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HOBBIV CHHTETUYECKHUM MOAXO/ K 5,12B-TUT UJIPOU30-
NH/I0JI[1,2-A]130XNHOJINH-8(6H)-OHAM U UX
I'ETEPOIIUK/IMYECKHUM AHAJIOT'AM

Toaxkynos B.C., Tonrkynos A.C., Cmupnosa O.B., Epumosa U.B.,
Toaxkynos C.B.

NuctutyT usuko-opranndecko XumMuu u yriuexumuu um. JI.M. JlutBunenko HAH
YKpauHsl, OTAE] XUMHUH TeTEPOIUKINYECKUX coequHeHul, T. Kues, Ykpauna, e-mail:

s tolkunov@yahoo.com

Nuevamine siBjisieTcsl IePBbIM U30MH/10J10 [1,2-a] H30XMHOJMHOHOM, KOTOPBIH BCTpe4YaeTcsi B
Npupoae W MOXKeT 10 CHX NOP CYHUTATHCH eAMHCTBEHHBIM NpeACTaBHTeJIeM 3TOro KJjacca
H30XMHOJMHOBBIX AJIKAJI0U0B. Ero cMHTeTHYeCKHe aHAJIOTH J0CTYIIHbI M AKTHBHO H3y4al0TCH
B CBfI3M C BBICOKOH OHOJIOTMYeCcKOH aKTHMBHOCTbIO. Cpeaum HHUX, HaiiieHbl COCJWHEHHUS C
NPOTUBOBOCIIOJINTEIbHOM AKTHBHOCTBI0 W AHTHOKCHAAHTBI. B  crarbe wu3y4deHa
BHYTPHMOJICKYJISIDHAA LHMKJIOKOHICHCANMS 3aMelleHHbIX 2-[2-(apwia)yTua]-1H-u3onHnou-
1,3(2H)-n1uoH0oB M uX rerepoaHajioroB B mnojudochopnoii kucaore. Iloxkazano, yro npm
HATPeBAHUM MCXOJHBIX COeJHHEeHHMH B MOJIU(OCPOPHON KHCI0TOI 00pa3ylOTCs NPOU3BOJHBIE
12b-runpoxcu-5,12b-nuruapounzonnnoa|1,2-aluzoxunonun-8(6 H)-onos. Hanpasjienue
HMKJIOKOHACHCAINH 3aMellleHHbIX 2-[2-(apui)aTtui|-1H-n3ounn0.-1,3(2H)-1M0HOB 3aBUCHT OT
COTJIACOBAHHBIX JJIeKTPOHHBIX 3(pdexkToB 3amectutTesieii Ri m Ra. ukiaokonaeHcamus
reTepoOnMKJINYECKHX AHAJIOIOB - 2-(3-0Kkco-4-peHnaMepKanTo0yTH)-1,3-30MHI0TUHINOHOB

U 6-meTu1-2-(2-0en30[b]pypan-3-31ui)-1,3-u30MHIOTUHUIIHUOHA nporexkaer c
AUCTIPONOPLHHOHMPOBAHMEM IPOMEKYTOYHOI0O KaTHOHAa H  mnpusoaut k  1,3,4,9b-
Terparuapodenzorueno(gypo)[2',3':3,4lnupuno|2,1-aluzonnmon-1-onam. Crtpoenue

MOJIYYEHHBIX COeMHEHHH Jo0Ka3aHo ¢ momombio IMP 'H u Mmacc-criekTpos.

KiroueBble cJjioBa: CHUHTE3, nuevamine-aHaJOrd, nuevamine TreTepo-aHajory,
IHUKJIOKOH/ICHCALIUS, 12b-rungpoxcu-5,12b-guruaponzonnnon| 1,2-aJu30XuHOINH-

8(6H)-onb1, nonudocdopHas kuciora.

HOBUWII CHHTETUYHUMN X 10 5,12B-IUTTIPOIZOTHIOJI[1,2-A]-
13OXIHOJITH-8(6H)-OHIB TA iX TETEPOLIMKJITYHUX AHAJIOT'IB

Toaxkynos B.C., Tonrkynos A.C., Cmupnosa O.B., €Edpimosa 1.B., Tonrkynos C.B.

