B3AMMOJIEMCTBHE 4,5-TAMETWJI-1,2- IETUJIPOBEH30.IA
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B3aumoseiicTBre apriHOBBIX UHTEPMEIUATOB, TCHEPUPYEMBIX IN SitU U3 COOTBETCTBYIOIIMX
AHTPAHUIIOBBIX KUCIIOT, ¢ 1,2,4-TpuasuHaMu SBISeTCs I0APOOHO U3ydEHHBIM Ipoeccom, 22 B xoe
KOTOPOTO BO3MOXKHO 00Opa3oBaHHE ABYX PA3JIUYHBIX MPOIYKTOB — M30XHMHOJMHOB W mupumo|l,2-
aJungomnos. Pemaroiiee BIusHUE HA HAIIPABJICHUE PEAKIIUU [IPH ATOM UTPAET MPUPOA 3aMECTUTeNeH
B C3 u C5 nmonoxenun 1,2,4-Tpra3una, a Takke UCIOIb3yeMast JJIs TeHepaluy apuHa aHTPaHUIIOBast
kucnoTa. VX 4ucino, n3ydeHHoe K HaCTOSIIEMY BPEMEHH, BECbMa orpanuueno. %3
B nacrosimeit pabote uccnemayercs peakioHHas CIOCOOHOCTh HOBOTO, paHee He U3yUYEeHHOTO
B JIAHHOM OTHOIIICHHH 4,5-1uMeTrI-1,2-1erupodeH3oia, reHepupoBanHoro in Situ u3 4,5-aumeru-
JAHTPAaHUJIOBOM KHUCJIOThI, BO B3aUMOJICHCTBUY C pa3IM4HbIM 00pa3oM 3ameliéHHbMU 1o C5 nosno-
XKeHnto 6-apui-3-(2-mupuawn)-1,2,4-rpuasusamu 1.
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Ar = Ph (a,d,e), 4-Tol (b), 4-FCgH, (c,f) 2a (18%), 2b (16%)  3a (26%), 3b (23%)
R =Ph (a), 4-Tol (b), 4-FCeH, (¢), MeO (d), 2¢ (20%), 2d (20%)  3c (30%), 3d (0%)
pyrrolidin1-yl (e), CN (f) 2e (30%), 2f (2%) 3e (0%), 3f (25%)

Hcxonuble cyOcTpaThl 1 ObUIM CUHTE3MPOBAHBI MO OMUCAHHBIM ISl aHAJIOTHYHBIX COEAMHE-
Hui Meromukam®. VIX B3auMOJEHCTBUE C apUHOBBIM MHTEPMEIUATOM OBLIO MPOBEIEHO B TEX JKE
YCJIOBHSIX, YTO U paHee!l, a HUMEHHO TIPU KUIISTYEHUH B TOJIYOJIE B HHEPTHOM atmMocdepe. O6pa3zoBas-
IIMeCs TIPOTYKTHI OBUTH BBIACIICHBI KOJIOHOYHOW XpoMaTorpadueii.

CpaBHEHHE MOJTyYEHHBIX PE3YJIHTATOB C MPEICTABIEHHBIMU paHee™ > 03BOJIAET CENaTh BBIBOJL
0 TOM, 4TO 110 CBOMM CBOMCTBaM JUMETHUIIAPUH 3aHUMAET TPOMEKYTOYHOE MOJIOKEHHE 110 CPAaBHEHHUIO C
€ro He3aMeNIEHHBIM U IMMETOKCH3aMeNIEHHBIM aHaoraMu. Ero B3anMoelicTBIE ¢ COlep KaIlliMH J10-
HOpHBIE JTN0O0 aKienTopHsIil 3amectutenu B C5 nonoxennu 1,2,4-rpuazunamu 1d,e,f npusoaut k odpa-
30BaHMIO TEX JK€ MPOIYKTOB, HO C MEHBIMMH BBIXOIAMH, YeM B CITydae HezaMelmEnHoro apuna.l B ciy-
Yae K€ MCMOJIb30BaHus 5,6-OucapumsaMeriéHnbix 1,2,4-Tpua3uHoB 1a-C MpoucXoauT oOpazoBaHHe
000uX MPOAYKTOB, C COOTHOIIEHHEM <~ 1:1.45 B monb3y M30XMHONMHOB (¢ BhIxoaamu 23-30%), B TO
BpeMsl KaK JUIsl IMMETOKCU3aMeIIEHHOTO aHallora HalJIioAanochk 00paTHOE COOTHOIIIEHUE ¢ KO PHIIH-
erroM = 3.70%). Berxoas! mupuno[ 1,2-a]uuomnos 2a-€ nmpu 5ToM cocTaBuin 16-20% npoTus paHee omnm-
caHHBIX 49%?, 4TO MOATBEPHKIAET THIIOTE3Y O MEHBIIEN PEAKIIMOHHON CIIOCOOHOCTH TMMETHIIAPHUHA.

CTpyKkTypa NOJYYSHHBIX COCIMHEHUH ObLIa MONTBEPKICHA JAHHBIMUA MacC-CIIEKTPOMETPUHI
¥ SIIEMEHTHOTO aHanu3a, a Taxxke SIMP 'H cnektpockomnumu.
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