CHUHTE3 U [TPOTUBOBUPYCHAA AKTUBHOCTBH HOBBIX ITPOU3BOAHBIX
9-(2,3-AUTUAPOKCUITPOITNIT) A JEHHA
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Kadenpa xumun Bonl MY, kadenpa papmarieBTHUECKOM U TOKCUKOIOTHUYECKOM XH-
muu Bonl' MY

S-Aneno3un-L-roMmouucTenHruponasa sBiseTcs KIOYeBbIM (EpPMEHTOM B
pEeaKIUsAX METWIMPOBAHMS HYKJIEUHOBBIX KHCIOT, KaTAIM3UPYIOMIUM THAPOIU3 S-
aZieHo3WI-L-romonMcTerHa 10 aeHo31MHa U TOMOLMCTEnHA. MHOTHue BUPYChHI UyBCT-
BUTEJIbHBI K MHTUOUTOpaM S-aieH03MI-L-roMoIMcTenHrugponasbl, B CBSA3M C YeEM Ha
UX OCHOBE BO3MOXHO CO3/IaHHE MPOTHUBOBUPYCHBIX ar€éHTOB C HIMPOKUM CIIEKTPOM
neiictBus. Hanbosee nepcrneKTMBHBIMU UHTUOMTOPAMU 3TOr0 (pepMEeHTa, HECOMHEH-
HO, SIBJISIFOTCSI IPOU3BOJHBIE aICHUHA, UMEIOIINE KaK HYKJICO3U/IHYIO, TaK U HEHYK-
JICO3UAHYIO IPUPOTY.

OCHOBHBIM METOJOM CHHTe3a HOBbIX 3-O-apunoBbix 3¢upoB (R,S)-9-(2,3-
TUTUAPOKCUIIPONIII)aICHUHA TOCIYXKUJIO aJKWJIMPOBAHHUE aJ€HUHA-OCHOBAaHMS
apWITIMLIKUIUIOBBIMU 3QHUpaMu B cpefie 0€3BOIHOrO AUMETUI(hopMaMuaa pu TeM-
nepatype 105 - 110 °C B mpucyrcTBun kapOoHara Kaiaus. VICXOIHbIE apUIITITALH TN~
70BBIC A(UPHI OBUTH MOTYYEHBI ITyTEM B3aUMOCHCTBUS SMUXIOPTUAPUHA C COOTBET-
CTBYIOIIMMHU (peHOJIaMHU B 1IeTI04UHOM cpene [1].
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CornacHo nganHbiM cnektpockonuu [IMP u ToHkocnmoitHO#M XxpomaTtorpaduu,
peaKiusl aKUIMPOBAHUS KAJUEBOM COJM aICHHMHA HCIOJIb30BAaHHBIMU SIIOKCUAAMHU
MPOTEKAET B YKA3aHHBIX YCIOBUSX C BBICOKON PErHOCEIEKTUBHOCTBIO U HE TPUBOJIUT
K IOOOYHBIM 7-3aMEIIEHHBIM TPOHW3BOAHBIM ajeHuHA. CuHTe3upoBaHHBbIE 3-O-
apusioBbie 3QupsI (R,S)-9-(2,3-1uruapokcunponui)aeHuHa XOpoIo pacTBOPUMBI B
KHUCJIOTaX, 3TaHOJIE, TUMETUICYIh(OKCHIE U MPECTABISIOT HHTEPEC B KaUueCTBE TO-
TEHIUAIbHBIX TPOTUBOBUPYCHBIX CPEJICTB.