[HcTUTYT Pi3uKo-opraniuHOi XiMii Ta Byrieximii iM. JI.M. JIluteunenka HAH Ykpainu,
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BUIIUT  XiMIi  reTepolMKIIYHMX  crmoiayk, M  KwuiB, VYkpaina, e-malil:

s_tolkunov@yahoo.com

Nuevamine € nepmum i30iH10J10 [1,2-a] i30XiHOJTiHOHOM, SIKHI 3yCTPIYA€THLCA B IPHUPOi I MOxKe
J0CI BBAXKATHCH €IMHUM IMPEICTABHUKOM IbOr0 KJACy i30XiHOJIHOBHMX AJKAJIOIXIB. Horo
CHHTETHYHI aHAJIOTH JOCTYNHi i aKTUBHO BHBYAKTHCH B 3B'SI3KY 3 BHCOKOK 0i0JI0TiYHOI0
akTuBHicTIO. Cepel HUX 3HAH/IEHI CIIOJIYKH 3 MPOTH3ANAIbHOI AKTUBHICTIO | AHTHOKCH/IAHTH.
Y crarri BHBYeHAa BHYTPIIIHBOMOJICKYJSIPHA IUKJIOKOHAeHcalis 3aMimeHux 2-[2-
(apua)ermi|-1H-i3oinnoa-1,3(2H)-1ioniB Ta iX rerepoananoriB y moJuigocopHiii KHCIIOTI.
IToxa3aHo, 10 NpH HArpiBaHHi BHUXiIHHX CHIOJYK B moJjiocdopHiii KHCI0Ti YTBOPHOWOTHCS
noxigHi 12b-rigpoxcu-5,12b-nqurigpoizoingoi|1,2-alizoxinonin-8(6H)-oHis. Hanpsimok
HUKJIOKOHAeHcalil 3amimeHux 2-[2-(apuia)ermi]-1H-i30inn00-1,3(2H)-nioHiB 3a/Ie:KUTHh Bijg
Y3roKeHHUX eJ1eKTPOHHMX edeKTiB 3aMicHUKIB R1 1 R2. IlukiokoHaeHcalisi reTepoOnMKIiYHHAX

a”HaJoriB -  2-(3-okco-4-¢eniniMepkanto0yTuia)-1,3-izoingomingioniB i 6-mermia-2-(2-
O0en3o[b]|pypan-3-eTun)-1,3-i30iHa0iHiITI0OHY NMPOTiKae 3 JMCIPONOPUIOHYBAHHAM
NPOMi’KHOT0 KaTioHa i NPUBOAUTH a0 1,3,4,9b-TeTparinpo-

oensorieno(¢ypo)[2',3':3,4]nipuno|2,1-alizoingon-1-onis. bygoBa  oTpuMaHMX  CHOJYK
aoseaeHo 3a nonomororw SIMP 1H i mac-cniekTpiB.

KarouoBi cjoBa: cuHTE3, nuevamine-aHaJoTH, huevamine-reTepoaHasory,
MUKIIOKOHAeHcalls, 12b-rigpokcu-5,12b-muriapoizoingon|1,2-alizoxinomnin-8(6H)-

OHH, noJiochopHa KUCIOTA.

A NEW SYNTHETIC APPROACH TO 5,12B-DIHYDROISOINDOL[1,2-A]-
ISOQUINOLINE-8(6H)-ONES AND THEIR HETEROCYCLIC ANALOGUES

Tolkunov V.S., Tolkunov A.S., Smirnova O.V., Efimova 1.V., Tolkunov S.V.

L.M. Litvinenko Institute of Physical-Organic Chemistry and Coal Chemistry of the
NAS of Ukraine, Department of Chemistry Heterocyclic Compounds, Kyiv, Ukraine,

