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IINCBbMA B PEJAKIIUIO

HOBBIIl METOJ] CHHTE3A 3,5,6,7-TETPATHJIPO[1,2,4] TPHA30.10-
[1,5-a] TAPAMU INH-2(1H)-THOHA

KawueBblie ciaoBa: 5-(aumnamuHo)-4-0eH30mi-2,4-nuruapo-3H-1,2,4-tpua3on-3-T1oH,
3-0enzomn-6-0pom-3,5,6,7-tetparunpo[ 1,2,4|tpuazono[ 1,5-aJmupumuaun-2 (1 H)-tHoH,
OpOMUpOBaHUE, ITCKTPOPHUIbHAS TETEPOIIMKIN3AIIHSL, STUMAHUPOBAHHUE.

[IpousBoansie [1,2,4]rpuazono[l,5-ajnupumMuanna NposSBISIOT MPOTUBOOITYXO-
neByo [1], antuBupycHyo [2], repOuruanyio [3] v GyHrunuaHyo [2] akTHBHOCTB.
B nutepartype onucansl peakuuu nonydenus [1,2,4]tpuazono[1,5-ajnupumMunnHoB
AQHHEJIMPOBAaHWEM NHPUMHUIMHOBOTO (parMeHrta, CyTb KOTOPBIX CBOJMTCS K
B3aMMOJEHUCTBUIO 3-aMHHO-1,2,4-TpHa30/I0B € almbAETHIaMHU U TNPOU3BOJHBIMHU
aIleTOYKCYCHOM, MMPOBUHOTPAJHON KHUCIOT, Cysb(OHUNALEeTOHa WK ¢ 1,3-aukap-
OOHMIBHBIMH coeirHeHUsIMU [4—7]. B HacTosimeil paboTe omMcaH HOBBIA METOX
nonyuenus  3,5,6,7-terparunpo[1,2,4]rpuazono[ 1,5-aJmupumunun-2(1H)-TnoHOB,
U3yYCHHE XMMHUYECKUX, (PU3NUECKUX U OMOJIOTHYECKUX CBOWCTB KOTOPBIX CTAHET
00BEKTOM JalbHEHIINX UCCIIeIOBAHUI.

Ucxonnprii  anmmunamuHoTprazon 1 monydanu B3auMOJEHCTBHEM OEH30MII-
M30THOLMAHATa C ajulmiITHOceMuKapOasuaoM. Peaknuro Tpuazona 1 ¢ Gpomom
OpOBOAMIM B anieToHuTpuiie mpu 15 °C. Ob6pasyrommiics nocie 100aBIeHNs BOJIBI
0CaZloK MIACHTU(HUIMPOBAH HAMM KaK TPHA30JIONUPUMHUAWH 2. AHaIM3 CIEKTpa
SMP 'H tpuazononupuMuanHa 2 yKashIBaeT Ha 0Opa3oBaHHE MPOAYKTa OPOM-
reTepOIMKIIN3alNY B BUE COJM: CMELIeHHe B ciaboe moje curHaina nmporoHa NH
OUPUMHINHOBOTO (hparmenTa (cuurieT npu 10.55 M. 1.) u curnana nporona NH
TPHUA30JIbHOTO LUKJIA (YIIHpEeHHbIN cuHriieT npu 13.41 M. A.); oTCyTCTBHE Xapak-
TEPHBIX Il UCXOJHOTO TpHa3ona 1 CUTHAOB MPOTOHOB AJUIMIIBHOTO (PparMeHTa;
HajJM4he CHUTHAJIOB CHOUHOBOWM cucrteMbl A,BX,, KOTOpble MOATBEPKIAIOT
AHHEINPOBAaHUE MUPHUMMIMHOBOIO IIMKIA (MYJIBTUIJIET METUHOBOTO MPOTOHA NPHU
5.22 ™. a., yerbipe nybmera mpu 3.90, 4.05, 4.51, 4.84 M. 1., oTBedarouue
JIMacTepeOTONHBIM METHJIEHOBBIM IIPOTOHAM NMUPUMHIMHOBOTO IHKIIA).
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Cremyer OTMETUTH, YTO TIPH MOAUPOBAHUU TpHazona 1 mukiau3anus ¢ 0opaso-
BaHHEM COOTBETCTBYIOIIETO TPUA3OJIONUPUMHUINHA HE IPOUCXOANT (BBIIENEH
UCXOIHBIN Tpuazon 1), 4To, BEPOSATHO, MOKHO OOBSICHUTH OoJiee c1aboi AIIeKTpo-
(WIBHOCTHIO MO/Ia M MaJIO aKTHBHOCTBIO AJUIMJIAMUHOBOTO ()parMeHTa Mpu Tpua-
30JIbHOM IHKJIE [8].

