BHYTPUMOJIEKYJISIPHASL IIUKJIN3ALIUS
1-[1-AJIKIJICYJIb® AHAJI-2-®EHWI-2-(@EHUITUIPA3OHO)-
STUJINJIEH|ITAPPOJTUINHUEBBIX CO.JIE

KiroueBble ciioBa: AJIKUJIMPOBAHUE, BHYTPUMOJICKYJIApHAA HUKIIU3alusA, NTUPPOJIO-TpHUA3HH.

Msl 0OHapyXWid, 4TO OCH3WI-, AUIHI- M HPONapruiicyib()aHIIIPOU3BOA-HbIE MUPPOITUAAHUEBBIX
cojel 3, MOJy4eHHbIE AIKWIMPOBAaHWEM THoamuga 1 NpH KOMHATHOM TeMIleparype, B IMPHUCYTCTBHU
kapOoHaTa 1e3ust npeBpamarrces B 1,3-nudenun-6,7,8,8a-rerparuapo-1H-muppono[2,1-c]-1,2,4-tpuasun-
4-THoH (4) C XOPOUTMH BBIXOIAMHU.
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Hcnonp3oBaHue APYrux OpraHUYecKUX WM HeopraHnudeckux ocHoanuil (TOA, ABY, Na,COs) mwmmn
pactBoputeneid (MeCN) NpuUBOIUT K YBEIMYEHUIO BPEMEHH PEAKIUH U 3HAYUTEIBHOMY CHUKEHHIO
BBIXOJIa COeMHEHMS 4.

Panee HaMH 6bU10 MTOKa3aHo, 4TO BHYTPUMOJIEKYJIIpHAS LIUKITN3aUs] 3-an-
T(TIpoTIapTHIT ) CyIb(anui-3-(UppouIuH- | -1i)-2-apriia30aK pUIOHUTPHUIIOB SIBJISIETCSI HOBBIM
METOIOM TMONy4YeHUs OWIUKINYeCKuX HeapoMaTuueckux 1,2,4-tpuasunoB [1]. OOHapykeHHas
TpaHcopMaIs THPPOIUANHUEBBIX COJNCH 3 TOKAa3BIBaeT, YTO ITOT MPOIECC SBILSIETCS OOIIMM JUIS
AIKWINPOU3-BOJHBIX — apWITHIPAa30HOTHOAETAMHOB M CYHIECTBEHHO  pacIiupsieT  00jacTh
pacnpocTpaHeHuss peakuuu. [losydeHHBIE COEIMHEHMsI NPEACTABISIOT MPAaKTU-YECKUH HMHTEpec Ul
OMOJIOTUYECKOTO HCCIeIOBaHMsA, IOCKOJIBKY H3BECTHO, YTO MHPPOJOTPHA3UHBI OO0Jagar0T BBICOKOM
TIPOTHBOOITYX0JIEBOM aKTUBHOCTHIO [2].

Crnexrpsl IMP 'H u "*C usmepenst na npuGope Bruker DRX—400 (400 u 100 MI'iy cooTBetcTBeHHO) B JIMCO-
ds, BHyTpeHHmii cranmapt TMC. Macc-crieKTpbl 3aperu-CTpupoBaHbl Ha crekrpomerpe Varian MAT 311A,
ycKopsitoliee HanpspbkeHue 3 kB, sHeprus moHmsmpyrommx 3i1ekTpoHoB 70 3B ¢ mpsmbiM BBOJOM oOpasua B
HUCTOYHHK.

CunTte3 anKuiICyJbpaHUINUPPOTUANHUEBBIX cojiell 3a—c (obmas meronauka). K pactBopy 0.5 1 (1.6 MMons)
ruapazona 1 B 5 mu anerona n1o6asinsioT 8.0 MMoub ankmiOpomuaa. PeakiimOHHYIO CMECh BBIICPIKUBAIOT 24 4 mpu
KOMHATHOI TeMIepaType, 3aTeM J100aBIISIOT 3QHp, 0CaJT0K OTPUIBTPOBBIBAIOT, IIPOMBIBAIOT 3PHUPOM.

Bpomua 1-[1-6en3uicyabganui-2-penunii-2-(2-gpennaruapasono)dTuiniet| nup-poaruaunusa  (3a). Bexon
97%, 1. . 140-141 °C. Cuextp SIMP 'H, 8, m. . (J, [m): 2.02-2.11 (2H, M, CH,); 2.18-2.28 (2H, M, CH,); 3.64—
3.76 (2H, m, NCH,); 4.05-4.11 (2H, m, NCH,); 4.05 n 4.25 (2H, AB-cucrema, J = 14.0, SCH,); 6.96-7.02 (1H, m,
C¢Hs); 7.09-7.16 (SH, m, C¢Hs); 7.31-7.36 (4H, M, C¢Hs); 7.43-7.53 (3H, M, C¢Hs); 7.72 (2H, n, J = 6.8, C¢Hs);
10.62 (1H, ¢, NH). Macc-cniektp, m/z (Iom, %): 309 [M—C;H,Br]" (12). Haiineno, %: C 62.32; H 5.37; N 8.66.
C,5H,6BrN;S. Beraucieno, %: C 62.50; H 5.42; N 8.75.

