B3AMMOJIEMCTBHE 4,5-TAMETWJI-1,2- IETUJIPOBEH30.IA
C 6-APWUJI-3-(2-TUPUANJT)-1,2,4-TPUASUHAMU
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BzaumMopelicTBue apuHOBBIX HHTEPMEINATOB, TEHEPUPYEMbIX IN SitU M3 COOTBETCTBYIOIINX
AHTPAHWIOBBIX KMCIIOT, ¢ 1,2,4-TpruasMHamMu ABJISETCS HOAPOOHO H3YYEHHBIM Ipomeccom, >3 B xoe
KOTOPOTO BO3MOYKHO OOpa3oBaHWE ABYX PAa3IWYHBIX MPOIYKTOB — W30XMHOJIMHOB W mupumaoll,2-
alunomnoB. Pemaroliee BIUsHUE HAa HAIIPaBJICHUE PEAKIIUH IIPH 3TOM UTPAET IPUPOJIa 3aMECTHTENEH
B C3 u C5 nonoxxennu 1,2,4-rpuasuna, a Takxke UCIOIb3yeMast s TeHepaluy apuHa aHTPaHUIOBas
kucnoTa. VX 9ucino, u3yd4eHHoe K HaCTOSAIEMY BPEMEHH, BECbMa orpanudeno. 23

B Hacrosieii pabote nccienyercs peakinoHHas CIIOCOOHOCTh HOBOTO, PaHEee HE H3Y4YEHHOTO
B JIAHHOM OTHOIICHHH 4,5-1ruMeTii-1,2-neruipodeH3oia, reHepupoBanHoro in Situ u3 4,5-aumeru-
JAHTPAHWJIOBOM KHUCIIOTHI, BO B3aMMOJICHCTBUH C PA3IMYHBIM 00pa3oM 3ameméHHbMu 1o C5 moso-
xeHuto 6-apui-3-(2-nupuaun)-1,2,4-rpuasunamu 1.
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Ar = Ph (a,d,e), 4-Tol (b), 4-FCgH, (c,f) 2a (18%
R = Ph (a), 4-Tol (b), 4-FCgH, (c), MeO (d), 2. 220%(3’
pyrrolidin1-yl (e), CN (f) 2e (30%),

2b (16%)  3a(26%), 3b (23%)
2d (20%)  3c (30%), 3d (0%)
2f 2%)  3e (0%), 3f (25%)

Hcxonnsie cydcTpaTsl 1 OblIM CHHTE3UPOBAHBI [0 ONMMCAHHBIM JJIS AHAJIOTUYHBIX COEUHE-
Huii Metoaukam!. X B3auMOIEHCTBHE C apMHOBBIM HHTEPMEIMATOM OBLIO MPOBEIEHO B TEX KE
YCIIOBHSAX, YTO U paHeel, a HUMEHHO IPU KUISYEHHWH B TOJIyOJIe B MHEPTHOM arMocdepe. O6pa3oBas-
IMecs MPOLyKThl ObUTH BBIAEICHBI KOJJOHOUHOW XpoMaTorpadueil.

CpaBHeHuE NOJTyYEHHBIX PE3YJIbTATOB C MIPEICTABICHHBIMU paHee < MO3BOJISET CAEIaTh BbI-
BOJ O TOM, 4YTO I10 CBOMM CBOMCTBaM JUMETHIIAPUH 3aHUMAET IPOMEKYTOUHOE MTOJIOKEHUE 110 CPaB-
HEHUIO C €ro He3aMeIIEHHBIM U JUMETOKCH3aMellIEHHBIM aHasloraMu. Ero B3aumosneiicTBue ¢ conep-
KaIllMMU JIOHOPHBIE OO akKienTopHbId 3amecturend B C5 nonoxenun 1,2,4-tpuazunamu 1d,e,f
MPUBOJUT K 00pa30BaHUIO TEX )K€ MPOIYKTOB, HO C MEHBIIMMH BBIXOJAMH, YEM B Cllydae He3ame-
wénnoro apuna.! B ciydae e ucrnosnb3osanus 5,6-6ucapunsameinénnbix 1,2,4-rpuasunos la-c npo-
HCXOIUT 00pa3oBaHue 00OUX MPOIYKTOB, C COOTHOIICHHEM <~ 1:1.45 B MOIB3Yy M30XHMHOIUHOB (C BHI-
xopamu 23-30%), B TO BpeMs Kak AJsl AUMETOKCH3aMEeIIEHHOTO aHaiora HaOlro1anock oopaTHoe
cooTHOmmEHUe ¢ Kodpduuuentom = 3.70%). Beixoas! mupumo[1,2-a]unmo10B 2a-€ IpH 3TOM COCTa-
By 16-20% npoTuB panHee onmucannbix 49%?, 4To MOATBEPIKIAET TUIIOTE3Y O MEHBIIEH PEaKIMOH-
HOM croCOOHOCTH AMMETUIIApUHA.

CrpyKkTypa NOJY4YeHHBIX COCMHEHUI ObUIa MOATBEPXkKI€HA JAHHBIMU MAacC-CIIEKTPOMETPUH
¥ DTIEMEHTHOTO aHanu3a, a Taxke SIMP 'H ciekrpockomm.
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