VIAK [61+615.1](06)(043.2) Axmyanshoie npobnemul cospemennoli meduyunvl u apmayuu-2024
BFK 5+52.81 BbI'MY, Munck (25.04)
A43

ISBN 978-985-21-1569-8

Kynewoe H.C., Xnoovicmosa C.B.
IPEINAPATUBHBIM CUHTE3 I'TFOKOHAMMJIOB 1 I TIOKOH3CTEPOB
B IOUCKE BOJOPACTBOPUMBIX JIEKAPCTBEHHBIX ®OPM
Hayunuwtit pykosooumens: Kano. Xxum. Hayx, ooy. Jlaxeuu @.@.
Kageopa obweii xumuu
benopycckuii 2ocyoapcmeennviii meouyunckuii ynugepcumem, benopycckuil cocyoapcmeennwiil
YHusepcumem, 2. MuHck.

AKTyajabHocTh. CHHTE3 BOJOPACTBOPUMBIX aHAJIOTOB SIBIISIETCS OJHUM U3 MEPCIEKTUBHBIX
HaINpaBJICHUH B pa3padOTKe HOBBIX JICKAPCTBEHHBIX CPECTB H, YTO HE MEHEE BaXKHO, MOIU(DUKAIIHH
y’Ke UMEIoNINXCs IpenapaTuBHbIX Gpopm. OZHUM U3 cIOCOOOB MEpeBo/ia penapara B paCTBOPUMYIO
(dbopMy SIBIIIETCSI BBEJICHUE OCTATKA yTIIEBO/Ia B MOJICKYITy OMOJIOTUYECKOTO aKTUBHOT'O COSTMHCHHSL.
[ToaTomy mpeuioKeHHass HAMH METOJIMKA MOJIyYeHUS TIIOKOHAMHUIOB U TJIIOKOHACTEPOB HA OCHOBE
aMUHO- M THUJIPOKCHCOAEpKAIIUX CyOCTpPaToB M TUIIOKOHATA KalblMsl SBISETCS aKTyalbHOW H
MPAKTUYECKH 3HAYMMOU pa3paboTKOil.

Heab: pa3paboTka ¥ ONTUMHU3ALUS CHHTE3a PACTBOPUMBIX (OpPM MpenaparoB IMyTEM
MepeBoJia B aMHUIHYIO WM CIOXHOX(UPHYIO TPYMIy Ha MPUMEpe aHWIWHA, CYIb(paHWIaMUIa,
CAJIMIIUIIOBOH U CYJIb(aHUIOBOM KUCIIOT.

Matepuajabl U MeTOAbI. PCakTUBBI U PaCTBOPUTEIN, UMEIOT KBATH(PUKAIIUIO «9», «9.7.2.),
«x.a». s N-dbenunrmokonamuga MK coextper B Tabnetkax KBr peructpupoBanuch Ha
ciektpodoromerpe Bruker FTIR; cniexktpst SIMP H pacreopos B JIMCO-d6 (40102-10-1 Moms/1) 1
13C B IMCO-d6 (3¢1071-1 momb/m) 3amucansl Ha cnektpomerpe Bruker AC-500 ¢ paGounmu
4acToTaMu ISl SiIep 'H 500, a nas sanep 13C 125 MI't COOTBETCTBEHHO; BHYTPEHHUN CTaHAAPT —
TMC. AdpdUHHOCTD MOTYUCHHBIX COCAMHEHHI K LIEIEBOMY penentopy ompexaeneHa in silico mpu
nomou pecypca Dockingserver ¢ HCHOIb30BaHHUEM TMOTYSIMIMPHUYECKOTO METOJa PacyEToB
KBaHTOBOU xumuu PM6, metonia reomerpuueckoit ontumusanun MMFF94 u merona pacuéra 3apsina
Gasteiger npu 3Hauenuu pH 7.0.

Pesyabrarel U ux oOcyxaenue. I[IpemmoxkeHHas MeTOAMKA TIOJY4YEHUS aMHIAOB WA
CIIOKHBIX 3()UPOB TIIOKOHOBOWM KHCIOTHI C CyOCTpaTaMH, COAEPKAIIUMU THAPOKCHIBHYIO WM
aMUHOTPYTITY, TIPEICTaBIAET COOON CHHTE3, OCHOBOW KOTOPOTO SIBIIETCS CMEIICHUE PAaBHOBECHS
0CaJIOK-pacTBOP MaJIOPaCTBOPUMBIX pPEAreHTOB. ManopacTBOPUMBIM B BOJAE TIIOKOHAT KaldbLUs
JUIIbL YaCTUYHO TEPEXOJIUT B PACTBOP, pearupyeT CO IIaBEIEBOM KHCIIOTOM, BHICBOOOXKIas IBa
SKBUBAJICHTA IIFOKOHOBOM KUCIOTHI. [10ydeHHBIN B peakIuu IIIOKOHOJIAKTOH B3aUMOJIEUCTBYET C
TUAPOKCHIIBHON MJIM aMHUHOTPYTIION cyOCcTpaTa ¢ 00pa30BaHHEM CIIOKHOTO dPupa Wi aMU/Ia.

Kanpius rmokonara monoruapar 1.2 r (2.7 mmons) u maBeneBas kuciota guruapar 0.34 ¢
(2.7 mmonb) pactBopsitorcss B 30 MJI JUCTHIUIMPOBAHHOW BOJbl. B peaknnoHHYI0 cMmech IpH
MepeMelInBaHuu J00aBIAIOT 5.2 MMOJb aMUHO- WM TUAPOKCUCOJEpKallero cybcrpara u
nepememBatoT npu Ttemmeparype 50-70°C B Tewenue 18 wuyacoB. IlomyueHHyio cmech
OT(pUIBTPOBLIBAIOT MPHU MOHIKEHHOM JaBIIEHUH Ha CTEKJISHHOM ¢uibTpe uepe3 cioit (0,5 cm)
okcuaa amoMuHusA. OubTpaT ynapuBaroT Ha pOTOPHOM HCTIApUTENE TPU TOHMKCHHOM JaBJICHUH.
[TomydeHnHble MacmooOpa3Hble W KPUCTAUIMYECKUE MPOAYKTHI cymaT Ha Bo3ayxe. Ctpoenue N-
(dheHunTIIIOKOHAMHU 1A ToATBepKaeHO MeTogamu UK- u SIMP Hu 13C-CHCKTpOCKOHI/II/I.

BeiBoabl. HamMu mnpennoxkeHa METOAMKA CHUHTE3a TIIIOKOHAMMJIOB M TIJIFOKOHACTEPOB Ha
OCHOBE KaJIbIIUH TITFOKOHATA M TUIPOKCH - MJTM aMUHOCOIepKaIuX cyocTpatoB. Kputepusimu Be1oopa
[JIIOKOHATA KaJbI[Mi B KAUECTBE PEareHTa CTalld OTHOCUTEIBHO XOPOIlasi PACTBOPUMOCTD 1I€JIEBBIX
MPOJIYKTOB, a TAK)KE KOMMEpUECKasi TOCTYITHOCTH (TakK)Ke B MPOMBIIIJICHHBIX MACIITa0aX ) HICXOHOTO
coIpbsi —. [lomyueHHBIC pe3yabTaThl IUIAHUPYETCS HCIOIh30BaTh B CHHTE3€ BOJIOPACTBOPUMEBIX (hOpM
THAPOKCH- U aMUHOCOIEPKAIIHNX JIEKAPCTBEHHBIX CPEJICTB.
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