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A. HpeBLII]I—KBI/IHTO

CI/IHTE3 n HPEBPAH_[EHI/IS[
2-KAPBOTOKCH-3-BPOMMETHJI-7- XJIOPBEHSOCDYPAHA

OcymecTsnes CHHTE3 M M3YYeHbI TIPEBPAlEHMS 2 xapOaToxcu-3- 6p0MMeTmI-7-
xnopbensodypara. .

CuHres m M3yueHWE CTPOCHUS NPOW3BOAHBIX GeH30(ypaHA IPCICTABIISIOT
AHTEPEC B CBA3SH C MX (PM3WOJOTHYCCKOR AKTUBHOCTBHIO M IPUMCHEHAEM IS
NOAy4YeHWS OWONMOrMuYeCKH AaKTHBHHX coemuHcHmHE [1]. Mseecrmo, wuto
TOpPOM3BOXHBEIE OeH30(ypaHa MPOSBJISIOT AHTHAPUTMHYECKYIO, aHTHBUPYCHYIO U
apyree BUAHL Omosoruuyeckod akrueHoct®m [2, 31. Ilpomoskas meciexoBaHus
Hpou3BOMHBIX Oensodypana [4], MB W3yummm CUHTE3 HE ONMCAHHBIX B
JIMTEPATYPE NPOUIBOMHEIX 2-KapOsrokcubensodypana ¢ atomoM xopa upa C(7)
Gensogypasosoro uwkiaa. McxonHeii 2-kap0sTokcu-3-MeTHa-7-xmopoensody-
par (I) 6b11 nostyyen w3 o-xaopdenona oo meroxy Boreme [3]. 310 coeruruenne
upy SpoMupoBaHus N-GpOMCYKUMHUMIAOM Man0 2-xapbaTokcu-3-6poMMeTt-7-
xnopbensodypan (II), KoTopHil geffcTBUEM ameTara Kaaiusd ObLT TIpeBpamer B
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_ cooTBeTcTByOIIEe 3-amerokcumerwasuaoe mpowssoaHoe (IID). Tlpm ruppommse
coexuuenns [II ObUT momydeH 2—Kap63T0Kcn:—3 THOPOKCAMETHI-7-X10p6eaz0dy-
paa (IV), okuCieHHmE KOTOPOTO C IOMONIBI) DHPUAMHEEXpoMara 6] maio
2-kapbaroken-3-hopmmr-7-xmopbeasodypar (V). JedcTBHEM aTIOMOTHADHAA
smmtaa Ha coequaeame 111 momyden 2,3-purunpokcuMerni-7-xaopbenzodypan
(VD), xoropeut 3arem -Obi oxucaer ¢ momompo AgaCO3z {71 nmo
2-ruppoxcameTii-3-hopmust-7-xnopbensodypana (VID). Iocrenuait oxucacHm-
eM mpuguHinxpoMaToM 16 ] 6eut npespamed B 2,3-mudopmua-7-xaopbersody-
par (VIID. Peaxmus coemaienms VIl ¢ XJIOpHCTEIM THOHIIOM IpHBEIa K
2-xmopmetaa-3-opMua-7-xaopbensodypany (IX), KOTOpsI B3aNMOIEHCTBHEM
¢ THOAUeTAMMAOM OBLT HOpeBpaineH B J-xioprueHo[3,4-b10enzodypan (X).
Cocnunenwne 11 B peakuum ¢ MmopdonuHOM U nnnepmmHOM OaeT COOTBETCTBYIO-
mue 3-aMuEoMeTHIbEbE nponssonase (XIa,0).