IIpu neiictBum Ha comm 2 MopdonmHa peanmsyercss >numuHHpoBanne HBr c
00pa30BaHNEM COOTBETCTBYIOLIETO TpHrazojonupuMuanaa 3. OTMEUeHO, 9TO AaKe
P MPOJIOJKUTEIHHOM KHUIISYEHHH B COHUPTOBON cpene coenuHeHus 3 ¢ 5-kpat-
HBIM M30BITKOM MoOp(donrHa >MUMUHUpOBaHHE emE oaHoW Monekyisl HBr,
KOTOpoe HabmrogaeTcst B 6-6poMMetuin-5,6-muruapo| 1,3 ]tuazono[2,3-c][1,2,4]tpu-
azoze [8], e mpoucxonut. [logTBepKaeHNEM 00pa30BaHUs MPOIYKTA JITUMUHUAPO-
BaHusi HBr MoryT ciyXuTh JaHHbBIE 3JIEMEHTHOrO aHaiu3a W crnektpa SAMP 'H
(cmur Ha 0.11-0.21 M. 1. B Ooyiee CHIIBHOE TOJI€ CUTHAJIIOB CIIMHOBOW CHCTEMBI
A;BX, anndarnyeckux MPOTOHOB, a TaKXKe OTCYTCTBHE CHUTHajla MPOTOHA IPHU
atome azora N-4 mupuMuguHOBOTO 1uKiIa). C menpio HaAEKHOTO MOATBEPKICHHUS
CTPOCHHUS MPOAYKTOB IUKIU3ANUN 2, 3 sl coeAuHEeHMS 3 OBUI 3amucaH CIICKTP
SIMP "C, B xoTopom mipr 39.2 M. /1. HaliIeH CHIHAJ YIJIepO/Ia CBA3aHHOTO C GPOMOM,
YTO OJTHO3HAYHO yKa3bIBaeT Ha aHHEJIMPOBAHHE MUPUMHUAMHOBOTO LMKJA, a HE Ha
obpazoBaHre UMUIA30TpUa30a 4.

Takum ob6pa3zom, Hamu pa3paboTaH HOBBIH MeToxa moiy4yeHus 3,5,6,7-teTpa-
ruapo[1,2,4]rpuazono[ 1,5-aJmupumunna-2(1H)-THOHOB 3MEeKTPOPHUIBLHONH TeTepo-
MAKIIA3auen S-(aummiaMuHo )-4-0eH30mi-2,4-murunpo-3H-1,2,4-tpruaszon-3-TruoHa
npu JeiicTBun 6poma.

Criextpsl AMP 'H u °C 3anmcans! Ha criektpomerpe Varian VXR-300 (300 u 75 MI'n
cootBercTBeHHO) B JIMCO-dg, BHyTpeHHMH cTtaHmapt — TMC. DneMeHTHBI aHaIm3
BBINIOJIHEH B MuKpoaHamTrieckoi taboparopun MHcTuTyTa Ooprannueckor xumnn HAH
VYxpaunsl. Temneparypsl miasiaeHus onpeseneHsl Ha 6ioke Kodiepa.

5-(AnaunamuHo)-4-6enzonn-2,4-quruapo-3H-1,2,4-tpuaszon-3-tuon (1). B 100 mn
MeCN pactBopsitot 8.0 T (0.105 monb) poganuna ammonus. K moixydeHHOMY pacTBOpY
IpU TIepeMeInuBaHum 1o KariM jpobasisitor 12.0 mur (0.103 mMonb) GeH3omIXIIOpHIA.
Cwmech nepememmBaioT B TedeHne 30 mMuH u nobasisiior pactsop 14.0 r (0.107 momns) 4-
ammntHocemukap6asuna B 50 mm MeCN. Cmech nmepemenmBaroT B TedeHne 30 MuH, a
MOTOM KHUIIATAT Ha BOJsSHOW OaHe B TeueHue 8 4. M3 momyuenHor cMecH ynanstor 100 mi
MeCN, oxnaxnaror, 106aBistroT 200 MII BO/IbI; KOHEUHBII POIYKT, KOTOPBIH BBINAIacT B
ocanok, kpuctammmsytor u3 EtOH. Bexon 24.1 r (90%). bensie kpucramumer. T. . 250-
251 °C. Cnextp SIMP 'H, &, m. 1. (J, ['m): 3.92 (2H, r, J= 5.1, CH,); 5.15 (1H, 1, J = 12.0)
u 527 (1H, n, J=17.4, =CH,); 5.88-6.03 (1H, M, =CH); 7.51-7.62 (4H, m, H-m,0 Ph);
8.03-8.08 (1H, m) n 8.08-8.12 (1H, m, H-n Ph, NH); 12.46 (1H, ym1. ¢, NH). Haiineno, %:
C 55.24; H4.60; N 21.78; S 12.28. C;,H,N4OS. Breruucneno, %: C 55.37; H4.65; N
21.52; S 12.32.

