.40,S, 54.53 5.67 12.11 13.86

*TCX B cucteme BUOAC:HOAC:EtOH:H-0, 3:2:1:1.

Taoauma 37

Cnextpsl IMP 'H coenuuenuii 22a-n

Coenn Cnextp SIMP 'H (3, m.x1., Iy) (IMCO-dg 1 CDCl5*)
HEHHE
1 2
22a | 1.32 (¢, 3 H, CCHg); 1.33 (¢, 3 H, CCHy); 1.93-1.97 (m, 4 H, 2CHy); 2.35 (c, 3 H, CH3CgHy); 2.73 (1, 1 H, J = 18.3, 4-CHH); 2.76 (1, 1 H, J = 18.3, 4-
CHH); 3.32 (¢, 3 H, SCHsy); 3.74-3.85 (M, 4 H, N(CH,),); 4.86 (1, 1 H, J = 16.0, 1-CHH); 4.91 (1, 1 H, J = 16.0; 1-CHH); 6.76 (yu. ¢, 2 H, NH,); 7.00-
7.06 (M, 2 H, Ar); 7.45-7.48 (m, 2 H, Ar).
226 | 1.33 (c, 3H, CCHy); 1.34 (c, 3 H, CCHjy); 1.66-1.73 (M, 6 H, 3CH,); 2.34 (c, 3 H, CH3C¢H,); 2.80 (1, 1 H, J = 18.0, 4-CHH); 2.83 (1, 1 H, J = 18.0, 4-
CHH); 3.35 (c, 3 H, SCHa): 3.42-3.46 (m, 4 H, N(CH,),); 4.55 (c, 2 H, 1-CH,); 6.81 (yu. ¢, 2 H, NH,); 7.02-7.08 (m, 2 H, Ar); 7.42-7.47 (m, 2 H, Ar).
22B | *1.34 (c, 3H, CHa); 1.35 (¢, 3H, CHy); 2.35 (c, 3H, CH3 Ar); 2.81 (c, 2H, 4-CH,); 3.45 (c, 3H, SCH3); 3.41-3.47 (M, 4H, N(CHy),); 3.67-3.71 (m, 4H,
O(CH5),); 4.52 (¢, 2H, 1-CH,); 6.92 (yur.c, 2H, NH,); 7.05-7.11 (m, 2H, Ar): 7.55-7.58 (m, 2H, Ar).
22r | 1.00 (m, 3H,J=6.3, CHCHy); 1.28-1.77 (M, 5 H, CH,CHCH,); 1.34 (c, 6 H, 2CHj); 2.34 (c, 3 H, CH3C¢H,); 2.80 (mx, 1 H, J = 18.3, 4-CHH); 2.83 (x, 1
H, J = 18.3, 4-CHH); 2.88-3.05 (m, 2 H, NCHy); 3.90-3.93 (M, 2 H, NCH,); 3.35 (c, 3 H, SCHj3); 4.55 (¢, 2 H, 1-CH,); 6.82 (ym. ¢, 2 H, NH,); 7.01-7.06
(M, 2 H, Ar); 7.42-7.47 (m, 2H, Ar).
221 | 1.70-1.74 (m, 2 H, 7-CH,); 1.79-1.84 (m, 2 H, 6-CH,); 1.91-1.98 (v, 4 H, 2CH,); 2.34 (c, 3 H, CHzAr); 2.80-2.88 (m, 4 H, 5-CH,, 8-CH,); 3.30 (c, 3 H,

SCHj); 3.67-3.76 (M, 2 H, NCH,); 3.78-3.87 (M, 2 H, NCH,); 6.71 (yw. ¢, 2 H, NH,); 7.01-7.08 (m, 2 H, Ar); 7.41-7.49 (um, 2 H, Ar).
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2

22e

1.63-1.74 (v, 8 H, 7-CH,, 3CH,); 1.87 (v, 2 H, 6-CH,); 2.32 (c, 3 H, CH,Ar); 2.60-2.65 (v, 2 H, 8-CH,); 2.88-2.95 (m, 2 H, 5-CH,); 3.31 (c, 3 H,
SCHa); 3.40-3.47 (M, 4 H, N(CH,),); 6.70 (ym. ¢, 2 H, NH,); 7.00-7.08 (m, 2 H, Ar); 7.42-7.50 (m, 2 H, Ar).

22k

1.71-1.76 (m, 2 H, 7-CH,); 1.90-1.97 (u, 2 H, 6-CH,); 2.35 (c, 3 H, CH;Ar); 2.60-2.67 (1, 2 H, 8-CH,); 2.91-2.98 (u, 2 H, 5-CH,); 3.36 (c, 3H, SCH);
3.47-3.53 (m, 4H, N(CH.,),); 3.70-3.76 (m, 4H, O(CH.,),); 6.80 (yim. ¢, 2H, NH,); 6.98-7.06 (m, 2H, Ar); 7.45-7.49 (m, 2H, Ar).

223

1.01 (g, 3 H, J = 6.3, CHCH;); 1.28-1.90 (v, 9 H, 6-CH,, 7-CH,, CH,CHCH,); 2.35 (c, 3 H, CHaAr); 2.60-2.64 (v, 2 H, 8-CHy); 2.89-3.02 (v, 4 H, 5-
CH,, NCH.,); 3.35 (c, 3 H, SCH,); 3.87-3.93 (m, 2 H, NCH.,): 6.78 (ym. ¢, 2 H, NH,); 7.00-7.08 (m, 2 H, Ar); 7.39-7.47 (m, 2 H, Ar).

22u

2.12-2.16 (M, 2H, 6-CH,); 2.32 (c, 3 H, CH3Ar); 3.00-3.10 (v, 4 H, (5-CH,, 7-CHy); 3.30 (c, 3 H, SCHy); 3.68-3.74 (m, 4 H, N(CH,),); 3.76-3.84 (m, 4
H, O(CH,),); 6.69 (yi. ¢, 2 H, NH,); 7.00-7.08 (M, 2 H, Ar); 7.39-7.46 (m, 2 H, Ar).

Taoauma 38
§ OU3UKO-XUMUYECKHE XapaKTEPUCTUKHA KOHJICHCHPOBAHHBIX 2-THPOKCHITHICYIIb(haHIII-0-TTHKIOATKAIaMUHOIIAPHIUH-3-KapOOHUTPUIIOB 23a-3

Coenn | Beixop, R¢ Tun °C Haiineno, % BpyrTo-dopmyna Beraucneno, %

HEHHE % C H N S C H N S
23a 89 0.59 148-150 61.08 6.77 12.47 9.52 Cy17H23N30,S 61.23 6.95 12.60 9.62
236 75 0.58 151-152 62.07 7.38 11.78 9.45 Ci15H25N30,S 62.22 7.25 12.09 9.23
238 92 0.60 138-140 58.22 6.71 11.85 8.95 C17H23N303S 58.43 6.63 12.02 9.18
23r 80 0.56 142-144 63.58 7.10 13.61 10.45 C16H21N30S 63.34 6.98 13.85 10.57
23n 77 0.62 124-126 64.58 7.51 13.07 9.86 Cy7H,3N30S 64.32 7.30 13.24 10.10
23e 70 0.58 108-110 60.07 6.78 13.33 9.77 Ci6H21N30,S 60.16 6.63 13.15 10.04
23x 73 0.61 165-167 62.18 6.80 14.63 11.21 Cy5H19N30S 62.25 6.62 14.52 11.08
233 70 0.57 128-130 59.06 6.46 13.88 10.67 C15H19N30,S 58.99 6.27 13.76 10.50

*TCX B cucreme xjopopopm—aTanoi, 1:1.

Taoauma 39

Crnextpsl SIMP 'H coenunennii 23a-3

Coenn
HEHUE

Crexrp SIMP H (3, m.x., Ty) (IMCO-ds)

2

23a

1.28 (c, 6 H, 2CHy); 1.90-2.01 (m, 4 H, 2CH,); 2.60 (c, 2 H, 4-CH,); 3.26 (1, 2 H, J 5= 6.8, SCH,CH,); 3.58-3.68 (v, 6 H, N(CH,),, CH,OH); 4.56 (ym. c, 1
H, OH); 4.71 (c, 2 H, 1-CH,).
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IIponoxenune Tadaunbl 39

1 2

236 | 1.29 (c, 6 H, 2CH,); 1.65-1.72 (m, 6 H, 3CH,); 2.66 (c, 2 H, 4-CH,); 3.23-3.27 (M, 6 H, N(CH,),, SCH.CH,); 3.63 (1, 2 H, J; = 6.7, CH,OH); 4.45 (c, 2 H,
1-CH,); 4.55 (yur. ¢, 1 H, OH).

238 | 1.30 (c, 6 H, 2CHa); 2.68 (c, 2 H, 4-CH,); 3.26 (1, 2 H, J 5= 6.8, SCH,CH,); 3.26-3.31 (m, 4 H, N(CH,),); 3.62 (t, 2 H, J; = 6.8, CH,0H); 3.70-3.76 (v, 4
H, O(CH,),); 447 (c, 2 H, 1-CHy); 4.63 (ym. c, 1 H, OH).

23r | 1.61-1.79 (m, 4 H, 6,7-CH,); 1.87-1.97 (m, 4 H, 2CH,); 2.62 (r, 2 H, J 3= 5.9, 8-CH,); 2.71 (1, 2 H, J; = 6.3, 5-CH,); 3.22 (T, 2 H, J5 = 6.7, SCH,CH,);
3.56-3.65 (M, 6 H, N(CH,),, CH,OH); 4.48 (r, 1 H, J; = 5.6, OH).

231 | 1.62-1.86 (m, 10 H, 6,7-CH,, 3CH,); 2.50 (T, 2 H, J 3= 6.1, 8-CHy); 2.79 (, 2 H, J5 = 6.6, 5-CHy); 3.21-3.32 (M, 6 H, N(CH,),, SCH,CH.); 3.62 (t, 2 H, J5
= 6.7, CH,OH); 4.25 (ym. ¢, | H, OH).

23e | 1.65-1.77 (m, 2 H, 7-CH,); 1.83-1.93 (M, 2 H, 6-CH,); 2.51 (1, 2 H, J; = 6.1, 8-CH,); 2.82 (r, 2 H, J; = 6.4, 5-CH,); 3.22-3.33 (v, 6 H, N(CH,),,
SCH,CH.,); 3.58-3.71 (u, 6 H, O(CH,),, CH,OH); 4.58 (ym. ¢, 1 H, OH).

23 | 1.94-2.00 (M, 4 H, 2CHy); 2.00-2.11 (m, 2 H, 6-CH,); 2.83 (r, 2 H, J = 7.6, 7-CH,); 3.13 (T, 2 H, J 3= 7.3, 5-CH,); 3.23 (t, 2 H, J; = 6.8, SCH,CH,); 3.61
(1,2 H, J; = 6.8, CH,OH); 3.69-3.75 (m, 4 H, N(CH.,),); 4.48 (ym. ¢, 1 H, OH).

233 | 2.05-2.15 (v, 2 H, 6-CH,); 2.86-2.95 (v, 4 H, 5,6-CH,); 3.22 (1, 2 H, J; = 6.9, SCH,CH,); 3.57-3.63 (m, 6 H, N(CH,),, CH,OH); 3.68-3.73 (v, 4 H,

O(CH,),); 4.59 (ym. ¢, 1 H, OH).

Ta6auna 40
OU3NKO-XUMHUYECKUE XaPAKTEPUCTUKHA KOHJEHCUPOBAHHBIX 2-0KCO-6-IIMKI0ATKUIAMUHOMUPUANH-3-KapOOHUTPUIIOB 24a-3

Coenu | Bexon, R¢ T °C Haiineno, % Bpyrro-dopmyna Brraucneno, %

HEHHE % C H N C H N
24a 73 0.68 255-257 65.82 6.88 15.26 Ci5H19N30, 65.91 7.01 15.37
246 90 0.70 244-245 66.72 7.46 14.71 Ci6H21N30, 66.88 7.37 14.62
248 85 0.66 280-282 62.12 6.43 14.70 C15H19N305 62.27 6.62 14.52
24r 65 0.64 272-273 69.31 7.21 17.35 C14H17N3O 69.11 7.04 17.27
240 65 0.68 >360 70.25 7.23 16.50 C1sH19N30 70.01 7.44 16.33
24e 88 0.71 253-254 65.02 6.77 16.38 C14H17N30, 64.85 6.61 16.20
24k 73 0.67 >360 68.21 6.65 18.45 C13HisN30 68.10 6.59 18.33
243 88 0.66 228-230 63.51 6.32 17.28 C13H15N30, 63.66 6.16 17.13

*TCX B cucreme NUPUIUH—ITUIALETaT, 1:4.
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Cnektpsl AMP 'H coenuHeHui 24a-3

Taoauna 41

Coemn Crextp SIMP 'H (8, m.zi., T) (IMCO-de)
HEHHE
24a | 1.27 (¢, 6 H, 2CH,); 1.88-1.99 (m, 4H, 2CH,); 2.58 (c, 2H, 4-CH,); 3.54-3.60 (M, 4H, N(CH,),); 4.63 (¢, 2H, 1-CH,); 10.31 (ymu. ¢, 1H, NH).
246 | 1.28 (¢, 6H, 2CHy); 1.63-1.70 (M, 6H, 3CH,); 2.64 (c, 2H, 4-CH,); 3.13-3.19 (m, 4H, N(CH,),); 4.38 (¢, 2H, 1-CH,); 11.29 (ym. ¢, 1H, NH).
248 | 1.28 (¢, 6 H, 2CH3); 2.66 (¢, 2 H, 4-CH,); 3.18-3.23 (M, 4 H, N(CH,),); 3.68-3.73 (m, 4 H, O(CHy,),); 4.43 (¢, 2 H, 1-CH,); 11.45 (ym. ¢, 1 H, NH).
24r | 1.61-1.69 (m, 2 H, 7-CH,); 1.71-1.80 (M, 2 H, 6-CH,); 1.88-1.96 (m, 4 H, 2CH,); 2.55 (1, 2 H, J; = 6.1, 8-CH,); 2.71 (t, 2 H, J3 = 6.5, 5-CH,); 3.51-3.62
(M, 4 H, N(CH,),); 10.60 (ym. c, 1 H, NH).
245 | 1.60-1.84 (m, 10 H, 6,7-CH,, 3CH,); 2.41 (t, 2H, °J = 5.9, 8-CH,); 2.76 (t, 2H, J; = 6.5, 5-CH,); 3.13-3.18 (M, 4 H, N(CH,),); 11.12 (ym. ¢, 1 H, NH).
24e | 1.63-1.85 (M, 4 H, 6,7-CH,); 2.45 (1, 2 H, J3 = 5.8, 8-CH,); 2.78 (1, 2 H, J; = 6.5, 5-CH,); 3.17-3.22 (M, 4 H, N(CH,),); 3.68-3.72 (m, 4 H, O(CH,),);
11.17 (ym. ¢, 1 H, NH).
24 | 1.82-1.98 (m, 6 H, 6-CH,, 2CH,); 2.70 (1,2 H, J3 = 7.7, 7-CH,); 3.01 (1, 2 H, J3 = 7.2, 5-CH,); 3.56-3.67 (M, 4 H, N(CH,),); 10.44 (ym. ¢, 1 H, NH).

Taoauma 42
OU3NKO-XUMUYECKUE XAPAKTEPUCTUKNA KOHJICHCUPOBAHHBIX 2-aJIKOKCH-6-IIMKIOANKIIAMUHOTHUPUANH-3-KapOOHUTPUIIOB 27a-0

Coemu | Beixon, R¢ Tun °C Haiineno, % Bpyrro-dopmyna Brruncneno, %

HEHHe % C H N C H N
27a 94 0.75 77-79 69.06 7.32 13.47 Ci1sH2sN30, 68.98 7.40 13.41
276 98 0.71 149-151 69.52 6.85 13.38 Ci1sH21N30, 69.43 6.80 13.49
278 90 0.76 82-84 69.81 7.62 12.90 Ci19H25N30, 69.70 7.70 12.83
27t 93 0.71 128-130 70.22 7.18 12.85 Ci19H23N30, 70.13 7.12 12.91
27n 87 0.75 93-95 65.76 7.09 12.67 C1sH23N305 65.63 7.04 12.76
27e 92 0.70 118-120 66.12 6.50 12.77 Ci1sH21N305 66.04 6.47 12.84
27K 67.9 0.68 144-145 60.71 6.67 11.26 Ci19H24N305 60.79 6.71 11.19
273 88 0.76 71-73 72.76 7.76 14.02 Cy5H,3N30 72.70 7.80 14.13
2Tn 92 0.71 95-97 73.12 7.21 14.15 Cy5H,:N30 73.19 7.17 14.23
27k 92 0.74 104-106 68.26 7.10 13.95 C17H21N30, 68.20 7.07 14.04
27n 89 0.75 111-113 68.74 6.38 14.21 Ci17H19N30, 68.67 6.44 14.13
27m 755 0.67 106-107 62.52 6.75 12.08 CigH,3N30,4 62.59 6.71 12.17
27H 89 0.72 117-119 67.44 6.75 17.64 Ci16H19N30, 67.35 6.71 14.73
270 89 0.70 164-166 67.91 6.01 14.77 C16H17N30, 67.83 6.05 14.83

*TCX B cucreme xsopohopm—adup, 1:3.
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Taoauna 43

Cnektpsl AMP 'H coequHeHun 27a-0

Coenu Crextp SIMP 'H (3, m.1., Iy) (CDClz 1 IMCO-ds )
HCHHUE

27a | 1.22 (c, 6 H, 2CH5); 1.80 (M, 4 H, 2CH,); 2.63 (c, 2 H, 4-CHy); 3.53 (M, 4 H, N(CH,),); 4.71 (c, 2 H, 1-CH,); 4.78 (1, 2 H, J = 5.5, OCH,); 5.14 (1, 1 H,
J=10.4, CH=CH,); 5.31 (1, 1 H, J = 17.2, CH=CH,); 5.98 (M, 1 H, CH=CH,).

276 | 1.31(c, 6 H, 2CHz3); 1.95 (1, 4 H, J = 6.6, 2CH,); 2.42 (¢, 1 H, C=CH); 2.74 (c, 2 H, 4-CH,); 3.65 (1, 4 H, J = 6.6, N(CHy,),); 4.81 (¢, 2 H, 1-CH,); 4.97
(n, 2 H,J=2.4, OCHy,).

278 | 1.26 (c, 6 H, 2CH3); 1.59 (M, 6 H, 3CHy,); 2.70 (c, 2 H, 4-CH,); 3.18 (M, 4 H, N(CH,),); 4.46 (c, 2 H, 1-CH,); 4.81 (n, 2 H, J = 5.5, OCH,); 5.18 (n, 1 H,
J =10.5, CH=CH,); 5.34 (1, 1 H, J =17.2, CH=CH,); 5.99 (m, 1 H, CH=CH,).

27r | 1.29 (c, 6 H, 2CHy); 1.63 (M, 6 H, 3CH,); 2.40 (1, 1H, J = 2.3, C=CH); 2.74 (c, 2 H, 4-CHy); 3.26 (M, 4 H, N(CH,),); 4.50 (c, 2 H, 1-CH,); 4.95 (1,2 H, J
= 2.2, OCHy,).

270 | 1.24 (c, 6 H, 2CHy); 2.70 (¢, 2 H, 4-CHy); 3.18-3.25 (M, 4 H, N(CH,),); 3.74 (M, 4 H, O(CH,),); 4.47 (c, 2 H, 1-CH,); 4.80 (1, 2 H, J = 5.5, OCH,); 5.17
(n, 1 H,J=10.2, CH=CH,); 5.33 (1, 1 H, J = 17.2, CH=CH,); 5.97 (m, 1 H, CH=CH,).

27e¢ | 1.33(c, 6 H, 2CHg3); 2.43 (1, 1 H, J = 3.1, C=CH); 2.80 (¢, 2 H, 4-CHy); 3.34 (1,4 H, J = 6.1, N(CH,),); 3.81 (1, J = 6.3, 4 H, O(CHy),); 4.55 (¢, 2 H, 1-
CH,); 4.99 (1,2 H,J = 2.2, OCH,).

27x | *1.24 (1,3 H,J=7.1, CH,CHj); 1.30 (¢, 6 H, 2CHs); 2.82 (c, 2 H, 4-CH,); 3.15-3.20 (M, 4 H, N(CH,),); 3.58-3.65 (M, 4 H, O(CH,),); 4.15 (x,2 H, J =
7.1, CH,CH,); 4.37 (¢, 2 H, 1-CH,); 4.85 (c, 2 H, OCH,).

273 | 1.52-1.67 (m, 10 H, 6,7-CH,, 3CH,); 2.34 (1, 2 H, J = 5.9, 8-CH,); 2.70 (T, 2 H, J = 6.6, 5-CHy); 3.10 (M, 4 H, N(CH,),); 4.73 (n, 2 H, J = 5.5, OCH,);
5.08 (1, 1 H, J=10.6, CH=CH,); 5.26 (1, 1 H, J =17.2, CH=CH,); 5.91 (m, 1 H, CH=CH),).

27 | 1.67-1.83 (M, 10 H, 6,7-CH,, 3CHy); 2.41 (t, 1 H, J = 2.3, C=CH); 2.49 (1, 2 H, J = 5.9, 8-CH,); 2.86 (1, 2 H, J = 6.7, 5-CH,); 3.24-3.30 (M, 4 H,
N(CH,)2); 4.99 (1,2 H, J = 2.4, OCH,).

27k | 1.69 (M, 4 H, 6,7-CHy); 2.42 (1,2 H, J =5.9, 8-CH,); 2.76 (T, 2 H, J = 6.6, 5-CH,); 3.22 (M, 4 H, N(CH,),); 3.72 (m, 4 H, O(CHy),); 4.79 (1,2 H, J = 5.4,
OCH,); 5.15 (n, 1 H,J =10.4, CH=CH,); 5.32 (1, 1 H, J = 1.6, CH=CH,); 5.97 (m, 1 H, CH=CH,).

27n | 1.73 (M, 4 H, 6,7-CHy); 2.38 (1, 1 H, J = 2.3, C=CH); 2.46 (1,2 H, J=5.9, 8-CH)); 2.85 (1, 2 H, J = 6.5, 5-CH,); 3.28-3.34 (M, 4 H, N(CH,),); 3.72-3.80
(m, 4 H, O(CH,),); 4.94 (1, 2 H, J = 2.4, OCH,).

27m | *1.27 (1,3 H,J=7.1, CH,CH,); 1.66-1.75 (m, 2 H, 7-CHy); 1.79-1.89 (m, 2 H, 6-CH,); 2.47-2.52 (M, 2 H, 8-CH,); 2.83-2.89 (M, 2 H, 5-CH,); 3.18-3.23
(M, 4 H, N(CH,),); 3.66-3.71 (M, 4 H, O(CH,),); 4.18 (x, 2 H, J=7.1, CH,CHj3); 4.83 (c, 2 H, OCH,).

27u | 1.98-2.03 (m, 2 H, 6-CHy); 2.77-2.84 (M, 4 H, 5,7-CH,); 3.48-3.56 (M, 4 H, N(CH,),); 3.65-3.71 (M, 4 H, O(CH,),); 4.76 (1,2 H, J =5.1, OCH,); 5.16 (7,
1H,J=10.5 CH=CH,); 5.32 (1, 1 H,J=17.2, CH=CH,); 5.96 (m, 1 H, CH).

270 | 2.06-2.12 (M, 2H, 6-CH,); 2.41 (1, 1 H, J = 2.3, C=CH); 2.89 (1,2 H, J = 7.2, 7-CH,); 2.94 (1, 2 H, J = 7.7, 5-CH,); 3.58-3.66 (M, 4 H, N(CH,),); 3.69-

3.78 (M, 4 H, O(CH,),); 4.94 (i, 2 H, J = 2.2, OCH,).
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Taoauua 44

DUBNKO-XUMHYECKHE XapaKTEPUCTUKH KOHACHCUPOBAHHBIX 2-aJTKWICYIb(paHmI-3-1[MaH0-0-1TUKI0IKUIaMUHOTIMPHUINHOB 28a-1, 29a-1, 30a,0

Coenu | Bexon, Rs Tun °C Haiineno, % BpyrTo-dpopmyna Brruncneno, %

HEHUE % C H N S C H N S
28a 75 0.64 139-140 61.59 6.93 10.71 8.29 CyoH27N305S 61.67 6.99 10.79 8.23
286 70 0.65 222-224 58.57 5.45 11.67 6.63 Cu3H25CIN,O3S 58.41 5.33 11.85 6.78
288 68 0.68 168-70 59.87 5.78 12.54 7.08 CpoH26N404S 59.71 5.92 12.66 7.24
28r 74 0.59 225-226 54.11 5.32 15.83 14.21 Cy0H23N503S; 53.92 5.20 15.72 14.39
29a 89 0.63 140-142 61.98 7.06 12.20 9.08 C1sH25N30,S 62.22 7.25 12.09 9.23
296 68 0.63 153- 54 55.23 4.75 11.67 6.83 Ca3H23ClN30,S 55.35 4.64 11.74 6.72
298 72 0.67 140-141 66.27 6.59 12.71 7.56 Cz4H25N,0,S 66.03 6.46 12.83 7.34
29r 73 0.69 213-214 63.84 6.41 12.53 6.92 Cp4H2sN4O3S 63.70 6.24 12.38 7.08
29n 68 0.69 181-182 61.38 5.89 12.15 6.92 Cp4H2sN4O4S 61.52 6.02 11.96 6.84
30a 77 0.58 158-160 61.06 7.02 12.71 9.49 C17H23N30,S. 61.24 6.95 12.60 9.61
306 81 0.62 145-146 62.52 6.78 12.05 9.32 Ci18H23N30,S 62.58 6.71 12.16 9.28

*TCX B cucreme Xjiopopopm—atano, 1:1.

Taoauna 45
Cnextpsl AMP 'H coennuennii 28a-r, 29a-1, 30a,0

Coemun Crnextp SIMP 'H (3, m.x1., Ty) (JIMCO-de)
HEHUE
1 2

28a | 1.27 (1,3 H, J= 7.1, CH,CHa); 1.30 (c, 6 H, 2CHy); 1.65-1.70 (m, 6 H, 3CH,); 2.69 (c, 2 H, 4-CH,); 3.20-3.24 (m, 4 H, N(CHy),); 3.94 (c, 2 H, SCHy):
413 (x, 2 H, J = 7.1, CH,CHa); 4.45 (c, 2 H, 1-CH,).

286 | 1.30 (c, 6 H, 2CHy); 2.70 (c, 2 H, 4-CH,): 3.21-3.26 (m, 4 H, N(CH,),); 3.58-3.63 (m, 4 H, O(CH,),); 4.01 (c, 2 H, SCH,); 4.46 (c, 2 H, 1-CH,): 6.98
(JIZIZI, 1 H, J 1= 80, J 2= 20, J3 = 10, HAr‘Z); 7.22 ()I)I, 1 H, \]1 = 82, J2 = 80, HAr‘3); 7.46 (HH}I, 1 H, \]l: 82, Jg = 20, Jg = 09, HAr‘4); 1.74 (,ZI)I, 1 H, \]l
=1.0, J,= 0.9, Ar); 10.09 (c, 1 H, NH).

288 | 1.30 (c, 6 H, 2CHy); 2.70 (c, 2 H, 4-CHy,); 3.22-3.29 (v, 4 H, N(CH,),); 3.64-3.71 (m, 4 H, O(CH,),); 3.84 (c, 2 H, SCH,); 4.27 (1, 2 H, J = 5.5,
NHCH,,); 4.47 (¢, 2 H, 1-CH,); 6.14 (nn, 1 H, J; = 3.1, J, = 0.8, Ha-3); 6.28 (mm, 1 H, J 1= 3.1, J, = 1.8, Ha-4); 7.36 (m, 1 H, J 1= 1.8, J, = 0.8, Har-5);
8.22 (1, 1H, J = 5.5, NH).

28r | 1.29 (c, 6 H, 2CHa); 2.70 (c, 2 H, 4-CHy); 3.17-3.22 (m, 4 H, N(CHy),); 3.55-3.60 (m, 4 H, O(CH,),): 4.11 (c, 2 H, SCHy); 4.45 (¢, 2 H, 1-CH,); 6.97 (x,
1H,J =35, Ha-5): 7.38 (1, 1 H, J = 3.5, Ha-4): 12.23 (1, 1 H, NH).

29a | 1.21 (r, 3H, J = 7.1, CH,CH,); 1.64 (m, 2 H, 7-CH,); 1.83 (m, 2 H, 6-CH,); 1.92 (m, 4 H, 2CH,): 2.64 (1, 2 H, J = 5.8, 8-CH,,); 2.74 (, 2H, J = 6.3, 5
CH,,); 3.60 (m, 4 H, N(CH,),): 3.90 (c, 2 H, SCH,), 4.12 (x, 2 H, J = 7.1, CH,CH).
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290

1.68-1.77 (M, 2 H, 6-CHy); 1.85-1.95 (m, 2 H, 7-CH,); 2.49-2.56 (m, 2 H, 8-CH,); 2.82-2.96 (m, 2 H, 5-CHy); 3.19-3.27 (m, 4 H, N(CH.),); 3.65-3.74 (m,
4 H, O(CH,),); 4.13 (c, 2 H, SCH,); 7.26 (1, 1 H, J; = 8.8, J, = 2.3, Ha-5); 7.40 (1, 1 H, J = 2.3, Ha-3); 8.14 (1, 1 H, J = 8.8, Ha-6); 9.37 (c, 1 H,
NH).

298

1.67-1.78 (v, 2 H, 6-CH,); 1.84-1.93 (, 2 H, 7-CH,); 2.64-2.70 (m, 2 H, 8-CH,); 2.77 (1, 2 H, J = 7.5, NHCH,CH,); 2.82-1.93 (, 2 H, 5-CH,); 3.23—
3.38 (u, 6 H, N(CH,),, NHCH.,); 3.68-3.76 (M, 4 H, O(CH5,),); 3.78 (c, 2H, SCH,); 7.12-7.24 (m, 5H, Ar); 7.64-7.76 (r, 1 H, J = 5.6, NH).

29r

1.40 (1, 3 H, J = 7.1, CH,CHg,); 1.70-1.78 (v, 2 H, 6-CH,); 1.86-1.95 (u, 2 H, 7-CH,); 2.45-2.58 (m, 2 H, 8-CHy); 2.78-2.94 (, 2 H, 5-CH,); 3.22-3.36
(M, 4 H, N(CH,),); 3.58-3.72 (M, 4 H, O(CH,),); 3.98 (x, 2 H, J = 7.1, CH,CH,); 4.08 (c, 2 H, SCH;); 6.72-6.80 (u, 2 H, Ar); 7.45-7.51 (v, 2 H, Ar);
9.77 (c, 1 H, NH).

29

1.72-1.78 (M, 2 H, 6-CH,); 1.83-1.94 (m, 2 H, 7-CHy); 2.46-2.57 (m, 2 H, 8-CH,); 2.82-2.95 (m, 2 H, 5-CH,); 3.25-3.35 (m, 4 H, N(CH,),); 3.64-3.73 (m,
4 H, O(CH,),); 3.78 (c, 3 H, OCHa); 3.80 (c, 3 H, OCHa); 4.01 (c, 2 H, SCH,); 6.41 (n1, 1 H, J; = 8.8, J ;= 2.5, Ha-5); 6.55 (1, 1 H, J = 2.5, Ha-3); 7.98
(1, 1 H,J = 8.8, Ha-6); 8.82 (c, | H, NH).

30a

1.26 (1, 3 H, J = 7.1, CH,CHj,); 1.95 (m, 4 H, 2CH,); 2.06 (m, 2 H, 6-CH,); 2.85 (1, 2 H, J = 7.7, 7-CH,,); 3.14 (1, 2 H, J = 7.3, 5-CH,,); 3.68 (v, 4 H,
N(CH.,),); 3.91 (c, 2 H, SCH,); 4.12 (x, 2 HJ = 7.1, CH,CH.).

300

1.27 (1, 3 H, J = 7.1, CH,CHy); 1.57-1.74 (m, 6 H, 3CH,); 2.05-2.15 (m, 2 H, 6-CH,); 2.86-2.94 (m, 4 H, 5,7-CH,); 3.55-3.60 (v, 4 H, N(CH,),); 3.91 (c,
2 H, SCH,); 4.12 (x, 2 H, J 7.1, CH,CHS).

Ta6auna 46
du3yno-XxMMHUYECKHe XapaKTEePUCTUKK KOHJICHCHPOBAaHHBIX 5-apuimamuno[1,2,4]rpuasono[4,3-a]nupuann-6-kapobonutpusios 31a-x, 32a-3
Coemu | Bmixon, R¢ T °C Haiineno, % BpytTo- Brruucieno, %
HEHUE % C H N dbopmyia C H N
1 2 3 4 5 6 7 8 9 10 11
31a 71 0.71 266-267 67.78 5.33 21.86 CisH17NsO 67.70 5.37 21.93
316 73 0.72 175-177 68.52 5.78 20.95 Ci9H19N50 68.45 5.74 21.01
318 80 0.72 235-236 68.37 5.77 21.08 C19H19NsO 68.45 5.74 21.01
31ir 75 0.73 127-129 65.24 5.44 21.10 C19H1sN50, 65.32 5.48 21.04
31n 83 0.74 210-212 65.39 5.51 21.12 C1oH19N50, 65.32 5.48 21.04
3le 78 0.74 143-145 65.26 5.52 20.97 Ci9H19N50, 65.32 5.48 21.04
31x 70 0.72 277-278 61.17 4.52 19.71 C15H16CINsO 61.10 4.56 19.79
32a 77 0.71 288-290 70.65 5.19 21.14 Ci7H15Ns 70.57 5.23 24.21
326 79 0.70 193-195 71.35 5.61 22.98 CisH17Ns 71.27 5.65 23.09
328 85 0.70 257-258 71.32 5.69 23.05 CigHi7Ns 71.27 5.65 23.09
32r 88 0.71 242-244 71.21 5.68 23.17 CigHi7Ns 71.27 5.65 23.09
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1 2 3 4 5 6 7 8 9 10 11
321 76 0.72 263-264 67.78 5.34 21.81 CisHi7NsO 67.70 5.37 21.93
32e 73 0.72 268-269 67.81 5.31 21.84 CigHi7NsO 67.70 5.37 21.93
32k 90.3 0.71 214-216 67.77 5.43 22.05 C15H17NsO 67.70 5.37 21.93
323 87.4 0.70 227-229 63.15 4.31 21.70 C17H14CINs 63.06 4.36 21.63

*TCX B cucteme xiopodopm—tanon—adup, 1:1:1.