Kpome TOro, mposeneHA NAKIM3ANWS COCAMHEHHS V 'C THADASHHIMIPATOM,
IpUBORAMAL K 3,4-Iurunpo-6-xop-4-okcobenzodypo [2,3-d [nupunazuny (XID).
[Mocnenumit 06paboTkoit mroTuaCyAb(aToM GBI mpespamen B 3,4-Aurmapo-3-
atr-6-x10p-4-0kcobensodypo[2,3-d Inupunazun (XIII), a oOpabotkoii OeH-
sunxaopugoM — N-6emsmipHoe mnpomssoguoe (XIV). M3 coemubenuga V
peakuweii Kuesenarens [9] ¢ MaoHoBOM KMCIOTOR motyyena 2-kapOITokcH-7-
mopoeﬂsod)ypo -3-axpwrosag kacaora (XV), a B3aWMOACHCTBUEM C AUITUIMATIO~
HATOM ¥ AMAMMIOM MAJOHOBOM KMCIOTH — 2-KapOstokcu-7-xtop-3- (2-nukap6-
osroxcusurn) bensodypan (XVI) m 2-kapbstokcu-7-xmop-3-(2,2-guaMraoxap-

Sonmnemama) 6easodypad (XVII) coOTBETCTBEHHO.
Cxema 2

e
- XTI X1V XII

XIH R =CHs; XIVR = CH2Ce6Hs; XVR = —CH CHCOOH; XVIR = —CH—C(COzEt) 2
XVIIR = —CH=C(CONH2)2

SKCNEPUMEHTAJBHAL ‘IACTI)

Crextper AMP ' 1 3C cnare va npubope Gemini 200, suyTpernuit craugapt IMIC.

JHanmsie anemenTHbIx arammaos va C, H, Cl, N 114 sriepsbie MOAYyIeHHBIX COSAUHEHHET COOTBETCT-
BYIOT PACYETHbBIM,

2-Kapbarokcu-3- 6p0MMemJI- -mopGensod)vpaH (). Cmecs 11,91 (0,05 MOJIB) coemmrenws I,
8,9 r (0,05 moums) D N-Gpomcykitsymmna, 0,1 1 nepexucs 6enzouna u 100 M CCl4 xunarsr 4 u. Tlocne
OXJIAXKAEHHS OCAKOK OTQIIETPOBLIBAKT, 4 (PUIBTPAT yHAPHEBAIOT B BaKyyMe. OCTAaTOK (IPOAYKT) Kpi-
CTAJLIM3YIOT M3 renTana. T 123...124 °C. Cniektp IMP " (CDC13) 7,60.. -7,10 (3H, Hapo); 4,85
(2H, ¢, CH2); 4,40 (2H, x, CH2); 1,38 (3H, 1, CH3). IMP °C"(CDCl3): 14,26 (CH3); 20,18 (CH);
61,94 (CHa); 128,15; 124,65; 119,80 (CHapon); 159,19; 150 35; 128,30; 125,50; 117,94, 114 97 (C).
Berxon 11,1 r (70%). - N

3- AUETOKCUMETHI-7-XJH0P-2- Kap63roxcu6eﬁsoq>ypan (11, C14H13C103) Cmecs 9,5 r
(0,03 mMoum) coempmenns 1L, 9,8 ¢ (0,11 mons) CH3COOH 1 120 M YKCYCHOI KMCITOTHT HATPEBAIOT § 1.
PacTEOp KOHUEHTPHPYIOT ¥ NPHOABNIIOT K HeMy 5O MJI BOTBL. TIpOAYKT SKCTPArHPYIOT XI0podopMOM,
npomeisaot 109, NaxCOs, Bonoit, cymar rag MgS04 u Grumbtpyror. UILTPAT YIapuBaoT, 4 OCTATOK
KPUCTAILTUIYIOT M3 rentada. Tnn 56...57 °C. Coextp AMP Iy (CDCI3): 7,60...7,10 (3H, M, Hapom) ; 5,40
(2H, x, CH2); 4,40 (2H, x, CH2); 2,05 (3H, ¢, OCH3); 1,35 (3H, 1, CH3). Borxon 8,3 r (84%).-

