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HEKOTOPBIE HOBBIE ITPOU3BOJHBIE
3H-BEH3O0[h|]TUODPEH]3,2-¢] LEH3UMUTA3O0JIA

CmaBnenue auruapoxiopuna 1,2-nuamMuHOomuOeH30THO(EHa ¢ MOYEBHHOM M THOMOYE-
BUHOW NMPUBOAUT K oOpazoBaHuio OcH3o[b]tnodeH|3,2-¢]0eH3umuia3onona u OeHszo[b]tuo-
(eH[3,2-e]oenzumunazontuona. 3H-benso[b]tnodeH|3,2-e]0eH3MMIIA301 UCTIONB30BaH YIS
moydeHus 3-3TmwioeH30[btnodeH|3,2-e]oen3nmunazona, 3-3tunoen3o[blruoden|3,2-¢]oeHs-
HMMHIa30J1-2-THOHA U 3-3TrinoeH30[b [trnodeH|3,2-e¢]6eH3nmMuna3on-2-cyab(hOKUCIOTHL.

KiioueBble cioBa: OcH3uMHIa30J1, OeH3o[b]rnoden|3,2-¢]0eH3uMIIa30JI0H, OCH30-
[b]tnoden|3,2-¢]0en3umuna3on-2-tnod,  3-3tunbenso[b|tnoden|3,2-e]oeHsumunazon,  3-
sTIibeH30[b|troden|3,2-¢|0eH3nMIIa301-2-CyIb(GOKUCIoTa, 3-3TIwiIOCH30[b|THOdCH]3,2-¢]-
OCH3UMH/Ia30J1-2-THOH.

Lenpro HacTosAMmIEeH pabOTHl OBUIO CHHTE3WPOBATH HOBBIE MPOU3BOIHBIE B PATY
MOJIyYeHHOW HaMHU paHee TeTePOLUKINYECKON TEeTPAlUKINUYECKON CHUCTEMBbI
3H-6en3o[b]tnoden|3,2-e]oenznmuaasona [1].

Kak wm3BecTHO, BemiecTBa, comepkallue TeTepPOIUKINYecKne (parMeHThl,
Hanbollee MHOTOYHMCIIEHHBI CPEIH JIEKAPCTBEHHBIX IPENapaTroB, a M3 25 caMbIX
npoaaBaeMbIx MeAaukaMeHToB B 1990 r. onu coctaBuiu 70% [2]. I'erepounknu-
geckas cucreMa 3H-0en3o[b]|tnoden|3,2-e]0eH3MMIIAa301 COACPKUT NIBa TETEPO-
(hparmenTa: THODESH W UMHIA30JT WU OCH30THOGEH M OCH3MMHUIA30J1, KaXKIBIH 13
KOTOPBIX B OTHEIHHOCTH XapaKTUPHU3YETCS BBHICOKOW (DapMaKOJIOTHIECKON aKTHB-
HOCThIO. Cpeny MPOM3BOAHBIX UMH/Ia30J1a U OEH3MMU/Ia30/1a HalIeHbI BEIIECTBA C
AHTUAEOPECCAHTHOH [3], IPOTUBOOITYX0JIEBOH [4], aHTUKAaHUEPOTeHHOH [5], aHANIb-
reTudeckor [6], aHTHTYOepKyn€3HOHW, aHTHOAKTepUaThbHON aKTUBHOCTHIO [7, 8.
[IponsBomHble WMHIA3051a — TMpemaparbkl JkoHaszon, Keronaszom, Mwkonazom —
MIPUMEHSIOTCS TIPOTHUB TPUOKOBBIX 3a00eBaHuit [9].

Cpenu mpou3BOMHBIX THO(EHA TAaK)KE HaMIEHBI BEIIECTBA C NMPOTHBOAJLIEPTH-
geckol [9], Oomeytomstomieit [10], MpOTHBOBOCTIATUTEIFHON aKTHUBHOCTHIO [11],
rJa3Hble TUIIOTEH3UBHBIE cpecTBa [12].