Bpomun 6-6pom-3-6en3omnn-2-tuokco-2,3,4,5,6,7-rexkcaruapo-1H-[1,2,4] rpua3oJio-
[1,5-a]nupumuann-8-us (2). B 80 M MeCN pactBopsror 6.50 T (25 mmons) Tpuaszona 1.
K monydennomMy pactBopy npu nepementiuBannu mnpu 15 °C mo xamrsaM nobasisror 1.3 Mo
(25 mmonb) 6poma B 30 M MeCN. CMmech nepeMennBaoT B TedeHue 24 4, no0aBisioT
200 M1 BOABI; KOHEYHBIM HPOAYKT, KOTOPHIN BHINANAeT B OCAIOK, KPUCTALIM3YIOT W3
JIM®A. Boixon 8.51 1 (81%). XKénrsrii nopourok. T. mr. 191-193 °C. Cnextp SIMP 'H, §,
M. 1. (J,Tn): 3.90 (1H, n, J=11.7) u 4.05 (1H, 1, J=11.7, 5-CH,); 4.51 (1H, 1, J=11.7)
u 4.84 (1H, n, J=11.7, 7-CH,); 5.19-5.24 (1H, M, 6-CH); 7.61-7.66 (2H, m, H-u Ph);
7.73-7.77 (1H, m, H-n Ph); 8.10-8.14 (2H, M, H-o Ph); 10.55 (1H, ym. ¢, NH); 13.41 (1H,
ym. ¢, NH). Haiineno, %: C 34.62; H 2.93; Br 37.84; N 13.52; S 7.80. C,,H;,Br,N,OS.
Brruucneno, %: C 34.31; H 2.88; Br 38.04; N 13.34; S 7.63.
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6-bpom-3-6en3omn1-3,5,6,7-rerparuapo[1,2,4] rpuazono|1,5-a|nupumuaun-2(1H)-TuoH
(3). B cmecu 50 M EtOH u 10 M JIM®A pactBopsror 4.2 T (10 MMoms) conu 2, K Oy~
YEHHOMY pacTBOpY n00aBisiroT 2.0 M (23 MMoub) Mopdosraa. CMeCh KUISITAT B TCUYCHUE
2 1, no6apistoT 200 MIT BOABI; KOHCYHBIH MTPOAYKT, KOTOPBIH BEITAACT B 0CAJIOK, KPHCTAJ-
msyroT u3 EtOH. Beixon 2.1 1 (62%). bensrit nopomok. T. mi. 228-229 °C. Cnektp SAMP
'H, 8, m. 1. (J, T): 3.70 (1H, x, J=12.0) u 3.91 (1H, x, J=12.0, 5-CH,); 4.30 (1H, x,
J=12.0)u4.68 (1H, 1, J=12.0, 7-CH,); 5.08-5.11 (1H, m, 6-CH); 7.38-7.48 (3H, M, H Ph);
8.08-8.11 (2H, M, H Ph); 9.72 (1H, ym. ¢, NH). Cnekrp SIMP °C, &, m. 1.: 39.2 (C-6);
47.0 (C-7); 54.7 (C-5); 128.3, 128.6, 130.9, 138.1 (C Ph); 157.3, 158.4 (C-3a, C=0); 172.4
(C=S). Haiineno, %: C 42.28; H 3.33; Br 23.72; N 16.40; S 9.41. C;,H;;BrN,OS. Bpruuc-
neHo, %: C 42.49; H 3.27; Br 23.56; N 16.52; S 9.45.
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