e-mail: s_tolkunov@yahoo.com

Nuevamine is the first isoindolo[1,2—a]isoquinolinone known to occur in nature and can still be
considered the lone representative of this class of isoquinoline alkaloids. Its synthetic analogues
are available and are actively studied in connection with high biological activity. Among them,
compounds with anti-inflammatory activity and antioxidants were found. The article studies
the intramolecular cyclocondensation of substituted 2-[2-(aryl) ethyl]-1H-isoindole-
1,3(2H)dions and their hetero-analogues in polyphosphoric acid. It was shown that under
heating of the starting compounds in polyphosphoric acid, 12b-hydroxy-5,12b-
dihydroisoindole[1,2-a]isoquinoline-8(6H)-ones are formed. The direction of cyclocondensation
of substituted 2-[2-(aryl)ethyl]-1H-isoindole-1,3(2H)dions depends on the coordinated
electronic effects of the substituents R1 and Rz. The cyclocondensation of heterocyclic analogues
- 2-(3-oxo0-4-phenylmercaptobutyl)-1,3-isoindolinedione and 6-methyl-2- (2-benzo[b]furan-3-
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ethyl)-1,3-isoindolinyldione proceeds with a disproportionation intermediate cation and leads
to 1,3,4,9b-tetrahydrobenzothieno(furo)[2',3':3,4|pyrido[2,1-a]isoindole-1-ones. The structure
of the obtained compounds was proved using 'H NMR and mass-spectroscopy.

Keywords:  synthesis, nuevamine-analogue, nuevamine  hetero-analogue,
cyclocondensation,  12b-hydroxy-5,12b-dihydroisoindol[1,2-a]isoquinoline-8(6H)-

ones, polyphosphoric acid.

Nuevamine — TIepBBIM  alKaJIOWJ  W3O0MHAOJM30XUHOJIMHOBOTO  psija,

nuzonupoBaHHbiid U3 Berberis darwinii Hook (Berberidaceae) [1].

OCHOBHOM CHHTETHUYECKUM TMOAXOJ K HTOMY THIY HW30XUHOJIMHOBBIX
AJIKaJIOUJIOB 2 OCHOBAaH HA BHYTPUMOJEKYJISIPHOM apHIMPOBAHUU apOMATHUYECKOTrO
IUKJIa  O-AllWIMMUHHUEBBIM  KAaTHUOHOM, KOTOpPBIA  TEHEepUpyercs U3 V-
rugpokcuiakramoB 1 B kucnoit cpene [2] (puc. 1). Bropas crparerus ocHOBaHa Ha
HUKIN3AIHAH [Tapxama 6-(2-6pom-3,4-mumerokcuden3zomn)-7,8-
nuruapo[ 1,3 Jauokcomno[4,5-gluzoxunonun-5(6H)-ona c dbopMupoBaHHEM

JJAKTaMHOTO KOJIbIIa Ha mocyeaHeM atamne [3,4].

Pucynok 1. Cunternueckuii mojaxoa k Nuevamine.
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HemaBno ™Mbl OOHapyxwid, 4YTo Tpu  HarpeBaHuu  2-(3-okco-4-
benmnmepkantooyTi)-1,3-u3oungoauHanonoB 3a, b B nonudocdopHoii Kuciore B
cpene xsopoensona npu 100°C B TeueHue 3 9acoB MPOTEKAET P MOCIEA0BATEIIBHBIX
peaknuii, MPUBOIANIMX K MPOU3BOAHBIM O€H30THEHO[2,3-c|mupuanHoB. BrHauame
MIPOUCXO/IUT 3aMbIKaHNE O0CH30THO(EHOBOTO ITUKIIA U TIPOMEKYTOYHOE 00pa3oBaHUE
2-(2-6en30[b]THOdeH-3-3TI)- 1,3 -U30MHAOIUHWIIUOHOB 4a, b, KOTOpBIE B YCIOBUAX
peaKiMu MPETEepreBaloT IUKIN3ALUI0 B MNPOU3BOAHBIE |-0kco-3,4-nurunapo-1H-
oenzotueno[2',3":3,4nupuno[2,1-aJuzonngonuanyma-2  Sa, b [5].  IIpomecc
o0pa3oBaHMsl NHUPHUJIMHOBOIO LHMKIA MPOTEKaeT IO THUMY peakuuu bunuiepa—
Harmmpansckoro. Ognako, npu 00paboTKe PEakMOHHOW CPEbl BMECTO OXKHIAEMBIX
3,4-nquruapoOeH30oTUCHONMUPUANHOB  Sa, b Opima  BbigeneHa  cmech  1-(2-
KapOokcudenn)0eH3oTueHo| 2,3-c|nupuanHoB 6a, b U 1,3,4,9b-
terparuapooen3otueHo|2',3":3,4 nupuno|2,1-auzonniomn-1-o1oB 7a, b. br1i1o
CIeNaHO TPEAINOJIOKEHHE, YTO TOSBJIGHHE B MPOayKTax peakuuu 1,3,4,9D-
teTparuapodenzorueno[2',3":3,4jnupuno[2,1-aluzoungon-1-onos  7a,b — 9710
CJIeICTBHE AUCIPONOPUUOHUPOBaHUS KaTthuoHa Sa, b. CooTHolleHHe NPOAYKTOB

peakiuu 6a, b u 7a, b coctaBnsier 46% u 48% u 27% u 26% (puc. 2).