2-Kapb6artokcu-3-rugpokcamerui-7-xaopbenzodpypan (IV, CizH11Cl04). Cmecs 4,5 1
(0,15 Moy coempraerivs I, 50 Mur aGcom0THOTO STaHosa ¥ 1 MII CePHOE KHUCIOTH OCTABNNIOT Ha 129
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npy KOMHATHOM TeMmnepartype- Peaknuounyro cmech soramsarot & 5O M 0L, HPORYKT SKCIPArHPYIOT
3¢upoM. DkCcTpakT NpoMbiBaioT pacrsopoM Na2CO03, Bogoit u cymar Hax MgSO4. 3bup ynapursarer,
OCTATOK KpuCTaIUM3vIoT U3 709, Meranona. Tun 69...70 °C. Cpexrp SIMP ¥ (CDCh): 7,65...7,15 GH,
M, Hapom); 5,00 (2H, x, CHD); 4,40 (2H, x, CH2); 2,60 (1H, ¢, OH); 1,37 (3H, ¥, CH). Bexxon 3,7 ¢
96%).

2-Kapbaroxcn-3-opmun-7-xropbensodypan (V, Ci2HsCIO). Crece 2,55 r (0,01 moms) coe-
muuerns IV, 4,5 r (0,012 Moup) nmuprmpsxpoMaTa 825 M XI0pUCTOro METHICH NEPEMERIIBAOT § &
TIp¥# KOMHATHOMH TEMIIEPATYPE, IIOCKIE HETO PEAKMMOHHYIO CMECh pasbarismior 50 Mu 3dupa u Gunsrpyior.
DIbTPAT NPOIYCKAKOT YePE3 KOIOHKY c CHIVIKAreHeM H KOHUEHTPUPYIoT. QCTaTOK KPHCTAMIHBIYIOT Ha
renrana. Ton 57...58 °C. Crexrp AMP 4 (CDC13): 10,55 (1H, ¢, CHO); 7,60...7,15 GH, m, Hzpom)‘
4,40 (2H, x, CH2); 1,35 (3H, T, CH). Boixog 21 (82%)-

Cemuxapbazon, Tmr 263...265 °C.

2,3-TaranpoxcnmeTi-7-xiaopbensodypar (VI C10H9C103). K pacmopy 1,1 r €0,03 moms)
LiAlH4 8 100 v 2¢upa npubasaszor 3,5 (0,011 o) coemuuensis L s 30 mn adupa. Cmecs nepene-
muBaroT 3 4. Msbbrrox LiAlH4 passaraior BOmOi, HPOAYKT SKCrparupyior sgmpoM. Pacrsopurens
YIapHUBAKOT U OCTATOK KPHCTAJUIMBYIOT M3 Xaopodopma. Tox 143...144 °C. Caexrp IMP H (€DCh)-
7,60...7,15 (3H, M, Hapom) ; 4,78 (2H, ¢, CH2); 4,70 (2H, ¢, CH2). Boxox Z r (85%)-

2-TunppokcumeTai-3-copmmn-7-xxopdensodypan (VIL, C1oH7CIQs). Hepemenmearor 24 u npu
KuIeHus cmech 1,8 r (8 MMoms) coemuHeHus VI, 30 r Ag2CO3 [7] u 100 mn sruxanerara. Hocme
OXJIAXKICHNS OCANOK OT(UIBTPOBLIBAIOT, pacmopme:m ¥rapusaior. JCrartoxk KPHCTARRISYIOT M3 XN0-
podopma. Tox 123...124 °C. Cuexrp SIMP H (cDC): 10,40 (IH €, CHO); 7,15...7,70 GH, m,
Hapon) ; 4,80 (2H, ¢, CH2) .- Boxox 1,6 r (88%).

Cemmxap6aszon, Twr 235...237 °C.

2,3- Dudopmun-7-xnopbensodypas (VILL, C1eHsCl03). Cmecs 1,3 r (6 mvans) cogmmmenms VIE
u 2,9 r (7 mvons) rmpuauaauxpomara 8 20 M BuXI0pITaHa nepemennsaor 10 9 npeyr RoMEATHONR
TEMIIEPATYPE, & 3aTeM NPHOARAHOT 30 Ma 3upa u GrunbTpyIoT. PUILTPAT FIAPUBRIOT, OCTATOK KPH-
CTa/umM3yI0T U3 xjopodopma. Tax 112...113 °C. Cnexrp IMP M (€DCla): 10,35 4 H, ¢, CHO); 18,45
(1H, ¢, CHO); 7,70...7,10 (3H, M, Haporp - Beixon 0,9 r (70%).