Taoauma 47

Cuextpst AMP H coenqnuenuii 31a-xk, 32a-3

Coenu Crnektp SIMP 'H (3, m.x1., Iy) (IMCO-dg/CCl,:1/3)
HEHHE
1 2

3la | 1.34 (c, 6H, 2CHs3); 2.60 (c, 2H, 7-CH,); 4.86 (c, 2H, 10-CH,); 7.10-7.20 (M, 3H, Ar); 7.32-7.41 (M, 2H, Ar); 9.09 (¢, 1H, 3-CH); 9.85 (ym. ¢, 1 H, NH).

316 | 1.33(c, 6 H, 2CHsy); 2.39 (c, 3 H, CHg); 2.65 (c, 2 H, 7-CHy); 4.82 (c, 2 H, 10-CH,); 7.01-7.08 (M, 3 H, Ar); 7.20-7.27 (m, 1 H, Ar); 8.34 (c, 1 H, 3-CH); 9.78
(ymr. ¢, 1H, NH).

318 | 1.32 (c, 6 H, 2CHy); 2.41 (¢, 3 H, CHy); 2.62 (c, 2 H, 7-CH,); 4.81 (¢, 2 H, 10-CH,); 7.12-7.21 (m, 4 H, Ar); 8.33 (¢, 1 H, 3-CH); 9.74 (ymr. ¢, 1 H, NH).

31r | 1.32 (¢, 6 H, 2CHy); 2.61 (¢, 2 H, 7-CH,); 3.82 (¢, 3 H, OCHy); 4.81 (¢, 2 H, 10-CH,); 6.96 (1.1, 1 H, J=7.5, 1.2, Ar); 7.02 (mx, 1 H, J = 8.3, 1.0, Ar); 7.26-
7.34 (m, 2 H, Ar); 8.33 (¢, 1 H, 3-CH); 9.34 (ym. ¢, 1 H, NH).

31x | 1.34 (c, 6 H, 2CHjy); 2.62 (c, 2 H, 7-CH,); 3.80 (c, 3 H, OCHjy); 4.86 (c, 2 H, 10-CH,); 6.64-6.72 (m, 3 H, Ar); 7.20-7.27 (m, 1 H, Ar); 9.05 (¢, 1H, 3-CH);
9.83 (ymr. ¢, 1 H, NH).

31e | 1.32(c, 6 H, 2CHa); 2.54 (c, 2 H, 7-CH,); 3.84 (c, 3 H, OCHa); 4.82 (c, 2 H, 10-CH,); 6.90-6.95 (m, 2 H, Ar); 7.13-7.19 (m, 2 H, Ar); 9.22 (c, 1 H, 3-CH);
9.70 (ymr ¢, 1 H, NH).

31k | 1.34 (c, 6H, 2CHs,); 2.61 (c, 2H, 7-CH,); 4.86 (c, 2H, 10-CH,); 7.10-7.16 (M, 2H, Ar); 7.31-7.36 (M, 2H, Ar); 9.12 (c, 1H, 3-CH); 9.90 (ymr. ¢, 1 H, NH).

32a | 1.85-1.98 (M, 4 H, 8,9-CH,); 2.71-2.78 (M, 2 H, 10-CH,); 2.89-2.97 (M, 2 H, 7-CH,); 7.01-7.14 (m, 3 H, Ar); 7.29-7.37 (M, 2 H, Ar); 8.93 (¢, 1 H, 3-CH); 9.68
(ymr. ¢, 1 H, NH).

326 | 1.81-1.93 (m, 4 H, 8,9-CHy); 2.29 (c, 3 H, CHy); 2.68-2.73 (M, 2 H, 10-CH,); 2.84-2.89 (M, 2 H, 7-CH,); 7.19-7.28 (M, 4 H, Ar); 8.29 (¢, 1 H, 3-CH); 9.32
(ym. ¢, 1 H, NH).

328 | 1.82-1.94 (M, 4 H, 8,9-CH,); 2.32 (¢, 3 H, CHy); 2.70-2.77 (m, 2 H, 10-CHy); 2.84-2.90 (m, 2 H, 7-CHy); 7.11-7.20 (m, 4 H, Ar); 8.28 (¢, 1 H, 3-CH); 9.43
(ym. ¢, 1 H, NH).

32r | 1.82-1.95 (m, 4 H, 8,9-CH,); 2.39 (¢, 3 H, CHy); 2.73-2.79 (M, 2 H, 10-CH,); 2.85-2.92 (M, 2 H, 7-CHy); 7.09-7.16 (M, 4 H, Ar); 8.27 (c, 1 H, 3-CH); 9.48
(ym. ¢, 1 H, NH).

32n | 1.82-1.94 (m, 4H, 8,9-CH,); 2.64-2.70 (m, 2H, 10-CH,); 2.88-2.93 (M, 2H, 7-CH,); 3.84 (c, 3H, OCHjy); 6.95 (1.1, 1H, J; = 7.7, J, = 1.3, Ha-5); 7.03 (nm, 1 H,

J1=8.3,3,= 1.3, Ha3); 7.15 (u, 1H, J1 = 7.7, 3, = 1.6, Ha-6); 7.24 (mau, 1H, J1 = 8.3, J, = 7.7, J3 = 1.6, Har4); 9.15 (¢, 1H, 3-CH); 9.34 (ym. ¢, 1H, NH).
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1 2
32¢ | 1.85-1.98 (m,4 H, 8,9-CH,); 2.73-2.79 (m, 2 H, 10-CHy); 2.89-2.97 (m, 2 H, 7-CH); 3.79 (c, 3 H, OCH3); 6.53-6.67 (M, 3 H, Ar); 7.20 (1, 1 H, J = 8.1, Ar);
8.89 (c, 1 H, 3-CH); 9.67 (ym. ¢, 1 H, NH).
32k | 1.83-1.94 (m, 4 H, 8,9-CH,); 2.64-2.70 (M, 2 H, 10-CHy); 2.86-2.91 (M, 2 H, 7-CH,); 3.82 (¢, 3 H, OCHj3); 6.87-6.97 (m, 2 H, Ar); 7.07-7.12 (m, 2 H, Ar);
9.07 (c, 1 H, 3-CH); 9.52 (yur c, 1 H, NH).
323 | 1.83-1.98 (M, 4 H, 8,9-CH,); 2.70-2.78 (M, 2 H, 10-CH,); 2.89-2.98 (M, 2 H, 7-CH,); 7.00-7.08 (M, 2 H, Ar); 7.28-7.34 (M, 2 H, Ar); 8.99 (c, 1 H, 3-CH);

9.77 (yw. ¢, 1 H, NH).

Taoauma 48

DOU3UKO-XUMUYECKHE XapaKTePUCTUKU 8,8-1umernin-5-apunamMuno-3-tuokco-2,3,7,10-rerparuapo-8H-nmpano[ 3,4-c][1,2,4]rpuazono[4,3-a]-
MUPUIHH-6-KapOOHUTPHUIOB 33a-1 M KOHJICHCHPOBAHHBIX S-apuiiaMuHo-3-ankuicynbdanui[l,2,4]rpuazono[4,3-a]nupuauH-6-kapOOHUTPHIOB

34a-m, 35a,0, 36a-a

Coenn | Bexon, R¢ Tun °C Haiineno, % BpyrTo-dopmyna Beraucneno, %

HEHHE % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
33a 88 0.61 258-260 61.58 4.85 19.87 9.06 C15H17Ns0S 61.52 4.88 19.93 9.12
336 88 0.59 247-249 62.50 5.21 19.24 8.81 Cy1gH19Ns0S 62.44 5.24 19.16 8.77
338 89 0.59 238-239 62.51 5.27 19.09 8.71 Cy1gH19Ns0S 62.44 5.24 19.16 8.77
33r 85 0.62 265-267 59.88 5.06 18.42 8.34 C19H19Ns0,S 59.82 5.02 18.36 8.41
33n 77 0.62 245-247 59.76 5.05 18.28 8.47 C19H19Ns0,S 59.82 5.02 18.36 8.41
34a 78 0.65 210-211 64.51 4.95 17.43 6.57 C6H24NO,S 64.44 4.99 17.34 6.62
346 80 0.65 228-229 63.56 5.31 15.97 6.14 CsH28NO3S 63.62 5.34 15.90 6.07
348 62 0.66 218-219 59.08 4.32 18.45 5.97 Cyp6H23N70,S 58.97 4.38 18.51 6.06
34r 70 0.65 221-222 61.89 4.46 13.82 6.25 C6H22CINsO,S 61.96 4.40 13.90 6.36
34n 60.1 0.67 206-207 69.15 5.85 14.98 6.74 Cy7H,7Ns0S 69.06 5.80 14.91 6.83
34e 69.5 0.65 234-235 64.51 7.04 16.02 6.07 CsH36NO02S 64.59 6.97 16.14 6.16
34x 65.4 0.65 207-208 68.64 4.97 14.90 5.63 C32H2sNgO2S 68.55 5.03 14.99 5.72
343 61.9 0.62 216-217 65.13 5.21 16.78 6.51 Cy7H26NO0,S 65.04 5.26 16.86 6.43
34u 61.3 0.60 231-232 64.97 5.33 16.92 6.34 Cy7H26NO0,S 65.04 5.26 16.86 6.43
34k 63.6 0.63 183-184 56.51 4.05 15.07 5.71 C26H22C1,N6O,S 56.42 4.01 15.18 5.79
340 64.5 0.62 211-212 60.78 4.27 16.45 6.12 C6H22Ng04S 60.69 431 16.33 6.23
34m 64.1 0.65 209-210 60.61 4.37 16.21 6.30 C6H2:Ng04S 60.69 431 16.33 6.23
35a 76 0.59 187-189 63.38 5.54 18.52 8.37 C0H21NsOS 63.30 5.58 18.46 8.45
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1 2 3 4 5 6 7 8 9 10 11 12 13
356 82 0.64 194-196 60.88 5.70 17.12 6.45 C25H28Ns03S 60.96 5.73 17.06 6.51
36a 81 0.68 183-184 66.25 6.74 16.00 7.31 Cu4H29Ns0S 66.18 6.71 16.08 7.36
360 77 0.68 199-200 64.12 5.54 15.56 5.99 Co9H30Ns03S 64.19 5.57 15.49 5.91
368 75 0.67 203-204 62.28 5.44 15.10 5.69 C9H30Ns04S 62.35 5.41 15.04 5.74
36r 66.3 0.70 209-210 63.53 5.39 15.82 6.15 CagH28Ns03S 63.62 5.34 15.90 6.07
36 75.6 0.70 206-207 63.71 5.26 16.01 5.98 CagH28Ns03S 63.62 5.34 15.90 6.07
36e 65.3 0.66 198-199 66.86 5.55 14.34 6.56 C,7H,7N50,S 66.78 5.60 14.42 6.60
36:x 65.2 0.63 221-222 63.81 4.90 14.21 6.47 C6H24CINsOS 63.73 4.94 14.29 6.54
363 67.2 0.61 217-218 57.28 4.32 14.75 5.73 C,7H24Cl,NgO,S 57.14 4.26 14.81 5.65
36mu 68.0 0.71 225-226 62.29 4.88 16.86 6.48 Ca6H24Ns03S 62.38 4.83 16.79 6.41
36K 66.3 0.67 215-216 61.43 451 15.97 5.99 C,7H,4Ns04S 61.35 4.58 15.90 6.07
3641 74.6 0.65 222-223 69.08 5.20 14.54 5.67 Ca3H30N0,S 68.97 5.26 14.62 5.58

*TCX B cucteMe MUPUAMH—ITUIALETAT, 2:1.
Taoauna 49
Cunextpsl AMP 'H coennnennii 33a-x, 34a-m, 35a,0 1 36a-1
Coe. Cnektp SIMP 'H (8, m.x1., Iy) (IMCO-dg/CCl4:1/3 u IMCO-ds )

1 2

33a | 1.29 (c, 6 H, 2CHs); 2.42 (c, 2 H, 7-CH,); 454 (c, 2 H, 10-CH,); 7.25-7.08 (v, 3 H, Ar); 7.21-7.32 (v, 2 H, Ar); 12.69 (yur. ¢, 1 H, 5-NH); 14.68 (y1u.
¢, 1H, 2-NH).

330 1.29 (¢, 6 H, 2CH,); 2.41 (¢, 3H, CHy); 2.42 (1, 2 H, J = 1.8, 7-CH,); 4.54 (1, 2 H, J = 1.6, 10-CH,); 7.06-7.11 (m, 3 H, Ar); 7.26-7.31 (m, 1 H, Ar);
12.66 (yur ¢, 1H, 5-NH); 14.67 (yur ¢, 1 H, 2-NH).

338 | 1.28 (c, 6 H, 2CHs); 2.40 (c, 2 H, 7-CHy); 2.41 (c, 3 H, CH3); 4.57 (c, 2 H, 10-CH,); 7.15-7.23 (v, 4 H, Ar); 12.64 (yw. ¢, 1 H, 5-NH); 14.66 (ym. c, 1
H, 2-NH).

33r | 1.29 (c, 6 H, 2CHjy); 2.43 (1, 2 H, J = 2.0, 7-CH)); 3.83 (¢, 3 H, OCHj3); 4.54 (t, 2 H, J = 2.0, 10-CH,); 6.80-6.88 (m, 3 H, Ar); 7.29 (ux, 1 H, J = 8.8,
7.9, Ar); 12.65 (¢, 1 H, 5-NH); 14.68 (ym. ¢, 1 H, 2-NH).

33x1 | 1.29 (c, 6 H, 2CHsy); 2.38 (1, 2 H, J = 1.7, 7-CH,); 3.84 (c, 3 H, OCHjy); 4.51 (1, 2 H, J = 1.7, 10-CH,); 6.90-6.95 (M, 2 H, Ar); 7.21-7.26 (M, 2 H, Ar);
12.60 (yw. ¢, 1 H, 5-NH); 14.64 (ym. ¢, 1 H, 2-NH).

34a | *1.35(c, 6 H, 2CHy); 2.63 (1, 2 H, J = 1.8, 7-CH,); 4.17 (¢, 2 H, SCH,); 4.84 (1, 2 H, J = 1.8, 10-CH,); 6.93-7.03 (M, 4 H, Ar); 7.19-7.31 (M, 4 H, Ar);
7.51-7.56 (M, 2 H, Ar); 9.58 (ym. ¢, 1 H, NH); 10.17 (ym. ¢, 1 H, NH).

346 | *1.34 (c, 6 H, 2CHs); 1.37 (1, 3 H, J = 7.0, CH,CH3); 2.63 (1, 2 H, J = 1.8, 7-CH,); 3.97 (x, 2 H, J = 7.0, OCH,); 4.13 (c, 2 H, SCH;,); 4.84 (1, 2 H, J =

1.8, 10-CH,); 6.72-6.78 (m, 2 H, Ar); 6.94-7.02 (v, 3 H, Ar); 7.24-7.31 (m, 2 H, Ar); 7.39-7.45 (m, 2 H, Ar); 9.64 (c, 1 H, NH); 10.02 (c, 1 H, NH).
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348 | *1.35(c, 6 H, 2CHy); 2.63 (¢, 2 H, 7-CH,); 4.22 (¢, 2 H, SCH,); 4.84 (¢, 2 H, 10-CH,); 6.88-6.99 (M, 3 H, Ar); 7.21-7.33 (m, 3 H, Ar); 7.63 (t.1, 1 H, J;
=8.3,J,=14,Ar); 7.98 (ux, L H, J; =8.3, J,= 1.4, Ar); 8.05 (mx, 1 H, J; =8.3,J, = 1.1, Ar); 9.37 (¢, 1 H, NH); 10.67 (¢, 1 H, NH).

34r | *1.35(c, 6 H, 2CHj,); 2.63 (c, 2 H, 7-CH,); 4.84 (c, 2 H, 10-CH,); 4.85 (c, 2 H, SCH,); 6.87-6.98 (M, 3 H, Ar); 7.21-7.28 (M, 2 H, Ar); 7.46-7.50 (m, 2
H, Ar); 7.99-8.04 (m, 2 H, Ar); 9.32 (ym. ¢, 1 H, NH).

34x1 | *1.36 (c, 6 H, 2CHj3); 1.93-2.04 (m, 2 H, SCH,CHy); 2.65 (1, 2 H, J = 7.5, CH,CgHs); 2.65 (¢, 2 H, 7-CH,); 3.15 (1, 2 H, J = 7.2, SCH,); 4.86 (c, 2 H,
10-CH,); 6.76-6.81 (m, 2 H, Ar); 6.89-6.95 (M, 1 H, Ar); 7.04-7.77 (m, 2 H, Ar); 9.11 (ym. ¢, 1 H, NH).

34e | *0.91 (1,3 H,J=7.2, CH,CH3); 0.96 (t, 3 H, J=7.2, CH,CHj3); 1.19-1.59 (m, 8 H, 2(CH,),CHj3); 1.35 (c, 6 H, 2CH3); 2.63 (c, 2 H, 7-CH,); 3.22-3.31
(M, 4 H, N(CH,),); 4.22 (c, 2 H, SCH,); 4.85 (c, 2 H, 10-CH,); 6.98-7.04 (M, 3 H, Ar); 7.26-7.33 (M, 2 H, Ar); 10.05 (ymr. ¢, 1 H, NH).

34k | *1.35(c, 6 H, 2CHj3); 2.65 (c, 2 H, 7-CH,); 3.97 (¢, 2 H, SCH,); 4.86 (c, 2 H, 10-CH,); 6.87-6.91 (m, 2 H, Ar); 6.93-6.99 (M, 1 H, Ar); 7.13-7.45 (m, 12
H, Ar); 9.41 (ym. ¢, 1 H, NH).

343 | *1.35(c, 6 H, 2CHg); 2.32 (c, 3 H, CHj3); 2.63 (¢, 2 H, 7-CH,); 4.15 (¢, 2 H, SCH,); 4.85 (c, 2 H, 10-CH,); 6.78-6.83 (m, 1 H, Ar); 6.94-7.02 (m, 3 H,
Ar); 7.10 (r, 1 H,J= 7.7, Ar); 7.24-7.36 (m, 4 H, Ar); 9.57 (yu.c, 1H, NH); 10.07 (ymr. ¢, 1 H, NH).

34u | *1.34 (c, 6 H, 2CHa); 2.29 (c, 3 H, CHsy); 2.61 (c, 2 H, 7-CHy); 4.14 (¢, 2 H, SCH,); 4.84 (c, 2 H, 10-CH,); 6.94-7.00 (m, 2 H, Ar); 7.00-7.05 (m, 3 H,
Ar); 7.24-7.31 (m, 2 H, Ar); 7.38-7.42 (m, 2 H, Ar); 9.62 (c, 1 H, NH); 10.07 (c, 1 H, NH).

34k | *1.35 (c, 6H, 2CHsy); 2.63 (c, 2H, 7-CH,); 4.15(c, 2H, SCH,); 4.84 (¢, 2H, 10-CH,); 6.90-7.01 (m, 3H, Ar); 7.23-7.30 (M, 2H, Ar); 7.35 (1, 1H, J= 8.8,
Ar); 7.44 (nn, 1 H, J =8.8, 2.4, Ar); 7.85 (1, 1H, J = 2.4, Ar); 9.43 (c, 1 H, NH); 10.46 (c, 1H, NH).

341 | *1.35(c, 6 H, 2CHj3); 2.65 (c, 2 H, 7-CH,); 4.83 (¢, 2 H, 10-CH,); 4.92 (c, 2 H, SCH,); 6.86-6.96 (m, 3 H, Ar); 7.20-7.26 (m, 2 H, Ar); 7.79 (1, 1 H, J =
7.9, Ar); 8.38-8.46 (m, 2 H, Ar); 8.73 (1, 1 H, J = 1.8, Ar); 9.30 (ym ¢, 1 H, NH).

34m | 1.35(c, 6 H, 2CHj3); 2.64 (c, 2 H, 7-CH,); 4.84 (c, 2 H, 10-CH,); 4.89 (c, 2 H, SCH),); 6.85-6.96 (m, 3 H, Ar); 7.21-7.27 (m, 2 H, Ar); 8.20-8.25 (m, 2 H,
Ar); 8.28-8.33 (m, 2 H, Ar); 9.29 (yw. ¢, 1 H, NH).

35a | 1.36 (c, 6 H, 2CHjy); 2.31 (¢, 3H, CH3); 2.64 (1, 2 H, J = 1.8, 7-CH,); 2.65 (¢, 3 H, SCH,); 4.85 (1, 2 H, J = 1.8, 10-CH,); 6.53 (ax, 1 H, J = 7.7, 2.0,
Ar); 6.60 (m, 1 H,J =20, 1.5, Ar); 6.72 (n, 1 H,J=7.7,1.5, Ar); 7.08 (1, L H, J = 7.7, Ar); 8.94 (ym1. ¢, 1 H, NH)

356 1.35 (¢, 6 H, 2CHg); 2.35 (¢, 3 H, CH3); 2.64 (1,2 H, J = 1.8, 7-CH,); 3.49-3.62 (M, 8 H, N(CH,),, O(CHy>),); 4.26 (c, 2 H, SCH,); 4.85 (1,2 H, J = 1.8,
10-CH,); 6.75-6.84 (m, 3 H, Ar); 7.12-7.19 (m, 1 H, Ar); 9.94 (ym. ¢, 1 H, NH).

36a | 0.90 (m, 6 H, J=6.5 CH(CHj),); 1.35 (c, 6 H, 2CHj3); 1.49-1.59 (m, 2 H, CHCHj,); 1.59-1.72 (M, 1 H, CH(CHj3),); 2.32 (¢, 3 H, CHy); 2.62 (1, 2 H, J =
1.8, 7-CH,); 3.12-3.19 (m, 2 H, SCH,); 4.85 (r, 2 H, J = 1.8, 10-CH,); 6.71-6.76 (v, 2 H, Ar); 7.01-7.07 (m, 2 H, Ar); 8.97 (¢, 1 H, NH).

3606 1.34 (¢, 6H, 2CH,); 1.37 (1, 3H, J = 7.0, CH,CHs); 2.34 (¢, 3H, CHg); 2.60 (c, 2H, 7-CHy); 3.97 (x, 2H, J = 7.0, OCH,); 4.11 (¢, 2H, SCHy); 4.83 (c, 2
H, 10-CH,); 6.71-6.77 (M, 2H, Ar); 6.88-6.94 (m, 2H, Ar); 7.01-7.11 (m, 2H, Ar); 7.38-7.44 (m, 2H, Ar); 9.60 (ym. ¢, 1H, NH); 10.00 (yur, ¢, 1H, NH).

368 | 1.34 (c, 6 H, 2CH,); 2.33 (¢, 3 H, CHjy); 2.61 (1, 2 H, J = 1.6, 7-CHy); 3.75 (¢, 3 H, OCHjy); 3.81 (¢, 3 H, OCHz); 4.12 (¢, 2 H, SCH,); 4.85 (1,2 H, J =
1.6, 10-CH,); 6.38 (mx, 1 H, J = 8.8, 2.6, Ar); 6.45 (o, 1L H, J = 2.6, Ar); 6.84-6.89 (m, 2 H, Ar); 7.04-7.09 (M, 2 H, Ar); 7.83 (z, 1 H, J=8.8, Ar); 9.44
(ymr. ¢, 1 H, NH); 9.50 (ym. ¢, 1 H, NH).

36r | 1.34(c, 6 H, 2CHy); 2.34 (c, 3 H, CHy); 2.60 (c, 2 H, 7-CH,); 3.74 (c, 3 H, OCHjy); 4.12 (¢, 2 H, SCH); 4.83 (c, 2 H, 10-CH,); 6.74-6.80 (M, 2 H, Ar);

6.89-6.95 (M, 2 H, Ar); 7.06-7.11 (m, 2 H, Ar); 7.39-7.45 (m, 2 H, Ar); 9.61 (c, 1 H, NH); 10.03 (c, 1 H, NH).
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361 | 1.36 (c, 6 H, 2CHy); 2.33 (c, 3 H, CHa); 2.60 (c, 2 H, 7-CH,); 3.75 (c, 3 H, OCH}); 4.14 (c, 2 H, SCH.); 4.83 (c, 2 H, 10-CH,); 6.54 (ang, 1 H, J; = 8.1,
J,=2.2,J,=1.0, Ar); 6.88-6.93 (m, 2 H, Ar): 7.00-7.14 (m, 4 H, Ar): 7.23 (1, 1 H, J = 2.2, Ar); 9.52 (c, 1 H, NH); 10.15 (c, 1 H, NH).

36e | *1.35 (c, 6 H, 2CH3); 2.33 (c, 3 H, CHy); 2.60 (c, 2 H, 7-CH,); 3.74 (c, 3 H, OCHa); 4.34 (c, 2 H, SCH,); 4.85 (c, 2 H, 10-CH,); 6.70-6.77 (m, 4 H, Ar);
7.02-7.07 (v, 2 H, Ar); 7.12-7.16 (m, 2 H, Ar); 9.01 (¢, 1 H, NH).

36 | *1.34 (c, 6 H, 2CHy); 2.32 (c, 3 H, CHa); 2.60 (c, 2 H, 7-CH,); 4.51 (c, 2 H, SCH,); 4.85 (c, 2 H, 10-CH,); 6.70-6.75 (u, 2 H, Ar); 7.00-7.05 (u, 2 H,
Ar): 7.12-7.24 (m, 2 H, Ar); 7.30-7.40 (v, 2 H, Ar): 9.07 (c, 1 H, NH).

363 | *1.34 (c, 6 H, 2CHy); 2.32 (c, 3 H, CHy); 2.60 (c, 2 H, 7-CH,); 4.13 (c, 2 H, SCH,); 4.82 (c, 2 H, 10-CH,); 6.84-6.88 (m, 2 H, Ar); 7.04-7.10 (v, 2 H,
Ar); 7.35 (1, 1H,J = 8.7, Ar); 7.43 (1, 1 H, J, = 8.7, J, = 2.4, Ar); 7.84 (1, 1 H, J = 2.4, Ar); 9.37 (w, 1 H, NH); 10.44 (yw. ¢, 1 H, NH).

36u | *1.35 (c, 6 H, 2CHa); 2.32 (c, 3 H, CHa); 2.62 (c, 2 H, 7-CH,); 4.52 (c, 2 H, SCH,); 4.84 (c, 2 H, 10-CH,); 6.64-6.69 (m, 2 H, Ar); 6.99-7.04 (m, 2 H,
Ar): 7.54-7.59 (m, 2 H, Ar); 8.04-8.08 (v, 2 H, Ar); 8.99 (c, 1 H, NH).

36k | *1.35 (c, 6 H, 2CHy); 2.31 (c, 3 H, CHa); 2.61 (c, 2 H, 7-CH,); 4.83 (c, 2 H, SCH,); 4.89 (c, 2 H, 10-CH,); 6.78-6.83 (m, 2 H, Ar); 7.02-7.07 (m, 2 H,
Ar); 8.20-8.25 (m, 2 H, Ar); 8.28-8.32 (m, 2 H, Ar); 9.21 (c, 1 H, NH).

361 | *1.35 (c, 6 H, 2CH;); 2.33 (c, 3 H, CHy); 2.61 (c, 2 H, 7-CH,); 3.98 (c, 2 H, SCHy); 4.85 (c, 2 H, 10-CH,); 6.80-6.85 (, 2 H, Ar); 7.04-7.09 (m, 2 H,

Ar); 7.15-7.45 (m, 10 H, 2Ar); 9.39 (yu. ¢, 1 H, NH).

Tab6amnna S0
DuU3NKO-XMMUYECKHE XapaKTEPUCTHKH KOHACHCUPOBAHHBIX 2-apuiiaMuHO-6-(3,5-mumernin-1H-nupason-1-nin)HukoTHHOHUTPpIUIOB 37a-k, 38a-3
Coenn | Beixop, R¢ T °C Haiineno, % BpyrTo-gopmyna Beruncneno, %
HEHHE % C H N C H N
1 2 3 4 5 6 7 8 9 10 11
37a 83 0.55 161-162 70.83 6.24 18.67 CyH33Ns0 70.76 6.21 18.75
376 79 0.58 194-196 71.35 6.47 18.16 Cp3H2sNs0 71.29 6.50 18.07
378 82 0.58 132-134 71.22 6.47 18.13 Cy3H2sNs0 71.29 6.50 18.07
37r 74 0.57 188-190 68.39 6.28 17.44 Cy3H2sNs0, 68.47 6.25 17.36
37n 73 0.59 124-126 68.41 6.28 17.43 Cy3H25N50, 68.47 6.25 17.36
37e 80 0.58 160-162 68.54 6.21 17.42 Cy3H2sNs0, 68.47 6.25 17.36
37k 80 0.60 188-189 64.85 541 17.23 C;,H2,CINsO 64.78 5.44 17.17
38a 83.7 0.57 206-207 73.50 6.20 20.33 CoiHaiNs 73.44 6.16 20.39
380 815 0.56 164-165 73.84 6.52 19.52 CyoHz3Ns 73.92 6.49 19.59
388 84.1 0.56 182-183 73.87 6.45 19.67 CyoHi3Ns 73.92 6.49 19.59
38r 87.8 0.56 229-230 73.98 6.46 19.55 CyoHi3Ns 73.92 6.49 19.59
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1 2 3 4 5 6 7 8 9 10 11
381 83.3 0.58 190-191 70.82 6.24 18.67 CH2sNsO 70.76 6.21 18.75
38e 85.6 0.58 170-171 70.69 6.16 18.70 CyHsNsO 70.76 6.21 18.75
38k 83.2 0.57 190-191 70.84 6.18 18.82 CyoHsNsO 70.76 6.21 18.75
383 84.7 0.59 210-211 66.87 5.30 18.47 C21H20CINs 66.75 5.33 18.53

*TCX B cucreme xaopopopmM—adup, 1:1.
Tab6amna 51

Cnextpsr AMP n coenuuenuii 37a-xk, 38a-3

Coey. Crektp SIMP 'H (8, m.x., I) (JIMCO-ds/CCly:1/3 u IMCO-ds )
1 2
37a | 1.35(c, 6 H, 3-C(CH5),); 2.18 (¢, 3 H, CCH3); 2.20 (¢, 3 H, CCHs); 2.81 (c, 2 H, 4-CH,); 4.67 (c, 2 H, 1-CH,); 5.88 (c, 1 H, =CH); 6.96-7.06 (m, 1 H,
Ar); 7.19-7.29 (v, 2 H, Ar); 7.40-7.50 (M, 2 H, Ar); 8.85 (ym. ¢, 1 H, NH).
376 | 1.35(c, 6 H, 3-C(CHs),); 2.20 (c, 3 H, CCH3); 2.22 (z, 3 H, J = 0.8, CCHs); 2.31 (c, 3 H, CCHy); 2.80 (c, 2 H, 4-CH,); 4.67 (c, 2 H, 1-CH,); 5.88 (x, 1
H, J = 0.8, =CH); 6.80-6.84 (m, 1 H, Ar); 7.08-7.14 (m, 1 H, Ar); 7.21-7.27 (m, 2 H, Ar); 8.71 (yur. ¢, 1 H, NH).
378 | 1.34 (c, 6 H, 3-C(CH5),); 2.17 (x, 3 H, J = 0.8, CCH3); 2.19 (¢, 3 H, CCHj); 2.32 (¢, 3 H, CCHy); 2.79 (c, 2 H, 4-CH,); 4.65 (c, 2 H, 1-CH,); 5.87 (k, 1
H, J = 0.8, =CH); 7.01-7.06 (M, 2 H, Ar); 7.28-7.32 (m, 2 H, Ar); 8.70 (ym. ¢, 1 H, NH).
37r | 1.35(c, 6 H, 3-C(CHs),); 2.21 (c, 3 H, CCHs); 2.25 (c, 3 H, CCHy); 2.82 (¢, 2 H, 4-CH,); 3.92 (c, 3 H, OCHs); 4.66 (c, 2 H, 1-CH,); 5.93 (¢, 1 H, =CH);
6.84-7.06 (M, 3 H, Ar); 7.90 (ym. ¢, 1 H, NH); 7.94 (n, 1 H, J = 8.0, 1.3, Ar).
37n | 1.35 (c, 6 H, 3-C(CHs),); 2.20 (c, 3 H, CCHs); 2.24 (1, 3 H, J = 0.8, CCHj); 2.80 (c, 2 H, 4-CH,); 3.73 (c, 3 H, OCH); 4.67 (c, 2 H, 1-CH,); 5.90 (x, 1
H, J = 0.8, =CH); 6.52—6.56 (v, 1 H, Ar); 7.04-7.14 (m, 3 H, Ar); 8.81 (yur ¢, 1 H, NH).
37e | 1.34 (c, 6 H, 3-C(CH3),); 2.13 (¢, 3 H, CCH3); 2.19 (¢, 3 H, CCHs); 2.78 (c, 2 H, 4-CH,); 3.77 (c, 3 H, OCHy); 4.64 (c, 2 H, 1-CH,); 5.86 (c, 1 H, =CH);
6.76-6.83 (M, 2 H, Ar); 7.27-7.32 (M, 2 H, Ar); 8.64 (yur. ¢, 1 H, NH).
37k | 1.35 (c, 6 H, 3-C(CHy),); 2.20 (c, 6 H, 2CHj); 2.81 (c, 2 H, 4-CH,); 4.66 (c, 2 H, 1-CH,); 5.90 (c, 1 H, =CH); 7.18-7.24 (m, 2 H, Ar); 7.46-7.52 (m, 2 H,
Ar): 9.05 (yur ¢, 1 H, NH).
38a | 1.67-1.76 (M, 2 H, 7-CH,); 1.83-1.92 (m, 2 H, 6-CH,); 2.17 (n, 3 H, J = 0.6, CHs); 2.19 (c, 3H, CHj); 2.57-2.62 (m, 2H, 8-CH,); 2.92-2.97 (v, 2 H, 5-
CH,); 5.85 (yur ¢, 1 H, =CH); 6.93-6.99 (v, 1 H, Ar); 7.18-7.25 (m, 2 H, Ar); 7.44-7.49 (m, 2 H, Ar); 8.65 (y. ¢, 1 H, NH).
386 | 1.66-1.75 (M, 2 H, 7-CH,); 1.82-1.91 (m, 2 H, 6-CH,); 1.95 (1, 3 H, J = 0.6, CH5); 2.15 (c, 3 H, CH3); 2.23 (ym. ¢, 3 H, CH3); 2.60 (t, 2 H, J = 6.3, 8-
CH,); 2.94 (r, 2 H, J = 6.3, 5-CH,); 5.77 (c, 1 H, =CH); 7.02-7.18 (v, 3 H, Ar); 7.29 (ax, 1 H, J = 7.8, 1.5, Ar); 8.17 (yur. ¢, 1 H, NH).
388 | 1.68-1.76 (M, 2 H, 7-CH,); 1.83-1.92 (m, 2 H, 6-CH,); 2.19 (¢, 3 H, CHs); 2.21 (c, 3 H, CHj3); 2.30 (¢, 3 H, CHs); 2.57-2.64 (m, 2 H, 8-CH,); 2.90-2.97
(M, 2 H, 5-CH,); 5.86 (c, 1 H, =CH); 6.78 (1, 1 H, J = 7.5, Ar); 7.06-7.12 (M, 2 H, Ar); 7.27 (ax, 1 H, J = 2.6, 1.9, Ar); 8.54 (¢, 1 H, NH).
38r | 1.67-1.75 (M, 2 H, 7-CH,); 1.83-1.91 (m, 2 H, 6-CH,); 2.16 (=, 3 H, J = 0.6, CH3); 2.18 (c, 3 H, CH3); 2.30 (c, 3 H, CH5); 2.56-2.61 (m, 2 H, 8-CH,);

2.90-2.96 (M, 2 H, 5-CH,); 5.85 (ymi. ¢, 1 H, =CH); 6.99-7.04 (m, 2 H, Ar); 7.30-7.35 (m, 2 H, Ar): 8.56 (c, 1 H, NH).
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381 | 1.68-1.77 (M, 2 H, 7-CH,); 1.84-1.92 (m, 2 H, 6-CH,); 2.23 (c, 3 H, CHy); 2.24 (c, 3 H, CHy); 2.61 (1, 2 H, J = 6.2, 8-CH,); 2.96 (1, 2 H, J = 6.3, 5-CH,);
3.94 (c, 3H, OCHjy); 5.91 (ym. ¢, 1 H, =CH); 6.83-7.00 (m, 3 H, Ar); 7.85 (c, 1 H, NH); 8.06 (mx, 1 H, J = 8.1, 1.4, Ar).

