5-TUA30JIMJIITPONU3BO/HBIE
4-APWJI-3,4-TUTUAPONTUPUMHUINH-2(1H)-OHOB

KaroueBbie ciaoBa: 4-apwi-3,4-nuruaponupumuani-2(1H)-oubr,  1,3-Tazonsl, Gpo-MUpOBaHHME, pPEAKI[Hs
bumxunenny, peakuus ['anya.

5-(1,3-Tuazon-4-un)npousBojansie 4-apui-3,4-nuruapornupumMunni-(1H)-2-0H0B, Kak CBHAETEIBCTBYIOT
pacueTsl ¢ mnomompio mporpammbl  PASS [1], sBIsAIOTCS TNEPCICKTHBHBIMH OOBEKTaAMH B IOWCKE
OMOJIOTMYECKN aKTHBHBIX BellecTB. KpoMe Toro, myOauKaiuii, B KOTOPBIX COOOIIaeTcst O CHHTEe3e 4-apui-
3,4-murupponupumuauH-(1H)-2-0HoB, comepKaIpX B MOJIOKEHHN 5 TeTepO-IUKINYECKH (hparMeHT, Majlo
[2—4], 1 ux cuHTE3 MO3BOJMT CYLIECTBEHHO PACHIMPUTH MPEICTABICHHS O TOJ00HBIX CUCTEMAX.

Hambonee oueBuaHbIM myTeM MoCTpoeHUs 1,3-TMAa30IbHOTO KONbIA SABJSA-€TCSl peakuus | aHua,
HCXOAHBIMHU JUISL Y€ro JOJDKHBI OBITH -OpOManeTHII-IPOM3BOAHBIC COeAMHEHHH 1-3, MoIydaeMbIX MO
peakuuu bumpxunem.

N3BecTHO, 4TO POJICTBEHHBIE COETMHEHUS — 4-apun-6-meTnin-5-aTokcukap-0onmn-3,4-
auraaponupuMuanH-2(1H)-oHbl, Takke TmOMydaeMble IO peakuud bBumkuHewH, OpOMHPYIOTCS IO
METHIIEHOW Tpymie ¢ o0pazoBaHHeM 6-OpoM-MeThiI- U 6,6-IHOPOMMETHIIITPOU3BOAHBIX [5—7]. MBI M3y4uniau
OpomupoBaHuEe S-aneTHINPOU3BOAHBIX  4-apui-3,4-nuruaponupuMunui-2(1H)-onoB 1 w2, 49ro0bI
BBISICHHTB, KaK OyJeT BIUATh Ha XOJ OpOMHUpOBaHMs HaJW4ue (MM OTCYTCTBHE) B ITHX MOJIEKyJax 6-
METHIIbHOW Tpymel. Kak okazanoch, 6-Me-Tuimpon3BogHoe 1 He pearnpyeT ¢ OpOMOM B YKCYCHOW KHCIIOTE
Npyd KOM-HaTHOH TemrepaTrype (MCXOJHOE COeIMHEHHE KOJMYECTBEHHO BO3BpAILACTCS MPH pazOaBlicHUN
PEaKIMOHHOW CMECH BOJIOW), a B XJIOpOQOpME WM CIHUPTE PEaKIHI0O HE TO3BOJSET MPOBOAMTH HU3Kas
PacTBOPUMOCTD 3TOrO coequHeHHs. B To ke Bpems, OpoMHupoBaHUE cOeIMHEHUS 1 B yKCYCHOM KUCIIOTE MIPU
Harpe-BaHWU MPUBOAUT K OCMOJICHUIO CMECH.

Panee wmb1 mokazamu [8,9], uro BBemeHHWe 1-aJKHUIIBHOTO 3aMECTHUTENS IMO-3BOJIET YCTPAHWTH
BO3MOXKHOCTh ~ aMHJI-HUMHUIOJIBHON TayroMepun S-aretui-4-apwi-3,4-nuruaponupumuaui-2(1H)-oHoB,
BJIMAIOLIEH Ha MPOLECCHl C y4a-CTUEM ALETUIBHOM I'PYIIbI, U 3HAYUTEIBHO IOBBIIIAET UX PAaCTBOPUMOCTb,
YTO JOJDKHO TIO3BOJIUTH TMPOBECTH OpPOMHPOBAaHHE B MSTKUX YCIOBHSAX. OTO TOA-TBEPAMIOCH IPH
OpomupoBaHuu 1,6-AMMETHITIPOU3BOAHOTO 2; TEM HE MEHee, Kak B XJiopodopMe, Tak U B YKCYCHOH KUCIIOTE
o0pasyeTrcs CI0XKHasi CMECh MPOJAYKTOB, BEPOSATHO, 32 CUET IIEPEKPECTHOIO OPOMUPOBAHMA KaK AlleTUIBHOM,
TaK ¥ 6-METWJIBHON TPYIIIL.