B mponomkenne paboT Mo cuHTE3y OSH3MMHIA30JICOAEPKAINX COEAHHEHHH,
HaM{ OBLIM TOJTY4YeHBI HOBBIC MPOM3BOAHBIC OcH30[b|THOGeHOCH3MMITa30a 4,
CHUHTe3upoBaHHOTO paHee [1]. Kak u3BeCTHO, MpU HarpeBaHUU JUTHIPOXJIOpPHUJIA
(heHMIIEHAIaMIHA C MOYEBUHOW 0Opa3yercs 2-0er3umua3omnoH [13]. Ilpu crutas-
JIeHuu auruapoxiopuna 1,2-nuamuHoanOeH30THO(GEeHa (1), MONMYYECHHOTO KHITS-
geaueM 1,2-nuamuaonuOen3oTrnodena [1, 14] ¢ xonm. HCI, ¢ ModeBuHOW WM
THOMOYEBHUHOM, KOHCYHBIMHU MPOTYKTAMHU peaknuu ctayim OeHso[b]|tuoder|3,2-e]-
OeH3MMHUIa30JI0H 2 1 OeH3o[b|tnodeH|3,2-e]oen3nmunazontrod 3. O6a moryveH-
HBIX COEIWHEHHs MPEACTaBISIOT WHTEPEC KaK MOTYMPOAYKTHI IS JANbHEHIINX
MpeBpaIECHUM.

B UK cmekrpax coequHeHuit 2 1 3 HAOIOMAaETCs TOJIOCA TIOTJIOMECHHUS CBS3CH
N-H npu 2400 u 3250 CM’l, a TaK)Ke IOJIOCHI MOTJIOIICHMS, BhI3BAHHBLIC BaJICHT-
HBIMH Konebanmsivu casizeit C=0 u C=S, mpu 1735 1 1370 cM ' cOOTBETCTBEHHO.
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Crextpsl SIMP 'H coennnennii 2 i 3 MOATBEPKAAIOT HX CTPYKTYPY IPHCYT-
CTBHEM CHTHAJIOB apoOMaTHYECKHUX MPOTOHOB M MpoToHOB NH-rpymm B oGmactu
9.75-10.56 M. 1., a TaK)Ke OTCYTCTBHEM CUTHajIa IMTPOTOHA B MOJIOKEHUH 2.

[Toydyenne apyrux mpow3BOAHBIX OeH30[b]THODEH|3,2-¢]0eH3nMuIa30Ia
OCHOBBIBAJIOCH Ha ajKuiaupoBaHuu 3H-OeHzo[b]tnoden|3,2-e]oen3sumunazona (4)
[1] aTnIMOMIOM B IIEIOYHOM Cpelie U Ha JalbHEHIIUX MPEeBPAIICHUAX MOJydeH-
HOTO TIpH 3ToM 3-3THi-3H-0en3o[b]troden[3,2-e]oem3umumazona (5). Crasie-
HUEM COeAMHEHHS 5 ¢ cepoit momydeH 3-3tui-3H-6en3o[b]tnoden|3,2-e]0eH3nmu-
a3071-2-THOH (6), OKHCJICHHEM KOTOPOTO IIEpEKHChI0 BOJIOpOaa ObLIA CHH-
TesupoBaHa 3-3twin-3H-6eH30[b]tnoden|3,2-e]oen3umunazon-2-cymshokuciaora (7).
OCHOBBIBasICh Ha JIETKOCTH 3aMeEMICHHUs CYIb(OTPYIIBI Pa3TMIHBIMU HYKJICO(DHITh-
HBIMH areHTamu, 2-CyiIb(OKHUCIOTY 7 B JalbHEHIIIEM MOXKHO HCIIONH30BaTh B
KadecTBe yMOOHOTO TPOMEXYTOYHOTO IMPOAYKTA JJIS TONyYeHHUS OMOIOTHYECcKH
AKTUBHBIX COEAMHEHUH B Py OCH3MMHIA3011a.
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TomydeHHbIe COSIMHEHHs ObITA OXapakTepr3oBambl ¢ momouisio UK u SMP 'H
cuektpoB. B UK cnektpe coeanHeHuss 5 OTCyTCTByeT Iojloca IOIJIOLICHUS,
BBI3BaHHAs BAJICHTHBIMU KoJeOaHMAMHU CBsi3u N—H M MOSBISIOTCS MOJIOCH! TIO-
TJIOMIEHNS STHIBHOM rpymsl mpu 1930 u 2380 cm ' i cBsizu C=N mpu 1570 cm '
B UK cnektpe coenuHeHust 6 HapsAIy ¢ HOJIOCAMU MOTJIOLIEHUS 3TUIBHON IpyIIIbI
HAOMIOMAr0TCS Takke Mojockl mornomeHus cBs3eir N-H uw C=S npu 3300 u
1335 cM | COOTBETCTBEHHO. Hanneie cnekrpa AMP 'H MOATBEPKAAIOT MPEAIO-
JlaraeMoe CTPOEHHUE ITOJYUYEHHBIX COCTUHEHUH 5—7: OTCYTCTBYET CHI'HaJ NPOTOHA
3-NH u nosBAsitOTCSI CUTHAJIbI IPOTOHOB 3TUJILHOW IPYTIIIBI B CIIEKTPE COEIUHEHUS S,
B TO BpeMs KaK B COCAMHEHHMU 6 Hapsiiy ¢ OTCYTCTBHEM curHama mporona H-2
nosiBisiercs curaan npotona 1-NH mpu 10.91 m. 1. B crektpe SIMP 'H coenune-
HUsl 7 BHOBb mcye3aer curHai mportoHa 1-NH u nHabmiomaercs curHan cymibdo-
rpynsl opu 15.14 M. 1.