38e | 1.68-1.76 (m, 2 H, 7-CHy); 1.84-1.91 (m, 2 H, 6-CH,); 2.19 (c, 3 H, CHa); 2.21 (c, 3 H, CHa); 2.57-2.62 (m, 2 H, 8-CHy); 2.91-2.97 (m, 2 H, 5-CH;); 3.77
(c, 3 H, OCH,); 5.87 (¢, 1 H, =CH); 6.48-6.53 (m, 1 H, Ar); 7.07-7.16 (m, 3 H, Ar); 8.67 (ym. ¢, 1 H, NH).

38k | 1.66-1.74 (M, 2 H, 7-CH,); 1.82-1.92 (m, 2 H, 6-CH,); 2.13 (1, 3 H, J = 0.7, CHa); 2.18 (c, 3 H, CH;); 2.55-2.60 (m, 2 H, 8-CH,); 2.90-2.95 (u, 2 H, 5-
CHy); 3.75 (c, 3 H, OCH,); 5.83 (yw. ¢, 1 H, =CH); 6.74-6.79 (u, 2 H, Ar); 7.29-7.34 (v, 2 H, Ar); 8.46 (ym. ¢, 1 H, NH).

383 | 1.67-1.77 (M, 2 H, 7-CHy); 1.83-1.92 (m, 2 H, 6-CH,); 2.17 (ymr. ¢, 3 H, CHy); 2.19 (c, 3 H, CHy); 2.57-2.63 (m, 2 H, 8-CH,); 2.91-2.97 (m, 2 H, 5-CH,);

5.87 (c, 1 H, =CH); 7.15-7.21 (m, 2 H, Ar); 7.47-7.53 (m, 2 H, Ar); 8.90 (y. ¢, 1 H, NH).

Taoauma 52

OU3NKO-XMMUYECKHE XapaKTEPUCTUKH KOHJICHCUPOBAHHBIX 2-apUIaMUHO-6-a3UI0HUKOTHHOHUTPUIOB 39a-kK, 40a-3

Coenn | Beixop, Tun °C Haiineno, % Bpyrro-dopmyna Beraucneno, %

HEHHe % C H N C H N
39a 85 203-205 63.58 5.13 26.08 Ci7H16NgO 63.74 5.03 26.23
396 94 173-175 64.78 5.36 25.25 CisH1sNgO 64.66 5.43 25.13
398 82 188-190 64.83 5.36 25.27 CisH15NsO 64.66 5.43 25.13
39r 90 177-179 61.52 5.27 24.17 CigH15N6O, 61.70 5.18 23.99
391 88 180-181 61.89 5.07 23.88 CisH1sNgO, 61.70 5.18 23.99
39e 74 178-180 61.82 5.24 23.85 CisH15N6O, 61.70 5.18 23.99
39k 91 200-201 57.78 4.19 23.78 Ci7H15CINGO 57.55 4.26 23.69
40a 80.1 189-190 66.27 4.83 28.88 Ci6H16Ns 66.19 4.86 28.95
406 78.6 146-147 67.17 5.35 27.52 Ci7H16Ns 67.09 5.30 27.61
408 80.4 157-158 67.02 5.26 27.67 Ci7H16Ns 67.09 5.30 27.61
40r 76.7 175-176 67.15 5.34 27.53 Ci7H16Ng 67.09 5.30 27.61
401 75.8 173-174 63.68 5.08 26.16 Ci7H15NsO 63.74 5.03 26.23
40e 81.2 166-167 63.80 4.97 26.32 Ci7H15NsO 63.74 5.03 26.23
40:x 79.4 151-152 63.65 5.11 26.13 Ci7H15NsO 63.74 5.03 26.23
403 77.8 195-196 59.26 4.29 25.79 C16H13CIN, 59.17 4.03 25.88
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Tabéauna 53
Cuextpst AMP 'H coennuenuii 39a-xk, 40a-3

Coen. Crrextp IMP 'H (8, m.zi., T%) (IMCO-ds/CCly:1/3 u CDCI3)
39a | 1.27 (c, 5.64 H, C(CHs),); 1.34 (c, 0.36 H, C(CHa),); 2.69 (c, 2 H, 4-CH,); 4.38 (c, 1.88 H, 1-CH,); 4.91 (c, 0.12 H, 1-CH,); 6.95-7.01 (M, 1 H, Ar); 7.19-7.26
(M, 2 H, Ar); 7.56-7.61 (M, 2 H, Ar); 8.84 (yur.c, 0.94 H, NH); 10.74 (yur.c, 0.06 H, NH).
396 | 1.27 (c, 5.46 H, C(CHs),); 1.35 (c, 0.54 H, C(CHs),); 2.32 (¢, 2.73 H, CCH3); 2.41 (¢, 0.27 H, CCHs); 2.60 (c, 1.82 H, 4-CH,); 2.68 (c, 0.18 H, 4-CH,); 4.38
(c, 1.82 H, 1-CHy,); 4.42 (c, 0.18 H, 1-CH,); 6.79 (yur.1, 1 H, J = 7.5, Ar); 7.10 (r, 1 H, J = 7.8, 6-H°® Ar); 7.33 (yur.zx, 1H, J = 8.0, Ar); 7.54 (ym.t, 1H, J =
2.0, 6-H? Ar); 8.72 (yur.c, 0.91 H, NH); 9.57 (ym.c, 0.09 H, NH).
398 | 1.27 (c, 5.4 H, C(CHs),); 1.34 (c, 0.6 H, C(CHs),); 2.32 (c, 3 H, CCHa); 2.42 (c, 1.8 H, 4-CH),); 2.67 (c, 0.2 H, 4-CH,); 4.37 (c, 1.8 H, 1-CH,); 4.90 (c, 0.2 H,
1-CH,); 7.01-7.05 (v, 2 H, Ar); 7.44-7.48 (M, 2 H, Ar); 8.71 (ym.c, 0.9 H, NH); 10.64 (ym.c, 0.1 H, NH).
39r | 1.27 (c, 5.4 H, C(CH3),); 1.33 (c, 0.6 H, C(CHs),); 2.65 (c, 1.8 H, 4-CH,); 2.70 (c, 0.2 H, 4-CH,); 3.80 (c, 2.7 ,H, OCH,); 3.96 (c, 0.3 H, OCH,); 4.40 (c, 1.9
H, 1-CH,); 4.44 (c, 0.1 H, 1-CH,); 6.86-6.92 (m, 1 H, Ar); 6.95-7.00 (m, 2 H, Ar); 7.91 (¢, 1 H, NH); 8.25 (ax, 1 H, J = 8.0, 1.5 Ar).
391 | 1.27 (c, 5.7 H, C(CHs),); 1.35 (¢, 0.3 H, C(CHa),); 2.69 (c, 2 H, 4-CH,); 3.77 (c, 2.85 H, OCH,); 3.82 (c, 0.15 H, OCHy); 4.39 (c, 1.9 H, 1-CH,); 4.91 (c, 0.1
H, 1-CH,); 6.53 (wum, 0.95 H, J = 8.1, 2.5, 1.0, Ar); 6.79 (mam, 0.05 H, J = 8.1, 2.5, 1.0, Ar); 7.10 (1, 1 H, J = 8.1, 6-H° Ar); 7.16-7.25 (M, 2 H, Ar); 8.79
(ymr.c, 0.95 H, NH); 10.70 (ymr.c, 0.05 H, NH).
39¢ | 1.27 (c, 5.22 H, C(CHy),); 1.34 (¢, 0.78 H, C(CHs),); 2.64 (c, 1.74 H, 4-CH,); 2.66 (c, 0.26 H, 4-CH,); 3.77 (c, 2.61 H, OCH); 3.85 (c, 0.39 H, OCH,); 4.37
(c, 1.74 H, 1-CH,); 4.89 (c, 0.26 H, 1-CH,); 6.75-6.80 (m, 1.74 H, Ar); 6.90-6.95 (M, 0.26 H, Ar); 7.23-7.27 (m, 1.74 H, Ar); 7.43-7.49 (M, 0.26 H, Ar); 8.68
(yurc, 0.87 H, NH); 10.57 (ym.c, 0.13 H, NH).
39k | 1.27 (c, 5.82 H, C(CHs),); 1.35 (c, 0.18 H, C(CHs),); 2.68 (c, 2 H, 4-CH,); 4.38 (c, 1.94 H, 1-CH,); 4.92 (c, 0.06 H, 1-CH,); 7.16-7.25 (v, 1.94 H, Ar); 7.29-
7.37 (M, 0.06 H, Ar); 7.57-7.67 (v, 2 H, Ar); 9.07 (yurc, 0.97 H, NH); 10.79 (yur.c, 0.03H, NH).
40a | *1.73-1.86 (M, 4 H, 6,7-CH,); 2.42-2.48 (m, 2 H, 8-CH,); 2.80-2.86 (M, 2 H, 5-CH,); 6.92 (ymc, 1 H, NH); 7.07-7.12 (m, 1 H, Ar); 7.31-7.39 (M, 2 H, Ar);
7.60-7.65 (v, 2 H, Ar).
406 | *1.74-1.87 (m, 4 H, 6,7-CH,); 2.36 (c, 3 H, CHs); 2.41-2.48 (m, 2 H, 8-CH,); 2.80-2.88 (m, 2 H, 5-CH,); 6.78 (ymr.c, 1 H, NH); 7.02-7.09 (m, 1 H, Ar); 7.18-
7.26 (M, 2 H, Ar); 7.95-8.00 (M, 1 H, Ar).
408 | *1.74-1.87 (M, 4 H, 6,7-CH,); 2.38 (c, 3 H, CHs); 2.43-2.48 (m, 2 H, 8-CH,); 2.81-2.87 (M, 2 H, 5-CH,); 6.83 (ymrc, 1 H, NH); 6.90 (ym. 1, 1 H, J = 8.1, Ar);
6.90 (w1, 1 H,J; =8.1,3,=7.9, Ar); 7.33 (ym. 1, 1 H, J = 7.9, Ar); 7.60 (ym. ¢, 1 H, Ar).
40r | *1.74-1.85 (M, 4 H, 6,7-CH,); 2.35 (c, 3 H, CH3); 2.41-2.47 (M, 2 H, 8-CH,); 2.80-2.86 (M, 2 H, 5-CH,); 6.86 (ym.c, 1 H, NH); 7.12-7.16 (M, 2 H, Ar); 7.46-
7.51 (M, 2 H, Ar).
40x | *1.74-1.87 (m, 4 H, 6,7-CH,); 2.43-2.49 (M, 2 H, 8-CH,); 2.81-2.89 (M, 2 H, 5-CH,); 3.97 (c, 3 H, OCHy); 6.89-7.03 (M, 3 H, Ar); 7.79 (yur.c, 1 H, NH); 8.46-
8.51 (m, 1 H, Ar).
40e | *1.74-1.85 (M, 4 H, 6,7-CH,); 2.42-2.48 (M, 2 H, 8-CH,); 2.79-2.85 (m, 2 H, 5-CH,); 3.85 (c, 3 H, OCHy); 6.63 (mux, 1 H, J; = 8.1, J,= 2.5, = 0.7, Ar); 6.93
(ymrc, 1 H, NH); 7.05 (gmm, 1 H, J; =8.1,J,=2.1,J5=0.7, Ar); 7.21 (v, 1 H, J = 8.1, Ar); 7.37 (g, 1 H, J; = 2.5, J,= 2.1, Ar).
40 | *1.73-1.85 (M, 4 H, 6,7-CH,); 2.40-2.46 (M, 2 H, 8-CH,); 2.79-2.85 (M, 2 H, 5-CH,); 3.82 (c, 3 H, OCHj); 6.78 (ymr.c, 1 H, NH); 6.85-6.91 (m, 2 H, Ar); 7.45-
7.50 (m, 2 H, Ar).
403 | *1.73-1.87 (v, 4H, 6,7-CH,); 2.41-2.48 (m, 2H, 8-CH,); 2.81-2.87 (v, 2H, 5-CH,); 6.90 (yur.c, 1H, NH); 7.28-7.34 (m, 2H, Ar); 7.55-7.60 (M, 2H, Ar).
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Taoauna 54

OU3UKO-XMMHUYECKHE XaPaKTEPUCTUKH ITPOM3BOIHBIX KOHICHCHPOBAHHBIX 3-aMHHO-6-IIMKII0aIKHIaMuHOTHEHO((DYpo)[2,3-b Jmupuann-2-kap-
O0oHOBBIX Kuciot 41a,0, 42a,0, 43a-B, 44a-1, 45a,0

Coenu | Brixon, % R¢ To °C Haiineno, % Bpytro-hopmyma Brruucieno, %

HEHUE C H N S C H N S
41a 814 0.67 239-240 60.84 6.75 11.08 - C19H25N305 60.79 6.71 11.19 -
416 83.3 0.65 192-193 62.67 6.68 12.11 - C1sH23N50, 62.59 6.71 12.17 -
42a 97(a); 82(6) | 0.70 240-241 61.59 6.93 10.84 8.19 CyH»7N305S 61.67 6.99 10.79 8.23
43a 79(a); 75(6) | 0.71 | 273 - 275 58.57 5.45 11.71 6.85 C,3H,5CIN,O5S. 58.41 5.33 11.85 6.78
436 82(a); 78(b) | 0.68 | 225-226 59.63 572 12.77 7.31 C,oH26N4O4S 59.71 5.92 12.66 71.24
438 80(a); 78(6) | 0.63 | 195-196 53.77 5.28 15.85 14.45 C,9H23N505S, 53.92 5.20 15.72 14.39
44a 79(a); 76(6) | 0.51 152-154 62.63 6.86 12.34 9.33 C1gH23N30,S. 62.58 6.71 12.16 9.48
446 85(a); 80(6) | 0.65 | 259 - 260 55.47 474 11.83 6.89 C,,H,,CI,N,0,S 55.35 4.64 11.74 6.72
448 77(a); 74(6) | 0.61 | 209210 | 66.21 6.36 12.75 7.52 C,4H2sN4O,S 66.03 6.46 12.83 7.34
44r 83(a); 79(6) | 0.66 | 245246 63.58 6.16 12.49 7.17 C,4H2gN4O5S 63.70 6.24 12.38 7.08
44 78(a); 72(6) | 0.67 | 253 — 255 61.63 6.13 11.78 6.71 C,4H2gN4O,4S 61.52 6.02 11.96 6.84
45a 97(a); 85(6) | 0.69 238-240 61.44 6.41 12.59 9.81 C17H»1N50,S 61.61 6.35 12.68 9.67
456 84(a); 78(6) | 0.56 126-127 62.44 6.73 12.11 9.16 C15H»3N30,S 62.58 6.71 12.16 9.28
458 80(a); 72(6) | 0.58 205-206 60.59 6.42 17.62 10.17 C16H2oN.OS 60.73 6.37 17.71 10.13
*TCX B cucteme JJM®A-—sranom, 1:2.

Taoauna 55

Cuextpsr AMP 'H coenunennii 41a,0, 42a,0, 43a-B, 44a-1, 452,0

Coenu Crnektp SIMP H (3, m.x1., Iy) (JIMCO-dg/CCly:1/3 u IMCO-ds )
HCHUC
1 2
41a | *1.32 (c, 6H, 2CHj); 1.39 (r, 3H, J = 7.1, CH,CHj); 3.09 (c, 2H, 9-CH,); 3.09-3.14 (m, 4H, N(CH,),); 3.72-3.77 (m, 4H, O(CHy),); 4.30 (x, 2H, J = 7.1,
CH,CH); 4.60 (c, 2H, 4-CH,); 5.71 (ym.c, 2 H, NH,).
416 | *1.39 (t, 3H, J = 7.1, CH,CHa); 1.70-1.79 (m, 2H, 7-CH,); 1.83-1.92 (m, 2H, 8-CH,); 2.60-2.66 (m, 2H, 6-CH,); 3.11-3.16 (m, 4H, N(CH,),); 3.72-3.77
(M, 4H, O(CH,),); 3.16-3.22 (m, 2H, 9-CH,); 4.30 (x, 2H, J = 7.1, CH,CH); 5.65 (ymr.c, 2H, NH,).
42a | 1.32 (c, 6H, 2CH3); 1.37 (1, 3H, J = 7.1, CH,CHs); 1.60-1.75 (M, 6H, 3CH,); 3.07-3.12 (M, 4H, N(CH,),); 3.14 (c 2H, 9-CH,); 4.27 (x, 2H, J = 7.1,

CH,CHy); 4.59 (¢, 2H, 6-CH,); 6.67 (ym. c, 2H, NH,).
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IIponoskenue Tadaunbl 55

1 2

43a | *1.33 (c, 6H, 2CHy); 3.12-3.17 (m, 4H, N(CH.,),); 3.21 (c, 2H, 9-CH,); 3.74-3.79 (m, 4H, O(CH,),); 4.64 (c, 2H, 6-CH,); 6.88 (u1, 2H, NH,); 6.97 (,
1H,J,=7.9,J,=1.9,J3=0.8, Ha-2); 7.21 (mn, 1H, J; = 8.3, J, = 7.9, Ha-3,); 7.63 (manx, 1H, J; =8.3,J, = 1.9, J3 = 0.8, Ha-4,); 7.91 (T, 1H, J = 0.8,
Ha-6,); 9.08 (c, 1 H, NH).

436 | *1.32 (c, 6 H, 2CHa); 3.08-3.14 (m, 4 H, N(CH,),); 3.19 (c, 2 H, 9-CH,); 3.73-3.78 (M, 4 H, O(CH.,),); 4.42 (1, 2 H, J = 5.7, NHCH,,); 4.63 (c, 2 H, 6-
CHy); 6.19-6.22 (M, 1 H, Ha-3); 6.28-6.32 (M, 1 H, Ha-4); 6.65 (1, 2 H, NH,); 7.37-7.39 (M, 1 H, Ha-5); 7.60 (1, 1 H, J = 5.7, NH).

438 | *1.32 (c, 6 H, 2CH5); 3.09-3.15 (m, 4 H, N(CH,),); 3.21 (c, 2 H, 9-CHy); 3.72-3.78 (M, 4 H, O(CH,),); 4.64 (c, 2 H, 6-CH,); 6.94 (1, 2 H, NHy); 6.95 (1,
1H,J=35,Ha-5); 7.35 (1, L H, J = 3.5, Ha-4): 12.14 (m, 1 H, NH).

44a | *1.36 (1, 3 H, J = 7.1, CH,CHy); 1.66 (m, 2 H, 7-CH,); 1.75 (M, 2 H, 8-CH,); 1.89 (u, 4 H, 2CH,); 2.64 (t, 2 H, 6-CH,, J = 5.9); 3.22 (1, 2 H, 9-CHy, J
= 6.4); 3.53 (M, 4 H, N(CH,),); 4.23 (, 2 H, J = 7.1, CH,CHj,); 6.53 (ym, 2H, NH,).

446 | *1.69-1.78 (m, 2H, 7-CH,); 1.86-1.95 (m, 2H, 8-CH,); 2.64-2.70 (v, 2H, 9-CHy); 3.14-3.20 (m, 4H, N(CH,),); 3.28-3.35 (m, 2H, 6-CH,); 3.73-3.79 (u,
4H, O(CHy),); 6.88 (yu1, 2H, NH,); 7.27 (n, 1H, J, = 8.8, J ,= 2.3, Ha-5); 7.42 (1, 1H, J = 2.3, Ha-3,): 7.97 (c, 1H, NH): 8.27 (, 1H, J = 8.8, Ha-6).

445 | *1.69-1.78 (m, 2H, 7-CHy); 1.84-1.94 (m, 2H, 8-CH,); 2.64-2.71 (m, 2H, 9-CHy); 2.86 (1, 2H, J = 7.1, NHCH,CH,,); 3.11-3.17 (m, 4H, N(CH,),); 3.28-
3.35 (m, 2H, 6-CH,); 3.41-3.49 (m, 2H, NHCH,CH,); 3.73-3.79 (u, 4H, O(CHy),); 5.19 (1, 2H, NH,); 7.01 (r, 1H, J = 5.4, NH); 7.12-7.29 (m, 5H, Ar).

44r | *1.40 (1, 3 H, J = 7.0, OCH,CHy,); 1.70-1.79 (m, 2 H, 7-CHy); 1.86-1.95 (v, 2 H, 8-CH,); 2.65-2.73 (, 2 H, 9-CH,); 3.13-3.20 (u, 4 H, N(CH3),); 3.30-
3.36 (M, 2 H, 6-CH,); 3.73-3.80 (1, 4 H, O(CH.,),); 4.00 (x, 2 H, J = 7.0, OCH,CHg,); 6.74 (w, 2 H, NH,); 6.72-6.81 (v, 2 H, Har-2,6); 7.50-7.56 (n, 2
H, Ha-3,5); 8.64 (c, 1 H, NH).

44y | *1.70-1.79 (m, 2 H, 7-CH,); 1.86-1.95 (m, 2 H, 8-CH,); 2.64-2.71 (m, 2 H, 9-CH,); 3.13-3.19 (m, 4 H, N(CH,),); 3.30-3.36 (m, 2 H, 6-CH,); 3.73-3.79
(M, 4 H, O(CH,),); 3.79 (c, 3 H, OCHy); 3.94 (¢, 3 H, OCH); 5.49 (1, 2 H, NH,); 6.43 (mx, 1H, J; = 8.8, J, = 2.5, Ha-5); 6.51 (1, 1 H, J = 2.5, Har-3);
7.65 (c, 1 H, NH); 8.11 (i, 1 H, J = 8.8, Ha-6).

452 | *1.35 (1, 3 H, J = 7.1, CH,CHj,,); 1.90-1.95 (u, 4 H, 2CH,); 2.12 (v, 2 H, 7-CHy); 3.14 (1, 2 H, J = 7.4, 6-CH,,); 3.22 (r, 2 H, J = 7.6, 8-CH,,); 3.65 (u,

456 | *1.37 (1, 3 H, J = 7.1, CH,CHy); 1.62-1.73 (m, 6 H, 3CH,); 2.10-2.20 (m, 2 H, 7-CH,); 2.88 (v, 2 H, J = 7.2, 6-CH,); 3.26 (1, 2 H, J = 7.4, 8-CH,); 3.40-
3.44 (M, 4 H, N(CH,),); 4.25 (k, 2 H, J = 7.1, CH,CHy); 6.33 (ym. c, 2 H, NH,).

458 | *1.63-1.71 (M, 6 H, 3CH,); 2.09-2.21 (M, 2 H, 7-CH,); 2.87 (r, 2 H, J = 7.2, 6-CH,); 3.28 (r, 2 H, J = 7.4, 8-CH,); 3.34-3.42 (m, 4 H, N(CH.,),); 6.40

(1, 4 H, 2NH,).

Tadanua 56
DU3UKO-XMMUYECKUE XapaKTEPUCTUKN KOHJICHCUPOBAaHHbBIX 4-aMuHO-8-apunnupuo|2,3-d]nupumuans-7(8H)-onos 466-3, 476-3
Coenn | Brxon, % R; Tom °C Hatineno, % Bpytro-dopmymna Brraucieno, %
HEHHE C H N C H N
1 2 3 4 5 6 7 8 9 10 11
466 73.6 0.70 | 280-282 67.91 5.95 16.57 C19H2oN4O; 67.84 5.99 16.66
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1 2 3 4 5 6 7 8 9 10 11
468 75.2 0.70 268-270 67.90 6.05 16.55 Ci19H2oN4O, 67.84 5.99 16.66
46r 70.8 0.71 270-272 67.78 5.94 16.78 Ci19H2oN4O, 67.84 5.99 16.66
46n 71.4 0.68 308-310 64.65 5.76 15.82 C19H20N405 64.76 5.72 15.90
46e 75.6 0.68 290-292 64.83 5.66 15.97 Ci19H20N405 64.76 5.72 15.90
46:x 72.7 0.68 288-290 64.70 5.77 15.80 Ci19H20N405 64.76 5.72 15.90
463 76.4 0.72 299-301 60.67 4.85 15.58 C1H1,CIN,O, 60.59 4.80 15.70
476 775 0.69 278-280 70.48 5.97 18.17 Cy1sH15N,O 70.57 5.92 18.29
478 78.3 0.69 280-282 70.65 5.88 18.21 Cy5H1sN,O 70.57 5.92 18.29
47r 76.2 0.70 275-277 70.51 5.96 18.37 Cy8H1sN,O 70.57 5.92 18.29
47n 74.8 0.68 279-281 67.15 5.68 17.29 Ci1sH15N4O, 67.07 5.63 17.38
47e 76.1 0.68 268-270 67.18 5.59 17.31 CisH15N4O, 67.07 5.63 17.38
47x 75.7 0.68 277-279 68.96 5.67 17.27 Ci1sH15N4O, 67.07 5.63 17.38
473 78.2 0.71 325-327 62.55 4.58 17.06 C17H315CIN,O 62.48 4.63 17.15

*TCX B cucteMe nupuanHE—3TaHoM, 1:1.
Taoauna 57
Cnextpsl AMP ' coenuuenuii 460-3, 476-3

Coemn Crextp SIMP 'H (8, m.x1., Ty) (IMCO-dg/CCl,:1/3)
HEHHE
1 2
466 | 1.29 (c, 6 H, 2CHjy); 2.40 (¢, 3 H, CHy); 2.97 (¢, 2 H, 10-CH,); 4.45 (c, 2 H, 7-CH,); 6.87 (ymr. ¢, 2 H, NH,); 7.12-7.20 (m, 3 H, Ar); 7.28-7.35 (m, 1 H,
Ar); 7.96 (c, 1 H, 3-CH).
468 | 1.31 (c, 6 H, 2CHy); 2.43 (¢, 3 H, CH3); 2.98 (c, 2 H, 10-CH,); 4.45 (¢, 2 H, 7-CH,); 6.79-6.92 (M, 3 H, NH, Ar); 7.16-7.24 (m, 2 H, Ar); 7.30-7.39 (m, 1
H, Ar); 7.95 (¢, 1 H, 3-CH).
46r | 1.30 (c, 6 H, 2CHy); 2.44 (c, 3 H, CH;); 2.97 (c, 2 H, 10-CH,); 4.45 (c, 2 H, 7-CH,); 6.85 (yi. ¢, 2 H, NH,); 6.94-7.00 (m, 2 H, Ar); 7.24-7.29 (v, 2 H,
Ar); 7.93 (c, 1 H, 3-CH).
46p | 1.30 (c, 6 H, 2CHj3); 2.99 (c, 2 H, 10-CH,); 3.71 (c, 3H, OCHy); 4.46 (c, 2H, 7-CH,); 6.82 (ym. ¢, 2H, NH,); 6.99-7.10 (m, 3H, Ar); 7.35-7.43 (M, 1 H,
Ar); 7.94 (c, 1 H, 3-CH).
46e | 1.31 (c, 6 H, 2CHs3); 2.98 (¢, 2 H, 10-CH,); 3.82 (¢, 3 H, OCHg); 4.45 (c, 2 H, 7-CH,); 6.61-6.69 (M, 2 H, Ar); 6.85 (ym. ¢, 2 H, NH,); 6.94 (mun, 1 H, J;
=8.2,J,=25,13=0.9,Ar); 7.36 (1, L H, J = 8.2, Ar); 7.96 (c, 1 H, 3-CH).
46: | 1.31 (c, 6H, 2CHy); 2.97 (¢, 2H, 10-CH,); 3.86 (¢, 3H, OCHy); 4.44 (c, 2H, 7-CH,); 6.85 (ymi.c, 2 H, NH,); 6.95-7.03 (M, 4 H, Ar); 7.95 (¢, 1 H, 3-CH).
463 | 1.30 (c, 6H, 2CHy); 2.98 (c, 2H, 10-CHy,); 4.45 (c, 2H, 7-CH,); 6.93 (yur.c, 2H, NH,); 7.09-7.13 (M, 2H, Ar); 7.44-7.49 (m, 2H, Ar); 7.94 (c, 1H, 3-CH).
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476

1.75-1.87 (M, 4 H, 8,9-CH,); 1.95 (c, 3 H, CH;); 2.49-2.55 (v, 2 H, 7-CH,); 3.03-3.09 (u, 2 H, 10-CHy); 6.76 (yw. ¢, 2 H, NH,); 6.91-6.95 (v, 1 H, Ar);
7.23-7.32 (m, 3 H, Ar); 7.92 (c, 1 H, 3-CH).

478

1.75-1.86 (u, 4 H, 8,9-CH,); 2.43 (c, 3 H, CH,); 2.45-2.54 (m, 2 H, 7-CH,); 3.00-3.09 (M, 2 H, 10-CH,); 6.72 (ymr. ¢, 2 H, NH,); 6.81-6.90 (v, 1 H, Ar);
7.19 (ym. 1, 1 H, J=7.6, Ar); 7.33 (r, 1 H, J = 7.6, Ar); 7.91 (c, 1 H, 3-CH).

47r

1.75-1.85 (M, 4 H, 8,9-CH,); 2.45 (c, 3 H, CHa); 2.48-2.52 (m, 2 H, 7-CH,); 3.00-3.06 (M, 2 H, 10-CH,); 6.70 (y. ¢, 2 H, NH,); 6.90-6.92 (m, 2 H, Ar);
7.22-7.28 (m, 2 H, Ar); 7.89 (c, 1 H, 3-CH).

47n

1.75-1.88 (v, 4 H, 8,9-CH,); 2.47-2.53 (m, 2 H, 7-CH,); 3.01-3.08 (M, 2 H, 10-CH,); 3.71 (c, 3 H, CH3); 6.67 (ym. ¢, 2 H, NH,); 6.95-7.08 (v, 3 H, Ar);
7.37 (man, 1 H, J; = 8.2, 3,= 7.1, J3= 2.1, Ar); 7.90 (c, 1 H, 3-CH).