NHTEepecHO, YTO KOHTPOJBHBIA JKCIEPUMEHT MO LHUKIM3auud  2-(2-
oenso[b]tnodeH-3-3tmn)-1,3-u30uHIOIMHUIANOHA 4a, TIOMYYEHHOTO peaKIueH
O€H30TUEHWII-3-3TUIIaMHHA C (PTAJIEBBIM aHTHIPUIOM B TEX )K€ YCIOBHSIX, 1aJl Ipyroe

COOTHOIIIEHHE NPOYKTOB peakuuu 6a u 7a — 40% u 50%.
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R =H (a), Me (b)

Pucynok 2. [luxnuzarus 2-(3-okco-4-penunmepkantooyTui)-1,3-

M30MHJI0JIMHINOHOB B TTonidochopHoii kuciore.

Hean uccaenoBanus: PazpaboTka HOBBIX METOJOB CHHTE3a OEH30- U TeTepO-

a"gaiioros Nuevamine.
MartepuaJjibl 1 MeTOABI UCCJIET0BAHMSI.

2-[2-(Apun)atuin]-1 H-uzounnon-1,3(2H)-nuonsl 11a—¢ u 2-(2-6en3o[b]dypan-
3-31un)-1,3-U30MHOOIMHWIIMOH 8  MOoJdydanu  peakiuedl  COOTBETCTBYIOIIUX
beHnTIWIAMHHOB U OeH30(ypmin-3-oTuiiaMuaa ¢ (TajJeBbIM  aHTUIPUAOM  TI0
cienytoiei meroauke: Pacteop (10 MMOIb) COOTBETCTBYIONIMX (DEHUIIITUIAMUHOB U

1.63 v (11 mmons) raneBoro anrumpuaa B 150 M Tomyona kunsatat 12 4 B konbe ¢
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Hacankoil [Inna—Crapka. Tosyon yaanstoT B BAKyyME M OCTaTOK KPUCTAJLIU3YIOT U3
aneronutpuia. Coenunenus o T.mn u SIMP cnekTpaM HAEHTHYHBI MOJTYYEHHBIM

paHec COCANHCHUAM.

[{ukIIOKOHAEH CALINIO 2-[2-(apun)(rerepun)atui |- 1 H-uzounnon-1,3(2H)-
JTMOHOB MpoBo MK B nosidocdopHoit kuciore npu temneparype 110°C. Crpoenue
TOJIyYEHHBIX COeAMHEHnH moaTBepskaeH0 IMP'H u macc-cniekrpockonueii. CrieKTpbl
SIMP 3apeructpupoBansl Ha npudope Bruker Avance 11 400 (400 MI'1y), BHyTpeHHU#
cragaapt TMC. PactBoputenr — DMSO-Ds. Cnexktpel EY 3apeructpupoBaHbl Ha
Macc-cnekrpomerpe MX1321 npu nonusupyromei Hanpsbkeaun 70 3B, temneparype

kamepbl noHn3zanuu 220°C ¢ UCIoIb30BaHUEM CHCTEMBI IPSMOTO BBOJIa 00pa3siia.

OOmrasgs  Meroauka 1wriau3anuu  2-[2-(apwn)(rerepmn )yt l- 1 H-u30uHa01-

1.3(2H)-nmoHoB (8a-¢) B monndochopHON KHUCIIOTE.

Cmech (5 mmonb) coeaunenus 8a-¢ u 15 r nmomudochopHO KUCIOTHI
nepememmBaroT 3 yaca npu temmneparype 100-110°C. PeakunoHHyr0 cMech
OXJIAKJAIOT, BbUIMBAIOT B 150 MJI XOJOJHOW BOMBI, MEPEMEIIMBAIOT 2 4Yaca u
nojuienayuBatoT 10 pH 7 HAchIIEHHBIM BOJHBIM pacTBOPOM amMMuaka. BeimaBrimii
OPOAYKT  OT(QUIBTPOBBIBAIOT, MPOMBIBAIOT BOJOW M  KPUCTALIU3YIOT U3

TUMETUICYIb(oKCcHaa.