Takum o00pazoMm, B pe3yibTaTe MPOBEAEHHOTO HCCIEAOBaHUS pa3pabOTaHbI
METO/IbI MTOJYYCHHUS HOBBIX MTPOM3BOJHBIX TETPALUKINIECKON cUcTeMBbl — OeH30[b]-

1925



tuo(eH|3,2-e]0ensumuazona. CTpykTypa MOJIYYEHHBIX COCAWHEHUH MOITBEPK-
mena meromamu UK, SMP lH, Y® cnexkTpocKOnuM U AaHHBIMU 3JE€MEHTHOIO
aHanu3a. BBuay CTPYKTYpHOTO CXOJICTBa C HEKOTOPHIMH OMOJIOTHYECKH AKTHB-
HBIMH COEIMHEHUSMH TIPEACTABIsIET HHTEPEC HCCIEOBaHNE OMOJIOTHIECKUX
CBOWCTB ITOJYYSHHBIX COCTMHEHUIA, 4TO U OyJIeT TeMO JanbHeUmx pador.

SKCHEPUMEHTAJIbBHAA YACTb

UK criextps! 3anmcansl Ha cnekrpomerpe Thermo Nicolet Avatar 370 B BazenmHOBOM
Macie. Y@ crekTp 3aperrucTpupoBaH B 3TaHONE Ha crekTpodoromerpe Varian Cary 100
Conc UV-Vis. Criextpsl SMP 'H 3anucans! Ha ciekrpomerpe Bruker WM-400 (400 MI'ix)
B JIMCO-ds, BHyrpenuuii cranmapt TMC. OneMeHTHbI aHajiu3 BBHINOJHEH Ha
anaimmuzarope HP-165B CHN. Temneparypa miaBieHust onpeneseHsl Ha amnmapare Mel-
Temp 30. KoHTpoab 32 X0A0M peakuuid 1 YUCTOTON MOJTYYEHHBIX COEIUHEHUN POBOIUIN
Ha mactuHax Silufol UV-254 (amroent 6enzon—EtOAc, 1:3).