47e

1.74-1.84 (m, 4 H, 8,9-CH,); 2.49-2.54 (m, 2 H, 7-CH,); 3.01-3.06 (m, 2 H, 10-CH,); 3.81 (c, 3 H, CH,); 6.59-6.66 (, 2 H, Ar); 6.75 (ym. ¢, 2 H, NHy);

6.93 (1, 1 H, J, = 8.2, J,= 2.2, Ar): 7.34 (r, 1 H, J = 8.2, Ar); 7.93 (c, 1 H, 3-CH).

47x

1.75-1.84 (v, 4 H, 8,9-CH,); 2.46-2.52 (m, 2 H, 7-CH,); 2.99-3.07 (m, 2 H, 10-CH,); 3.85 (c, 3 H, CH;); 6.72 (ym. ¢, 2 H, NH,); 6.93-7.00 (v, 4 H, Ar);

7.90 (c, 1 H, 3-CH).

473

1.75-1.85 (m, 4 H, 8,9-CH,); 2.47-2.53 (m, 2 H, 7-CH5); 3.00-3.06 (m, 2 H, 10-CH,); 6.79 (yur. ¢, 2 H, NH,); 7.05-7.10 (m, 2 H, Ar); 7.43-7.47 (m, 2 H,
Ar): 7.90 (c, 1 H, 3-CH).

Ta6auna 58
DU3UKO-XMMUYECKUE XapaKTEPUCTUKN KOHJICHCUPOBAHHBIX 7-IMKIoaNKmIaMuHonupuao[3',2":4,5]tueno[ 3,2-d|mupumuann-4(3H)-onos 48a-a,
49a-8B, S0a-r

Coenn | Bexon, Rs Tun °C Haiineno, % Bpyrro-dopmyna Beruncneno, %

HEHHE % C H N S C H N S
48a 93 0.53 319-320 61.71 5.94 15.02 8.71 C19H2,N4O,S 61.60 5.99 15.12 8.65
480 87 0.51 322-325 62.41 5.71 17.23 9.75 C,7H15N4OS 62.55 5.56 17.16 9.82
488 92 0.51 >360 63.35 5.68 16.32 9.54 Ci15H20N4OS 63.51 5.92 16.46 9.42
48r 84 0.61 >360 61.39 5.24 18.02 10.14 Cy6H16N,OS 61.52 5.16 17.93 10.26
481 78 0.57 329-331 62.64 5.51 17.23 9.78 Cy7H18N4OS 62.55 5.56 17.16 9.82
49a 88 0.59 266 - 268 59.54 4.68 11.82 6.52 Co4H,3CIN4O3S 59.68 4.80 11.60 6.64
496 85 0.64 217 - 218 59.88 5.47 12.53 7.24 CyoH26N4O4S 61.05 5.35 12.38 7.08
498 78 0.71 308 - 310 55.53 4.56 15.29 14.18 CxH51Ns05S; 55.37 4.65 15.37 14.08
50a 84 0.63 286 - 288 56.47 4.23 11.63 6.49 Ca3H2CILN,O,S 56.58 4.14 11.49 6.58
500 79 0.73 236 - 238 67.37 5.74 12.33 7.05 CsH26N,0,S 67.24 5.87 12.55 7.18
508 82 0.68 215 - 216 64.85 5.74 12.23 6.79 CysH26N4O3S 64.92 5.67 12.11 6.93
50r 78 0.65 295 — 296 62.55 5.29 11.86 6.78 CysH26N404S 62.75 5.48 11.71 6.70

*TCX B cucteme 3TaHoN — XJ0opodopm, 1:3.
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Ta6auna 59
Cnextpsl AMP 'H coenunenuii 48a-n, 49a-B, 50a-r

Coemun Crrextp SIMP 'H (8, m.zi., T) (IMCO-de)
HEHHUE

48a | 1.34 (c, 6 H, 2CHy); 1.63-1.78 (M, 6 H, 3CH,); 3.15-3.19 (M, 4 H, N(CHy)»); 3.14 (¢, 2 H, 1-CH,); 4.64 (c, 2 H, 4-CH,); 8.05 (c, 1 H, CH); 12.57 (yu. c,
2 H, NH).

486 | 1.69-1.74 (M, 2 H, 3-CH,); 1.85-1.89 (m, 2 H, 2-CH,); 1.92-1.96 (M, 4 H, 2CH,); 2.71 (1, 2 H, J = 5.8, 4-CH,); 3.43-3.48 (M, 2H, J = 6.4, 1-CH,); 3.55-
3.60 (M, 4 H, N(CH,),); 7.98 (¢, 1 H, CH); 12.38 (ym1, 1 H, NH).

488 | 1.72-1.90 (M, 10 H, 2,3-CH,, 3CHy); 2.69 (1, 2 H, J = 6.4, 4-CH,); 3.12-316 (M, 4 H, N(CH,),); 3.50(t, 2 H, J = 6.4, 1-CH,,); 7.97 (¢, 1 H, CH); 12.40
(ym, 1 H, NH).

48r | 1.87-1.90 (m, 4 H, 2CH,); 2.05-2.10 (m, 2 H, 2-CHy,); 3.18-3.24 (M, 2 H, 3-CH,); 3.26-3.29 (M, 2 H, 1-CH,); 3.65-3.70 (M, 4 H, N(CH,),); 8.20 (c, 1 H,
CH); 12.50 (yur, 1 H, NH).

48n | 1.65-1.73 (M, 6 H, 3CHy); 2.11-2.22 (m, 2 H, 2-CHy); 2.95 (1,2 H, J = 7.2, 3-CH,); 3.39 (1, 2 H, J = 7.5, 1-CH,); 3.48-3.54 (M, 4 H, N(CH,),); 8.00 (c, 1
H, CH); 12.41 (ym. ¢, 1 H, NH).

49a | 1.37 (c, 6 H, 2CHjy); 3.23-3.29 (M, 4 H, N(CHy,),); 3.44 (c, 2 H, 1-CH,); 3.77-3.83 (M, 4 H, O(CHy,),); 4.69 (c, 2 H, 4-CH,); 7.46-7.63 (M, 4 H, Har-
2,3,4,6); 8.33 (c, 1 H, 10-CH).

496 | 1.34 (c, 6 H, 2CHa); 3.19-3.25 (M, 4 H, N(CH,),); 3.41 (c, 2 H, 1-CH,); 3.75-3.81 (m, 4 H, O(CH,),); 4.67 (c, 2 H, 4-CH,); 5.31 (c, 2 H, NCH,); 6.37
(mx, 1H,J;=3.1,J,=1.8, Ha-3); 6.49 (um, 1 H, J 1= 3.2, J, = 0.8, Ha-4); 7.46 (1, 1H, J; = 1.8, J, = 0.8, Ha-5); 8.45(c, 1 H, 10-CH).

498 | 1.34 (c, 6 H, 2CHjy); 3.21-3.26 (M, 4 H, N(CH,),); 3.44 (c, 2 H, 1-CH,); 3.73-3.78 (M, 4 H, O(CH,),); 4.69 (c, 2 H, 4-CH,); 7.76 (1, 1 H, J = 3.5, Ha-5);
7.84 (1, 1 H, J = 3.5, Ha-4); 9.46 (c, 1 H, 10-CH).

50a | 1.74-1.85 (m, 2 H, 3-CH,); 1.89-2.00 (M, 2 H, 2-CH,); 2.71-2.77 (m, 2 H, 1-CH,); 3.24-3.31 (M, 4 H, N(CH,),); 3.54-3.60 (M, 2 H, 4-CH,); 3.76-3.82 (M,
4 H, O(CH,),); 7.56 (nun, 1 H, J; =8.5,J,=2.2, Ha-5); 7.66 (1, 1 H, J = 8.5, Ha-3); 7.70 (1, 1 H, J = 2.2, Ha-6); 8.13 (¢, 1 H, 10-CH).

506 | 1.72-1.82 (m, 2 H, 3-CH,); 1.85-1.94 (m, 2 H, 2-CHy,); 2.68-2.74 (M, 2 H, 1-CH,); 3.08 (1, 2 H, J = 7.2, NHCH,CH,); 3.20-3.26 (M, 4 H, N(CH,),); 3.44-
3.51 (u, 2 H, 4-CH,); 3.75-3.81 (m, 4 H, O(CH}),); 4.25-4.29 (m, 2 H, NHCH,CHy); 7.16-7.30 (m, 5 H, Ar); 8.08 (c, 1 H, 10-CH).

508 | 1.46 (1, 3 H, J = 7.0, OCH,CHy); 1.75-1.85 (m, 2 H, 3-CHy); 1.89-1.99 (m, 2 H, 2-CH,); 2.70-2.77 (m, 2 H, 1-CH,); 3.24-3.30 (m, 4 H, N(CH,),); 3.51-
3.58 (M, 2 H, 4-CH,); 3.76-3.83 (v, 4 H, O(CH,),); 4.12 (k, 2 H, J = 7.0, OCH,CHy); 7.01-7.07 (v, 2 H, Ha-2,6); 7.35-7.41 (v, 2 H, Ha-3,5); 8.22 (c, 1
H, 10-CH).

50r | 1.75-1.84 (m, 2H, 3-CH,); 1.89-1.99 (M, 2H, 2-CH,); 2.71-2.77 (m, 2H, 1-CH,); 3.23-3.30 (M, 4H, N(CHy,),); 3.53-3.60 (M, 2H, 4-CH,); 3.77-3.83 (m,

4H, O(CHy),); 3.84 (c, 3H, OCHs); 3.89 (c, 3H, OCHy); 6.63 (an, 1H, J,= 8.6, J, = 2.2, Ha-5); 6.70 (1, 1H, J = 2.2, Har-3); 7.26 (1, 1H, J = 8.6, Har-6);
8.01 (c, 1H, 10-CH).




T4}

Taoauma 60

DU3UKO-XMMUYECKHE XapAKTEPHUCTHKH KOHACHCUPOBAaHHBIX ATUI |- {[(OeH30MIaMUHO)KapOOHOTHOWII |aMUHO } -5-IIHKIIOATKIIaMUHOTHEHO| 2,3-D]
NUPHUIUH-2-KapOokcuiaToB 51a,0, 522,06 1 KOHICHCUPOBAHHBIX S-IUKIOATKWIaMHHO-10-THoKCcO(ankmicyabdanmn)nupuno[3',2":4,5]|tueno[ 3,2-d]-
nupumuani-8(9H)-onos 53a-B, 54a-B, 55a-1, S6a-r

Coenu | Beixon, Rs Toun °C Haiineno, % BpyrTo-dopmyna Brruncneno, %

HEHHE % C H N S C H N S
516 95 0.59 169-170 60.91 5.81 10.20 11.64 CzsH32N4,0,S, 60.85 5.84 10.14 11.60
526 87 0.60 194-195 62.15 5.83 10.63 12.41 Cy7H30N405S, 62.04 5.79 10.72 12.27
53a 92 0.64 > 360 55.72 5.25 14.48 16.47 Cy15H20N40,S; 55.65 5.19 14.42 16.51
536 92 0.64 > 360 56.78 5.47 13.83 15.86 Ci9H2:N40,S; 56.69 5.51 13.92 15.93
538 95 0.63 > 360 53.52 4.93 13.97 15.72 C1sH20N405S, 53.45 4.98 13.85 15.85
54a 91 0.67 > 360 56.88 5.12 15.72 17.76 C17H1sN,OS; 56.96 5.06 15.63 17.89
546 92 0.65 > 360 58.16 5.44 15.14 17.10 C1sH20N40S; 58.04 541 15.04 17.22
548 91 0.64 313-315 54.61 4.90 14.88 17.21 Cy7H15N4O,S; 54.52 4.84 14.96 17.13
55a 97 0.64 > 360 56.76 5.56 13.83 15.81 Ci9H2:N40,S; 56.69 5.51 13.92 15.93
556 81 0.65 > 360 57.55 5.85 13.54 15.46 C0H24N40,S, 57.67 5.81 13.45 15.40
558 98 0.63 > 360 57.46 6.17 12.04 13.81 CyoH2sN4O5S, 57.37 6.13 12.16 13.92
55r 96 0.67 > 360 58.16 5.10 13.15 12.10 C6H27NsO,S, 58.08 5.06 13.03 11.93
55n 91 0.66 281-282 66.45 5.82 11.32 12.95 Ca6H2sN40,S; 63.39 5.79 11.37 13.02
56a 93 0.68 > 360 58.13 5.45 14.92 17.14 C15H20N4OS, 58.04 541 15.04 17.22
560 89 0.68 > 360 59.13 5.71 14.40 16.51 C19H22N,0S, 59.04 5.74 14.49 16.59
568 95 0.67 > 360 55.73 5.15 14.33 16.41 C1sH20N40,S, 55.65 5.19 14.42 16.51
56r 93 0.65 274-275 60.87 4.96 11.49 13.10 Ca5H24N405S; 60.95 491 11.37 13.02

*TCX B cucTeMe MUPUIAMH—3TaHOI, 2:1.

Tabéaunna 61

Cnextpsl AMP 'H coeauHeHniiS1a,0, 52a,0, 5S3a-B, 54a-B, 55a-1 u 56a-r

Coemm Crnexrp IMP 'H (5, m.x1., I'y) (IMCO-de)
HECHUC
1 2
516 | 1.27 (c, 6 H, 2CHy); 1.33 (1, 3 H, J = 7.0, OCH,CHs); 1.61-1.78 (m, 6 H, 3CH,); 3.14 (c, 2 H, 9-CH,); 3.15-3.19 (m, 4 H, N(CH,),); 4.29 (x, 2 H, J = 7.0,

OCH,CHj,); 4.62 (c, 2 H, 6-CHy); 7.47-7.54 (m, 2 H, Ar); 7.59-7.65 (m, 1 H, Ar); 8.10-8.16 (M, 2 H, Ar); 11.62 (yur.c, 1 H, NH); 12.32 (yur.c, 1 H, NH).
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1 2

526 | 1.32 (1,3 H, J=7.1, OCH,CH,3); 1.62-1.90 (m, 10 H, 7,8-CH,, 3CH,); 2.65-2.72 (m, 2 H, 9-CH,); 3.14-3.30 (M, 6 H, 6-CH,, N(CH,),); 4.19-4.36 (m, 2
H, OCH,CHy); 7.46-7.55 (m, 2 H, Ar); 7.58-7.65 (m, 1 H, Ar), 8.10-8.16 (m, 2 H, Ar); 11.57 (ymr.c, 1 H, NH); 12.33 (ymr.c, 1 H, NH).

53a | 1.35(c, 6 H, 2CHg); 1.92-2.00 (M, 4 H, 2CH,); 3.28 (c, 2 H, 1-CH,); 3.57-3.65 (M, 4 H, N(CH,),); 4.75 (c, 2 H, 4-CH,); 11.04 (ymr. ¢, 1 H, NH); 12.44
(ymr ¢, 1 H, NH).

536 | 1.35 (¢, 6H, 2CHa); 1.60-1.78 (M, 6H, 3CH,); 3.08-3.13 (M, 4H, N(CHy,),); 3.51 (¢, 2H, 1-CHy); 4.62 (c, 2H, 4-CH,); 10.09 (11, 1H, NH); 12.76 (u1, 1H,
NH).

538 | 1.35 (c, 6 H, 2CH,); 3.18-3.27 (m, 4 H, N(CH,),); 3.37 (c, 2 H, 1-CH,); 3.72-3.81 (m, 4 H, O(CH,),); 4.64 (c, 2 H, 4-CH,); 11.25 (yur. ¢, 1 H, NH);
12.59 (ymr. ¢, 1 H, NH).

54a | 1.66-1.77 (m, 2 H, 2-CH,); 1.86-2.00 (M, 6 H, 3-CH,, 2CH,); 2.71 (ym. 1, 2 H, J = 5.8, 4-CHy); 3.35 (ymr. T, 2 H, J = 6.3, 1-CH,); 3.58-3.65 (™, 4 H,
N(CH,),); 10.48 (ym1. ¢, 1 H, NH); 12.43 (ym. ¢, 1 H, NH).

546 | 1.62-1.78 (m, 8 H, 3-CH,, 3CH,); 1.89-2.00 (M, 2 H, 2-CHy); 2.66 (ymrT, 2 H, J = 5.7, 1-CH,); 3.18-3.26 (M, 4 H, N(CH,),); 3.41 (yuLt, 2 H, J = 6.4, 4-
CH,); 10.65 (m, 1 H, NH); 12.55 (yur.c, 1 H, NH).

54 | 1.68-1.79 (M, 2 H, 2-CHy); 1.87-2.00 (M, 2 H, 3-CH,); 2.68 (ym. 1, 2 H, J = 5.9, 4-CH,); 3.21-3.32 (M, 4 H, N(CH,),); 3.45 (ymr. 1, 2 H, J = 6.7, 1-CH,);
3.72-3.81 (m, 4 H, O(CHy)y); 10.70 (ymr. ¢, 1 H, NH); 12.59 (ym. ¢, 1 H, NH).

55a | 1.30 (c, 6 H, 2CHz3); 1.84-1.91 (m, 4 H, 2CH,); 2.60 (c, 3 H, SCH3); 3.35 (¢, 2 H, 1-CH,); 3.56-3.62 (M, 4 H, N(CH,),); 4.81 (c, 2 H, 4-CH,); 12.85 (ym.
c, 1 H, NH).

556 | 1.32(c, 6 H, 2CH3); 1.63-1.78 (M, 6 H, 3CH,); 2.60 (¢, 3 H, SCHj); 3.14-3.20 (M, 4 H, N(CH,),); 3.43 (c, 2 H, 1-CHy); 4.64 (c, 2 H, 4-CHy); 12.81 (1, 1
H, NH).

558 | 0.92(t,3 H,J=7.3, CH,CH,); 1.30 (c, 6 H, 2CH3); 1.39-1.51 (™, 2 H, SCH,CH,); 1.67-1.77 (m, 2 H, CH,CH,); 3.16-3.21 (M, 4 H, N(CH,),); 3.22 (T, 2
H,J=17.4, SCH,); 3.41 (c, 2 H, 1-CH,); 3.72-3.77 (m, 4 H, O(CH,),); 4.68 (c, 2 H, 4-CH,); 12.99 (ym. ¢, 1 H, NH).

55r | 1.13 (¢, 6H, 2CHy); 3.12-3.20 (M, 4H, N(CH,),); 3.67-3.76 (M, 4 H, O(CH,),); 3.31 (c, 2 H, 1-CHy,); 4.23 (¢, 2 H, SCHy); 4.60 (c, 2 H, 4-CH,); 6.99-7.06
(M, 1H, Ar); 7.24-7.32 (m, 2 H, Ar); 7.52-7.58 (M, 2 H, Ar); 10.19 (ym. ¢, 1 H, NH); 13.14 (ym. ¢, 1 H, 9-NH).

55m | 1.19 (¢, 6 H, 2CH3); 1.63-1.77 (M, 6 H, 3CH,); 3.13-3.19 (M, 4 H, N(CH,),); 3.34 (c, 2 H, 1-CH,); 4.52 (c, 2 H, SCH,); 4.61 (c, 2 H, 4-CH,); 7.19-7.32
(m, 3 H, Ar); 7.39-7.43 (m, 2 H, Ar); 12.84 (1, 1 H, NH).

56a | 1.61-1.72 (m, 2 H, 2-CHy); 1.76-1.93 (M, 6 H, 3-CH,, 2CH,); 2.60 (¢, 3 H, SCH3); 2.67-2.74 (m, 2 H, 4-CH,); 3.39-3.47 (M, 2 H, 1-CH,); 3.53-3.61 (m, 4
H, N(CH,),); 12.81 (ym. ¢, 1 H, NH).

566 | 1.53-1.74 (m, 8 H, 3-CH,, 3CHy); 1.80-1.90 (M, 2 H, 2-CH,); 2.60 (c, 3 H, SCHj3); 2.64-2.71 (M, 2 H, 1-CH,); 3.12-3.20 (M, 4 H, N(CH,),); 3.48-3.54 (M,
2 H, 4-CHy); 12.97 (1, 1 H, NH).

568 | 1.70-1.80 (M, 2 H, 2-CH,); 1.85-1.96 (M, 2 H, 3-CH,); 2.62 (¢, 3H, SCH3); 2.68-2.74 (M, 2H, 4-CH,); 3.19-3.24 (M, 4H, N(CH,),); 3.75-3.80 (M, 4H,
O(CHy),); 3.51-3.57 (m, 2 H, 1-CH,); 12.85 (yur ¢, 1 H, NH).

56r | 1.18-1.27 (M, 2 H, 2-CH,); 1.49-1.58 (M, 2 H, 3-CH,); 2.57 (1, 2 H, J = 5.9, 4-CH>); 3.09 (1, 2 H, J = 6.4, 1-CH,); 3.14-3.21 (M, 4 H, N(CH,),); 3.71-

3.78 (M, 4 H, O(CH,),); 4.90 (c, 2 H, SCH;); 7.52-7.58 (m, 2 H, Ar); 7.61-7.68 (m, 1H, Ar); 8.05-8.11 (m, 2 H, Ar); 12.97 (ym. ¢, 1 H, NH).
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Taoauma 62

OU3UKO-XMMHUYECKHE XaPaKTEPUCTUKH KOHICHCHPOBAHHBIX 8-X10p0-5-1uKnoankuaaMuaonupuao[3’,2”:4,5]rueno[3,2-djmupumMuanHoB 57a-k u
4-x110p0-2-aNKuICybhanmi- 7 -ukioankmiamuHonupuao[ 3',2":4,5 rueno| 3,2-d [nupumu iuHoB 65a-1

Coenu | Beixon, Rs Tun °C Haiineno, % BpyrTo-dopmyna Brruncneno, %

HEHHE % C H N S C H N S
576 92 0.56 230-232 58.57 5.46 14.48 8.12 C19H,,CIN,OS 58.68 5.44 14.41 8.24
578 64 0.51 220-221 59.08 5.12 16.39 9.56 C17H1,CIN,S 59.21 4.97 16.25 9.30
57r 79.4 0.57 196-197 60.12 5.42 15.74 9.06 C18H19CIN,S 60.24 5.34 15.61 8.93
57n 65.2 0.69 202-204 58.16 4.46 16.78 9.87 C16H15CIN,S 58.09 4.57 16.94 9.69
57e 95 0.68 199-200 59.06 4.93 16.30 9.21 C17H17CIN,S 59.21 4.97 16.25 9.30
65a 81 0.67 224-226 54.30 5.09 13.15 15.33 C19H,:CIN,OS;, 54.21 5.03 13.31 15.23
656 69 0.69 219-220 55.31 5.29 12.82 14.83 CyH23C1IN,OS 55.22 5.33 12.88 14.74
65n 77 0.66 216-217 55.38 4.96 14.22 16.52 C1sH19CIN,S, 55.30 4.90 14.33 16.40
65e 74 0.68 200-202 56.43 5.28 13.91 15.77 C1oH21CIN,S; 56.35 5.23 13.83 15.84
65u 76 0.67 203-204 61.15 5.36 10.89 12.51 CyH,,CIN,OS; 61.10 5.32 10.96 12.55

*TCX B cucteMe aTaHon—xiopodopm, 2:1.

Taoauma 63

Crnextpst SIMP 'H coenmnennii 57a-x u 65a-u

Coey. Cnextp SIMP 'H (3, m.z1., T'y) (IMCO-dg/CCl,:1/3)

576 | 1.38 (c, 6 H, 2CH5); 1.68-1.79 (m, 6 H, 3CH,); 3.27-3.31 (M, 4 H, N(CH,),); 3.46 (c, 2 H, 1-CH,); 4.65 (c, 2 H, 4-CH,); 8.92 (c, 1 H, CH).

578 | 1.71-1.81 (M, 2H, 3-CH,); 1.86-1.94 (M, 2H, 2-CH,); 1.95-2.01 (m, 4H, 2CH,); 2.74-2.80 (v, 2H, 4-CH,); 3.45-3.51 (m, 2H, 1-CH,); 3.64-3.72 (m, 4H,
N(CH,),); 8.79 (c, 1H, CH).

57r | 1.65-1.83 (m, 8H, 3CH,, 2-CH,); 1.92-2.01 (m, 2H, 3-CH,); 2.68-2.74 (M, 2H, 4-CH,); 3.26-3.32 (M, 4H, N(CH),),); 3.51-3.59 (m, 2H, 1-CH,); 8.89 (c, 1H,
CH).

570 | 1.98-2.03 (m, 4H, 2CH,); 2.12-2.22 (m, 2H, 2-CH,); 3.25 (1, 2H, J =7.4, 3-CH,); 3.38 (1, 2H, J = 7.7, 1-CH,); 3.77-3.82 (m, 4H, N(CH,),); 8.76 (c, 1H, CH).

57e | 1.68-1.77 (M, 6H, 3CH,); 2.16-2.27 (v, 2H, 2-CH,); 3.02 (, 2H, J = 7.2, 3-CH,); 3.45 (r, 2H, J = 7.5, 1-CH,); 3.62-3.68 (m, 4H, N(CH,),); 8.83 (c, 1H, CH).

65a | 1.35 (c, 6H, 2CH,); 1.96-2.02 (m, 4H, 2CH,); 2.60 (c, 3H, SCHy); 3.36 (c, 2 H, 1-CH,); 3.66-3.73 (m, 4H, N(CHy,),); 4.84 (c, 2H, 4-CH,).

656 | 1.36 (c, 6 H, 2CH3); 1.66-1.79 (M, 6 H, 3CH,); 2.63 (c, 3H, SCH3); 3.26-3.32 (m, 4 H, N(CH,),); 3.43 (c, 2H, 1-CH,); 4.59 (c, 2H, 4-CH,).

651 | 1.71-1.79 (m, 2H, 2-CH,); 1.86-1.94 (m, 2H, 3-CH,); 1.95-2.01 (m, 4H, 2CH,); 2.61 (c, 3H, SCHs); 2.77 (ym. T, 2H, J = 5.9, 4-CH,); 3.48 (yur. T, 2H, J = 6.4,
1-CH,); 3.65-3.72 (M, 4H, N(CH,),).

65¢ | 1.65-1.81 (M, 8H, 3-CH,, 3CH,); 1.90-2.00 (v, 2H, 2-CH,); 2.62 (¢, 3H, SCHs); 2.69 (, 2H, J = 5.8, 1-CH,); 3.26-3.32 (m, 4H, N(CH,),); 3.52 (T, 2H, J = 6.5,
4-CH,).

65u | 1.26 (c, 6H, 2CH;); 1.66-1.77 (M, 6H, 3CH,); 3.25-3.30 (M, 4H, N(CH,),); 3.32 (c, 2H, 1-CH,); 4.49 (c, 2H, SCH,); 4.61 (c, 2H, 4-CH,); 7.18-7.30 (m, 3H,
Ar); 7.41-7.45 (m, 2H, Ar).




BbIBO/IbI

[TpennoxeHsl pemapaTUBHBIC METO/IbI CHHTE3a HOBBIX KOHJIEHCHpUBAHHbIX 1PU-, TETPA, ICHTa-

UKIIMYECKUX crcTeM — THeHO(Pypo)[2,3-b]nupununos, nupuno[2,3-dlnupumuaiaos, nupumo-

[3',2":4,5]treno|3,2-d]mupumugunos, Tpuazoino[4,3-C]([1,5-C])tueno[3,2-d]mupumuanHoB.

BriepBeie 0OHapyskeHa HeperpynnupoBKa MUPUAMHOBOTO KOJIbLIa B KOHJCHCUPOBAHHBIX MMHPU-

JUHTHOHAX IO/ JEHCTBUEM TUApa3rHa U aMUHOB. CHHTE3MpPOBAHHBIC B PE3YJIbTAaTe MEPErpyI-

MUPOBKH THUIPASUHOIIPOU3BOIHBIC KOHICHCUPOBAHHBIX MUPHUIUHOB HCIIOIH30BAHBI B KAYECTBE

CHUHTOHOB JJISl IOJyYEHUS] HOBBIX FE€TEPOLMKIMYECKUX CUCTEM.

YcTaHOBIEHA a3UA—TETPa30JibHAsl TayTOMEpPHsS B PACTBOPAX KOHJIEHCHPOBAHHBIX TETPA30JIO-

[1,5-a]nupuanHoB ¥ BO3MOKHOCTH CYIIECTBOBAHHUS IMOCIACIHUX B a3UIHOW (GOpMe B KpPHUCTA-

JMYECKOM COCTOSIHUH.

BriepBbie B psAly KOHIEHCUPOBAHHBIX MUPHUIMHOB Ha OCHOBE PEAKIIMH BHYTPUMOIEKYISPHOTO

3aMelIeHus] 2-TUAPOKCUATHIIIPOU3BOIHBIX ocylecTBieHa S-O meperpynnupoBka Cwaiinca.

[TpemnoxkeH MEXaHU3M MEPErPYIITUPOBKH.

[TokazaHo, 4TO B TpoOIleCCEe TEPErpymmupoBKkd umpoTa B psiiy TpUa30JIONAPHUMHINHOB B

OCHOBHOI1 cpejie OJHOBPEMEHHO € PEIUKIN3aIMei TPOUCXOAUT HYKIeO(DUIbHOE 3aMeIleHre BO

2-0M TOJIOKEHUH MMUPUMHIUHOBOTO KOJIBIIA.

[To pe3ynpTaTamMm OMOJOTUYCCKUX MCIBITAHUIN BBISBIICHBI COCTMHEHUS, 00JIAAI0ONINE BhIPAXKEeH-

HOM HEHpOTPONHOW M AaHTUMHUKPOOHOM aKTHBHOCTBIO. OOHapyeHbl HEKOTOphIE 3aKOHO-

MEPHOCTH CBSI3M MEX]y CTPOCHHEM CHHTE3UPOBAHHBIX COCIUHEHUN W UX OHOJOTUYECKUM

JIEUCTBUEM:

» B paAy IUAMHHOIIPOU3BOJHBIX MUPAHO[3,4-CIMUPHINHOB BBIPAKCHHYIO HEHPOTPOITHYIO
AKTUBHOCTH IMPOSIBJITIOT COCTUHEHUS ¢ METOKCH TPYIIION Y aHUJIMHOBOTO OCTaTKa; B PSIY
AMHUHOTMIPOM3BOJHBIX  TeTpalukindeckux  nupuao[3',2":4,5]tueno[3,2-d|nupumMuanHoB
COCIMHEHUSI C THPAHOBBIM KOJBIOM YCTYMAaIOT MO HEHUPOTPOMHONH aKTHMBHOCTH UX
aHAJIOTaM C ATAIUKINICCKUMU KOJIBIIAMU;

» B psaxy N-aMHHOIIPOHW3BOJHBIX KOHJEHCHPOBAHHBIX MUPHINHOB BBICOKOW aHTHMHKPOOHON
AKTUBHOCTIO 00JIaIal0T COEAMHEHUS COJAEpKAllie B CTPYKTYpe MUIECPUAUH WM METHII-
MUTIEPUIUH; B PSAAY a3UIOMPOU3BOAHBIX KOHICHCUPOBAHHBIX MUPHAWHOB COCTUHEHHS C
[IUKJIOTEKCAHOBBIM KOJIBIIOM IO aHTUMHUKPOOHOW aKTHBHOCTH YCTYIAIOT COCIUHEHHUSIM C
MMUPAHOBBIM KOJIbIIOM. HaOmromaeTcsi yBelMdeHHEe aHTHMHKPOOHOW AaKTUBHOCTH IIPH

nepexoaec OT aMUHOIIPOU3BOJHBIX K COOTBCTCTBYIOIIUM a3uIOIIPONU3BOAHBIM.
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Tab6auna 64

OU3UKO-XUMUYECKHUE XapAKTEPUCTUKN KOHICHCHPOBAHHBIX B-1MKIIoamKuiaMuHonupuao[3°,2°:4,5|tueno[3,2-d|nupumunni-2(3H)-troHoB 58a-r u
KOH/IEHCHPOBAHHBIX 4-aJIKHATHO(OKCO)-7-IMKIoaIKuiIaMuHonupuo[3°,2”:4,5]rueno[3,2-d|nupumuauaos 59a-m, 60a-3

Coenu | Bexon, Rs Tun °C Haiineno, % BpyrTo-dopmyna Brruncneno, %

HEHUE % C H N S C H N S
58a 75 0.76 253-256 58.13 5.47 14.95 17.14 C1sH20N40S; 58.04 541 15.04 17.22
586 84.5 0.75 300-302 59.15 5.70 14.41 16.53 C19H22N,0S, 59.04 5.74 14.49 16.59
588 68.5 0.75 278-280 60.56 5.49 15.63 17.87 CigH20N4S; 60.64 5.65 15.72 17.99
58r 714 0.73 301-303 55.71 4.53 16.15 18.78 C16H16N4OS; 55.79 4.68 16.27 18.62
59a 95 0.72 199-200 58.93 5.65 14.37 16.48 C19H22N,0S, 59.04 5.74 14.49 16.59
596 96 0.72 179-180 56.62 5.32 12.46 14.38 C21H24N4O3S, 56.73 5.44 12.60 14.43
598 96 0.77 140-141 57.54 5.60 12.13 13.85 CyoHz6N4O3S; 57.62 5.71 12.22 13.98
59r 71.2 0.75 213-215 59.91 6.09 13.93 16.08 C0H24N40S; 59.97 6.04 13.99 16.01
591 85.7 0.73 183-185 63.68 6.04 12.70 11.65 Cy9H33N50,S; 63.59 6.07 12.79 11.71
59e 80.5 0.76 253-255 62.49 5.67 13.56 12.27 Cu7H29Ns0,S, 62.40 5.62 13.48 12.34
59:x 89.6 0.77 157-158 61.67 6.13 15.26 17.48 C1oH2N4S; 61.59 5.98 15.12 17.31
593 70 0.74 174-175 64.26 5.91 13.96 12.84 C,7H29N50S, 64.38 5.80 13.90 12.73
59u 83.9 0.74 192-194 60.16 4.69 13.55 12.46 Ca6H25N505S; 60.10 4.58 13.48 12.34
59k 84.1 0.73 209-210 57.15 5.23 15.54 17.97 C17H1sN,OS; 56.96 5.06 15.63 17.89
590 934 0.76 248-250 57.72 4.54 14.48 13.26 C3H21Ns05S, 57.60 441 14.60 13.37
60a 97 0.73 209-210 61.43 5.87 15.08 8.52 C19H22N,0,S 61.60 5.99 15.12 8.66
600 96 0.74 206-207 62.34 6.18 14.42 8.23 CyoH24N4O0,S 62.47 6.29 14.57 8.34
608 84 0.71 181-182 62.55 6.34 14.49 8.26 Cy0H24N4O,S 62.47 6.29 14.57 8.34
60r 95.7 0.75 205-206 63.36 6.53 14.13 8.12 Cz1H26N4,0,S 63.29 6.58 14.06 8.05
601 89.1 0.76 149-150 64.45 6.92 15.73 8.12 C1sH22N,0S 64.38 6.86 15.81 8.05
60e 86.5 0.73 134-135 65.28 6.67 15.38 8.77 C0H24N40S 65.19 6.56 15.20 8.70
60:x 90.5 0.74 216-217 59.57 5.24 16.28 9.42 Ci17H18N4O,S 59.63 5.30 16.36 9.36
603 91.2 0.70 170-171 60.72 5.73 15.81 8.89 Ci1sH20N40,S 60.65 5.66 15.72 9.00

*TCX B cucreme stunanerar—nupuaua—a¢up, 10:1:5.
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Cnektpsl AMP 'H coenuHenui 58a-r, 59a-m u 60a-3

Coemun Crextp SIMP 'H (3, m.x., Iy) (IMCO-0ds/CCl4:1/3 u IMCO-ds )
HCHHEC
1 2

58a | *1.34 (c, 6 H, 2CH,); 1.95-2.01 (m, 4 H, 2CH,); 3.34 (c, 2 H, 1-CH,); 3.63-3.70 (M, 4 H, N(CH,),); 4.80 (c, 2 H, 4-CH,); 8.15 (c, 1 H, 10-CH); 13.78
(ym. c, 1 H, NH).