12b-Oxcu-5,12b-murnapo-6 H-n3ounnono[ 1,2-a|M30XuHOIUH-8-0H (10a).
Beixon 79 %. T.mn. 197-199°C. Cnekrp SIMP 'H (400 MI'u, IMCO-dp), 6, m.x.: 2,80
(1H, m, CH)), 3,00 (1H, m, CH), 3,48 (1H, M, CH)), 4,26 (1H, M, CH.), 6,60 (1H, c, OH),
7.20-8,30 (8H, M, Hapom).

12b-Oxcu-3-metokcu-5, 12b-qurunpo-6 H-u3onnmpono[ 1,2-a |u30XuHONMH-8-0H
(10b). Beixox 72 %. T.mr. 167-168°C. Cuextp SIMP 'H (400 MI'u, AIMCO-ds), 5, m.1.:
2,80 (2H, m, CH>), 3,83 (3H, c, 3-OCH3), 4,35 (2H, m, CH»), 6,60 (1H, ¢, OH), 6,57
(1H, ¢, H-4 apowm), 7,20-7,30 (2H, m, H-1, H-2 apom), 7,40-7,90 (4H, m, H-apom).

12H-Oxcu-2.3-nuMmeTokcu-5.12b-murnapo-6 H-nzonnnoio| 1.2-a|n30XuHOINH-

8-ou (10¢). Beixoa 71 %. T.mn. 157-159°C. Cnexrp SIMP 'H (400 MI'u, JIMCO-ds),
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S, m.a.: 2,84 (2H, m, CH»), 3,83 u 3,84 (6H, ¢, 2-OCHs u 3-OCH3), 4,30 (2H, m, CH>),
6,60 (1H, c, OH), 6,59 (1H, c, H-4 apom), 7,23 (1H, c, H-1 apom), 7,40-7,90 (4H, m,
H-apom).

11-Metuin-8.13b-gurnapol 116er3odypo[2'.3":3.4luuprunol2.1-alusonnnon-

5(7H)-on (13). Huknuzanuio coeaunenus 11 v mpoBoasAT mo oOIIeld METOAMKE.
[Tomyyarot uzonnnomnon 13, Beixon 49 %, T, 210-211°C. Cnektp AMP 'H (400 MTI'm,
HIMCO-dg), 8, m.a.: 2.43 (3H, ¢, CHs), 2.78 (2H, m, H-8), 3.41 (1H, m, HH-7), 4.62
(1H, m, HH-7), 5.97 (1H, ¢, H-13b), 7.03 (1H, 1, /= 8.0 ', H-10), 7.34 (1H, c, H-12),
7.35 (1H, o, J=8.0I'u, H-9), 7.55 (1H, 1, J=8.0 I'u, H-3), 7.69 (1H, T, /= 8.0 'y, H-
2),7.75 (1H, n, J= 8.0 I'u, H-1), 7.93 (1H, T, J = 8.0 T'u, H-4). MS (70 eV): m/z (%)
=289 [M]" (55), 288 [M]" (100).

Haiineno, %: C 78.73, H 5.17, N 4.75. C19HsNO,. Beruncaeno, %: C 78.87, H
5.23, N 4.84.

2-[4-Oxco-5-(dbernncynpdannn)nentuil- 1 H-uzonnnomn-1.3(2H)-auoH 14.

K pactBopy 10 mMoib 2-(5-6pom-4-okconentun)-1 H-uzounnon-1,3(2H)-quona
u 11 mmons tHodenona B 30 mu 2-mponaHona mpubasisioT 1.5 M nupuanHa H
KUOATAT 1 4, OXJaxJarT, pa30aBisioT BOJAOW, BBINABIINE KPUCTAJLIBI
OTQWIBTPOBBIBAIOT UM  TIPOMBIBAIOT BOJAOW M  XOJOJHBIM  2-IIPONAHOJIOM.
Kpucrammsyror u3 2-nponadona. Berxox 91 %, T.ur 123-125°C. 'H SIMP: (IMCO-
D¢) 0, m.a.: 2,22 (2H, m, NCH,CH,CH>), 3,00 (2H, 1, J = 7.0, NCH,CH,CH,), 3,70
(2H, T, J = 7.0, NCH,CH,CH>), 7,10 (1H, T, J = 8.0, H-5"), 7.40 (1H, ¢, H-2"), 7.22-
7.27 (4H, m, H-2'3'4",6"), 7.52-7.70 (4H, m, H-4,5,6,7"). LCMS M=340 (M + H+).
Haiineno, %: C 67,18, H 5.10, N 4,18. C190H7NOsS. Beruucneno, %: C 67,24, H 5,05,
N 4,13.