1,3-Auruapo-2 H-6en3o[b]tnoden|3,2-¢|0en3umugazon-2-ou (2). B crynke Timarenb-
HO m3MmenpyaroT 0.17 T (0.6 MMons) muruapoxiopuaa 1,2-muamuHomubenzotnodena (1)
[1,14] ¢ 0.11 r (1.8 MMonb) Mo4yeBHHBI. CMeCh IIOMEIIAIOT B OTHEYHOPHYIO CTEKIISTHHYIO
npoOupKy 1 HarpeBaroT B ciuiase Byaa mpu 150 °C. Buavane cmech miaButcs u uepe3 10
MUH 3aTBepzeBacT. [10oqydeHHbIH CIIaB OXJIaKAAI0T U MU3MEJBYAIOT B CTYIIKE, MTOCIIE YEeTO
pactBopsitoT B 20% pactsope NaOH npu kumstuennu, GuiasTpytoT u ocaxkaarot 18% HCI.
OOpazoBaBIIMHCS KENTHIA 0CaJOK (GUIBTPYIOT M MPOMBIBAIOT BOJOH 10 HEHTpaibHOU
peaxun. [lepexpucranmu3oBsiBatoT w3 O0eHzoma. Berxox 0.13 r (89%). bremHo-kENTHIA
nopomok. T. mr. 236-238 °C. UK crektp, v, cM : 2400 (NH), 1735 (C=0). Crektp
SAMP 'H, §, M. x. (J, [n): 7.01 (1H, 1, J = 8.8, H-4); 7.27-7.82 (4H, m, H-7,8,9,10); 7.81
(1H, 0, J = 8.8, H-5); 9.75 (1H, ym. ¢, 1-NH); 10.08 (1H, ym. ¢, 3-NH). Haiineno, %:
C 65.00; H3.36; N 11.62; S 13.30. C3HgN,OS. Brruucaeno, %: C 64.98; H 3.36; N 11.66;
S 13.34.

1,3-Aurnapo-2 H-6en3o[b]tnoden|3,2-¢]0en3umMugazoa-2-TuoH (3) moiayyaroT aHalo-
rugHO coenuHeHnto 2 cruraBienneM 0.17 r (0.6 mmons) quruapoxnopuaa 1,2-auaMuHOIN-
oernzotrogena (1) ¢ 0.14 r (1.8 MMOIB) THOMOYEBHHBL [lepeKpHCTAIITH30BBIBAIOT W3
6enzona. Beixox 0.14 1 (90%). T. mn. 236237 °C. bnenno-xéntsit mopomok. MK cnexrp,
v, eM '@ 3250 (NH), 1370 (C=S). Crextp SIMP 'H, &, M. 1. (J, I'n): 6.75 (1H, 1, J = 8.8,
H-4); 7.31-7.75 (4H, m, H-7,8,9,10); 7.71 (1H, 1, J = 8.8, H-5); 10.54 (1H, ym. c, 3-NH);
10.56 (1H, ym. ¢, 1-NH). Haiinerno, %: C 60.91; H 3.09; N 10.92; S 25.03. C;3HgN,S,.
Brruncneno, %: C 60.91; H 3.15; N 10.93; S 25.02.

3-3run-3H-6en3o[b]tnoden|3,2-e|6en3sumuaazon (5). K cycrnensuu 0.22 1 (0.96 MmoIb)
3H-6en3o[b]tnoden[3,2-e]l6ensumunazona (4) [1] B 5 mn 40% NaOH npu saepruaaomM
nepememnBannu npuwiuBaot 0.1 ma (1.25 mmons) stunuoauna. Yepes 10—-15 mun Hauu-
HaeTcsl IK30TepMHuueckas peakuusi. CMech OXJIaXTaroT Ha JICAIHON OaHe, BBIIEPKHUBAIOT
MpuONMM3UTENEHO B TedeHue | 4, pasdasmsator 2 min H,O, 3atem skcrparupyror CHCly
(2 x 3 mi). OkerpakT cymar Hax Na,SO,, ymapusaioT B Bakyyme. Boixog 0.21 1 (88%).
I'psi3ro-6ensrit opomok. T. mr. 233-235 °C (6emson). UK crextp, v, e ': 2380 (CHs);
1930 (CHp); 1570 (C=N). YO cnektp, Amax, HM (Ig €): 233 (3.75), 276 (3.83), 296 (3.81),
320 (3.75); 334 (3.70). Cnextp SIMP 'H, 8, M. a. (J, Tm): 1.45 3H, 1, J = 7.1, CH,CH);
3.71 (2H, x, J = 7.1, CH,CHj); 5.34 (1H, n, J = 9.0, H-4); 7.45-8.29 (4H, m, H-7,8,9,10);
7.50 (1H, c, H-2); 7.78 (1H, n, J = 9.0, H-5). Haiizeno, %: C 71.40; H 4.77; N 11.15;
S 12.70. C;sH,N,S. Beraucneno, %: C 71.40; H4.79; N 11.10; S 12.71.