586 | *1.34 (c, 6 H, 2CH3); 1.65-1.78 (m, 6 H, 3CH,); 3.19-3.25 (m, 4 H, N(CH,),); 3.39 (c, 2 H, 1-CH,); 4.64 (c, 2 H, 4-CH,); 8.17 (c, 1 H, 10-CH); 13.96
(ym. ¢, 1 H, NH).

588 | *1.63-1.97 (M, 10 H, 2,3-CH,, 3CH,); 2.69 (t, 2 H, J = 6.5, 4-CH,); 3.19-3.28 (m, 4 H, N(CH,),); 3.50 (1, 2 H, J = 6.5, 1-CH,); 8.18 (1, 1 H, J = 3.6, 10-
CH); 13.91 (ymr, 1 H, NH).

58r | * 2.14-2.24 (m, 2 H, 2-CH,); 2.99 (1,2 H, J = 7.2, 3-CH,); 3.40 (1, 2 H, J = 7.5, 1-CH,); 3.57-3.62 (M, 4 H, N(CH,),); 3.73-3.79 (v, 4 H, O(CH,),); 8.18
(1, 1 H, J=3.7, 10-CH); 13.84 (yu1, 1 H, NH).

59a | 1.37 (c, 6 H, 2CHj3); 1.95-2.01 (M, 4 H, 2CH,); 2.73 (c, 3 H, SCH5); 3.43 (c, 2 H, 1-CH,); 3.62-3.70 (m, 4 H, N(CH,),); 4.82 (c, 2 H, 4-CH,); 8.83 (c, 1
H, 10-CH).

596 | 1.37 (c, 6 H, 2CH3); 1.96-2.02 (m, 4 H, 2CH,); 3.42 (c, 2 H, 1-CH,); 3.64-3.70 (M, 4 H, N(CH,),); 3.73 (¢, 3 H, OCHs); 4.21 (c, 2 H, SCH,); 4.83 (c, 2
H, 4-CH,); 8.81 (c, 1H, 10-CH).

598 | 1.29 (1,3 H,J=7.1, OCH,); 1.37 (c, 6 H, 2CH5); 1.96-2.02 (M, 4 H, 2CH,); 3.43 (c, 2 H, 1-CH,); 3.65-3.71 (m, 4 H, N(CH,),); 4.14-4.22 (m, 4 H, SCH,,
OCH,CH); 4.83 (c, 2 H, 4-CH,); 8.81 (c, 1H, 10-CH).

59r | 1.38 (c, 6 H, 2CH3); 1.66-1.79 (M, 6 H, 3CH,); 2.76 (c, 3 H, SCHs); 3.20-3.25 (M, 4 H, N(CH,),); 3.49 (c, 2 H, 1-CH,); 4.66 (c, 2 H, 4-CH,); 8.90 (c, 1H,
10-CH).

591 | 1.38 (c, 6 H, 2CHj); 1.66-1.80 (M, 6 H, 3CH,); 2.73-2.79 (v, 2 H, NHCH,CH,); 3.21-3.28 (v, 4 H, N(CHy),); 3.34-3.41 (M, 2 H, NHCH,); 3.49 (c, 2 H,
1-CH,); 4.04 (c, 2 H, SCH,); 4.66 (c, 2 H, 4-CH,); 7.06-7.20 (m, 5 H, Ar); 7.92 (r, 1 H, J = 5.7, NH); 8.84 (c, 1H, 10-CH).

59¢ | 1.37 (c, 6 H, 2CHs); 1.67-1.79 (m, 6 H, 3CH,); 3.22-3.27 (m, 4 H, N(CH,),); 3.48 (c, 2 H, 1-CH,); 4.34 (c, 2 H, SCH,); 4.65 (c, 2 H, 4-CH,); 6.97-7.02
(M, 1 H, Ar); 7.20-7.27 (m, 2 H, Ar); 7.56-7.61 (m, 2 H, Ar); 8.95 (c, 1H, 10-CH); 7.92 (yurc, 1 H, NH).

59 | 1.64-2.00 (M, 10 H, 2,3-CH,, 3CH,); 2.71 (1, 2 H, J = 6.5, 4-CH,); 2.75 (c, 3 H, SCHs); 3.21-3.26 (v, 4 H, N(CH,),); 3.58 (1, 2 H, J = 6.5, 1-CH,); 8.88 (c,
1 H, CH).

593 | 1.65-2.00 (m, 10 H, 2,3-CH,, 3CH,); 2.72 (1, 2 H, J = 5.9, 4-CHy,); 3.22-3.28 (m, 4 H, N(CH,),); 3.58 (1, 2 H, J = 5.9, 1-CH,); 4.14 (c, 2 H, SCH,); 4.34 (x,
2 H,J=5.9, NHCH,); 7.16-7.28 (M, 5 H, C¢Hs); 8.45 (1, 1 H, J = 5.9, NH); 8.88 (¢, 1 H, CH).

59 | 1.65-2.00 (M, 10 H, 2,3-CH,, 3CH,); 2.71 (1, 2 H, J = 6.5, 4-CH,); 3.22-3.29 (m, 4 H, N(CH,),); 3.57 (1, 2 H, J = 6.5, 1-CH,); 5.05 (c, 2 H, SCH,); 7.83 (r,
1 H,J=8.0, Ar); 8.45-8.51 (m, 2 H, Ar); 8.81(c, 1 H, CH); 8.90 (mn, 1 H, 20 =2.2,20=1.4, Ar).

59k | 2.17-2.27 (M, 2 H, 2-CH,); 2.75 (¢, 3 H, SCH5); 3.00 (1, 2 H, J = 7.2, 3-CH,); 3.47 (1, 2 H, J = 7.5, 1-CH,); 3.56-3.61 (m, 4 H, N(CH,),); 3.73-3.79 (m, 4

H, O(CH,),); 8.86 (c, 1 H, CH).
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1 2

591 | 2.17-2.27 (m, 2 H, 2-CH,); 3.01 (r, 2 H, J = 7.2, 3-CHy); 3.47 (r, 2 H, J = 7.5, 1-CH,); 3.58-3.63 (m, 4 H, N(CH.,),); 3.73-3.79 (m, 4 H, O(CH,),); 4.78 (c,
2 H, SCH,); 7.70-7.76 (m, 2 H, Ar); 8.11-8.17 (m, 2 H, Ar); 8.90 (c, 1 H, CH).

60a | 1.37 (c, 6 H, 2CHy); 1.95-2.02 (m, 4 H, 2CH,); 3.44 (c, 2 H, 1-CH,); 3.62-3.70 (m, 4 H, N(CH,),); 4.15 (c, 3 H, OCHa); 4.81 (c, 2 H, 4-CH,); 8.63 (c,
1H, 10-CH).

606 | 1.37 (c, 6 H, 2CHy); 1.51 (1, 3 H, J = 7.2, OCH,CHy); 1.95-2.01 (m, 4 H, 2CHy); 3.44 (c, 2 H, 1-CHy); 3.63-3.68 (M, 4 H, N(CH,),); 4.62 (i, 2 H, J = 7.1,
OCH,CH;); 4.81 (c, 2 H, 4-CH,); 8.61 (c, 1H, 10-CH).

608 | 1.37 (c, 6 H, 2CHy); 1.65-1.79 (m, 6 H, 3CHy); 3.18-3.24 (v, 4 H, N(CH,),); 3.49 (c, 2 H, 1-CH,); 4.18 (c, 3 H, OCH,); 4.66 (c, 2 H, 4-CH,); 8.41 (c,
1H, 10-CH).

60r | 1.37 (c, 6 H, 2CHs); 1.52 (r, 3 H, J = 7.1, OCH,CH); 1.64-1.79 (m, 6 H, 3CH,); 3.18-3.24 (, 4 H, N(CHy),); 3.49 (c, 2 H, 1-CH,); 4.65 (x, 2 H, J = 7.1,
OCH,CH;); 4.66 (c, 2 H, 4-CH,); 8.67 (c, 1H, 10-CH).

601 | 1.64-2.00 (M, 10 H, 2,3-CH,, 3CH,); 2.72 (r, 2 H, J = 5.8, 4-CH,); 3.19-3.25 (m, 4 H, N(CH,),); 3.59 (1, 2 H, J = 6.5, 1-CH,); 4.17 (c, 3 H, OCH); 8.67
(c, 1 H, CH).

60e | 1.52 (r, 3 H, J = 7.1, CH,CHz); 1.64-2.00 (v, 10 H, 2,3-CH,, 3CH,); 2.72 (r, 2 H, J = 5.8, 4-CHy); 3.19-3.26 (m, 4 H, N(CH,),); 3.59 (r, 2 H, J = 6.5, 1-
CHy); 4.64 (x, 2 H, J = 7.1, CH,CHy); 8.65 (c, 1 H, CH).

60 | 2.16-2.28 (M, 2 H, 2-CH,); 3.00 (r, 2 H, J = 7.2, 3-CH,); 3.48 (1, 2 H, J = 7.5, 1-CH,); 3.54-3.60 (M, 4 H, N(CH,),); 3.73-3.79 (m, 4 H, O(CH,),); 4.17 (c,
3 H, OCHy); 8.66 (c, 1 H, CH).

603 | 1.52 (r, 3 H, J = 7.1, CH,CH,); 2.17-2.28 (m, 2 H, 2-CH,); 3.00 (r, 2 H, J = 7.2, 3-CH,); 3.48 (r, 2 H, J = 7.5, 1-CH,); 3.53-3.60 (v, 4 H, N(CH,),); 3.74-

3.80 (m, 4 H, O(CH,),); 4.64 (x, 2 H, J = 7.1, CH,CHy); 8.63 (c, 1 H, CH).

Taoauma 66

DU3UKO-XMMUYECKHE XapaKTEPHUCTHKK KOHACHCUPOBAHHBIX 4-aMHUHO- 7-IUKIoaNKuiamuHonupuao[3',2":4,5tueno|[ 3,2-djnupumuauHos 61a-r,

62a-1, 63a-u, 64a-¢

Coenn | Bexon, Rs Tun °C Haiineno, % Bpyrro-dopmyna Beruncneno, %
HEHHE % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
6la 89 0.65 203-204 67.79 6.25 15.15 6.83 Cy6H29Ns0S 67.94 6.36 15.24 6.98
616 96 0.68 187-188 63.93 7.62 17.86 6.75 CysH36NgOS 64.07 7.74 17.93 6.84
618 96 0.69 197-198 61.43 6.78 17.86 6.75 Cp4H3:NgO,S 61.51 6.88 17.93 6.84
61r 96 0.67 190-191 65.75 7.03 15.88 7.21 Cy4H3:N5s0S 65.87 7.14 16.00 7.33
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GqT

1 2 3 4 5 6 7 8 9 10 11 12 13
62a 97.1 0.68 215-216 62.92 6.60 15.84 7.21 C,3H29N50,S 62.84 6.65 15.93 7.29
620 92.2 0.68 194-195 65.79 7.19 15.93 7.25 C,4H31NsOS 65.87 7.14 16.00 7.33
628 77.6 0.65 190-191 64.23 5.99 15.51 7.21 C,4H»7Ns0,S 64.12 6.05 15.58 7.13
62r 81.8 0.64 244-245 65.28 6.18 18.16 6.88 CusHsNgOS 65.19 6.13 18.25 6.96
621 84.2 0.68 229-230 65.12 6.07 18.20 7.03 CusHsNgOS 65.19 6.13 18.25 6.96
63a 82 0.75 165-166 69.82 6.45 16.17 7.51 Cy5H»7NsS 69.90 6.34 16.30 7.46
630 80 0.75 154-155 70.51 6.65 15.85 7.39 Cy6Ho9NsS 70.40 6.59 15.79 7.23
638 91 0.76 173-174 66.76 7.34 17.63 8.06 CoH9NsS 66.80 7.39 17.70 8.10
63r 84.1 0.76 225-226 62.57 6.51 18.15 8.23 C,oH25Ns0S 62.64 6.57 18.26 8.36
631 87 0.76 138-139 64.12 7.02 16.95 7.71 CxHx9Ns50S 64.20 7.10 17.02 7.79
63e 89 0.76 310-312 62.73 6.78 21.89 8.28 CyoH26NsS 62.80 6.85 21.97 8.38
63k 95.7 0.76 160-161 65.17 6.82 16.46 7.51 C,3H29Ns0S 65.22 6.90 16.53 7.57
633 95 0.76 78-79 67.96 7.78 16.45 7.51 C,4H33NsS 68.05 7.85 16.53 7.57
63u 93.2 0.76 98-99 65.27 7.08 19.82 7.50 Ca3H3oNgS 65.37 7.16 19.89 7.59
64a 87.2 0.75 210-212 66.21 5.65 16.85 7.59 C,3H»3Ns0OS 66.16 5.55 16.77 7.68
640 82 0.76 215-216 62.57 6.48 18.17 8.28 C,oH25Ns0S 62.64 6.57 18.26 8.36
648 95.6 0.64 197-198 63.38 6.79 17.56 7.98 C,1H»7Ns0OS 63.45 6.85 17.62 8.06
64r 93.5 0.76 219-220 58.29 5.92 22.59 8.60 C1gH2NsOS 58.36 5.99 22.68 8.65
64 94.4 0.76 198-199 66.72 5.78 16.14 7.38 C,4H25Ns0S 66.80 5.84 16.23 7.43
64e 95.2 0.76 243-245 59.13 5.93 18.09 8.27 CigH»3Ns0,S 59.20 6.01 18.17 8.32
*TCX B cucteMe mUpuINH—ITaHOI, 1:2.

Tadauna 67
Cnextpsi SIMP 'H coemmnenuii 61a-r, 62a-n1, 63a-u, 64a-e
Coenun Crnexrp SIMP 'H (8, m.x1., Ty) (IMCO-dg/CCl4:1/3)
HEHue
1 2

6la | 1.35(c, 3 H, CHy); 1.36 (c, 3 H, CHa); 1.61 (1, 3 H, J = 7.0, CHCHy); 1.94-2.01 (u, 4 H, 2CH,); 3.44 (c, 2 H, 1-CH,); 3.58-3.65 (v, 4 H, N(CH.,),); 4.77
(yur.c, 2 H, 4-CH,); 5.53-5.65 (M, 1 H, CHCHa); 7.11-7.18 (m, 1 H, Ar); 7.22-7.29 (m, 2 H, Ar); 7.37 (ymx, 1 H, J = 8.0, NH); 7.40-7.46 (m, 2 H, Ar);
8.35 (c, 1 H, 10-CH).
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1 2

616 | 1.11 (t, 6 H, J = 7.2, N(CH,CHb),); 1.36 (c, 6 H, C(CHa),); 1.78-1.87 (, 2 H, NHCH,CHy); 1.92-2.01 (v, 4 H, 2CHy); 2.53-2.69 (, 6 H, CH,N(CH,),);
3.46 (c, 2 H, 1-CHy); 3.57-3.64 (m, 6 H, NHCH,CH,, N(CH,),); 4.77 (c, 2 H, 4-CH,); 7.52 (yur.T, 1 H, J = 5.2, NH); 8.39 (c, 1 H, 10-CH).

618 | 1.35 (c, 6H, 2CH,); 1.93-2.01 (m, 4 H, 2CH,); 2.48-2.51 (v, 3 H, CH,0H); 2.62-2.67 (m, 4 H, CH,N(CH,),); 3.45 (c, 2 H, 1-CH,); 3.54-3.63 (m, 4 H, 5-
N(CH,),, CH,N(CH.,),); 3.88-3.92 (m, 4 H, 8-N(CH,),); 4.78 (c, 2 H, 4-CH,), 8.45 (c, 1 H, 10-CH).

61r | 1.00 (x, 3 H, J = 6.2, CHCH,); 1.20-1.38 (m, 2 H, CHCH,); 1.36 (c, 6 H, 2CH); 1.68-1.84 (v, 3 H, CHCH.,); 1.93-2.02 (m, 4 H, 2CH,); 3.00-3.13 (u, 2
H, 8-NCH,CH,); 3.47 (c, 2 H, 1-CH,); 3.57-3.64 (m, 4 H, 5-N(CH.),); 4.65-4.74 (m, 2 H, 8-NCH,CH,); 4.79 (c, 2 H, 4-CH,); 8.43 (c, 1 H, 10-CH).

62a | 1.36 (c, 6 H, 2CHy); 1.64-1.78 (m, 6 H, 3CHy); 3.15-3.20 (m, 4 H, 5-N(CH5),); 3.51 (¢, 2 H, 1-CH,); 3.77-3.81 (m, 4 H, 8-N(CH,),); 3.89-3.94 (v, 4 H, 8-
O(CH,),); 4.69 (c, 2 H, 4-CHy); 8.55 (c, 1 H, 10-CH).

626 | 1.36 (c, 6 H, 2CH,); 1.64-1.80 (m, 12 H, 6CH, mnmepuann); 3.13-3.18 (v, 4 H, 5-N(CH,),); 3.52 (c, 2 H, 1-CH,); 3.89-3.94 (m, 4 H, 8-N(CH.),); 4.65 (c,
2 H, 4-CH,); 8.47 (c, 1 H, 10-CH).

628 | 1.36 (c, 6 H, 2CHy); 1.61-1.79 (M, 6 H, 3CH,); 3.15-3.20 (m, 4 H, N(CH.,),); 3.51 (c, 2 H, 1-CH,); 4.66 (c, 2 H, 4-CHy); 4.74 (%, 2 H, J = 5.7, NHCH));
6.25-6.31 (m, 2 H, CH); 7.38 (mx, 1 H, J* = 1.9, J* = 0.8, CH); 7.84 (ym.t, 1 H, J = 5.7, NH); 8.48 (c, 1 H, 10-CH).

62r | 1.35 (c, 6 H, 2CH3); 1.65-1.77 (u, 6 H, 3CH,); 3.15-3.20 (m, 4 H, N(CHy),); 3.49 (c, 2 H, 1-CH,); 4.66 (c, 2 H, 4-CH,); 4.76 (1, 2 H, J = 6.0, NHCH,);
7.27-7.30 (M, 2 H, 2CH); 8.40-8.44 (m, 2 H, 2CH); 7.9 (ym., 1 H, J = 6.0, NH); 8.47 (c, 1 H, 10-CH).

621 | 1.36 (c, 6 H, 2CHy); 1.64-1.79 (v, 6 H, 3CH,); 3.15-3.20 (, 4 H, N(CH.,),); 3.50 (c, 2 H, 1-CH,); 4.67 (c, 2 H, 4-CHy); 4.85 (%, 2 H, J = 5.7, NHCH));
7.17 (uam, 1 H, 3, = 7.5, J, = 4.8, J; = 1.0, CH): 7.34 (ar, 1 H, J, = 7.8, J, = 1.0, CH); 7.63 (t1, 1 H, J, = 7.5, J, = 1.8, CH); 7.87 (ym.t, L H, J = 5.7,
NH); 8.44 (c, 1 H, 10-CH); 8.50 (ux, 1 H, J; = 4.8, J, = 1.8, J; = 1.0, CH).

63a | 1.62-1.98 (m, 10 H, 2,3-CH,, 3CH,); 2.72 (r, 2 H, J = 5.7, 4-CH,); 3.14-3.22 (m, 4 H, N(CH,),); 3.59 (r, 2 H, J = 6.5, 1-CH,); 4.77 (1, 2 H, J = 5.9,
NHCH.,); 7.14-7.40 (m, 5 H, Ar); 7.75 (ym, 1 H, NH): 8.43 (c, 1 H, CH).

636 | 1.62-1.98 (v, 10 H, 2,3-CH,, 3CH,); 2.72 (1, 2 H, J = 5.7, 4-CH,); 2.94-3.01 (m, 2 H, NHCH,CHy); 3.14-3.22 (v, 4 H, N(CHy),); 3.60 (1, 2 H, J = 6.4, 1-
CHy); 3.71-3.79 (v, 2 H, NHCH,); 7.12-7.28 (m, 6 H, NH, Ar); 8.46 (c, 1 H, CH).

638 | 0.98 (1, 6 H, J = 6.7, CH(CHy),); 1.62-1.98 (m, 10 H, 3CH,, 2,3-CH,); 2.00-2.12 (v, 1 H, CH(CH),); 2.69-2.75 (m, 2 H, 4-CHy); 3.15-3.20 (m, 4 H,
N(CH,),); 3.33-3.39 (m, 2 H, NHCH,); 3.56-3.63 (m, 2 H, 1-CH,); 7.08 (w1, 1 H, NH); 8.40 (c, 1H, CH).

63r | 1.61-1.82 (v, 8 H) n 1.87-1.97 (m, 2H) (3CH,, 2,3-CH,); 2.69-2.74 (, 2 H, 4-CHy); 3.13-3.20 (v, 4 H, N(CH,),); 3.54-3.69 (m, 6 H, NHCH,, CH,OH,
1-CH,); 4.50 (1, 1 H, OH); 7.06 (ym 7, 1 H, J = 5.0, NH); 8.42 (c, 1 H, CH).

631 | 1.61-1.82 (m, 10 H) u 1.86-1.97 (u, 2 H) (3CH,, 2,3-CH,, NHCH,CH,); 2.68-2.74 (m, 2 H, 4-CH,); 3.13-3.20 (M, 4 H, N(CH,),); 3.31 (c, 3 H, OCH});
3.46 (1, 2 H, J = 6.0, CH,OCHy); 3.55-3.63 (m, 4 H, NHCH,, 1-CH,); 7.09 (ym. T, 1H, J = 5.5, NH); 8.42 (¢, 1 H, CH).

63e | 1.61-1.97 (m, 10 H, 3CH,, 2,3-CHy); 2.18 (11, 2 H, NH,); 2.68-2.74 (v, 2 H, 4-CH,); 2.87 (, 2 H, J = 6.0, CH,NH,); 3.13-3.20 (m, 4 H, N(CH)),); 3.52-
3.61 (M, 4 H, NHCH,, 1-CH,); 7.13 (1, 1 H, NH), 8.41 (c, 1 H, CH).

63x | 1.61-2.05 (m, 14 H, 3CH,, 2,3-CH,, OCH,(CHy),); 2.68-2.74 (u, 2 H, 4-CH,); 3.13-3.21 (m, 4 H, N(CH,),); 3.49-3.90 (u, 6 H, NHCH,, OCH,, 1-CHy);

4.09-4.18 (m, 1 H, NHCH,CH): 7.09 (yur. T, 1 H, J = 5.7, NH); 8.41 (c, 1 H, CH).
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633 | 1.01 (1, 6 H, J = 7.4, 2CH,CH,); 1.62-1.96 (u, 14 H, 3CH,, 2,3-CH,, 2CH,CH}); 2.68-2.74 (m, 2 H, 4-CHy); 3.13-3.20 (, 4 H, N(CH,),); 3.56-3.71 (u,
2 H, 1-CH,, N(CH,),); 8.41 (c, 1H, CH).

63u | 1.61-1.97 (m, 10 H, 3CH,, 2,3-CH,); 2.28 (c, 3 H, NCHy); 2.47-2.53 (m, 4 H, N(CH,),); 2.68-2.74 (, 2 H, 4-CHy); 3.13-3.19 (v, 4 H, N(CH.,),); 3.56-
3.63 (M, 2 H, 1-CH,); 3.86-3.94 (v, 4 H, N(CH,),); 8.48 (c, 1 H, CH).

64a | 2.15-2.25 (m, 2 H, 2-CH,); 2.96 (, 2 H, J = 7.2, 3-CH,); 3.47 (1, 2 H, J = 7.5, 1-CHy); 3.48-3.54 (m, 4 H, N(CH.,),); 3.74-3.80 (m, 4 H, O(CH,),); 4.77 (x,
2 H,J=5.9, NHCH,); 7.15-7.41 (m, 5 H, Ar); 7.78 (ym, 1 H, NH); 8.42 (¢, 1 H, CH).

646 | 0.99 (r, 3 H, J = 7.3, CH,CH,); 1.37-1.49 (u, 2 H, CH,CH); 1.61-1.70 (m, 2 H, CH,CH,CHy); 2.15-2.24 (m, 2 H, 2-CH,); 2.96 (r, 2 H, J = 7.0, 3-CH,);
3.47 (1, 2 H, J = 7.4, 1-CH,); 3.49-3.56 (v, 6 H, NHCH,, N(CH,),); 3.75-3.78 (m, 4 H, O(CHy),); 7.06 (ym. 7, 1 H, J = 5.5, NH); 8.39 (c, 1 H, CH).

648 | 0.98 (1, 6 H, J = 6.5, CH(CHy),); 1.53-1.60 (M, 1 H, CH(CH3),); 1.66-1.79 (v, 2 H, CHCHy); 2.15-2.25 (m, 2 H, 2-CHy); 2.96 (1, 2 H, J = 7.1, 3-CH,);
3.47 (1, 2 H, J = 7.4, 1-CHy); 3.48-3.51 (M, 4 H, N(CH,),); 3.53-3.57 (u, 2 H, NHCH,); 3.75-3.78 (m, 4 H, O(CH}),); 7.03 (yw. 1, 1H, J = 5.5, NH); 8.39
(c, 1 H, CH).

64r | 2.15-2.25 (v, 2 H, 2-CH,); 2.50 (1, 2 H, NHy); 2.89 (r, 2 H, J = 6.0, CH,NH,); 2.96 (r, 2 H, J = 7.2, 3-CH,); 3.47 (r, 2 H, J = 7.5, 1-CH,); 3.48-3.53 (m,
4 H, N(CH,),); 3.55-3.62 (v, 2 H, NHCH,); 3.74-3.79 (M, 4 H, O(CH,),); 7.16 (ymr. T, 1 H, J = 5.2, NH); 8.40 (c, 1 H, CH).

641 | 2.15-2.26 (u, 2 H, 2-CHy); 2.91-3.01 (v, 4 H, CH,CqHs, 3-CH,); 3.48 (1, 2 H, J = 7.5, 1-CHy); 3.49-3.52 (, 4 H, N(CH.,),); 3.70-3.80 (M, 6 H, NHCH,,
O(CH,),); 7.11-7.19 (m, 1H, NH); 7.21-7.30 (m, 5 H, Ar); 8.4 (c, 1 H, CH).

64e | 1.75-1.85 (v, 2 H, NHCH,CHy); 2.14-2.25 (m, 2 H, 2-CHy); 2.96 (1, 2 H, J = 7.1, 3-CH,); 3.43-3.68 (u, 9 H, N(CH), 1-CH,, CH,0OH); 3.60-3.68 (u, 2
H, NHCH,); 3.72-3.80 (m, 4 H, O(CH,),); 7.16 (ym. 7, 1 H, J = 5.5, NH); 8.41 (c, 1 H, CH).

Tab6auna 68

DU3UKO-XMMUYECKHE XaPAKTEPHUCTHKHA KOHICHCUPOBAHHBIX 4-aMUHO-2-aJIKUICYIIb(GaHuII- 7 -IuKIoankuiamuHonupuao[3',2":4, 5 tueno|[ 3,2-d]-

MUpUMUIUHOB 662,06, 67a-1, 68a-k, 692,06, 70a-B, 71, 72a,0

Coenn | Beixop, R¢ Tun °C Haiineno, % Bpyrro-dopmyna Beruncneno, %
HEHHe % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
66a 81 0.71 211-212 60.83 5.79 17.19 13.10 CysH2N6OS, 60.95 5.73 17.06 13.02
660 78 0.71 215-216 58.64 6.25 14.78 13.49 Cy3H29N50,S; 58.57 6.20 14.85 13.60
67a 79 0.63 229-230 57.58 6.39 15.13 13.86 CyoH29N50,S; 57.49 6.36 15.24 13.95
676 79 0.63 104-105 61.24 7.08 14.72 13.48 Cp4H33Ns0S, 61.11 7.05 14.85 13.60
678 91 0.65 219-220 62.20 7.00 14.57 13.15 CysH33Ns0S, 62.08 6.88 14.48 13.26
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1 2 3 4 5 6 7 8 9 10 11 12 13
67r 89 0.64 252-253 59.47 6.39 14.55 13.28 Ca4H31Ns0,S, 59.35 6.43 14.42 13.20
68a 83 0.68 220-221 59.18 6.77 14.29 13.08 C24H33Ns0,S, 59.11 6.82 14.36 13.15
680 86 0.68 195-196 58.75 7.15 15.76 11.99 CpsH3sNsO,S; 58.84 7.22 15.83 12.08
688 95 0.65 200-201 57.38 6.17 13.87 12.72 Cy4H31N505S; 57.46 6.23 13.96 12.78
68r 73 0.66 172-175 57.84 5.39 14.12 12.79 Cy4Hy7N5O5S; 57.93 5.47 14.07 12.89
681 86 0.65 200-202 56.64 6.37 15.75 12.02 Cu5H34NGO3S,. 56.58 6.46 15.84 12.08
68e 80 0.65 231-232 59.93 6.98 13.81 12.67 CasH3sN50,S;. 59.85 7.03 13.96 12.78
68k 81 0.68 206-207 62.36 6.25 14.69 11.03 Ca3oH3sN60,S; 62.47 6.29 14.57 11.12
69a 73 0.70 119-120 63.37 7.26 15.24 14.17 CosHasNsS, 63.26 7.30 15.37 14.07
696 74 0.73 159-160 61.25 5.64 15.42 14.34 C3H2sN50S, 61.17 5.58 15.51 14.20
70a 90 0.68 135-136 60.48 6.79 15.42 13.94 C3H31N50S, 60.36 6.83 15.30 14.01
700 76 0.68 144-145 61.37 7.25 17.76 13.54 Co4H34NgS; 61.24 7.28 17.85 13.62
70B 75 0.69 104-105 61.82 5.81 15.18 13.65 Co4H27N50S, 61.91 5.84 15.04 13.77

71 83 0.62 198-200 65.08 5.99 13.67 12.28 CsH31Ns0S, 64.96 6.04 13.53 12.39
72a 80 0.59 241-242 59.08 5.83 16.49 14.88 Cx1H25N50S, 58.99 5.89 16.38 15.00
726 83 0.60 240-241 56.98 5.72 15.88 14.32 C21H25N50,S, 56.86 5.68 15.79 14.46

*TCX B cucteme 3TaHOI-XJ0podopm, 3:1.

Ta6auna 69

Cuekrps SIMP 'H coenunenuii 66a,6, 67a-r, 68a-xk, 69a,6, 70a-B, 71, 72a,6

Coenn
HEHUE

Crnextp SIMP 'H (3, m.11., Iy) (IMCO-dg/CCl4:1/3)

2

66a

1.34 (c, 6 H, 2CHy); 1.93-2.01 (m, 4 H, 2CH,); 2.49 (c, 3 H, SCHa); 3.45 (c, 2 H, 1-CH,); 3.59-3.65 (m, 4 H, N(CH,),); 4.73 (1, 2H, J = 5.9, NHCH,);
4.77 (¢, 2H, 4-CHy); 7.25 (mn, 1H, J = 7.7, 3 = 4.8, CHpy); 7.77 (uu, 1H, J = 7.7, 3= 1.9, J = 1.6, CHpy); 7.87 (ymr. 7, 1H, J = 5.9, NH); 8.40 (n, 1H, J
=4.8,J=1.6, CHp,); 8.58 (1, 1 H, J=1.9, CHp).