2-X nopmerui-3-(popmun-7-xaropberszodypar (X, C1eHeClh202). K pacreopy 9,75 r (3 Mvons)
coenunenns VII & 40 My 5dupa npudasmssor 1 M XA0pHCToro THOHEAR. CMecs OCTRBNAIOT Ba 24 = npus
KOMHATHOM TemMiepatype. PactsopHrens ynapMBaIoT, OCTaTOK KPHCTAJLIMSYIOT H3 HETPORCHHOTO Hpupa.
T 70...71 °C. Cnextp IMP 'H (CDCh): 10,40 ¢1H, ¢, CHO); 7,15...7,70 (3H, M, Hapord) ; 4,75 (CH,
¢, CH2). Borxox 0,651 (79%). :

5-Xnoptueno[3,4-b] 6eﬂso¢ypz_1g (X, C10Hs5C10S). Pacrsop 0,5 r (2,2 mmons) cocpmmenma IX u
0,2 r (3 MMONE) THOALIETAMMAR B 25 MJI STAHONZ KHIETST 3 4. PacrBOpiITeNSs YRAPHBAWOT, OCTATOK
KPUCTAUMSYIOT 13 nerposeitnoro supa. Tun 243...245 °C. Berxon 0,21 (62%).

2-KapGaroxcu-3-mopdoansomerun-7-xiopbensodypan (XIa, C1sHisCING4). K pacrsopy 1,61
(5 Mmom) coepurenms 11 B 25 mn Genzona nprbasnsnot 0,9 r (10 Myons) Mopdomua. PeakiuOmyIo
cMech kunaraT 1 4. Ilocrne oxaaxAeHHs BHIMasmmE 0Caxok 6poMruapats MOphomina oTPHIBTPOBLIBa-
0T, PACTBOPHTENs YHAPDHUBAKOT B BaKyyMe. IIDOIVKT KPHCTAIUIH3YIOT M3 NPOUaHoma. Tux 1 17..-1i9 °C.
Bexom 1,21 (72%).

AnanorvaHo us 1,6 r coempmenus I w 0,7 r mumepumina noayaeH 2-KapGoToKCh-3-NHIe paIaHRG-
MeTrI-7-xnopGensodypan (XI6, C17H20CING3). Trx 107...109 °C. Boxox 1,1 £ (70%).

3,4-aruapo-6-xu0p-4-okcobensodypol2,3-d lrmpunazeas (XIIL, C1oHsCINZO2). Pacreop 2,5
(0,01 Momb) coenmuenns V, 8 r ruapasuHruapaTa B 50 M a6COmOTHONO FTanoRa KUFSTST 3 u. Pactno-
puress vhappma;or K OCTaTKy nipubaenmor 25 M 10% pacreopa NaOH. Tlonyuemiyio cMech GumbT-
pYIOT ¥ HeiTpasmsyror xoun,. HCL O0pa30BaBIMICS OCAROK OTHHABTPOBBIBAIOT, POMBIBAIOT BONOR K
KPUCTAJUTH3YIOT U3 TIPonanona. Trx 267...269 °C. Coexip AMP 31 (DMSO-Dg): 11,25 (I1H, ¢, NHD);
8,40...7,40 (4FI M, Hapon); 2,85 (2H, x, CH): 1,37 (3H, r. CH3). Boixog 1,21 (40%).

3,4-uruppo-3-3Tin-6-xnop-4-okcobensodypof2,3-dinupugaszun  (XIII, CizHsCIN202).
Cwmecs 1,11 (5 Mmos) coempmerast XTI, 0,7 r (10 mmommb) sTRMATE Harpus 830 va 36COMmOTHOM 3%3303&
kunatar 0,5 4, ganee npubaensror 1,2 r (8 MM0:s) musTHACY bdaTa ¥ KunsTaT 2 9. Pacrsop KOHUeHT-
PHDYIOT, OCTATOK KPHCTAJUTMIYIOT M3 auetoHa. Tux 211..213 °C. Caexrp SMP g (Aneron-Dg):
8,40...7,40 (4H, v, Hapon); 3,95 (2H, x, CH2);'1,35 (3H, 1, CH3). Beixon 0,7 r (63%).