MpbI TIPEATONIOKUIN, YTO OTCYTCTBHE B TOJIOKEHHH 6 TETEpPOIUKIA METHIIb-HOW TPYIIIBI MTO3BOJMT
MHUHHMH3UPOBATh KOJIUYECTBO myTel OpomupoBanus. [1o1o0HON MOJeTN OMHOCTRIO OTBEYAIN COSANHEHUS
3a,b. Harm npennosno-»KeHus MOJHOCTBIO TTOATBEPANINCE. Peakiys coeAMHeHni 3a,b ¢ GpoMOM MPoXoIuT ¢
JIOCTAaTOYHO BBICOKOM CKOPOCTBIO B XJiopodopMe NpH KOMHATHOH TemriepaType. M XOTs, TO JaHHBIM
crnektpockonuun SMP H, MIPOJYKTHl OPOMHUPOBAHUS MPEACTABISAIOT COOOH CMEChIO BEIIECTB, OCHOBHBIMU
Cpeay HHUX SIBISIIOTCS HMHTEPECYIOIIHE Hac -OpOMaleTHINPOU3BOIHBIE, IOCKOJBKY HENO-CPEICTBEHHOE
BBEJICHUE JTHUX CMeECeil B pEaklIWi0 C THOAMHJAMH II03BOJIMIIO C YMEPEHHBIMH BBIXOJAMH IIOJyYUTh
COOTBETCTBYIOIIKE THA30JBI 4a—d.
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TuasonuinpousBoansie 4a—0d — TBepible OECIBETHBIC BEIIECTBAa, YMEPEHHO PACTBOPHMbBIE B CIIHPTE,
JTHIIAlIETATEe, XJIOPOPOPME U HEPACTBOPUMBIC B Bojie. MIX cTpoeHHe MOATBEPKIECHO ¢ TOMOIIBI0 MeTo10B MK
u SIMP 'H CIIEKTPO-CKOITUH, JJIEMEHTHBIM aHAJIM30M, 4 TAKXKE C IIOMOILBIO MAaCC-CIIEKTPOMETPHH.

Crextpsl SIMP *H 6bimn m3Mepens! Ha criektpomerpe Varian Mercury VX-200 (200 MI') B pactsope JAMCO-dg,
BHyTpeHHu# crangapt TMC.

UK cnekrtpsl 3anucansl Ha cekrpomerpe Specord IR-75 B tadbnerkax KBr, Macc-ClieKTpbl BBITIONIHEHBI HA TPUOOpe
LC-MS Agillent 1100.

Coenunenus 1-3 mony4eHs! cornacuo meroaukam [8, 10].

4-Apui-5-(1,3-ruazon-4-ui)-1-3rui-3,4-guruaponupumvuaua-2(1H)-ousr 2a—d (06mias meroauka). K pactBopy 3
MMOJIb COOTBETCTBYIOLIETO coequHEHUs 1 B 6 M1 XJopodopMa IpH NMepeMeIIMBaHUuN U OXJIaKICHUH JIeITHOW BOJOH B
teueHue 10 muH noGammstror pactBop 0.163 mu (3.15 mmone) G6poma B 6 Mi xjiopodopma. Ilepeme-mmBanue
npojosnkaoT 30 MHH, IOCNIE Yero PacTBOPUTENb OTTOHSIOT MPU NMOHW)KEHHOM JIaBJICHHUH, IIPUIMBAIOT 5 MJI STaHOJA U
BHOBb OTTOHSIOT pacTBOpHUTEINb. [[pOMBIBAIOT 3TaHOJIOM 3 pa3a ¢ LebI0 MOJHOTo yAajeHus xjopodopma. Jobasisor
15 mn sraHona, 2.7 MMOJIb COOTBETCTBYIOLIETO THOAMMJA WU KUOATAT cMmech 5—10 muH. CMmech oxnaxaa-ioT,
BBIJICTIMBIIMICS OCaJ0K OT()UILTPOBBIBAIOT, MPOMBIBAIOT 3TaHOJOM. I[locie cymiku ero mnepemermuBaror ¢ 20 M
KOHI[CHTPUPOBAHHOTO BOJHOIO PAacTBOPa aMMHAKa, COOT-BETCTBYIONIMH THA301 2 OT(UIBTPOBBIBAIOT, MPOMBIBAIOT
BOJIOH U CYILIAT Ha BO3yXe.

