MEPETPYNIIIMPOBKA MPOU3BOJIHBIX
1-AMAHONMMIA 30T TN H-2,4,5-TPHOHA
B 5-OKCO-4,5-TUTHJIPO-1,2,4-TPUA30.I-3-KAPEOHOBYIO KHUCJOTY

Kuarouessle ciioBa: uMunasonuauns-2,4,5-tpuoH, 1,2,4-rpuason-3-oH, neperpynmnu-poBKa.

Mgl 00HApYKUITH, YTO TIPU KUIISTYEHUH COSTUHEHNs 1a B BOJHOM CyCIIeH3MHU B IPUCYTCTBUU COJISIHOM
KHCJIOTBI M OTTFOHKE BBIACISIONICTOCS ajbjeruja ¢ mapoMm obpasyercs S-okco-1,2,4-tpuazon-3-
kapOoHOBas kuciora 2a ¢ Bbixo-noM 70%. Kucnora 2a momydena Hamu Takxke U3 6-ammHo-2,3,4,5-
TeTparuapo-1,2,4-tpuasun-3,5-auonHa (4) Mo onMMCaHHOMY B JIMTepaType Metony [1].
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[IpeBpamienne coenrHeHus: 1a B 2a BKJIIOYAET HEOINHUCAHHYIO B JINTEpaType MEperpynmnupoBKy 1-
aMUHOMMUAA30MUINH-2,4,5-TprioHa B 5-okco-4,5-murua-po-1,2,4-tpuazon-3-kapOOHOBYIO  KHCIOTY.
Kucnora 2a moxet ObITh 3 Pek-THBHO HCIOTIB30BaHA [T CHHTE3a HOBBIX MPOU3BOIHBIX 1,2,4-Tpuasona,
cpenr KOTOPBIX 0OHAPYKEHBI BEIIECTBA C IIMPOKUM CIIEKTPOM OHOJIOTHYECKONW aKTUB-HOCTH [2, 3].

ITpu HarpeBaHWUUM KUCIIOTHI 2a IO TEMIEPATyPhI TUIABJICHUS MPOUCXOIUT € IeKapOOKCUIUPOBAHKE C
obpazoBanuem 1,2,4-tpuazon-5-ona 3a. HuTtepecHo orMeruth, urto N-heHWwmMuaazoioH 1b npwu
KUISIYEHUM B pa30aBJICHHOM COJITHOM KHUCIIOTe cpa3y Ja€r MpOJAYKT JIeKapOOKCHUIMPOBAHUS
MIPOMEKYTOUHO oOpasyromeiics Kuciaotsl 2b — 4-denunin-1,2,4-tpuaszon 3b. Ero crpoenne noaTBep:kaeHoO
3aBeZIOMOH peakiuell ceMukapOasuia ¢ OpToMypaBbUHBIM dhupom [4].

Crektpst IMP 'Hu "C n3Mepensl Ha npubope Bruker DRX-400 (400 u 100 MT't cootBercTBeHHO) B JIMCO-
ds, BHyTpenHmii cranmapt TMC. Macc-criekTpbl 3ape-TUCTpUpOBaHbl Ha crekrpomerpe Varian MAT 311A,
yCKopsirolee HanpspkeHue 3 KB, sHeprist HOHN3UPYIOMIX 1eKTpoHoB 70 5B ¢ IpsiIMBIM BBOJOM 00pa3ia B MOHHEIH
HCTOYHUK.

Cunres 3-(R-0en3unnaeHaMuHO)UMHUa300UIMH-2,4,5-TpHOHOB 1a,b ocymIecTBIEH 1O METONY ONMUCAHHOMY B
[3].

5-Oxco-4,5-quruapo-1,2,4-tpuazon-3-kapoonoasi kuciaora (2a). Cycmensuio 0.088 mr (0.4 wmmoinp)
coenunenus 1a B 10 miu Boasl 1 1 mut koHIl. HCl KHOATAT ¢ OTrOHKO# BOABI M OEH3aNIbICTHA B BUJEC a3€0TPOINa 10
MOJIHOTO pacTBOpeHust ocanka (25-30 wmwuH). PeaknuuoHHYI0 Maccy KOHLEHTpUPYIOT B Bakyyme. Ocamok
oThuBTPo-BhIBaIOT. Beixox 0.035 mr (67%). T. mi. 234-235 °C (pasi.) (T. mr. 235-237 °C [1]). Cnextp SIMP 'H,
8, M. 1.: 13.50 (1H, yur. ¢, OH); 11.92 (2H, ¢, (NH),). Criektp IMP “C, 8, m. 1.: 158.1 (COOH); 155.0 (C-3); 138.9
(C-5). Macc-ciextp, m/z (Iym, %): 129 [M]" (21), 85 [M—-CO,]" (100). Haiineno, %: C 27.5; H 2.5; N 32.9.
C;3H;N;0;. Beruncneno, %: C 27.9; H 2.3; N 32.5.

Coenunenue 2b nonyyarot u3 coenunenus 1b.

2,4-Turunpo-1,2,4-rpua3on-3-on (3a). Harpesator 3—5 mun mpu 235-240 °C 0.129 r (1.0 MMOJIB) COSAUHEHUS
2a. Oxnaxnaror, nony4datot 0.052 v (63%) coenune-uus 3a. T. mn. 234-235 °C. Cnekrp SIMP 'H, o, M. a.: 11.18
(1H, yur. ¢, NH); 7.50 (1H, ¢, H-5). Macc-cnekrp, m/z Iy, %): 85 M1 (52). Haitneno, %: C 28.0; H 3.6; N 49.3.
C,H;3N;0. Beraucaeno, %: C 28.2; H 3.5; N 49.4.

®ennn-1H-1,2,4-tpuazon-5-on (3b) nonyuaror u3 coenunenus 1b. Brixon 35%. T. mn. 179-181 °C. Cuektp
SAMP 'H, §, m. 1. (J, T):11.88 (1H, ¢, NH); 8.28 (1H, 1, J = 1.5, H-5); 7.68 (2H, 1, J = 8.3, HAr); 7.46 (2H, 1, J = 7.9,
HAr); 7.31 (1H, 7, J = 7.5, HAr). Macc-cniektp (3Y), m/z (Iym, %): 119 [M]" (21), 119 [M—OCN]" (21).



Haiineno, %: C 59.2; H 4.2; N 25.8. CgH,;N;0. Beraucneno, %: C 59.6; H 4.3; N 26.0.
Paboma evinonnena npu punamncosoii nodoepoicke epanmos PODU 08-03-00376a u 08-03-92208a.
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