3-Ben3ua-3,4-1uruapo-6-xnop-4-okcobensodypol2,3-d} nrpeaasnH (XIV, Ci7HiCIN2O?2).
Tlonyyen ananorimmo npoussonroMy XTI vcxoms 13 5 MMos coeapeHms XAT, 6 MMOAB 3THIATE HATPHE
u § MMons Xyopucroro densuna. Tmn 233...235 °C. Cnexrp SIMP b (CDCh): 8,45...7,40 (9H, M,
Hapom); 5,10 (2H, ¢, CH2). Boixog 0,91 (57%). :
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2-KapOoroxcn-7-xopbensodypo-3-agpaiosas kuciaora (XV, C14H11C10s). Kumarar 8 W 2,5
(0,01 moms) coemumenus V, 1,1 r (0,01 M015) ManoBOBOH KHCHOTSL, 25 Mur mppymina u 0,5 Mt mvmepu-
. PeaxuuorHyIo ovech BeuniBaioT B 50 M somst u nogxucxazot xour. HCL Bemasmuit ocagok
OTHUAETPOSEIBAIOT, NPOMBIBAI0T BOFOM ¥ KPHCTAUIM3YIOT M3 nponaHona. Tmn 143...145 °C. Crextp
SMP ' (CDCIs): 8,27 (1H, g, CHD; 7,40...7,15 (3H, M, Hapom); 6,20 (1M, a, CH); 4,49 (2H, x, CHy);
1,38 (3H, 7, CH3). Boxxon 1,8 T (62%).

2-Kaplaroxcu-7-x10p-3-(2,2-aukapbsrokcuenunn) Genzodypan (XVID). Cmecs 2,5 r
(0,01 moms) coemsmenma V, 1,6 T (0,01 monw) austiwmanounara, 0,5 Mx mmepunmsa 1 100 M 6e3son-
B0re Gensoma KmsraT ¢ Hacagxoft Huna-Crapxa N0 NPEKPAmieHUs BLUIENCHHS BONBL PeakiiMoHHy0
CMecs BRUTEaroT B S0 M soxp1, nogxsicaaior kox- HCI 7o pH 2, oprasiueckuii G0l IPOMBIBATOT BOTOM
H CymaT. berson ynapisaiorT, 3 ocTaTex KPHUCTAAM3YIOT M3 MeTaHoJia. Tun 79...80 °C. Cnexrp IMP B
{CDCi3): 7,40...7,20 (3H, M, Hapom); 4,45 (2H, x, CH2); 4,10 (2H, x, CH); 3,60 (1H, a1, CH); 1,44
{3H, 1, CH3); 1,14 (3H, 1, CH3). Baxex 2,7 r (709%).

2-Kaplaroxca-7-x10p-3-(2,2-gmasunoxapbommasnann) Gensodypan (XVIL, CisHi3CIN20s).
Kymsrar cmecs 1,2 1 (5 »oms) coememenng V, 0,7 © (6,3 MMOIB) JMAMIAR MATOHOBOM KMCIOTHI, 20 M
mupsgema w1 0,5 a1 mmepsyuma. K npogyxry peaxipn npubaersior 50 M BOJIBI, IIOKMUCIISTIOT KOHIT.
HCl. Bemasunsit 0CagoK OTdHABTPOBHIBAIOT M KPUCTAIUIMAYIOT #3 rentana. Tn 235...238 °C. Cuexrp
s BC (DMSO-De: 169,32; 165,713 159,44; 141,15; 133,02; 129,76; 128,72; 125,29 (C); 134,21;
129,23; 122,61 (CH, Hapod; 112,17 (CH) ;61,01 (CH); 14,17 (CH3). Bexon 1,1 r (65%).
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