660

1.34 (c, 6 H, 2CHa); 1.91-2.03 (m, 4 H, 2CH,); 2.53 (c, 3 H, SCHa); 3.46 (c, 2 H, 1-CH,); 3.59-3.64 (m, 4 H, N(CH,),); 3.74-3.80 (m, 4 H, N(CH,),);
3.84-3.90 (m, 4 H, O(CH,),); 4.79 (c, 2 H, 4-CH,).
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1 2

67a | 1.34 (c, 6 H, 2CHa); 1.63-1.78 (m, 6 H, 3CH,); 2.53 (c, 3 H, SCHa); 3.00 (w, 1 H, OH); 3.13-3.20 (m, 4 H, N(CH5),); 3.50 (c, 2 H, 1-CH,), 3.58-3.68 (M,
4 H, NH(CH,),); 4.65 (¢, 2 H, 4-CH,); 7.27 (yu.t, 1 H, J = 5.1, NH).

676 | 0.95 (1, 3 H, J = 7.4, CH,CHs); 1.25 (1, 3 H, J = 6.5, CHCHj); 1.33 (c, 6 H, 2CHy); 1.50-1.63 (m, 2 H, CH,CHa); 1.64-1.79 (v, 6 H, 3CH,); 2.51 (c, 3 H,
SCHy); 3.13-3.19 (m, 4 H, N(CH,),): 3.49 (c, 2 H, 1-CH,); 4.25-4.39 (m, 1 H, CHCH3); 4.64 (c, 2 H, 4-CH,); 7.00 (z, 1 H, J = 8.1, NH).

678 | 1.34 (c, 6 H, 2CHa); 1.64-1.79 (v, 12 H, 6CH,); 2.53 (c, 3 H, SCHy); 3.13-3.19 (v, 4 H, 5-N(CH,),); 3.51 (c, 2 H, 1-CH,); 3.87-3.93 (m, 4 H, 8-
N(CH,),); 4.64 (c, 2 H, 4-CH,).

67r | 1.34 (c, 6 H, 2CH,); 1.64-1.78 (m, 6 H, 3CH,); 2.54 (c, 3 H, SCH;); 3.14-3.20 (m, 4 H, 5-N(CH.,),); 3.51 (c, 2 H, 1-CH,); 3.76-3.81 (, 4 H, 8-N(CH,),);
3.88-3.93 (v, 4 H, 8-O(CH,),); 4.75 (¢, 2 H, 4-CH,).

68a | 0.98 (1, 6 H, J = 6.6, CH(CHs),); 1.34 (c, 6 H, 2CH;); 1.52-1.61 (v, 2 H, CHCH,); 1.64-1.78 (v, 1 H, CH(CHy),); 2.53 (c, 3 H, SCHa); 3.17-3.22 (u, 4
H, N(CH,),); 3.52 (c, 2 H, 1-CH,); 3.51-3.58 (m, 2 H, NHCH.,); 3.75-3.81 (m, 4 H, O(CH.,),); 4.68 (c, 2 H, 4-CH,); 7.28 (1, 1 H, J = 5.5, NH).

686 | 1.11 (t, 6 H, J = 7.0, N(CH,),(CHa),); 1.34 (c, 6 H, 2CH); 1.78-1.88 (m, 2 H, NHCH,CH,); 2.53 (c, 3 H, SCH,); 2.58-2.68 (u, 6 H, N(CH,)s); 3.17-3.24
(M, 4 H, N(CH,),); 3.52 (¢, 2 H, 1-CH,); 3.58-3.65 (m, 2 H, NHCH,); 3.75-3.82 (u, 4 H, O(CH5),); 4.68 (c, 2 H, 4-CH,); 7.85 (yur.t, 1 H, J = 5.0, NH).

688 | 1.34 (c, 6 H, 2CH,); 1.61-2.05 (m, 4 H, 2CH,); 2.53 (c, 3 H, SCHa); 3.16-3.24 (m, 4 H, N(CH,),); 3.51 (¢, 2 H, 1-CH,); 3.54-3.74 (v, 3 H, NHCH,,
CHH); 3.75-3.82 (m, 4 H, O(CH.,),); 3.82-3.90 (v, 1 H, CHH); 4.09-4.18 (m, 1 H, OCH); 4.68 (c, 2 H, 4-CH,); 7.37 (yur.t, 1 H, J = 5.7, NH).

68r | 1.34 (c, 6 H, 2CHa); 2.54 (c, 3 H, SCHs); 3.18-3.24 (M, 4 H, N(CH,),); 3.51 (c, 2 H, 1-CH,); 3.76-3.82 (m, 4 H, O(CH,),); 4.68 (c, 2 H, 4-CH,); 4.73 (x,
2 H,J = 5.6, NHCH,); 6.26-6.32 (v, 2 H, 2CH); 4.73 (yux, 1 H, J = 1.8, CH); 7.96 (yurt, 1 H, J = 5.6, NH).

681 | 1.34 (c, 6 H, 2CHy); 2.54 (c, 3 H, SCHa); 2.56 (r, 2 H, J = 5.6, CH,OH); 2.69-2.74 (v, 4 H, N(CH,),); 3.18-3.23 (u, 4 H, N(CH,),); 3.41 (1, 1 H, OH);
3.53 (c, 2 H, 1-CH,); 3.59 (1, 2 H, J = 5.6, NCH,); 3.76-3.82 (m, 4 H, O(CH,),); 3.94-4.00 (m, 4 H, N(CH,),); 4.67 (c, 2 H, 4-CH,).

68e | 0.91 (1, 3 H, J = 6.6, CH,CHy); 1.28-1.45 (m, 6 H, CH3(CH,)s); 1.34 (c, 6 H, 2CHy); 1.61-1.71 (m, 2H, NHCH,CH,); 2.52 (c, 3 H, SCH3); 3.15-3.25 (m,
4 H, N(CH,),); 3.46-3.56 (m, 4 H, NHCH,, 1-CH,); 3.74-3.84 (m, 4 H, O(CH.,),): 4.68 (c, 2 H, 4-CH,); 7.30 (yur 7, 1 H, J = 5.4, NH).

68x | 1.21 (c, 6 H, 2CHz); 2.30 (c, 3 H, NCHa); 2.46-2.55 (m, 4 H, N(CH,),); 3.16-3.22 (m, 4 H, N(CH,),); 3.75-3.80 (m, 4 H, O(CH,),); 3.89-3.96 (m, 4 H,
N(CH,),); 3.41 (c, 2 H, 1-CH,); 4.44 (c, 2 H, SCH,); 4.64 (c, 2 H, 4-CH,); 7.15-7.29 (m, 3 H, CH); 7.37-7.43 (m, 2 H, CH).

69a | 1.01(r,3 H,J = 7.3, CH,CHy); 1.30 (r, 3 H, J = 7.0, NCH,CHj); 1.38-1.51 (v, 2 H, CH,CHz); 1.66-1.78 (m, 4 H, 2,3-CH,); 1.84-1.91 (, 2 H, 4-CH),);
1.91-1.99 (v, 4 H, 2CH,); 2.51 (c, 3 H, SCHy); 2.71 (1, 2 H, J = 5.9, 1-CH,); 3.52-3.62 (M, 6 H, NCH,CH,, N(CH,),); 3.64-3.71 (v, 2 H, NCH,CH,);
3.76 (x, 2H, J = 7.0, NCH,CHb).

696 | 1.70-1.79 (m, 2 H, 2-CH,); 1.84-1.92 (m, 2 H, 3-CH,); 1.92-1.99 (m, 4 H, 2CH,); 2.53 (c, 3 H, SCHy); 2.71 (1, 2 H, J = 5.7, 4-CH,); 3.49-3.65 (m, 6 H,
N(CH,),, 1-CH,); 4.70 (1, 2 H, J = 5.6, NHCH,); 6.25-6.32 (m, 2 H, 2CH); 7.39 (1, 1 H, J; = 1.7, J,= 0.7, CH); 7.66 (yur. 1, 1 H, J = 5.6, NH).

70a | 1.61-1.81 (m, 8 H, NHCH,CH,, 3CH,); 1.86-1.96 (m, 4 H, 2,3-CH,); 2.53 (c, 3 H, SCHa); 2.70 (T, 2 H, J = 5.9, 1-CH,); 3.14-3.21 (m, 4 H, N(CH,),);
3.45 (1,2 H,J= 6.1, OCH,); 3.54-3.62 (m, 4 H, NHCH,, 4-CH,); 7.21 (yurt, 1 H, J = 5.6, NH).

706 | 1.61-1.96 (m, 12 H, NHCH,CH,, 2,3-CH,, 3CH,); 2.25 (c, 6 H, N(CH3),); 2.37-2.43 (v, 2 H, 1-CH,); 2.53 (c, 3 H, SCH3); 2.66-2.73 (, 2 H, 4-CH,);

3.13-3.20 (m, 4 H, N(CH,),); 3.54-3.62 (m, 4 H, NHCH,, NCH,); 7.56 (yu.t, 1 H, J = 5.1, NH).
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708 | 1.54-1.96 (m, 10 H, 2,3-CH,, 3CH,); 2.53 (c, 3 H, SCHa); 2.66-2.74 (v, 2 H, 1-CH,); 3.12-3.21 (m, 4 H, N(CH,),); 3.55-3.62 (m, 2 H, 4-CH,); 4.71 (x, 2
H, J = 5.4, NHCH,); 6.24-6.33 (m, 2 H, 2CH); 7.39 (ym.c, 1 H, CH); 7.82 (yut, 1 H, J = 5.4, NH).

71 | 1.69-1.79 (M, 2 H, 2-CHy); 1.81-1.91 (m, 2 H, 3-CHy); 2.01-2.10 (m, 4 H, 2CH,); 2.70 (, 2 H, J = 5.2, 4-CH,); 3.17-3.24 (m, 4 H, N(CH,),); 3.53 (1, 2 H,
J=6.5, 1-CH,); 3.74-3.80 (m, 4 H, O(CH,),); 3.83-3.91 (m, 4 H, N(CH,),); 4.41 (c, 2 H, SCH,): 7.14-7.28 (m, 3H, Ar); 7.37-7.42 (m, 2 H, Ar).

72a | 2.00-2.10 (m, 4 H, 2CH,); 2.12-2.24 (m, 2 H, 2-CH,); 2.52 (c, 3 H, SCHa); 2.95 (1, 2 H, J = 7.2, 3-CHy); 3.47 (1, 2 H, J = 7.5, 1-CH,); 3.47-3.52 (4H, m,
N(CH,),); 3.73-3.78 (m, 4 H, O(CH,),); 3.82-3.89 (m, 4 H, N(CH,),).

726 | 2.142.25 (m, 2H, 2-CHy); 2.55 (¢, 3 H, SCHa); 2.98 (1, 2 H, J = 7.2, 3-CHy); 3.48 (1, 2 H, J = 7.4, 1-CHy); 3.49-3.55 (w, 4 H, 4-N(CH,)); 3.73-3.81 (1,
8 H, 7-N(CH2)2, 4-O(CH2)2), 3.86-3.92 (M, 4 H, O(CHz)z)

097

Taoauma 70

DOU3UKO-XUMUYECKHE XaPaKTEPUCTUKHA KOHJICHCHPOBAHHBIX 4-aJIKOKCH-2-aIKUICYIb(haHmI- 7 -IHKIoanKuIaMuaonupu o 3',2":4,5]tueno[ 3,2-d]-
NUPUMUIUHOB 73a-1 u 2,2-aumeTnin-8-ankuntuo-10-(metuntno)-5-(mopdonmuna-4-un)-1,4-muruapo-2H-
nupano[4”,3”:4’,5’ Jnupuno[3°,2’:4,5]tueno[ 3,2-dJnupumuguaoB 75a-1

Coenn | Beixop, R¢ Tun °C Haiineno, % Bpyrro-popmyna Beruncneno, %

HEHHE % C H N S C H N S
73a 81 0.67 190-191 57.75 5.76 13.37 15.32 CyoH24N4O,S; 57.67 5.81 13.45 15.40
730 77 0.66 188-189 58.49 6.15 13.15 14.78 Cy1H26N40,S; 58.58 6.09 13.01 14.89
738 80 0.63 178-179 62.13 5.72 10.63 12.35 Cy7H30N4O3S; 62.04 5.79 10.72 12.27
73r 88 0.65 206207 59.90 6.10 14.08 16.14 CyoH24N4OS, 59.97 6.04 13.99 16.01
73n 79 0.68 236237 63.46 5.78 11.46 13.14 C6H2sN4O,S; 63.39 5.73 11.37 13.02
75a 93 0.70 193-195 58.52 6.76 10.47 18.13 Ca6H3sN40,S; 58.61 6.81 10.52 18.06
750 95 0.74 210-211 57.24 6.28 11.02 18.95 Cp4H3,N4O,S; 57.11 6.39 11.10 19.06
758 92 0.72 210-211 55.51 5.75 10.72 18.46 Cp4H3oN4O5S; 55.57 5.83 10.80 18.55
751 87 0.72 197-198 54.66 5.79 10.15 17.58 CpsH3oN404S; 54.72 5.88 10.21 17.53
75n 96 0.70 230-232 60.12 5.56 10.32 17.80 Cx7H30N40,S; 60.19 5.61 10.40 17.86

*TCX B cucreme JIM®PA-—-stanomn, 1:2.
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Taoauna 71
Cnektpsl AMP 'H coenuHeHud 73a-q1 u 75a-n

Coenu Crextp SIMP "H 6, mn., I y) (IMCO-dg/CCl4:1/3)
HEHHE

73a | 1.35(c, 6 H, 2CH3); 1.96-2.03 (M, 2H, 2CH,); 2.61 (c, 3 H, SCHy); 3.37 (¢, 2 H, 1-CH,); 3.66-3.74 (M, 4 H, N(CH,),); 4.13 (c, 3 H, OCHs,); 4.84 (c, 2
H, 4-CH,).

736 | 1.35(c, 6 H, 2CHjy); 1.49 (1, 3 H, J = 7.1, OCH,CH,); 1.95-2.00 (M, 4 H, 2CH,); 2.58 (c, 3 H, SCH3); 3.43 (c, 2 H, 1-CH,); 3.62-3.67 (M, 4 H, N(CH,),);
4.61 (x,2H,J=17.1, OCH,CH,); 4.80 (c, 2 H, 4-CHy,).

738 | 1.25 (c, 6 H, 2CHa); 1.50 (1, 3 H, J = 7.0, OCH,CHs); 3.21-3.26 (m, 4 H, N(CH,),); 3.38 (c, 2 H, 1-CH,); 3.75-3.80 (m, 4 H, O(CH,),); 4.48 (c, 2 H,
SCH,); 4.63 (x, 2 H, J = 7.0, OCH,CHs); 4.65 (c, 2 H, 4-CH,); 7.17-7.30 (m, 3H, Ar); 7.39-7.45 (m, 2 H, Ar).

73r | 1.49 (1, 3 H, J = 7.0, OCH,CHy); 1.71-1.80 (m, 2 H, 2-CH,); 1.86-1.93 (m, 2 H, 3-CHy); 1.93-2.00 (m, 4 H, 2CH,); 2.59 (c, 3 H, SCHa); 2.74 (1,2 H, J =
5.9, 4-CH,); 3.54 (1, 2 H, J = 6.3, 1-CH,); 3.60-3.66 (m, 4 H, N(CH,),); 4.60 (x, 2 H, J = 7.0, OCH,CH,).

73n | 1.50 (1, 3 H,J=7.1, OCH,CHz3); 1.71-1.81 (m, 2 H, 2-CH,); 1.84-1.95 (m, 2 H, 3-CH,); 2.66-2.74 (M, 2 H, 4-CH,); 3.22-3.30 (M, 4 H, N(CH,),); 3.45-
3.54 (m, 2 H, 1-CH,); 3.74-3.83 (m, 4 H, O(CH,),); 4.47 (c, 2 H, SCH,); 4.62 (x, 2H, J = 7.1, OCH,CHs); 7.17-7.32 (m, 3H, Ar); 7.38-7.46 (m, 2 H, Ar).

75a | 0.91 (1, 3 H, J=6.8, CH,CHjy); 1.26-1.41 (m, 6 H, 3CH,); 1.45-1.54 (M, 2 H, CH,CHj3); 1.36 (c, 6 H, 2CH3); 1.74-1.85 (M, 2 H, SCH,CHy,); 2.61 (¢, 3 H,
SCHs); 3.24-3.30 (M, 4 H, N(CH,),); 3.38 (1, 2 H, J = 7.3, SCH,); 3.48 (¢, 2 H, 1-CH,); 3.75-3.81 (M, 4 H, O(CH,),); 4.68 (c, 2 H, 4-CH,).

756 | 1.01 (=, 6 H, J = 6.5, CH(CHjs),); 1.36 (c, 6 H, 2CHj3); 1.65-1.74 (M, 2 H, CHCHy); 1.75-1.85 (M, 1 H, CH(CHjs),); 2.62 (c, 3 H, SCH3); 3.24-3.30 (m, 4
H, N(CH.,),); 3.36-3.42 (m, 2 H, SCH5); 3.49 (c, 2 H, 1-CH,); 3.76-3.81 (m, 4 H, O(CH,),); 4.67 (c, 2 H, 4-CH.,).

758 | 1.36 (c, 6 H, 2CHz); 1.97-2.07 (m, 2 H, SCH,CHy); 2.12 (¢, 3 H, CCHjy); 2.59-2.65 (M, 2 H, CH,CO); 2.67 (c, 3 H, SCH3); 3.24-3.29 (M, 4 H, N(CH,),);
3.40(r,2H,J=7.1,SCH,); 3.48 (c, 2 H, 1-CH,); 3.76-3.81 (M, 4 H, O(CH,),); 4.67 (c, 2 H, 4-CH,).

75r | 1.25(tr, 3 H,J=7.1, CH,CHj); 1.36 (¢, 6 H, 2CH3); 2.04-2.14 (m, 2 H, SCH,CHy); 2.46 (1, 2 H, J = 7.3, CH,CO); 2.61 (c, 3 H, SCHg); 3.24-3.30 (m, 4
H, N(CH,),); 3.45 (r, 2 H, J = 7.1, SCH,); 3.47 (c, 2 H, 1-CH,); 3.76-3.82 (u, 4 H, O(CH,),); 4.10 (k, 2 H, J = 7.1, OCH,CHj); 4.67 (c, 2 H, 4-CH,).

751 | 1.37 (c, 6 H, 2CHz); 2.64 (c, 3 H, SCHg); 3.05-3.12 (M, 2 H, SCH,CHy,); 3.24-3.31 (M, 4 H, N(CH,),); 3.50 (c, 2 H, 1-CH,); 3.57-3.64 (m, 2 H, SCH,);

3.75-3.82 (m, 4 H, O(CH,),); 4.68 (c, 2 H, 4-CH,); 7.15-7.32 (m, 5 H, Ar).

Taoauna 72
OU3UKO-XMMUYECKHE XaPaKTEPUCTUKHA KOHJICHCUPOBAHHBIX 4-TUPa3uHO-7-IUKIoNKIIaMuHOnpuio[3',2":4,5]tueno[3,2-d[mupumuannoB 76a-1
Coemu | Beoixon, R¢ T °C Haiineno, % Bpytro-dhopmyina Brruucneno, %
HEHUE % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
76a 95 0.65 253-255 59.28 6.12 21.74 8.41 C19H,4NgOS 59.35 6.29 21.86 8.34
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1 2 3 4 5 6 7 8 9 10 11 12 13
7606 89 0.63 245-247 59.77 5.82 24.85 9.28 C17H20NsS 59.98 5.92 24.69 9.42
768 97 0.65 231-232 60.86 6.14 23.83 8.89 Ci1sH22NsS 60.99 6.26 23.71 9.04
76r 98 0.55 273-275 58.65 5.68 25.87 9.70 C16H1sNsOS 58.87 5.56 25.75 9.82
764 80 0.57 268-270 59.87 5.86 24.74 9.39 Ci7H2oNeS 59.98 5.92 24.69 9.42

*TCX B cucteme aTanos—xaopodopm, 1:3.

Ta6auna 73
Cnexrpsi SIMP 'H coenunenuii 76a-1

Coenu Crnektp SIMP 'H (5, m.x1., Iy) (IMCO-dg/CCl4:1/3)
HCHHC
76a | 1.35 (c, 6 H, 2CH5); 1.69-1.78 (M, 6 H, 3CH,); 3.11-3.18 (m, 4 H, N(CH,),); 3.50 (c, 2 H, 1-CH,); 4.58 (ur, 2 H, NH,); 4.65 (c, 2 H, 4-CH,); 8.32 (c, 1
H, CH); 8.57 (ym. ¢, 1 H, NH).
766 | 1.62-1.71 (M, 2 H, 3-CH,); 1.76-1.91 (M, 6 H, 2-CH,, 2CH,); 2.65-2.72 (m, 2 H, 4-CHy,); 3.44-3.50 (m, 2 H, 1-CH,); 3.51-3.58 (m, 4 H, N(CH,),); 4.74
(ym, 2 H, NH,): 8.34 (¢, 1 H, CH); 8.68 (ym, 1 H, NH).
768 | 1.61-1.82 (M, 8 H, 3CH,, 2-CH,); 2.88-1.97 (m, 2 H, 3-CH,); 2.68-2.74 (m, 4 H, 4-CH,); 3.12-2.20 (m, 4 H, N(CH,),); 3.55-3.62 (M, 2 H, 1-CH,); 4.52
(u1, 2 H, NH,); 8.33 (¢, 1 H, CH); 8.48 (m, 1 H, NH).
76r | 1.95-2.01 (M, 4 H, 2CH,); 2.09-2.19 (M, 2 H, 2-CH,); 3.21 (1, 2 H, J =7.3, 3-CH,,); 3.40 (1, 2 H, J = 7.6, 1-CH,,); 3.71-3.78 (m, 4 H, N(CH,),); 4.51 (1,
2 H, NH,); 8.26 (c, 1 H, CH); 8.31 (1, 1 H, NH).
76n | 1.64-1.74 (m, 6 H, 3CH,); 2.11-2.22 (v, 2 H, 2-CH,); 2.94 (1, 2 H, J = 7.2, 3-CH,); 3.43 (1, 2 H, J = 7.5, 1-CH,); 3.46-3.52 (m, 4 H, N(CH,),); 4.72 (u,

2 H, NH;); 8.30 (c, 1 H, CH); 8.54 (ym. ¢, 1 H, NH).

Taoauma 74

DOU3UKO-XUMUYIECKHE XapaKTePUCTUKN KOHIEHCHPOBAHHBIX 9-1iMKIoankutaMmuuonupuao[3',2":4,5]tueno[2,3-c][1,2,4]tpuazono[4,3-c-(1,5-¢)]-

NUPUMUIMHOB 77a-1 u 78a-11

Coemu | Bexon, Rs Tun °C Haiineno, % Bpyrro-dopmyna Brraucineno, %
HEHHe % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
77a 75 0.71 327-329 60.78 5.71 21.42 8.25 CyoH2,NsOS 60.89 5.62 21.30 8.13




€91

[Mpononxenne Tadauubl /4

1 2 3 4 5 6 7 8 9 10 11 12 13
776 65 0.71 332-334 61.83 5.36 24.19 9.03 Ci1sHi1sNsS 61.69 5.18 23.98 9.15
778 87.5 0.59 310-311 62.83 5.66 23.17 8.65 C19H20NsS 62.61 5.53 23.06 8.80
77r 91 0.69 310-312 60.54 4.58 24.87 9.62 Ci7H16NsS 60.70 4.79 24.98 9.53
77n 77 0.70 282-283 61.76 5.12 23.84 9.19 Ci1gHi1sNeS 61.69 5.18 23.98 9.15
78a 74 0.72 233-235 60.76 5.66 21.21 8.06 CoH2,NsOS 60.89 5.62 21.30 8.13
7806 81 0.71 272-273 61.83 5.36 24.19 9.03 Ci1sH15NgS 61.69 5.18 23.98 9.15
788 98 0.62 210-211 62.83 5.66 23.17 8.65 Ci1gH20NgS 62.61 5.53 23.06 8.80
78r 72 0.67 267-269 60.54 4.58 24.87 9.62 Ci7H16NsS 60.70 4.79 24.98 9.53
781 85 0.66 201-202 61.61 5.22 23.89 9.21 CisH1sNeS 61.69 5.18 23.98 9.15

*TCX B cucreme #-BUOH-tmmpunun—stanon, 3:1:1.

Taoauma 75
Cnektpsl AMP n coenuHeHun 77a-n1 u 78a-a

Coemun Crektp SIMP H (5, m.x., I) (IMCO-ds/CCl4:1/3)
HEHHE
1 2
77a | 1.38 (c, 6 H, 2CHy); 1.63-1.79 (m, 6 H, 3CH,); 3.15-3.21 (m, 4 H, N(CH,),); 3.49 (c, 2 H, 7-CHy), 4.69 (c, 2 H, 10-CH,); 9.45 (c, 1 H, 3-CH); 9.48 (c, 1
H, 5-CH).
776 | 1.74-1.83 (m, 2 H, 3-CH,); 1.89-2.01 (m, 6 H, 2-CH,, 2CH,); 2.73-2.79 (M, 2 H, 4-CH,); 3.53-3.58 (M, 2 H, 1-CH,); 3.59-3.66 (M, 4 H, N(CH,),); 9.33
(c, 1 H, 12-CH); 9.38 (c, 1 H, 10-CH).
778 | 1.63-1.82 (M, 8 H, 3CH,, 2-CH,); 1.89-1.98 (M, 2 H, 3-CH,); 2.70-2.76 (M, 4 H, 4-CH,); 3.15-3.22 (M, 4 H, N(CH,),); 3.52-3.59 (m, 2 H, 1-CH,); 9.40
(¢, 1 H, 12-CH); 9.42 (c, 1 H, 10-CH).
77r | 1.97-2.03 (M, 4 H, 2CH,); 2.13-2.23 (M, 2 H, 2-CH,); 3.25 (T, 2 H, J =7.3, 3-CH,,); 3.43 (1, 2H, J = 7.6, 1-CH,,); 3.73-3.79 (M, 4 H, N(CH,),); 9.30 (c, 1
H, 11-CH); 9.35 (¢, 1 H, 9-CH).
770 | 1.17-1.27 (m, 2 H, 8-CHy); 1.70-1.74 (m, 6 H, 3CH,); 2.99 (1, 2 H, J = 7.1, 9-CH,); 3.47 (1, 2 H, J = 7.5, 7-CH,); 3.50-3.54 (m, 4 H, N(CH,),); 9.35 (c, 1
H, 3-CH); 9.40 (¢, 1 H, 5-CH).
78a | 1.39 (c, 6 H, 2CH,); 1.65-1.80 (M, 6 H, 3CH,); 3.17-3.25 (m, 4 H, N(CH,),); 3.53 (c, 2 H, 7-CH,); 4.69 (c, 2 H, 10-CH,); 8.47 (¢, 1 H, 2-CH); 9.57 (c, 1
H, 5-CH).
786 | 1.75-1.83 (M, 2 H, 3-CH,); 1.90-2.01 (M, 6 H, 2-CH,, 2CH5); 2.74-2.80 (m, 2 H, 4-CH,); 3.55-3.61 (m, 2 H, 1-CH,); 3.62-3.67 (m, 4 H, N(CH,),); 8.38

(c, 1 H, 9-CH); 9.45 (c, 1 H, 12-CH).
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788 | 1.65-1.86 (M, 8 H, 3CH,, 2-CH,); 1.94-2.03 (m, 2 H, 3-CH,); 2.73-2.78 (m, 4 H, 4-CH,); 3.20-3.26 (m, 4 H, N(CH,),); 3.60-3.66 (v, 2 H, 1-CH,); 8.43
(c, 1 H, 9-CH); 9.52 (c, 1 H, 12-CH).

78r | 1.98-2.03 (m, 4 H, 2CH,); 2.15-2.26 (m, 2 H, 2-CHy); 3.28 (1, 2 H, J =7.3, 3-CH,,); 3.47 (T, 2H, J = 7.8, 1-CH,,); 3.76-3.82 (M, 4 H, N(CH,),); 8.37 (c, 1
H, 8-CH); 9.46 (c, 1 H, 11-CH).

781 | 1.69-1.74 (M, 6 H, 3CH,); 2.18-2.29 (m, 2 H, 8-CHy); 3.01 (, 2 H, J = 7.1, 9-CH,); 3.51 (1, 2 H, J = 7.5, 7-CH,); 3.53-3.58 (M, 4 H, N(CH,),); 8.40 (c, 1
H, 2-CH); 9.50 (c, 1 H, 5-CH).

Taoauma 76
DU3HKO-XMMUYECKUE XapAKTEPUCTUKN KOHJICHCUPOBAHHBIX 4-THAPA3HHO-2-(aJIKHITHO)- 7 -IIuKIoaNKuiIaMuHonupuo| 3',2":4,5|tueno[ 3,2-d]-
MUPUMHUIIHOB 79a-3

791

Coenu | Beixon, R¢ Ty, °C Hatineno, % Bpyrtro-dhopmyina Beruncneno, %

HEHHE % C H N S C H N S
79a 82 0.63 266-267 54.82 5.78 20.11 15.46 C19H24NgOS, 54,78 5.81 20.17 15.40
796 90 0.63 275-277 55.85 6.13 19.45 14.81 C0H26N6OS, 55.79 6.09 19.52 14.89
798 88 0.61 261-262 51.81 5.62 19.37 14.76 C19H24Ng0,S; 52.76 5.59 19.43 14.83
791 82 0.65 253-255 55.98 5.80 21.67 16.52 C1gH2NgS, 55.93 5.74 21.74 16.59
791 85 0.67 269-270 57.03 6.08 2091 15.95 C19H24NgS, 56.97 6.04 20.98 16.01
79e 83 0.60 270-272 53.75 5.58 20.72 15.84 C18H2oNgOS, 53.71 5.51 20.88 15.93
79k 64 0.62 271-272 61.71 5.92 16.67 12.59 CasH3zoNgOS; 61.63 5.97 16.59 12.66
793 87 0.64 272-273 60.28 5.56 17.47 13.28 Ca4H26N6OS, 60.22 5.48 17.56 13.40
*TCX B cucteMe OYTaHOJI—YKCYCHAsI KHCIIOTa—Bo/Aa, 4:2:5.

Tabauua 77
Crektpel SIMP H coequHeHuit 79a-3
Coemn Cnexrp SIMP 'H (8, m.1., T'y) (AIMCO-dg/CCl4:1/3)
HCHHEC
1 2

79a | 1.34 (c, 6 H, 2CHa); 1.93-2.01 (v, 4 H, 2CH,); 2.52 (c, 3 H, SCH3); 3.47 (c, 2 H, 1-CH,); 3.57-3.64 (v, 4 H, N(CH,),); 4.48 (1w, 2 H, NH,); 4.76 (c, 2 H,
4-CH,); 8.48 (ym.c, 1 H, NH).
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796 | 1.33 (c, 6 H, 2CHj3); 1.62-1.80 (M, 6 H, 3CHy); 2.53 (¢, 3 H, SCH3); 3.12-3.19 (m, 4 H, N(CH,),); 3.51 (c, 2 H, 1-CHy); 4.51 (u1, 2 H, NH,); 4.65 (c, 2 H,
4-CHy); 8.65 (ymr.c, 1 H, NH).

798 | 1.34 (c, 6 H, 2CHz); 2.53 (¢, 3 H, SCHy); 3.15-3.22 (M, 4 H, N(CH,),); 3.74-3.82 (M, 4 H, O(CHy)y); 3.52 (¢, 2 H, 1-CH,); 4.68 (c, 2 H, 4-CH,); 4.45 (1,
2 H, NH,); 8.70 (ymr.c, 1 H, NH).

79r | 1.70-1.79 (m, 2 H, 3-CH,); 1.83-1.93 (M, 2 H, 2-CH,); 1.91-2.00 (M, 4 H, 2CH,); 2.53 (¢, 3 H, SCH3); 2.70 (yurT, 2 H, J = 5.1, 4-CH,); 3.56 (ymr.T, J =
6.3, 2 H, 1-CH,); 3.56-3.62 (m, 4 H, N(CHy),); 4.41 (yur.c, 2 H, NH,); 8.41 (ymr.c, 1 H, NH).

79n | 1.56-1.74 (m, 8 H, 3-CH,, 3CHy); 1.81-1.91 (m, 2 H, 2-CHy); 2.52 (¢, 3 H, SCHz); 2.68 (yur.t, 2 H, J = 5.8, 4-CH,); 3.10-3.18 (M, 4 H, N(CHy),); 3.54
(yurt, 2 H, J=6.4, 1-CH,); 4.79 (ymr.c, 2 H, NH,); 8.89 (ymr.c, 1 H, NH).

79k | 1.21 (c, 6 H, 2CHj3); 1.63-1.77 (M, 6 H, 3CHy); 3.11-3.17 (m, 4 H, N(CH,),); 3.41 (c, 2 H, 1-CHy); 4.44 (c, 2 H, SCHy); 4.57 (u1, 2 H, NH,); 4.62 (c, 2 H,

4-CH,); 7.14-7.28 (m, 3 H, Ar); 7.39-7.43 (m, 2 H, Ar); 8.80 (ym.c, 1 H, NH).