2-[3-(1-Benszoruenmi-3)propyl]-1 H-uzounnon-1.3(2H)-nuon 15.

'H SIMP: (IMCO-Dg) 5, m.x1.: 3,13 (2H, 1, J = 7,6, CH2CH2N), 3,89 (2H, T, J =
7,6, CH2CH2N), 7,30 (2H, m H-5'6"), 7,47 (1H, ¢, H-2"), 7,78-7,90 (6H, m, H-
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4,4'5,6,7,7"). M=322 (M + H+). Haiineno, %: C 71,11, H 4,64, N 4,29. C;9H;5sNO,S.
Brrunciaeno, %: C 71,01, H 4,70, N 4,36.

Pe3y.]IbTaTbI HCCJIeaJ0BaHHUA.

B Hacrosmeir pabote m3yueHa IMKIOKOHJCHCAIUs Pa3HO3aMEIEHHBIX 2-[2-
(apun)atun]-1H-uzoungon-1,3(2H)-muonoB 8a—¢ ©U  uX TeTEpPOAHAIOrOB B

nordochopHOI KUCIIOTE.

Peakuuro nmpoBo iU HarpeBaHUEM UCXOAHBIX 2-[2-(apui1)aTui -1 H-u30uH1071-
1,3(2H)-an0HOB B TE€UEHHME 3 YaCOB C JIECATUKPATHBIM (IO MAacce) KOJIMYECTBOM
noupocopHOl KUCIOTHI C TMOCIEAYIOIUM Pa3I0KEHUEM PEAKIIMOHHONW MAacCChl
Bojoi. Luknuzanus npoxoaut ¢ Beixogamu 70—-80% M MpUBOANUT K €AUHCTBEHHBIMU
npoaykrtam — 12b-ruapokcu-5,12b-nquruapouzonnnoi| 1,2-aJuzoxunonuu-8(6H)-

onam 10a—c (puc. 3).

R N 1
T1OK -
—_— —_—
Ty
R

8a—c T 9a—c o
H,0 R
—_—
: N
R o)
HO
10a-c

11 R=R'=H (a); R=R! = OMe (b); R = OMe, R! = H (c)

Pucynok 3. Huknuzanus 2-[2-(apun)atun -1 H-uzounpon-1,3(2H)-auonos 8a—c

B 0JIM(OCPOPHOI KUCIIOTE.
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2-N30xuHONMH-1-un1 OeH30HbIE KUCIOThI, KOTOPhIE MOTJIM Obl 00pa30BaThCs

IIpru JUCIIPOINIOPIHUOHUPOBAHUN KaTHOHA, 9 a-c He BBIJICJICHBI.

B nuxnumzanuio BCTynarT TOJBKO 2-[2-(apwn)atui]-1H-uzounnon-1,3(2H)-

nuoHbl 11a—¢, UMEIoLIKE COTACOBaHHYIO OPMEHTALIMIO 3aMecTuTeNel R, R

Tak, 2-[2-(4-metokcudenun)dtun]-1H-uzonnmnon-1,3(2H)-muon 8d mpm
HarpeBanuu B [I®K B Teuenune 3—4 yaco npu temneparype 120-130°C Briaensiercs
HEU3MEHHbIM, a npu Temreparype 170°C mpoUCXOIUT ero jJeMeTUIupoBaHUE Oe€3

nuKim3anuu B npoaykT 10e (puc. 4).

O O
N: \f N: \f
I[TOK
/@/\/ ([ |
=0
8d

170°C
HO

8e

Pucynoxk 4. JlemerunupoBanue 2-[2-(4-metoxcudenun)ethyl]-1H-uzonnmon-

1,3(2H)-nuona B momdpochopHOil KUCIIOTE.