3-Otun-3H-6en3o|b]tnoden|3,2-¢|6ensumuaazon-2-tuon (6). 0.15 r (0.6 mMmoin)
3-3tun-3H-6en3o[b]tnoden|3,2-e]6ermsumugazona (5) u 0.10 r (3.0 MMOTIB) Cepsl H3MENb-
YaloT B CTYIIKE, MIEPEHOCSIT B TEPMOCTOMKYIO NPOOMPKY M HArpeBaloT B Te4eHHe | 4 mpu
260-270 °C na cmnaBe Byna. Cmech OXJNaXJalOT 1O Hauyaida KPUCTAJUIM3ALUM, 3aTEM
pactBopsitoT B 10% NaOH n ¢unsrpytor. K ¢pmnsrpary nobasmsror konn. HCI no pH 3,
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BBIMTABIINHA OCAZOK (UIBTPYIOT W MPOMBIBAIOT BOJOW IO HEHTpalbHOW peakiuu. Brrxon
0.14 T (87%). Ceposarsiit mopomrok. T. m. 280-283 °C (6enson). UK crektp, v, cM
3300 (NH), 1335 (C=S). YO cmektp, Amux, HM (Ig €): 236 (3.80), 269 (3.82), 290 (3.78),
353 (3.75). Cnexrp SIMP 'H, &, m. 1. (J, Tw): 1.34 (3H, T, J = 7.2, CH,CHj3); 3.98 (2H, K,
J=1.2, CH,CH;); 6.57 (1H, n, J = 8.8, H-4); 7.16-7.76 (4H, m, H-7,8,9,10); 7.66 (1H, n,
J= 8.8, H-5); 10.91 (1H, ym. c, 1-NH). Haiineno, %: C 63.40; H 4.22; N 9.84; S 22.53.
C1sH,N,S,. Beruncneno, %: C 63.35; H4.25; N 9.85; S 22.55.

3-O1un-3H-6en3o[b] Tuoden|3,2-e|oensumunazon-2-cyabpokuciaora (7). 0.20 r (0.7
MMoOnb)  3-3tmn-3 H-6er3o[b]tnoden|3,2-e]6eH3nmugazon-2-Tuosa (6) pacTBOPSIOT B
pactBope 1.00 t (25.0 mmons) NaOH B 5 mnm H,O, oxmaxmator mo 20 °C u mpu
SHEPrUYHOM TmepememuBanuu gobasisstor 7 mia 30% H,O,, mpu 3rom Temmeparypa
peakuuu He aobkHA npeBblmars 37-40 °C. PeaklmOHHYI0O CMeCh BBLAECPXKHUBAIOT IPU
KOMHATHOM TeMIIepaTtype B TeUeHHe 4 9, MOCIIe Yero K IMOIyYeHHOMY IPOAYKTY J0OaBISIOT
konil. HCl no pH 1-2. O6pa3oBaBiuuiics ocajok (QUIBTPYIOT U TIIATEIBHO MPOMBIBAIOT
Bomoit. Beixox 0.17 r (75%). Ceposartsiii mopomrok. T. mi. 280-285 °C (6enzon). UK
crektp, v, cM ' 3330 (NH). Cnextp SIMP 'H, &, m. a. (J,Tu): 142 GH, 1, J = 7.1,
CH,CH;); 3.36 (2H, x, J = 7.1, CH,CH3;); 6.83 (1H, 1, J = 9.0, H-5); 7.40-7.57 (4H, m, H-
7,8,9,10); 7.71 (1H, o, J = 9.0, H-4); 15.14 (1H, c, SO;H). Haiineno, %: C 54.20; H 3.64;
N 8.42; S 19.26. C,5H,N,03S,. Berunucneno, %: C 54.20; H 3.64; N 8.43; S 19.29.
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