Taoauna 78

OU3NKO-XUMUYECKUE XAPAKTSPUCTUKNA KOHICHCHPOBAHHBIX 5-(aIKUITHO)-9-1imKknoankuiamuaonupuo[3',2":4,5tueno[2,3-e][ 1,2,4]rpuazono[4,3-
C]lmupumuauaoB 80a-k u 5-3Tokcu(TuapasuHo)-9-nukIoankuiamunonupuao[3',2":4,5]ueno[2,3-e][ 1,2,4]rpuazono[ 1,5-Clmupumuauaos 81a-xk,

82a-ik
Coenn | Beixop, R¢ Tun °C Haiineno, % Bpyrro-dopmyna Beruncneno, %
HEHHe % C H N S C H N S
1 2 3 4 5 6 7 8 9 10 11 12 13
80a 92 0.58 269-270 56.39 5.24 19.58 14.95 CyoH2,N60S, 56.31 5.20 19.70 15.03
806 81 0.56 312-314 57.31 5.56 19.16 14.47 CuHuN6OS, 57.25 5.49 19.07 14.56
808 85 0.56 294-295 54.35 5.06 18.87 14.40 CaoH2N60,S; 54.28 5.01 18.99 14.49
80r 89 0.59 318-320 57.63 5.04 21.27 16.06 C19H20N6S; 57.55 5.08 21.19 16.17
801 90 0.55 300-302 58.57 5.46 20.38 1551 CaoH2N6S, 58.51 5.40 20.47 15.62
80k 90 0.60 304-306 54.32 4.58 20.98 16.01 Ci18H15N60S, 54.25 4.55 21.09 16.09
803 83 0.60 239-240 62.84 5.51 16.19 12.28 Co7H2sN60S, 62.76 5.46 16.27 12.41
80k 93 0.62 274-275 61.52 4.98 17.28 12.04 CsH4NsOS, 61.45 4.95 17.20 13.12
81a 68 0.68 218-219 59.48 5.75 19.71 7.46 Cx1H4N0,S 59.41 5.70 19.80 7.55
816 70 0.68 213-214 60.32 6.02 19.25 7.24 CH6N0,S 60.25 5.98 19.16 7.31
818 64 0.69 245-246 57.34 5.52 18.96 7.17 Cp1H2sNsO3S 57.26 5.49 19.08 7.28
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1 2 3 4 5 6 7 8 9 10 11 12 13
81r 71 0.65 239-240 60.97 5.68 21.18 8.04 C0H20NsOS 60.89 5.62 21.30 8.13
81n 85 0.67 239-240 61.79 5.88 20.48 7.76 CpH24NsOS 61.74 5.92 20.57 7.85
8le 71 0.64 271-272 58.59 5.46 20.35 7.74 CooH22Ns0,S 58.52 5.40 20.47 7.81
81k 65 0.65 273-274 57.62 5.05 21.13 7.98 Ci19HpoNsO,S 57.56 5.08 21.20 8.09
82a 72 0.72 285-287 55.65 5.47 21.19 7.75 C1gH2,N50S 55.59 5.40 27.30 7.81
820 85 0.75 321-323 56.65 5.76 26.31 7.47 CH24Ng0S 56.58 5.70 26.40 7.55
828 78 0.73 299-300 53.58 5.24 26.18 7.44 C1H2oN50,S 53.51 5.20 26.27 7.52
82r 79 0.75 280-282 56.86 5.27 29.34 8.36 Ci1gHpoNsS 56.82 5.30 29.45 8.43
82n 92 0.75 298-300 57.91 5.66 28.31 8.04 Ci1oH2NgS 57.85 5.62 28.40 8.13
82e 84 0.73 287-288 54.58 5.12 28.19 7.98 Ci18H20NgOS 54.53 5.08 28.26 8.09
82:k 79 0.71 289-290 53.45 4.78 29.21 8.29 Cy7H1sNsOS 53.39 4.74 29.30 8.38

*TCX B cucreme XstopoopmM—aTaHon—a3tuianerart, 1:1:1.

Tadauna 79
Cnektpsl AMP ' coenunennii 80a-k, 81a-k, 82a-x

Coemn Crektp SIMP H (5, m.x., Iy) (IMCO-ds/CCl4:1/3)
HEHHE
1 2
80a | 1.35 (c, 6 H, 2CHy); 1.96-2.04 (M, 4 H, 2CH)); 2.84 (c, 3 H, SCH3); 3.34 (c, 2 H, 7-CH,); 3.58-3.68 (M, 4 H, N(CH>),); 4.79 (c, 2 H, 10-
CHy); 9.07 (¢, 1 H, 3-CH).
806 | 0.69 (c, 6 H, 2CH3); 1.52-1.64 (m, 6 H, 3CH>); 2.86 (c, 3 H, SCH3); 3.02-3.08 (m, 6 H, 7-CH;, N(CHy),); 4.45 (c, 2 H, 10-CHy); 8.58 (c, 1
H, 3-CH)
808 | 1.37 (¢, 6 H, 2CH3); 3.01 (¢, 3 H, SCH3); 3.21 (1, 4 H, J = 5.1, N(CHy),); 3.50 (¢, 2 H, 7-CHy); 3.80 (1, 4 H, J = 4.6, O(CHy)>); 4.71 (c, 2 H,
10-CHy); 8.61 (c, 1 H, 3-CH).
80r |1.73-1.82 (m, 2 H, 9-CH,); 1.90-1.98 (M, 2 H, 8-CH,); 2.12-2.24 (m, 4 H, 2CHy); 2.68-2.77 (M, 2 H, 10-CH,); 2.85 (c, 3 H, SCH3); 3.18-
3.25 (m, 4 H, N(CH,),); 3.52-3.60 (M, 2 H, 7-CH>); 9.28 (¢, 1 H, 3-CH).
80x | 1.71-1.86 (m, 8 H, 9-CH,, 3CHy); 1.90-1.97 (M, 2 H, 8-CHy); 2.72-2.79 (M, 2 H, 10-CHy); 2.86 (c, 3 H, SCH3); 3.20-3.28 (M, 4 H, N(CH)),);
3.55-3.64 (M, 2 H, 7-CH3); 9.23 (¢, 1 H, 3-CH).
80:x | 2.12-2.23 (M, 2 H, 8-CHy); 2.86 (c, 3 H, SCH3); 2.98 (1, 2 H, J = 7.2, 9-CH,); 3.42 (1, 2 H, J = 7.7, 7-CH,); 3.48-3.55 (M, 4 H, 10-N(CH,),); 3.72-3.80

(M, 2 H, 10-CH,); 9.47 (c, 1 H, 3-CH).
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803 | 1.23 (c, 6 H, 2CH3); 1.64-1.78 (M, 6 H, 3CH>); 3.16-3.21 (m, 4 H, N(CH2),); 3.39 (c, 2 H, 7-CHy); 4.66 (c, 2 H, 10-CHy); 4.81 (c, 2 H,
SCHy); 7.24-7.36 (M, 3 H, Ar); 7.47-7.51 (m, 2 H, Ar); 9.20 (¢, 1 H, 3-CH).

80k | 1.73-1.93 (M, 4 H, 9-CHy, 8-CHy); 2.71-2.75 (m, 2 H, 10-CH,); 3.22-3.27 (m, 4 H, N(CHy)y); 3.77-3.81 (M, 4 H, O(CHy),); 3.46-3.52 (M, 2
H, 7-CH,); 4.82 (c, 2 H, SCH,); 7.25-7.37 (m, 3 H, Ar); 7.46-7.52 (m, 2 H, Ar); 9.20 (¢, 1 H, 3-CH).

8la | 1.37 (c, 6 H, 2CHj3); 1.65 (1, 3 H, J = 7.0, CH,CHs); 1.95-2.03 (M, 4 H, 2CH,); 3.43 (¢, 2 H, 7-CH); 3.60-3.68 (M, 4 H, N(CHy),); 4.79 (x, 2
H,J=7.0, OCHy); 4.80 (c, 2 H, 10-CHy); 8.29 (c, 1 H, 2-CH).

816 | 1.37 (c, 6 H, 2CHj3); 1.66 (1, 3H, J = 7.1, CH,CHs); 1.69-1.80 (m, 6 H, 3CHy); 3.18-3.23 (M, 4 H, N(CH>),); 3.48 (c, 2 H, 7-CHy); 4.68 (c, 2
H, 10-CH,); 4.81 (x, 2 H, J=7.1, OCHy); 8.35 (¢, 1 H, 2-CH).

81 | 1.37 (c, 6 H, 2CH3); 1.65 (1, 3 H, J = 7.0, CH,CH3); 3.20-3.28 (M, 4 H, N(CHy),); 3.48 (c, 2 H, 7-CHy); 3.77-3.84 (m, 4 H, O(CHy),); 4.70
(c, 2H, 10-CH,); 4.80 (x, 2 H, J = 7.0, OCHy); 8.37 (c, 1 H, 2-CH).

81r | 1.65(t,3H,J=7.0, CH,CHs); 1.72-1.82 (m, 2 H, 11-CHy); 1.86-1.96 (m, 2 H, 11-CHy); 1.96-2.04 (M, 4 H, 9-CH, 8-CHy); 2.72 (yu. T, 2
H, J=5.6, 10-CH>); 3.49 (ymr. 1, 2 H, J = 6.2, 7-CHj); 3.60-3.68 (M, 4 H, N(CH>),); 4.78 (x, 2 H, J = 7.1, OCHy); 8.28 (c, 1 H, 2-CH).

81x | 1.65(t, 3H,J=7.1, CH,CHjs); 1.62-1.84 (m, 8 H, 3CHj, 9-CHy); 1.91-2.01 (m, 2 H, 8-CHy); 2.73 (ymr. T, 2 H, J = 5.8, 10-CHy); 3.17-3.25
(M, 4 H, N(CH>),); 3.57 (ymr. T, 2H, J =6.5, 7-CH5); 4.80 (x, 2 H,J=7.1, OCH); 8.32 (¢, 1 H, 2-CH).

8le | 1.65 (1, 3 H,J=7.0, CH,CH3); 1.76-1.82 (m, 2 H, 9-CHj); 1.92-2.02 (M, 2 H, 8-CH,); 2.69-2.77 (M, 2 H, 10-CH,); 3.20-3.30 (M, 4 H,
N(CH,),); 3.53-3.61 (M, 2 H, 7-CH5); 3.75-3.85 (m, 4 H, O(CH,),); 4.80 (x, 2 H, J=7.0, OCH,); 8.35 (¢, 1 H, 2-CH).

81k | 1.61 (1, 3 H,J=7.0, CH,CHs); 2.15-2.26 (m, 2 H, 8-CHy); 2.96 (1, 2 H, J = 7.0, 9-CHy); 3.42 (1, 2 H, J = 7.4, 8-CHy); 3.49-3.58 (m, 4 H,
N(CH,),); 3.73-3.83 (M, 4 H, O(CH>),); 4.79 (x, 2 H, J = 7.0, OCHy); 8.41 (c, 1 H, 2-CH).

82a | 1.37 (c, 6 H, 2CH3); 1.91-2.01 (M, 4 H, 2CHy); 3.58 (¢, 2 H, 7-CH,); 3.57-3.65 (M, 4 H, N(CHy),); 4.62 (11, 2 H, NHy); 4.79 (¢, 2 H, 10-
CH,); 8.36 (c, 1 H, 2-CH); 8.99 (u1, 1 H, NH).

826 | 1.34 (c, 6 H, 2CHgy); 1.57-1.72 (M, 6 H, 3CH,); 3.11-3.16 (m, 4 H, N(CH>),); 3.63 (c, 2 H, 7-CHy); 4.67 (c, 2 H, 10-CHy); 4.71 (ymu.c, 2 H,
NH,); 8.57 (¢, 1 H, 2-CH); 9.34 (ymr.c, 1 H, NH).

828 | 1.35(c, 6 H, 2CH3); 3.15-3.21 (m, 4 H, N(CHy)>); 3.66 (c, 2 H, 7-CH); 3.74-3.79 (M, 4 H, O(CH,),); 4.72 (c, 2 H, 10-CH); 4.74 (ymur c, 2
H, NH>); 8.58 (c, 1 H, 2-CH); 9.35 (ymr ¢, 1 H, NH).

82r | 1.71-1.81 (m, 2 H, 9-CHy); 1.87-2.01 (M, 6 H, 2CH,, 8-CH,); 2.74 (yur. T, 2 H, J = 5.7, 7-CH>); 3.56-3.63 (M, 4 H, N(CHy),); 3.67 (ymr. T, 2
H,J=6.4, 10-CH),); 4.50 (u1, 2 H, NH,); 8.34 (c, 1 H, 2-CH); 8.90 (u1, 1 H, NH).

82x | 1.63-1.83 (M, 8 H, 9-CH,, 3CHy); 1.92-2.00 (m, 2 H, 8-CHy); 2.73 (1, 2 H, J = 5.9, 10-CH>); 3.15-3.23 (M, 4 H, N(CH3)y); 3.69 (1,2 H, J =

6.5, 7-CH,); 4.48 (1, 2 H, NH); 8.31 (c, 1 H, 2-CH); 8.75 (i, 1 H, NH).
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82¢ | 1.69-1.78 (M, 2 H, 9-CHy); 2.85-2.94 (m, 2 H, 8-CH,); 2.70-2.75 (m, 2 H, 10-CH,); 3.17-3.22 (m, 4 H, N(CHo),); 3.74-3.80 (m, 4 H,
O(CH,),); 3.67-3.73 (m, 2 H, 7-CH,); 4.69 (ym. ¢, 2 H, NH>); 8.58 (c, 1 H, 2-CH); 9.29 (ym. ¢, 1 H, NH).
82% | 2.10-2.20 (m, 2 H, 8-CHy); 2.97 (T, 2 H, J = 7.2, 9-CHy); 3.46-3.51 (m, 4 H, N(CH,),); 3.72-3.78 (M, 4 H, O(CH,),); 3.53 (1,2 H, J= 7.7, 7-

CH,); 4.67 (ym. ¢, 2 H, NH>); 8.54 (c, 1 H, 2-CH); 9.27 (ym. ¢, 1 H, NH).
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AKT

0 OMOJIOrHYeCKHX MCNBITAHUSAX HOBBIX (l)yHKIll/IOHa.HbHO 3aMEIICHHBIX I'eTEPOUUKINIECCKUX CUCTEM —
N-aMHHOIPOM3BOAHBIX MUPUANHOB, 3-HHAHOMUPUINH-2(1H)0HOB(THOHOB), A3MIONUPHANHOB, TPHA30-
J10[4,3-a]NUpPUAMHOB, MUPA30JONUPUANHOB, THEHO(PYpP0)[2,3-b]nupuannoB, nupuao[2,3-d]nupummau-
HOB, THeHO[3,2-d|nupumMuanHOB, TpUa3oo[4,3-C]([1,5-C])Tueno[3,2-d|nupUMHANHOB, KOHIEHCHPOBAH-
HBIX C IMPAHOHOM, HUKJIOIT¢KCAHOHOM U HNUKJIONMMECHTAHOHOM.

HazBannble coeTuHeHUs BIIEPBbIE CHHTE3UPOBAHBI B J1A0OPATOPUN CHUHTE3a IICUXOTPOIHBIX Mpe-
naparoB MHcTUTyTa TOHKOM Ooprannyeckoil xumun um. A. JI. Mumxosna HAH PA mnaamnm Hayy-
HeiM coTpynHukoM I J[amsH 1oa pyKOBOJICTBOM JIOKTOpa XMMHYSCKHX HAyK, Hpodeccopa
E.I'.IlaponuksHa, JOKTOpa XMMHUYECKUX HayK, podeccopa, uieH kopp. HAH PA A.C.Hopassna, ¢
LEJIbIO BBISIBIICHUS U U3yYEHUsS] OMOJIOTUYECKUX CBOWMCTB CHHTE3MPOBAHHBIX coelUHEeHM. VcnbiTa-
HUS TPOBOJIUIUCH B OMOJOTHYECKOM OTJIEJE MHCTHUTyTa — B JabopaTopusix “@apmMakoiIoruvd u
narorucroiorun’ (3as. i1ab. k.0.H. I'. B. T'acnapsin) u “Tokcukonoruu u xumuoTtepanuu’” (3aB. J1al.
k.0.H. P. E. Mypansn).

B naboparopuu dapmakonoruu (K.M.H., cT.H.c. . A. JlxarannansH, k.6.H., cT.H.c. P. I'. TTapo-
HUuKsH, H.c. 1. M. Hazapsn u H.c. A. I'. AKomnsH) NpPOBOAWIN HCCIIEIOBAaHUE HEUPOTPOMHBIX
CBOMCTB 97 CMHTE3UPOBAHHBIX COCTUHEHUH TI0 OOMETPUHSITHIM B ICUX0()APMaKOJIOTHH MOACIISM 1
meromam [Vogel H. G., Vogel W. H. Psychjtropic and neurotropic activity In Drug Discovery and
Evaluation: Pharmaco logical Assays. Springer/ Eds Vogel, H. E., Berlin & N-Y., 2008. p. 569-
874]. IlpotuBoCcynopokHasi M MPOTHOCTUYECKAS] TPAHKBUJIU3ZHUPYIOIIAs aKTUBHOCTh COEIUHEHUN
M3ydanaach Ha MBIIIAX MO BIHMSHHUIO MPEMApaTOB HAa KJIOHWMYECKH KOMIIOHEHT CYIOpOT, BBI3bIBae-
MBIH TTOJIKOKHBIM BBeJIeHHEM Kopasoda (90 me/ke), T.e. o aHTaroHu3My ¢ kopasosiom. [IpotuBocy-
JIOPOKHYIO aKTUBHOCTb COCIMHEHUH ONMpEAeIIsIA TaKKe MO MPEAYINPEXICHUI0 TOHUKO-3KCTEP30P-
HOW (ha3bl CYTOPONKHOTO MPHIMAJKa MaKCHMATLHOTO AnekTporroka (MO — 50 mA4, nmuTensHOCTD
0.2 ¢, gactora xosebanuit 50 umn./c). O NEHTPATHHONW H-XOJIHHOJIUTHYCCKOW aKTHBHOCTH CYTUIIH
M0 IPEIOXPAHCHUIO0 OT HUKOTMHOBBIX TOHHYECKUX Cyn0opor. HUKOTUH BBOAMIIM KUBOTHBIM BHYT-
pUOpIOIUHHO B 03¢ 8 me/ke. Ha Mblax mccnenoBaiy Takke HeXelaTeNbHble MoO0oYHbIe d(dek-

Thl — HEHTPAIbHBI MUOPETAKCAHTHBIA 2P (EeKT U HapylIeHne KOOPAUHALMU JBUKEHUI 10 METOTy
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“gparmaromierocst crepskas” [Vogel, H. G.,Vogel, W. H. Psychjtropic and neurotropic activity In
Drug Discovery and Evaluation. Pharmaco logical Assays Springer/ Eds Vogel, H. G., Vogel, W.
H. Berlin & N-Y., 1997. p. 246-350]. CenatuBHOE, aKTUBHPYIOIIEES M MPOTUBOTPEBOKHOE JCHCTBHUEC
M3Yy4ai Ha KPbICAX B TECTE «OTKPBITOE IMOJIe» MPU UCCIIEIOBAaHUM JABUTATEIbHON U OPUEHTUPOBOY-
HO-HCCIIeIoBaTeNbCKOM akTuBHOCTH [JIkaranmnansa U.A., Acpsa A.b.. Dxcnepum. u kaun.gpapmA-
kon., 1994, Ne 1, c. 5-8]. JInst ak THBHBIX COCTUHEHHH OMPEIEISUIA OCTPYIO CYTOYHYIO TOKCUYHOCTb.

CuHTe3UpOBaHHBIC COSIMHECHUS U TMpenapathl cpaBHeHus auasenam (Polfa, [Tonpma) wim sto-
cykcumup (Pfizer, tanus) HepaCTBOPUMBI B BOJIE, TIOATOMY MX BBOJIHMJIM MbIIIIAM BHYTPH OPIOIINH-
HO B BHUJE CYCIIEH3WU ¢ KapOokcumeTminenono3oi (Buamnu-Uarpeauents, Cankt IletepOypr,
Poccus) ¢ TBun-80 (Ferak Berlin, I'epmanust). CuHTE3MpOBaHHBIC COCAMHEHHS BBOJIMIN B JIHANa3o-
He 103 10-200 me/ke, a mpenapatsl cpaBHeHUS — Aua3enam B no3ax 0.1-0.3 u 1.0 me/ke u 3TocyKcH-
mug B no3ax 25-300 me/ke, 3a 45 MUH 10 BBEICHUS CYIOPOXKHBIX aréHTOB U HAaHECEHHS DJIEKTPH-
4ecKoro pasnapakeHus. KOHTpOIbHBIM )XKMBOTHBIM BBOJWJIM 3MYynbratop. IlpoBoaunacek craructu-
yeckast 00paboTKa pe3ynbTatoB ¢ onpeaeneHrueM 3G dexTuBHbIX (3 /l50), BHI3BIBAIONIUX POTHBOCY-
nopoxHbIi 3¢ dext y 50% xuBoTHBIX, HelipoTokcnueckux (T/s0), BRI3BIBAIOIINX HEHPOTOKCHYEC-
kue 3pPextrt y 50% KUBOTHBIX, eTanbHbIX (JI50), Be3bIBatommx rudens 50% >KMBOTHBIX 7103 IO
metony Jlutudunbna u Yunkokcona|benenbkuit, M. JI., Dnemenmul konuuecmsennoii oyenxku pap-
maxonozuyeckozo d¢hgpexma JI.Meouyuna, 1961. c. 152]. Onpenensmucey TepaneBtudeckue (TU =
JIs50/3ds0), 3ammtable (3U = Ts50/9/l50) UHIEKCHI CHHTE3UPOBAHHBIX COCIMHEHHUI U aHAJIOTOB.
Perucrpaiiuio CioHTaHHOTO MOBEJEHHS Y KaKJ0T0 OTAEIbHOTO )KHBOTHOIO OCYIIECTBIISUIN B Teye-
HUe 5 mun. O HaJIMYUM CEJATHBHOTO M aKTUBMPYIOLIETO NEHCTBUS CYIMJIM MO KOJUYECTBY T'OpHU-
30HTaNbHBIX (T€peceueHuss KBaJApaToOB) U BEPTUKAIbHBIX (IMOABEMBI Ha 3aJHUE JIalbl) epemMelle-
HUH, aHKCHOJTUTUIECCKHIA d(P(PEKT OLEHUBAIN 10 KOJIMYECTBY OOCIEIOBAHHBIX SYEEK Y KUBOTHBIX
OTBITHBIX M KOHTPOJIbHBIX Ipymi. KoauuecTBo *KMBOTHBIX Ha 3TOH MOAENIHM COCTaBIsUIO0 8 ocoleit
JUIS KaXJI0OTO M3Y4aeMOro COEAMHEHUS, KOHTPOJIbHOU Tpynmbl M pedepeHTHOro mpemnapara. s
U3yUYEHHSI UCCIIEeI0BATEIhCKON aKTUBHOCTH KPBIC CHHTE3UPOBAaHHBIE COSAMHEHUS U pedepupyeMbIid
npernapaTt BBOIMIN XKUBOTHBIM BHYTPHOPIONIMHHO B BUJIE€ CYCIICH3HH, IPUTOTOBICHHONW HA METHII-
KapOOKCHIIeIUTI0N03e ¢ TBUH-80 B J103aX, HE BBI3BIBAIOIIMX MOOOYHBIC, HEXeNnaTeabHble dPPEKThI
(50 u 2 me/ke COOTBETCTBEHHO) 3a 45 Mmun 10 IOMEIIEHUs B “OTKpbITOE 1oJie”’. KOHTPOIbHBIM KH-
BOTHBIM BBOJIMJIM TOJIBKO AMYJIBTaTOP.

B niporiecce n3yueHus HEHPOTPOIHON aKTHBHOCTH MPOU3BOIHBIX 6,8-muaMuHonupano|3,4-c|mu-
PUIMHOB OBLJIO YCTaHOBJIEHO, YTO CHHTE3MPOBAHHBIE MPOM3BOJHBIE O0Iaaly aHTUKOPA30JI0BOU
akTUBHOCTBIO. Tak, coenuuenust 15m — B no3e 50 me/ke, 15e-m, J,p,x — B 10o3e 100 me/ke mpenyn-
pexxnanu cygoporu y 20-40 % xuBoTHbIX. Ha ypoBHe BhIlIeyKa3aHHBIX 703 Y )KMBOTHBIX Ha0JIr0/1a-
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71 MOOOYHBIE HexenaTenbHble dPGEKThl — Hapyllajach KOOPAMHALMS JIBHKEHHUI U TMOSBISAIACH
Muopenakcanus. VHpie 3aKOHOMEPHOCTH OTMEUAIIUCh sl coequHeHuin 15y,¢,u,m-s. Bce onn 00-
Ja/1ajv BBIPAXKCHHBIM TIOTUBOCYIOPOKHBIM JIeHiCTBUEM. BBeieHre MbIlliaM COSMHEHUH, HAYMHAS C
J03BI 25 Me/ke, COTMPOXKIANOCH MPEayNPEKICHUEM KOPa30JIOBBIX cynopor, U JJlsp y 9TUX JKHUBOT-
HbIX Kosebanack oT 30 10 56 me/ke (Tabim. 1). B aTux go3ax y Mbliield B OCHOBHOM HE HapyIlajiach
KOOpJMHAIMS JIBIKECHUM, HE HAOMIOMAINCh SBICHUS MHOpENakcanud. VICKITIOYeHHe COCTaBHIIN
coenuHeHus 151,3,10, KOTOpBIE, 007a/1ast BRIPAXKEHHON MPOTHBOCYIOPOKHON aKTUBHOCTHIO, B TEpa-
MEBTUYECKHUX /103aX BBI3BIBAIN Y )KUBOTHBIX MHOpPENaKcaluo. B cBS3U € 3TUM 3TH COETMHEHUS HE
OBLIN KCIIOB30BAaHBI B MOJIEIH «OTKpBITOE mojey». DddexTuBHas qo3a quaszenama (3 so me/xe) 1o
AHTUKOPA30JI0BOMY JACHCTBHIO Y MbIlIel coctaBuia 0.5 me/xe. B moBeIeHYECKOW MOIETN «OTKPHI-
TOE TIOJIE» Y KPBIC KOHTPOJIHHOW T'PYMIBI K JHa3enaMy U K coenHeHUsM 15y,d, 1,8 KOITHIeCTBO
TOPU3OHTAJIbHBIX MEepeMeNIeHrn cocTaBisio 18.6 u 22.5, BeprukaibHbix — 1.1 1 6.5, a KoIU4YeCTBO
oOcnenoBaHHbIX siueek — 2.1 u 4.8 (tabn. 2). Mccneayemble COeMHEHHS BBI3BIBAIOT HEKOTOPHIE U3-
MEHEHUS TI0Ka3aTeliel MOBECHNUS B CPAaBHEHUU C KOHTPOJIEM — TPU BBEICHUU coequHCeHH 15y m
15¢ nabGnronaercs HeOObIIAs TEHIEHIUS K YTHETEHUIO TOPU30HTAIBHBIX HEPEMELICHUIN KUBOT-
HBIX, a coenuHeHus: 15m u 15g cHIXaAIT COCOOHOCTh MOAbEMA JKUBOTHBIX Ha 3a/JIHHUE JIANIKU U
YMEHBIIAIOT MpOocecc OOCIEeNOBAaHHUS UMHU SUEEK, YTO MOXKET OBITh CBS3aHO C TOSIBICHHUEM IOJ
JNEHCTBUEM ATUX COeMMHEHUN cnaboit cemanuu. [{nasenam (2 me/ke) BBI3BIBACT 3HAYUTEIHLHOC YBE-
JUYEHUE ITHX TIOKa3aTelieH, T.e., HMEEeT MECTO €r0 aHTUTPEBOKHOE W aKTUBHPYIOIIEE JICHCTBHE.
[Ipu uccrnenoBaHUM MPOTUBOCYIOPOKHOTO JEHCTBUS MPOU3BOAHBIX TETPAIMKIMYECKUX THEHO-
[3,2-d]muprmunusoB 63, 64 66110 0OOHAPYKEHO, YTO BCE MTPOU3BOIHBIC B 103¢€ 50 me/ke 00nafatoT B
TOU MJTM MHOW CTEIICHH aHTUKOPA30JI0BOM aKTUBHOCTHIO. OJTHAKO CPEIN HUX JOCTATOYHO BBIPAKEH-
Has aKTUBHOCThH HaOmromaeTcs y 63B,a,-u u 64B,e. Tak, y 63B 1 631 MpOTUBOCYIOPOKHBIN (-
ekt HabmonaeTcs yxxe B 103e 16 me/ke, a'y 63u — B 1o3e 21 me/xke. DpdexTuBHas 103a quazenama
(O Hs0 Mme/ke) IO aHTUKOPA30JI0BOMY JACUCTBUIO Yy MbllIei cocTaBnser 0.5 me/xe (tabdmn. 1). [Tobou-
HBbIC HEXelaTeIbHBIE 3(DEKThI OT UCCIIEyEMBIX MPENapaToOB — HAPYIIICHHE KOOPIUHAINH JIBHUXKE-
HUH 1 MHOpeJakcanus y Mblrel B 1o3e 50 me/ke He HaOIIr01aIich, a I Tha3ernaMa OHd OTMeYa-
muck B go3e 2.7 (1.4-5.5) me/ke. B mMoBeIEHYECKUX OMBITAX C OTKPHITBIM IMOJIEM» Y KPBIC KOHT-
POIBHOM TPYNIIBI KOJHMYECTBO TOPU3OHTANBHBIX MepeMeleHuit coctapisuio 18.6 u 27.8, BepTHKamb-
HeIX — 1.1 1 7.0 1 KoM4ecTBO 00CHENOBAHHEIX stueek — 2.1 u 2.4 g quasenaMa U COEIUHEHHNH,
cootBeTcTBeHHO. CoenHeHusT 63/1,%-M BBIPAKEHHO YMEHBIIAIOT KOJUYECTBO TOPU3OHTAIBHBIX H
BEPTHKAIBHBIX MEPEMEIEHUN B CPAaBHEHUU C COOCTBEHHBIM KOHTPOJIEM, YTO MO3BOJISET AyMaTh O

MMPOSBJICHUHN CCAATUBHOT'O JEHCTBUS.
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[Ipu mcciaenoBaHUM TPOTHUBOCYAOPOKHOTO NEHCTBUS 2,4-mu3aMenieHHbx nupano[4',3':4,5]|nu-
puno[2,3-b]rueno[3,2-dmupumuaHoB 6bUI0 00HAPYKEHO, UTO COenTUHEHUS 68a-1 U 756-T BBI3bI-
BAIOT BBIPAKCHHBIA 3alIUTHBIA MPOTUBOCYAOPOKHBIM M MPOTHOCTHYECKUH AHTUTPEBOXKHBIN 3(¢-
dexT y Mbliiel, KOTOPbIA MPOSBISETCS Y )KUBOTHBIX, HAUMHASA C J03bI 25 Mme/ke, a CTAaTUCTUYECKU
BBIYKCIIeHHAs f03a (3 /1s0) konebanack oT 23 1o 56 mr/kr (tabdma. 1). OcranbHble coenquHeHUs 68e,k
u 75a,n B no3e 50 me/ke BbI3bIBaOT JUIIb Y 40% >KUBOTHBIX 3aIIUTY OT KIOHWYECKHX CYAOPOT U
KJIOHMYeCKUX mnojepruBanuid. [1o0ounbie HexenaTenbHble 3(pEeKTh nccieayemMpIX IpenapaToB —
HapyIlIeHWe KOOPIUHAIMK JBM)KEHUN M MUOpenakcauus y Mmbieil B go3e 50 me/ke, He Habmoaa-
JMCh, a JIJIS Jua3enamMa OHM oTMedanuch B po3¢ 2.7 (1.4-5.5) me/ke. B moBepeHYeCKHX OIBITAX C
«OTKPBITBIM TIOJIEM» Y KPBIC KOHTPOJBHBIX TPYII KOJIMYECTBO TOPU3OHTAIBHBIX MEPEMEIICHUM
coctaBisuio 18.6 u 43.2, BeprukainbHbix — 1.1 1 8.3 U KomuyecTBO 0OCIENOBAHHBIX siUeeK — 2.1 u
2.4 nng quaszenama M COEAMHEHUM, COOTBETCTBEHHO. Cpeau uccielyeMbIX coeluHeHul 68B u 75r
BBIPQXEHHO YMEHBIIAIOT KOJWYECTBO FOPU3OHTAIBHBIX MepeMeleHuil. BepTukaabHbie nepemerie-
HUSl B CPaBHEHMM C KOHTPOJIEM MEHSIOTCS HE3HAUUTEIbHO, a OOCIIEJOBaHHE SYEEK YTHETAeTCs
IPEJIENbHO, YTO MO3BOJISET JyMaTh O MPOSIBICHUU CEAATUBHOIO ACHCTBHUS.