Bpomua 1-[1-anauacyasdanni-2-penni-2-(2-pennaruapasono)dTuiauies| mup-poauaunus  (3b). Bexon
87%, 1. . 143-144 °C. Cnekrp AMP 'H, 8, m. 1. (/, Tm): 2.00-2.46 (4H, m, CH,); 3.63 (2H, n, J = 6.9, SCH,);
3.65-3.98 (2H, m, NCH,); 3.98-4.20 (1H, m, NCH,); 4.24-4.45 (1H, M, NCH,); 5.05 (1H, n, J = 10.4, CH, amnmun);



5.19 (1H, n, J = 16.8, CH, ammn); 5.52-5.81 (1H, m, CH ammn); 6.93 (1H, 1, J = 6.8, C¢Hs); 7.27 2H, 1, J = 7.8,
CeHs); 7.33-7.50 (3H, m, C¢Hs); 7.59 (2H, n, J = 7.8, C¢Hs); 7.71 (2H, n, J = 8.2, C¢Hs); 11.09 (1H, ¢, NH). Macc-
cnektp, m/z (I, %): 309 [M7C2H5Br]+ (21). Haitneno, %: C 58.54; H 5.51; N 9.67. C,;H4BrN;S. Beruucneno, %:
C 58.60; H 5.58; N 9.77.

Bpomun 1-[1-(nmpon-2-unuiacyiasdanun)-2-peHni-2-(2-peHnaruapa3ono)ITuia-uaen| nuppoauauaus (3c).
Brixon 89%, 1. mn. 150-151 °C. Cnektp SIMP 'H, §, M. 1. (/, Tm): 2.02-2.39 (4H, m, CH,); 2.92 (1H, 1, J = 2.4,
CH); 3.65-3.93 (2H, m, NCH,); 3.78 u 3.81 (2H, AB-cucrema, J = 17.0, SCH,); 4.00-4.20 (1H, m, NCH,); 4.21-
4.40 (1H, m, NCHy); 6.95 (1H, 1, J= 7.5, C¢Hs); 7.29 (2H, T, J = 7.6, C¢Hs); 7.38-7.51 (5H, m, C¢Hs); 7.72 (2H, 1, J
= 8.4, C¢Hs), 11.08 (1H, ¢, NH). Macc-criektp, m/z (Iyy, %): 309 [M—C3;H;Br]" (18). Haiineno, %: C 58.81; H 4.98;
N 9.50. C,;H,,BrN;S. Breruucneno, %: C 58.88; H 5.14; N 9.81.

BuyTtpumosekyJisipaast HUKJIN3a1Hs 1-[1-ankuacyabpanmni-2-gpennn-2-(peHu-
THIPA30HO)I TUWIM/IEH | IUppoIuAHHUYM OpomuaoB 3a—c (obmas wmeromuka). K pac-tBopy 0.47 mMMomb
nupposuanHueBoi comn 3a—¢ B 5 ma JJM®PA nobaensror 0.15 v (0.47 mmomnb) CsyCO;. PeakunoHHy cMech
BBIJICPKUBAIOT IIPU TIEPEMEIINBaHNU JI0 McUe3HOBeHUs ucxonHoro coenqunenus (TCX). PactBopurens ynapusaror B
BakyyMe. [IuppoaoTprasuH 4 BBLAEISIOT C TOMOIIbIO KOJIOHOUHOM xpomaTorpaduu (cumukarens KCK 40-100 mxm,
JNMIOCHT TeKCaH—dTHIaeTar, 4:1).

1,3-Audennn-6,7,8,8a-rerparugpo-1H-nuppoio[2,1-c|-1,2,4-rpuaszun-4-tuon (4). T. mm 110-111 °C.
Cnektp AIMP 'H, 5, m. 1. (J, Tw): 1.94-2.17 (3H, M, CH,); 2.61-2.70 (1H, m, CH,); 3.80-3.98 (2H, m, CH,), 5.10
(1H, n. n, J= 5.8, J= 7.6, H-8a); 7.25-7.38 (4H, m, C¢Hs); 7.39-7.47 (4H, M, C¢Hs); 7.65 (1H, 1. n, J= 8.0, J = 2.0,
C¢Hs). Criextp SIMP °C, 8, m. 1.: 21.0 (CH,); 32.1 (CH,); 51.5 (CH,); 71.7 (C(8a)H); 123.2; 126.1; 127.3; 127.9;
128.8; 129.0; 135.3; 144.3; 145.6; 175.8 (CS). Macc-cniektp, m/z (Iyy, %): 307 [M]" (2). Haiineno, %: C 70.12; H
5.29; N 10.59. CsH;7N3S. Berancneno, %: C 70.33; H 5.57; N 10.43.

Paboma svinoanena npu gunancosoii noodepocke POOU (epanmur  08-03-00376_a, 08-03-92208
I'®EH a, 10-03-96084-p_ypan_a).
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