HeoObrunplii pe3ynbpTaT MOJy4YeH MNpu IukiIu3anuu 2-(2-6eH3o[b]dypan-3-
atun)-1,3-m3oungomuaunauona 11. C Beixogom 49% BwimeneH Toabko 1,3,4,9b-

terparuapoden3odypo[2',3":3,4|mupuno[2,1-aluzoungon-1-on 13 (puc. 5).

1-(2-Kap6okcudenun)oenzodpypo[2,3-c|uupuaut,  KOTOPBIH  COMYTCTBYET
terparuaponpousBogHomy 13 He BeigeneH. CTpykTypa coeaunenust 13 ycTaHOBIIeHa
¢ nomompio SIMP 'H um macc-cekTpockonuu. B macc-CIeKTpe HpPUCYTCTBYIOT
XapakTepHble 3HaueHus Macc 289 u 288. OTu JaHHBIE CBUIIETEIBCTBYIOT O TOM, YTO
nukim3anus 2-(2-6en3o[b]bypan-3-3tun)-1,3-u3onanonuamwiaguona 11 nporekaer 1mo

MCXaHU3MYy OTIMYHOMY OT LIUKJIM3aLN COOTBCTCTBYIOIINX 66H30TI/IO(i)eHOBBIX
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MIPOMEKYTOUHOI0 MHTepMeauara 12.
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Pucynok 5. uxknuzamus 2-(2-6en3o[b]dypan-3-3tun)-1,3-

uzonHaonHuIaMona 11 B nonudochopHoi KUCIoTe.

[uknmuzamuss  romonora  coenuHeHut  3a,b  —  2-[4-okco-5-(dheHmn-
cynbhanun)nentuni|-1 H-u3oungon-1,3(2H)-guon 14 B momudochopHoil  KUcioTe
npotekaeT ¢ obpazoBanuem 2-[3-(1-6enzoruenun-3)propyl]-1H-uzonnnon-1,3(2H)-
nuoHa 15. [lanpHelimee mnpeBpamieHue B 14b-okcu-7,8,9,14b-teTparunpo-5H-

[1]6en3otueno[2',3":3,4]azenuno| 2,1 -a|u3zonnnon-5-on 16 ve npoucxoaut (puc. 6).
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Pucynoxk 6. [uknuzarus 2-[4-oxco-5-(penuncynbhanun)neHTun]-1 H-

n3ounH07-1,3(2H)-nuona 14 B nonudochopHoi KUCIOTE.

Takum 00pa3oM, HaMU H3yYEHA ITUKIM3AIMUS 3aMEIIEHHBIX 2-[2-(apwin) Tui]-
1 H-nzounnon-1,3(2H)-11oHOB, 6-metui-2-(2-6en3o[b]pypan-3-stun)-1,3-
W30UHI0JTUHUJITUOHA, 2-[4-oxco-5-(penuncynbhanun)nent|- 1 H-u3ouH0-
1,3(2H)-nuona B nonuocPopHOil KUCIOTE, YTO MPHUBENIO K CUHTE3Y CTPYKTYPHBIX

aHaJIOTOB ajIkajonga Nuevamine.
BbIBOABI.

1. HanpaBinenue UMKIOKOHIAEHCAIIMM 3aMEIIeHHBIX 2-[2-(apun)aTui]-1H-
n3ouHa01-1,3(2H)-AMOHOB 3aBUCHUT OT COTJIACOBAHHBIX 3JEKTPOHHBIX 3(PQPEKTOB

3amectureneil Ry u R,.

2. llukyokoHIeH Al  TETEPOLUKINYECKUX  aHajloroB —  2-(3-okco-4-
dheHmIMepKanTooyTin)-1,3-u30MHI0JIMHANOHOB,  6-MeTui-2-(2-6eH30[b|bypan-3-
3TIN)- 1 ,3-N30MHI0IMHUIANOHA IIPOTEKAET c JUCIIPONIOPLIMOHUPOBAHUEM
MIPOMEKYTOYHOTO KaTHOHA u MIPUBOAUT K 1,3,4,9b-

TeTparuapodenzorueHo(pypo)[2',3":3,4 Jnupumno[2,1-a]uzonngomn-1-onam.
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