[Ipu wcce0BaHUU MTPOTUBOCYIOPOKHOTO jaeicTBus Tpraszono[4,3-¢(1,5-¢)|mupumuaunos 80-
82 Obu10 0OHAPYKEHO, UTO HE BCE CHHTE3UPOBAHHBIE MPOU3BOIHBIE 00JIa I OIMHAKOBON aHTUKO-
Pa3o0JI0BOM aKTUBHOCTHIO. Tak, cpenu m3yueHHbIX coeauHeHuit 80e,:xk, 81m1,e u 82B,:k — B 103¢ 50
Me/ke ipenynpexaanu cyaoporu auiib y 20-40 % kuBOTHBIX. VIHbIE 3aKOHOMEPHOCTH OTMEYAIHCH
B ciydae coeauHenuii 80B, 81a-r,:k u 82a,0,r,e. Bce oHu o6naganu BbIpaXKEHHBIM MIPOTHUBOCYIO-
POXXHBIM JIelicTBHEeM. BBesieHHe MbIlllaM COeIMHEHUN, HaYMHAs C JI03bI 25 me/ke, COMPOBOKAAIOCH
IpeNyNpexIeHUeM KOpa3oJoBbeIX cynopor, U O/lsp y 3TuX KHUBOTHBIX KozieOanach oT 30 go 56
me/ke (Tabi. 1). B aTux m03ax y MbIIIe He HapyIIajiach KOOPAUHAIIMS ABUKEHUH, HE HAOI01aTuCh
ABJICHUS Muopenakcauu. J¢pdexkTuBHas no3a nuazenama (3sg me/ke) MO aHTUKOPA30JIOBOMY
neicTBuio y Mblmieit coctaBuina 0.5 mr/kr. OiHaKo Auazenam yxe B 103€ 2 me/ke Y MbIIIeH BbI3bIBa-
€T HEHTPAIBHYI0 MHOPEIAKCALNIO. B IOBE1eHUYECKO MOJIEIN «OTKPBITOE 1Tose» y Kpblc KOHTpOIb-
HOM Tpymmbl K [uazenaMmy U K coenrHeHusM 81B,r u 820,e KolIM4ecTBO TOPU3OHTAIBHBIX IepeMe-
HICHUH COCTaBIISLIO 22.8, BEPTUKAIBHBIX — 5.4, a KOJIHYECTBO OOCIIeIOBaHHBIX siueek — 1.8 (Tadm.
2). UccnenyeMble coeAMHEHUS BBI3BIBAIOT HEKOTOPHIE M3MEHEHHUsI MTOKa3aTeNei MOBEAEHUS B CpaB-
HEHUM C KOHTPOJIEM - IIPU BBEACHUU coerHeHus 81r Habo1aeTcsl TeHIEHIUS K YTHETEHUIO TOpH-
30HTAJIbHBIX MEepeMEIIeHN )KUBOTHBIX (10 14.4), a ocTanbHbIe COEAMHEHHS HE IPUBOJAT K KaKHM-
anb0 M3MEHEHMSIM TIOoKa3aTelleld KaK TOPU3OHTAIBHBIX, TaK W BEPTHUKAIBHBIX MEPEeMEIICHHA.
OpnHako Bce OTOOpaHHBIE COCMUHEHUS YBEIMUYMBAIOT KOJIUYECTBO OOCIIEOBAHHBIX SUEEK, UTO
MOJKET OBITh CBSI3aHO C MPOSIBIICHUEM HEKOTOPOW aHKCHOJIIUTUYECKOW aKTHUBHOCTH COEIMHEHUH.
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Taoauna 1

CpaBHHTENIbHAST aHTUKOPA30JI0Basi aKTUBHOCTH coequuenuid 15y,¢,u,m-1, 63B,1,:-1, 64B,e, 68a-
a, 756-r, 80B, 81a-r,:k, 82a,0,r,e 1 qua3zermama

CoeauneHus AHTaroHmsm c CoenauHeHus AHTaroHmsMm ¢
[Ipemapat cpaBHeHUS Kopazojaom™ [Ipemapat cpaBHeHHS KopazojoM™
( O s, Me/k2) ( O s, me/x2)
15y 30.0(17.1+45.6) 688 34.0 (25.3 +45.7)
15¢ 32.0(20.0+51.2) 68r 40.0 (23.5 +68.0)
151 56.0(36.0+80.3) 681 56.0 (36.0 +100.8)
15m 33.0(24.8+43.8) 756 56.0 (36.0 +100.8)
153 50.5(30.0+72.5) 758 40.0 (23.5 +68.0)
1510 43.0(25.2+73.9) 75r 23.0 (15.9 +~33.1)
159 41.0(23.5+68.0) 808 55.0(39.2 + 77.0)
638 16.0 (8.8 +28.8) 81a 56.0 (43 + 72.8)
631 16.0 (8.8 +28.8) 816 38.0 (29.2 +49.4)
63:x 26.5 (12.1 +58.3) 818 35.0 (28.0 ~43.75)
633 23 (12.2 +47.5) 8ir 40.0 (26.7 + 60.0)
63u 21.0 (11.6 +37.8) 81k 50.0 (39.0 + 64.0)
648 35.0 (2.8 +56.0) 82a 44.3 (35.44 + 55.38)
64e 42 (26.2 +67.2) 826 34.0 (27.86 ~ 41.48)
68a 40.0 (23.5 +68.0) 82r 53.0 (36.6 +~ 76.85)
680 56.0 (36.0 +100.8) 82e 30.0(21.4 +42.0)
JMa3enam 0.51(0.39 + 0.69) JiMa3ernam 0.51(0.39 + 0.69)

*B cxoOkax ypoBHU BepositHocTH mipu P = 0.05

Taoauua 2

UccnenoBarenbckas akTUBHOCTh coeiuHeHuid 15y,¢, s, 63B,1,:%-1, 648B,e, 688, 751, 818B,I, 820,

Y Jua3ernaMma Ha MOJENH “OTKPBITOE MoJje’”

CoennHeHus KonnuectBo
[Ipemapat cpaBHeHHS (B aGCONOTHBIX 3HAYEHUSX 32 5 mun)*
FOPU30HTAJIBHBIX BEPTHKAJIbHBIX OOHIOXHMBAHUH
nepeMenieHu i nepeMeIeHU sT9eeK

1 2 3 4

KonTpouns k coequHeHUsIM 22.5(19.3+25.7) 6.5(4.8+8.2) 4.8(4.0+5.6)
13y, ¢, s
KoHnTtpomns k coequHeHUSIM 27.8(12.3+29.3) 7.0(4.2+9.8) 2.4 (1.5+3.3)
63B,1,5k-M, 11 64B,€e
KoHTpoib, kK cCoeTMHEHHISIM 432 (15+71.4) 8.3(3.25+13.4) 2.7(1.5+3.9)
68B, 751
Kontposb - amynbrarop 22.8 (19.7 +25.9) 54 (3.5+7.3) 1.8 (1.5+2.1)
15y 14.0 (10.2 +17.8) 7.8(5.8+9.9) 3.6(23+49)
15¢ 15.2 (10.4 = 18.3) 32(2.8+3.6) 2.6 (1.0+4.1)
15m 18.3 (12.0 + 24.6) 7.6 (5.7+9.5) 3.52.4+4.6)
15 24.3(18.2 + 39.9) 4.3(2.9+5.7) 2.8(1.1+5.4)

638 25.0 (16.1 ~33.9) 6.0 (4.2+17.8) —

631 12.8 (7.6 + 18.3) 1.4(0.9 +1.9) —

63:x 13.6 (27.9 +34,6) 3.6(49 +12.7) —
633 16.0 (13.9 +18.1) 42 3.7+4.7) 1.6 (1.0+2.1)

63u 14.2 (10.1 + 18.3) 2.6 (1.3+3.9) —
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IIpononxenue TadauIbI 2

1 2 3 4
648 26.3 (16.8 +33.9) 6.8 (4.1+8.1) 1.5(1.1+2.8)
64e 27.2 (16.0 +~38.4) 7.1 (4.3+10.0) 22(1.3+4.4)

688 20.2 (17.7+32.7) 4.0 (3.1 +4.9) —

751 29.8 (9.3 +50.3) 7.0 (0.6 ~ 13.4) —
81B 20.8 (16.1 = 25.5) 423.0+54) 32(2.4+4.0)
8ir 14.4 (9.9 + 18.9) 502.8+17.2) 3.5(2.4+4.6)
826 22.5(18.0 +27.0) 513.0+7.2) 4.0(1.9+6.1)
82e 26.8 (21.9 = 31.7) 56(4.1+7.1) 3.8(2.6+5.0)
KonTposs k quazenamy 18.6 (13.7 +23.5) 1.1 (0.7+1.5) 2.1(1.0+3.2)
Huazenam 33.6 (29.4 +37.8) 6.4(5.4+74) 5.03.7+6.3)

* JloBepUTENbHBIC MHTEPBANBI MpH ypoBHE BepositHoctn P = 0.05

[Tpu uccnenoBaHUM MPOTUBOCYTOPOKHOTO JIEHCTBUS AIKOKCHIIPOU3BOAHBIX MupaHo[3,4-Clmnu-
puarHOB 27 ObLTO OOHAPYKEHO, YTO coeMHEHUS 27,1 B 103¢ 100 me/ke He mpeaynpekan Kopa-
30JI0BBIE CYJIOPOTH, a coeauHeHne 270 npeaynpexaano y 40% xKuBOTHBIX. VIHbIE 3aKOHOMEPHOCTH
OTMEUAIIUCh CPelu coequHeHui 27a,1,3,K,H. Bce oHM 00iagany BbIpaXKEHHBIM MOTHUBOCYI0POK-
HBIM JCWCTBHEM M B HECKOJIBKO pa3 MPEBOCXOIWIM aKTUBHOCTh KOHTPOJBHOIO IMpernapara —
ATOCYKCMMUIA. BBeieHre MbIIaM COeAMHEHUI HaYMHAas C 036l 25 Me/ke, COTPOBOXKIAIOCH MPETy-
IPEeXIEHUEM KOPa30JI0BbIX Cya0por, U D/lsp y 3TuX KUBOTHBIX Koniebanack ot 50 no 80 me/xe. Dd-
dexTuBHAsA 1032 dTocykcumuaa (3 /so, me/ke) Mo aHTUKOPA30JI0BOMY JIEHCTBUIO Y MBIIIEH COCTABU-
na 155 me/ke (Tabin. 3). [lobounble HexenaTenbHble 3((GEKTH OT UCCIIEAYEMBIX MPENapaToB — Hapy-
[ICHHE KOOPIWHAIMU JBIKEHHHA W MHOpenakcanus y Mbimed B go3ze 50 me/ke m 100 me/ke He
HaOJIIOAAINCh, a JUTSI TOCYKCUMHUJIA OHU OTMEUYaIuCh HauuHas ¢ 103kl 200 me/ke.

Pe3ynbTaThl UCCIIEI0BaHUI HEHPOTPOITHONM aKTUBHOCTH KOHICHCHPOBAHHBIX THEHO[3,2-d]nmupu-
muanHoB 60, 61 mokasanu, yTO MOCIEAHHE HE OKa3blBAIOT BIUSHMS Ha CYJIOPO’KHOE JeicTBHE
MDBII u He npeaynpexaat0T HUKOTHHOBBIE CYJIOPOTH B YKa3aHHBIX 103ax. OHAKO, Y COCTMHEHUN
600, 610-r BbIsIBIEH aHTaroHW3M C Kopa3oyioM. B Tabmune 3 mpeacTaBieHO aHTHKOPA30J0BOE
nerctue coenuueHuit 600, 616-r, a Taxxe 3Hauenus T/lso, JI/so 3TUX BeliecTB U CPAaBHUTEIBHOTO
npernapara 3tocykcumuna (tadn. 3). Hago oTMeTuTh, YTO MO aHTaroHU3My C KOpPa3oJioM
COEIMHEHUS HE YCTYMaroT 3TOCYKCUMuAy. Muopenakcanusi 1 3allUTHbIE UHJIEKChI COEIMHEHUH 110
CPaBHEHMIO C aHAJOTOM HaXOJATCS MPUMEPHO HA OJMHAKOBBIX YPOBHSX, a MO OCTPOH CYTOUHOM

TOKCUYHOCTH U TCPAINICBTUUCCKOMY MHACKCY YCTYHAKOT 3TOCYKCUMU/LY.
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Taoauna 3

AHTHKOPA30JI0Bast aKTUBHOCTh, MUOpEJIaKCalllsl 1 TOKCHYHOCTh COeIMHEeHMH 27a,1,3,K,H, 600,

610,B,r 1 >TOCYKCUMHUIA

CoenuHeHus AHTaroHmsM c Muopenakcarmus Octpas cyrouHas
[Ipemapat KOPa30JIoM (T Hso), me/xe™ 31 TOKCUYHOCTb TH
CpaBHCHUS (O Hs0), me/xe™ (JTs0), me/xe™

27a 55 (44 + 68.75) — — — —
27n 50 (40 + 62.5) — — — —
273 58(48.3 + 69.6) — — — —
27k 75 (62.5 + 90) — — — —
27n 80 (64 + 100) — — — —
606 130 (186.7 ~ 195)** 580 (483 + 696)** 4.5 780 (578 + 1053)** 6.0
616 72 (41.2 ~ 126)** 300 (248 + 363)** 4.0 370 (208 + 481)** 5.0
618 160 (128 + 200)** 480 (384 +~ 600)** 3.0 750 (564 + 998)** 4.7
61r 120 (92 + 156)** 475 (380 + 594)** 4.0 620 (496 + 775)** 5.0
OTOCYKCHMUT 155 (117 = 204.5)** | 520 (412.6 +~ 655.2)** 3.4 | 1325(1200 +1460)** | 8.5

*P =0.05, ** craTucTHYECKN 3HAYNMBIE PA3ITAIHS

B naGoparopun Tokcukonorun u xumuorepanuu K.0.H. [.M. CrenmaHsSHOM H3y4eHO HPOTHU-
BOOITYXO0JIEBOE JIEHCTBUE 28-U CUHTE3UPOBAHHBIX COEAMHEHUN. 3yueHre nNpoTUBOONYX0JIEBOI ak-
TUBHOCTH CUHTE3UPOBAHHBIX COSAMHEHHUI MPOBOAMIMN 10 oOmenpuasIThiM MetoaaMm [3. I1. Codru-
Ha, A. B. Ceipkun, A. lN'onguna, A. KisitHa. DkcniepyuMeHTalIbHAsE OLEHKA MPOTHUBOOMYXOJIEBBIX
npenaparoB B CCCP u CIIIA, Mocksa, “Meaununa”, 1980; MuponoBa A. H. PykoBoacTBo mo
MIPOBEICHUIO JOKIMHUYECKUX HCCIEOBAaHUN JIEKapCTBEHHBIX CpeicTB, MockBa, “Meauruna’”,
2012, c. 640-654]. IIpenBapuTenbHO B OCTPHIX ONBITAX HA OEJIBIX OECIOPOJHBIX MbIlIaX Maccou 19-
21 2 6biM ompeneneHsl abcomoTHO cMmepTenbHas (JIi100) 1 MakcumansHo TepeHocumas (MITJT)
10361 BetecTB. CoeTMHEHUS] BBOAMIU MBIIIIaM BHYTPUOPIOIMINHHO, OTHOKPATHO B PA3IMYHBIX J103aX
(2500, 1500, 1000 me/ke). YKUBOTHBIC HAXOIUIKUCH MO HAOJIIOICHHEM B TeueHHe 15 CyTOK, cucTe-
MaTUYECKH PETUCTPUPYs THOEITh, N3MEHEHHS BECa U Pa3IMUHbIE TOKCUYECKUE TTPOSIBICHHUS.

[IpoTHBOOIYX0JIEBYI0 aKTUBHOCTh M3Yy4Yald Ha MPUBUBAEMOM OMyXoJM Mbllieil — capkome 180.
B xummoTepaneBTHUECKUX OIbITaX COECIMHEHMs UCHBITaHbl B BUJe B3BecH B 0.5% pactBope Kap-
OOKCUMETHIIIIEIUTIONO036I, B 103axX 1/15 ot JI100. McTibITYyeMBIC BEIIECTBA BBOJST )KUBOTHBIM, BHYT-
pPUOPIOIINHHO, crycTs 48 y 1mocie NMPUBUBKHU OMYXOJH, €KEAHEBHO B TeueHue 6 nHeil. KoHTposs-
HBIC JKUBOTHBIC B T€ )K€ CPOKHU OIBITA MONYYMUIH IKBUBAJIECHTHBIH 00beM pactBoputens. IIpotu-
BOOIYXOJIEBYIO aKTUBHOCTh OLIEHUBANIM uepe3 48 y 1mocie mocieHed HHEKIUH 0 MPOLIEHTY TOP-
MOkeHHs pocTa ormyXxoiu (T%) 1mo oTHomEeHuI0 K KOHTPOJt0. CTaTUCTHYECKYIO 00pabOTKY pe3yiib-

TaTOB NPOBOAWIIA MeTOI0M CTrObAeHTa-Duilepa.
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B psany 2-N-3amemieHHbIx nupuanH-1-oH0B 19 MpoTHBOOITYX0JIE€BYI0 aKTHBHOCTh B OTHOIIICHUH
capkombl 180 mposBisitor coenunenus 19r,a,3 (48.6-50.5 %), a coenmunenus 47r,a,3 00yagaoT
35.2-44.8 % akTuBHOCTBIO (TA0II. 4).

N3ydena npoTuBOOMyXo0jeBasi akTUBHOCTh U OCTpasi TOKCUYHOCTh TpuazononupuauHon 31, 32,
34, 36. IIpu n3ydeHun ocTpoil TOKCUYHOCTH UCIBITYEMbIX COCTUHEHUI yCTaHOBJIEHO, YTO OHU Ma-
norokcuunbl, ux JI[jp0 konebnercs B mpenenax 2000-2250 me/xe, a MITJ — 1000-1200 me/xe.
XHMMHOTEPANIEBTUYECKHUE OIBITHI MOKA3AJIM, YTO BEIECTBA 34K,J1 MPOSIBIAIOT C1a0yt0 IPOTUBOOITY-
XOJIEBYIO aKTHBHOCTB, yrHETast pocT capkombl 180 Ha 28.8-34.6% (p=0.05), a OcranbHbIe coenuHe-
HUS IPAKTHYECKH JIMIIEHBI aKTUBHOCTH (TabI. 4).

U3 rerpanmknnueckux treHo[3,2-d|nupumuaunoB 59, 60, 62 Haubosee BHICOKYIO MPOTHBOOITY-

XOJICBYIO aKTHBHOCTb MPOSBIISIIOT coequHeHus 59, 60B, 626-r (T% = 38.0 - 45.3 %) (Tabun. 4).

Taoauna 4

[IpoTuBoomyx0neBast akTHBHOCTh coeanHeHuit 19r,1,3, 47 r,4,3, 31B,e, 321, 34k-M 1 362a,0,1,3-K

TokcuyHOCTH IIpoTuBOOIIyXONIEBast aKTUBHOCTh Ha
me/xe capkome 180

100 MIT/ Homnst (me/ke) T (%) P
19r 2500 1500 200 49.6 <0.05
191 2000 1200 150 48.6 <0.05
193 2500 1500 200 50.5 <0.05
47r 2500 1500 200 44.8 <0.05
471 2500 1500 150 35.2 =0.05
473 2500 1500 200 42.8 =0.05
318 2500 1500 200 25.0 —
3le 2000 1250 150 — >0.05
32n 2000 1200 150 21.2 >0.05
34k 2000 1200 200 34.6 =0.05
340 >2500 — 250 28.8 >0.05
34m >2500 — 250 — —
36a 2000 1200 150 — —
360 >2500 — 250 19.0 >0.05
36n >2500 - 250 21.2 >0.05
363 2000 1200 150 — —
36u >2500 — 250 20.0 >0.05
36k >2500 — 250 22.0 >0.05
S9r >2500 — 250 17.6 >0.05
591 >2500 - 250 38.7 =0.05
59e¢ >2500 — 250 355 =0.05
608 >2500 — 250 40.4 =0.05
60r >2500 — 250 36.2 =0.05
62a 2500 1750 200 28.0 >0.05
620 2500 1750 200 38.0 =0.05
628 >2500 — 250 45.3 =0.05
62r >2500 — 250 39.0 =0.05
621 >2500 — 250 24.0 >0.05
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B mabGoparopuu Tokcukoioruu M XxumuoTepanuu M.H.c. [laponuksn P.B. Owina mccnemoBaHa
AHTUMUKPOOHAst akKTUBHOCTb 220 CHHTE3MPOBAHHBIX COEAMHEHMH. M3ydyeHus: mpoBOIMINCE METO-
oM “luddysuu B arape” U cepuilHBIX pa3BeJCHUI Ha MsconenToHHoM Oynbone (PH = 7.2-7.4),
npu MUKpoOHOM Harpy3ke 20 miH. MukpoOHbIX Teqm Ha 1 mi cpenbl [H. C. Eropos, "OcHOBBI
yaeHus 00 antuomornkax", Mocksa, Bricmas mikona, 1969, c. 171; A. H. MuponoB PykoBoacTBo
10 IIPOBEJCHUIO TOKIMHUYECKUX HCCIIEIOBaHUM JIeKapCTBEHHBIX cpeacTB. MockBa “Menununa”,
2012, c. 509]. B skcnepuMeHTax HMCHOJIB30BAIM TPaM-TIOJIOKHUTENbHbIE cTaduinokokku (Staphylo-
coccus aureus 209p, 1) u rpamorpunarensusie namouku (Sh. Flexneri 6858, E.coli 0-55). Beuay
HEPACTBOPUMOCTH HCCIEAYEMbIX BEUIECTB PacTBOPHI rOTOBUIM Ha nuMeTtuicynbdokcuae (IMCO
He 00J1afaeT aHTUMUKPOOHBIM JielicTBHEeM) B KoHIeHTpauuu 1:20. B gamku Ilerpu ogmHakoBoro
JUaMeTpa 3ajJMBalM pacIUIaBlI€HHbIE cpelbl B JABa clos. [l HMKHEro cios HCIOJIb30BaJIU
He3aCesHHBbIE CPEeJibl, JUIsl BEPXHOIO CJIOS — arapoBYIO CPEeAy C COOTBETCTBYIOLICH TECTKYJIbTYPOH.
[Tocne 3acThIBaHUS 3aCESTHHOTO arapa Ha €ro MOBEPXHOCTH PACCTaBIISUIA CTEPHIIbHBIC IIUIHHIPUKI
u BHocwiM 1o 0.1 mu (5 me BemecTBa) pacTBOpa UCIBITYEMOI'O COCIUHEHHS. YUeT pe3ybTaTOB
NPOM3BOAMIN 10 quamMeTpy (d, mm) 30H OTCYTCTBHSI pOCTa MUKPOOPTraHU3MOB Ha MECTE HAHECEHHSI
BEIIECTB M1OCJIE CYTOYHOTO BBIPAIIMBAHUS TECT-KYJIBTYP B TEPMOCTATE MIPH 37°C. B kauecTBe mouo-
JKUTEIILHOTO KOHTPOJIS UCIOJIb30BAJIM JIEKAPCTBEHHBIN mpemnapaT ¢pypazonuaon [M. J[. MamkoBc-
kuit “JlekapcTBeHHBIC cpeacTBa’, Mocksa, “HoBas Bonua”, 2010, c. 851].

IIpn meTone CepuMHBIX pa3BENCHHMM Ha KaXAbId IMOAOIBITHBI MMKPOOPTaHHM3M COCTABIISUIM
pAasl o 7-8 mpoOUpoK, CoAepKALUX MUTATEIbHYIO CPEAY C PA3IMYHBIMUA KOHLIEHTPALUSIMHU UCIIBI-
TyeMbIX BemecTB. [IpoOupku 3aceBaiy OAMHAKOBBIM KOJMYECTBOM OAaKTepHalIbHON B3BECH, TPU-TO-
TOBJICHHOHN M3 18-TM4YacoBO KyJbTypbl. Pe3yabpTaTsl ONbITA YYUTHIBAIM BU3YaJIbHO 110 UHTEHCUB-
HOCTH pocTa MUKpoOoB mnocie 20-24-x gacoBoil mHKyOanuu B Tepmoctare mpu 37°C. B xadecTBe
MOJIOKUTETHFHOTO KOHTPOJISI MCIIOJIB30BaI M3BECTHBIN JiekapcTBeHHBI mpenapat 5 HOK [M. ]I.
MamkoBckuii, "JlekapctBeHHble cpeacTBa’, Mocksa, “HoBas Bonmna”, 2010, c. 838]

N3y4eHne aHTUMHKPOOHOTO ACHCTBHS TUAMUHONPOU3BOAHBIX THpaHo|3,4-c]mupuaunos 15 mo-
Ka3aJid, YTO MOCIEAHNE MPOSIBISIIOT aHTUMUKPOOHYIO aKTUBHOCTh C HHTMOUPOBAaHUEM 30HBI MEXKIY
10-20 mm (tabn. 5). Ilpuyem, coemuHeHuss 15¢,T OKa3bIBAIOT BBIPAKCHHYIO AHTHUMHKPOOHYIO
akTUBHOCTH Ha Staphylococcus aureus 209p.

HccnenoBanne aHTUMUKPOOHOM aKTUBHOCTH N-aMHUHONPOM3BOAHBIX KOHJCHCUPOBAHHBIX MHPH-
JTUHOB 22a-M M0Ka3ajio, YTO UCHBITYEMbIE BEIECTBA MPOSIBISIOT BhIpAXEHHYIO OaKTepHuocTaTHyeC-
KYI0 aKTHUBHOCTh B OTHOIIIEHUHU I'PaMIIOJIOKUTEIbHBIX U TPAMOTPULIATENBHBIX TECT-KYIbTYP, TOAaB-

JIsIs1 POCT MHUKPOOPTIaHU3MOB B 30He quameTpoM 14-25 mm (Tabmn. 5). OgHako UMEIOTCSI HEKOTOphIe
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paznnuus B akTUBHOCTH. Tak, coenuHeHus 22a,B,/,5K 00/1a1al0T yMEpPEHHO# akTuBHOCTHIO (d = 14-
20 mm), B TO BpeMs Kak 22H MPOSIBIIICT OTHOCUTEIBHO BBICOKYIO akKTUBHOCTB (d = 15-23 amm). Coe-
nuHeHus 220,r,e,3 00J1aJal0T BBICOKOM aHTUMUKPOOHOW aKTUBHOCTBIO, OCOOEHHO B OTHOILICHUU
cradunakokkoB (d = 23-25 mm), 10 aKTUBHOCTH HE YCTyIast KOHTposbHOMY npemnapaty 5 HOK (d =
23-26 mm). Hambonee akTHBHBIC BEHISCTBA M3YYEHBI TaK)K€ METOIOM ‘‘IBYKPATHBIX CEPUUHBIX
pa3BeieHUiT”. Y CTaHOBJICHO, YTO MUHUMAaJIbHas nojapiisitonias konuentpauus (MIIK) coequnenuit
Ha cradpmiokokke 209p cocramser 250-500 mke/mn, a Ha auzentepuitHod manouke - 500-1000

mke/mn (Tabi. 5). B aTom oTHOIIEHHH OHE cymiecTBeHHO yerymaroT 5 HOK (31.2 mex/mn).
Tabauna 5

AHTHUMHUKpPOOHAss aKTUBHOCTh JUAMUHOIPOU3BOIHBIX MUpaHo|3,4-c|mupuaunoB 15 u N-amuHo-
MIPOU3BOIHBIX KOH/ICHCUPOBAHHBIX TUPUTUHOB 22

JlnamMeTp 30H HHIHOUMPOBAHUS POCTa (M) MIIK B mKe/mz
Staphylococcus Sh. E coli Staphylococcus Sh. dyse_nteriae
aureus dysenteriae 0-55 aureus 209p flexneri 6858
209p 1 flexneri 6858
15a 11 10 11 15 — —
156 12 10 14 12 - -
158 14 13 12 13 - -
15r 13 12 14 17 - -
151 15 12 14 14 — -
15k 12 18 11 13 - -
15m 14 11 15 18 - -
151 14 12 16 15 - -
150 10 14 11 14 — —
15¢ 18 13 15 14 - -
15T 20 14 12 12 - -
154 12 14 15 14 - -
22a 17 17 14 14 - -
226 25 22 18 17 500 1000
228 20 14 14 14 - -
22r 24 21 19 18 250 500
22n 20 18 14 15 - —
22e 25 23 27 23 250 500
22k 19 17 20 17 - —
223 25 25 26 22 250 500
22u 23 18 16 15 500 1000
5 HOK 23 23 25 26 31.2 62.5

178




HccnenoBanne aHTUMUKPOOHOH aKTHBHOCTH COeTMHEHHH 270,1,€,3,K,J1,H,0, coaepkanmux O-an-
JTUIIOBBIC(ITPONIAPTHUIIOBEIE) TPYIIIBI MOKAa3ajd0, YTO OHHU MPOSBISIOT AKTUBHOCTh B OTHOIICHHUH
UCIIOJIb30BaHHBIX ITAMMOB: TUaMeTp 30H HHruOupoBanus pocta d = 10-15 mm (Tada. 6).

N3y4yeHne aHTUMUKPOOHOH aKTHBHOCTH HOBBIX KOHICHCHPOBAHHBIX CHCTeM — Tpuaszosno[4,3-a]-
nupuauHoB 31, 32, 34-36 u nupazononupuanHOB 37, 38 MOKa3alo, YTO MCCIEAyeMbIe TPHUA30JI0-
[4,3-a]nupuauHbl IPOSBISIOT C1a0yI0 aKTUBHOCTh B OTHOIICHHWH BCEX MCIIOJIb30BAHHBIX IIITAMMOB
(d = 10-18 mm), a upazosicoaepIKaime npeacraBurenu 37, 38 oka3pIBAlOT TaKyHO K€ aKTHBHOCTb
TOJILKO B OTHOIICHUH TPaMOTPHUIIATEIbHBIX ITaMMOB (Tabu. 6). VickiroueHne cocTaBisieT coeinHe-
HUEe 37K, KOTOpPOE MPOSBISICT BBIPAKEHHYIO aKTHBHOCTh B OTHOIICHHWH BCEX HCIOJIb30BAHHBIX
[ITAMMOB.

HccnenoBanre aHTUMUKPOOHOM aKTHBHOCTH a3uaonpon3BoaHbIX 39, 40 mokaszaio, 4To OHU Mpo-
SIBIISIIOT YMEPEHHYIO MPOTUBOMHUKPOOHYIO aKTHBHOCTh B OTHOIIICHHH BCEX MCIOJIh30BAHHBIX IITAM-
moB (d = 10-21 mm) (tabm. 6).

H3ydyeHneM aHTUMUKPOOHOW aKTUBHOCTU TETPALMKIMYCCKUX THEHO[3,2-0]MupUMHINHOB yCTa-
HOBJICHO, 4TO coenuHeHus 59, 60, 62 mposBIAIOT Cl1a0yl0 aKTUBHOCTH WM JIMIICHBI aHTHMHKPOO-

Hoit aktuBHOCTH (d = 0-14 mm), a coequnenus 66-70, 73 6onee aktuBHbI (d = 10-16 mm) (Tabi. 6)
Ta6auna 6

AHTUMHKPOOHASI aKTUBHOCTh AIIKOKCUIIPOU3BOIHBIX UPHMHOB, TpUa3oio[4,3-a]nupuanHos,
MUPA30JIONUPUINHOB, a3UAONUPUANHOB, 5,8-THaMHUHO3aMEIIEHHBIX U 8-aJIKOKCUIIPOM3BOIHBIX
ankuncynbanuntrerol3,2-d | nupumMuanHOB

JlnameTp 30H HHIHOMPOBAHUS POCTA (M)
Staphylococcus aureus  |Sh. dysenteriae flexneri E coli 0-55
209p 1 6858

1 2 3 4 5
276 12 11 14 14
27k 10 11 13 11
270 14 12 13 11
27n 14 12 12 11
27¢ 12 11 12 11
27T 12 10 12 12
271 13 12 12 11
274 15 12 12 11
31a 15 14 14 16
31 16 14 14 14
31n 10 10 11 10
32e 11 11 12 10
32k 10 10 10 10
323 10 10 10 10
34a 16 17 14 18
34r 10 0 11 12
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IIpononxenue Tadauibl 6

1 2 3 4 5
34n 10 0 10 10
34e 0 10 10 12
34 0 10 11 11
343 0 0 10 10
34k 10 0 10 10
340 0 0 10 11
34m 10 10 10 10
356 17 18 16 14
36a 15 14 15 14
360 14 14 16 15
368 14 15 14 16
36r 10 10 11 11
36n 10 11 10 10
36e 10 10 11 10
36k 10 10 10 10
36u 0 0 10 10
36k 0 0 10 10
364 0 0 10 11
37a 0 0 14 15
376 0 0 10 10
378 0 0 15 15
37r 0 0 14 14
37n 0 0 14 16
37e 0 0 11 10
37x 17 17 19 19
38a 0 0 10 10
388 0 0 13 12
38r 0 0 10 10
38n 0 0 13 10
38e 0 0 13 10
38x 0 0 17 11
39a 18 17 20 18
396 18 17 19 19
398 10 10 13 14
39r 18 17 19 18
391 10 10 12 15
39%e 20 19 21 20
39k 12 12 13 14
40a 16 12 12 10
400 11 10 12 11
408 16 14 17 13
40r 15 14 15 14
401 11 10 12 13
40e 12 12 14 11
40:x 11 10 17 11
403 12 12 13 10
66a 12 14 13 12
67a 10 10 10 10
670 10 10 12 10
67r 13 12 15 12
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IIpononxenue Tadauubl 6

1 2 3 4 5
68e 13 12 13 15
68:x 10 12 13 14
696 12 11 10 15
70a 16 14 15 10
700 13 12 14 10
708 15 14 15 10
736 13 10 15 14
738 14 11 14 15
73n 10 13 11 14

DypazoauaoH 25 24 24 24

3aB.nab. (hapMaKoJIOTHH U TATOTHCTAIOTHH, K.0.H.

3aB.rpymnmnoii ncuxopapMakoIoruu, K.M.H., CT.HAy4H.COTP.

3aB.rpyImnoi CyJJOpOKHbBIX COCTOSIHUH, K.0.H., CT.HAY4H.COTP.

Hayun. cotp.

Hayus. cotp.

3aB.n1a0. TOKCUKOJIOTHH U XUMHUOTEpaNuH, K.0.H.

3aB.rpymnmnoi MUKpOOHOJIOTHH, K.0.H., BEI.HAYYH.COTP.

Hayus. cotp.
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