5-(2-Amuno-1,3-tuazon-4-un)-4-(4-pennn)-1-3rui-3,4-nuruaponupumuaun-2(1H)- on (4a). Boeixog 54%. T. o
141-143 °C (EtOH). UK cnektp, v, cM : 1642, 3070 (CH), 3223 (NH). Cextp SIMP 'H, &, m. a. (J, I'm): 8.9 (1H, ymr.
¢, NHy); 8.0 (1H, ymr. ¢, NH,); 7.48 (1H, ymr. n, J = 2.8, NH); 7.20-7.36 (5H, m, C¢Hs); 7.0 (1H, ¢, CH); 6.20 (1H, c,
CH); 5.16 (1H, a, J = 2.8, H-4); 3.3-3.7 (2H, M, CHy); 1.15 (3H, 1, J = 7.2, CHj3). Macc-cniektp, M/Z (1o, %): 301
[M+1]" (100). Haiinero, %: N 18.61. Cy5H:sN,OS. Berancieno, %: N 18.65.

5-(2-Merni-1,3-Tuazoun-4-wn)-4-gpenna-1-3ruin-3,4-guruaponupumvuaui-2(1H)-on  (4b). Beixox 63%. T.
125-127 °C (EtOH). UK crektp, v, M 1669, 3083 (CH), 3223 (NH). Cumextp SIMP *H, &, m. 1. (J, Tw):  7.55 (1H,
ymr. 1, J = 3.0,

NH); 7.1-7.4 (6H, m, C¢Hs + CH); 6.93 (1H, ¢, CH); 5.17 (1H, x, J = 3.0, H-4); 3.3-3.8 (2H, M, CH,); 2.16 (3H, ¢, CH3
(tnazonmn)); 1.15 (3H, 1, J = 7.6, CH,CHa). Haiineno, %: N 13.90. C;H;17N30OS. Brruucneno, %: N 14.04.
5-(2-(2-Ben3unuaeHruapasuH-1-mn)-1,3-tuazon-4-umn)-4-(4-meroxcudennn)-1-3tua-3,4-
muruaporupuvuann-2(1H)-on (4c). Beixon 40%. T. . 147-149 °C (pasn., EtOH). MK crextp, v, cM - 1562, 1609,
1655, 3403 (NH). Crektp SIMP 'H, &, m. a. (J, T'm): 12.0 (1H, ym. ¢, N-NH); 7.96 (1H, yur. 1, J = 2.8, N(3)H):
7.59 (2H, 1, J = 8.0, ArH); 7.44 (1H, ¢, CH); 7.38 (2H, 1, J = 8.0, ArH); 7.26 (2H, 1, J = 8.0, ArH); 7.03 (1H, ¢, CH);
6.86 (2H, 1, J = 8.0, ArH); 6.34 (1H, ¢, CH); 5.18 (1H, 1, J = 2.8, H-4); 3.69 (3H, ¢, CH30); 3.3-3.8 (2H, m, CH,); 1.12
(3H, T, J = 7.2, CH,CHj). Haiineno, %: N 16.01. C,3H»3N50,S. Beruucneno, %: N 16.15.
5-(2-(2-(4-Metoxcubensnnmaen)ruapasun-1-ui)-1,3-tnazon-4-un)-4-(4-merok- cudennin)-1-3Tuia-3,4-



murnaponupumuann-2(1H)-on (4d). Beixox 50%. T. mr. 145-147 °C (EtOH). MK cmektp, v, cM : 1602, 1662, 2936
(CH), 3410 (NH). Crrexrp SIMP 'H, 8, m. a. (J, T): 11.9 (1H, ym. ¢, N-NH); 7.9 (1H, ym. 1, J = 2.8, N(3)H); 7.53 (2H,
1, J =8.8, ArH); 7.44 (1H, ¢, CH); 7.26 (2H, 1, J = 8.8, ArH); 7.02 (1H, ¢, CH); 6.95 (2H, 1, J = 8.8, ArH); 6.86 (2H, x,
J = 8.8, ArH); 6.30 (1H, ¢, CH); 5.15 (1H, n, J = 2.8, H-4); 3.4-3.8 (2H, M, CHy); 3.76 (3H, ¢, CH30); 3.69 (3H, c,
CH;0); 1.12 (3H, T, J = 7.2, CH,CHa). Haiineno, %: N 14.98. C,4H,5N503S. Beraucieno, %: N 15.11.

Paboma evinonnena ¢ pamxax npoexma I DU Vipauner Ne @25/155-2008.
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