[IpoTMBOBUPYCHBIE U LUTOTOKCUYECKUE CBOMCTBA IM Vilro HOBBIX apUJIOBBIX
a¢upoB (R,S)-9-(2,3-quruapokcunpornui)ageHrHa OblIU U3yueHbl B Pera HHCTUTYTE



MEIUIMHCKUX HccaenoBannil (Katonmueckuit yHuBepcureT, T. JlroBeH, benbrus) B
otHomenuu mupokoro psiaa JJIHK- u PHK-conepxkamux BupycoB. beuio oOHapyxe-
HO, 9YTO pOJIOHAYAIBHUK MaHHOTO psga coemuHeHuid - (R,S)-9-(3-penokcu-2-
TUAPOKCUITPONIII)aIEHUH TIPOSIBISIET aKTUBHOCTh B oTHOIIeHHH Kokcaku Bupyca B4
(ECso = 240 mkr/min) npu BeIMYUHE HIUTOTOKCUYHOCTH CBbIle 400 MKr/mit.
@ ennarauumaniaoBbiii 3¢pup. K pacrsopy 40,0 r (0,425 moib) dpenona u 26,5
r (0,425 monw) 90 %-noro KOH B 100 M BosbI 100aBISIOT IPU HaYaIbLHOM TEMIIC-
parype 20 - 25 °C 40,0 mi (0,511 M0ab) CBEXENEPErHAHHOTO SMUXJIOPTUAPUHA H
WHTEHCUBHO NEpeMENINBaOT B TeueHre 30 MUH, TOCTENIEHHO MOBBIIIAs TEMIIEpaTypy
pactBopa 10 90 - 95 °C. ITocie OCTHKEHHs YKa3aHHON TEMIIEPATYPhl PEAKIIHOHHYIO
Maccy MepeMeIIMBaroT eme 15 MUH, OXJTaXKIalT A0 KOMHATHON TeMIepaTypbl, J10-
6asisror 100 mur OeH30I1a, OPTAHUYECKUN CITON OTAEISIOT, mMpoMbIBaroT 100 M Bo-
IIbl, CyIIAT CyJlb(aToM HATpus, GUIBTPYIOT M YIAPUBAIOT HA KUISIIICH BOJSHOU Oa-
HE B BaKyymMe BOJOCTPYHHOTO Hacoca. OCTaTOK MEPEroHSIOT B BaKyyMe, cooupas
dpakmuro ¢ T.kum. 131-134 °C (10 mm pr.ct.), n°%p 1,5312, Boixox 51,7 r (81,0 %).
I[IMP-cniektp, 8, M.a. (ameton-Dg): 2,41 mn (5 ', 2 T'u, 1 H, CH,-Tpanc); 2,56
T (5 T'u, 1 H, CH,-tuc); 2,92-3,14 m (1 H, CH); 3,52-4,00 m (2 H, OCH,); 6,56-6,80
M (3 H, penun); 6,89-7,14 m (2 H, pennn).
(R,S)-9-(3-®enokcu-2-ruapokcunponui)agedsud. Cmecs 1,5 v (11,1 MMob)
anennHa u 1,6 r (11,6 MMoOJIb) CBEXKENPOKAJIIEHHOTO KapOOHaTa Kalus MepeMenInBa-
10T B Teuenne 1 1 npu temmeparype 105 - 110 °C B 40 mu 6e3B0ogHOr0 AMMETHIHOP-
MaMuja, 106asistoT pacteop 1,7 r (11,3 Mmons) penmnrnuuuanaoBoro 3gupa B 10
MJ aumeTwidopMamMua | MepeMENIMBalOT TPU TOU Ke TeMIlepaType B TeUeHUe 2
9. OxnmaxmaarT, GUIBTPYIOT, GUIBTpAT ymapuBalOT B BAKyyMe, OCTaTOK JBaXKIIbI T1e-
peKkpucTaIu30BbIBatOT U3 SO mMil 2-miponiaHosia u nmosydaroT 2,2 r (69,4 %) neneBoro
IpoJyKTa B BHJE 0€JI0ro KpucTaumieckoro semectsa, T.ur. 169-172 °C.
I[IMP-criektp, O, m.a. (mumertmiacynbpokcua-Dg): 3,77-4,01 m (2 H, N-CH,);
4,09-4,48 m (3 H, OCH,CH); 5,43 ym.c (1 H, OH); 6,67-7,28 m (5 H, ¢enwmn), 7,03
yur.c (2 H, NH,); 7,95 ¢ (1 H, H; 8,05 ¢ (1 H, H®).
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