Tacanoe A.T., Awbos HU.I., TIadocuesa I'.D., I'ypbanosa ®.C. O B3aUMOCBS3H IHAHTHOMEPHOTO COCTaBa
1 OHOJIOTHYECKOI aKTHBHOCTH MOJIEKYJI

BHUOJIOI'UsA

VYK 547.541.3, 547.542.7
DOI: 10.21779/2542-0321-2021-36-2-100-108
A.T'. I'acanos, U.I'. Aw6o08, I'.3. I'aoxcuesa, @.C. I'ypoanosa
O B3auMOCBSI3H SJHAHTHOMEPHOI'0 COCTABA U OMOJIOrMYeCKOH AKTUBHOCTH MOJIEKYJT

Hncmumym — nepmexumuueckux  npoyeccos  Hayuonanvmoll — axkademuu  HAyK
Asepbaiiodcana, Azepoationcan, AZ1025, 2. baky, np. Xooxcanwsi, 30; ilgar.ayyubov@mail.ru

B npezncraBneHHO cTaThe MPUBEACHBI PE3yIbTAThl HCCIEIOBaHMM B 001aCTH M3Y4YECHHUS B3au-
MOCBSI3U PHaHTHOMEPHOTO COCTaBa MOJIEKYJl OPTraHWYECKHX COCTUHEHHH C MX OMOJOTHYECKH aKTHB-
HBIMHU cBoiicTBamu. [loka3aHo, YTO OMOAKTUBHOCTH COEJMHEHUS, KaK MPaBUJIO, B SIPKO BBIPAKEHHON
(dopMe cBOWCTBEHHA OJTHOMY M3 SHAHTUOMEPOB COCIUHEHUS, TOTAA KaK JIPyTrue SHAHTHOMEPHI MO0
YCTYMaroT M0 CBOEW aKTHBHOCTH, JINOO BOBCE €10 He obmanaroT. [lokazaHbl pe3ynbTaThl COOCTBEHHBIX
UCCIIeIOBaHUI aBTOPOB, OCYIIECTBICHHBIX Ha pUMepe MOHO3(HUPOB HOPOOPHEHANKAPOOHOBOH KHC-
notel. CHHTE3 1LIeNeBhIX COSAMHEHUI OCYLIECTBIIEH HAa OCHOBE peakiuu Juisca-Anbpaepa ¢ y4acTueM
[IUKJIONIEHTAaIMeHa ¥ COOTBETCTBYIOIIUX MOHO3()HPOB MaJeMHOBOW KUCIOTH. CHHTE3HMpPOBAHHEIE CO-
€IMHEeHHUs TOJyYeHBl KaK B palleMHUYeCKOW, TaKk M B ONTHYECKH aKTUBHOW (opme. M3yuena aktus-
HOCTh CHHTE3HPOBAHHBIX PAllEeMUYECKUX U ONTUYECKH aKTHBHBIX N30MEPOB MOJYYCHHBIX COeINHEHHH
B OTHOIIICHUN Pa3IMYHBIX MATOTC€HHBIX MUKPOOPTaHM3MOB. B KauecTBe MUTATENBHBIX CPE HCITOB30-
Banmu MITA pH 7,2-7,4 nns 6akrepuii u cpeny CalOypo st rpubos. ymTensHOCTh HHKYOAMK B Tep-
MocTate s Oaktepuit Obuta 18-24 u ipu 37 °C, mis rpubos — 1-10 nueit npu 28 °C. IlokazaHo, 4To
CUHTE3UPOBaHHBIE COCTUHEHHS 00JIaatoT IPKO BRIPAXKEHHOW aKTHBHOCTBIO B OTHOIIEHUH TPaMIIONO-
JKUTENBHBIX (30JIOTUCTBIA CTa(MIOKOKK), TPaMOTPHLATEIbHBIX (KHUIIEYHAs Majo4Ka, CHHErHOWHAas
najoydka) OaKkTepui, a TaKXKe IPOXOKENnom00HbIX TpruboB pona Kanauma. OTMEUYEHO, YTO ONTHYECKH
AKTUBHBINM SHAHTHOMED 00J1aan 6oee BRICOKOH aHTUMHUKPOOHOH 1 aHTU(yHTaThbHON aKTHBHOCTHIO B
OTHOILIEHUH BBIIIEYKa3aHHBIX MUKPOOPTaHU3MOB 10 CPAaBHEHMIO C KOHTPOJIBHBIMU IpenapaTaMu, Iu-
POKO TPUMEHSIEMBIMH B MEIWUIIMHCKOW TpakTHUKE (3TAHOJ, pUBAHOJ, KapOoioBas Kuciora, (ypamu-
TIMH, XJopaMuH). Ha ocHOBaHHMM TOJTYYEHHBIX aKTOB WCIBITAHHIA, IIPOBEIEHHBIX Ha Kadeape «Memu-
UHCKOM MUKpPOOHONOTuU» A3epOaiykaHCKOT0 TOCYJapCTBEHHOT'O YHUBEPCUTETA, CHHTE3UPOBAHHBIE
ONITUYECKIE aKTHBHBIE M PAlleMUYECKHe COSANHEHNUS ObUTN NIPEUT0KEHBI TSl TPUMEHEHHS B Ka4eCTBE
MECTHBIX aHTHCETITUIECKHX PEerapaToB.

Kito4ueBbie CI0Ba: dHAHMUOMEDPbL, XUPATILHOCMb, ONMUYECKAS. AKMUBHOCTb, MOHOIPUPbL
HOPOOPHEHOUKAPOOHOBOU KUCTOMDIL.

[Ton sHaHTHOMEpaMH MOHUMAIOT MApy CTEPEOM30MEPOB, MPEICTABIAIOIIMX cO00M 3ep-
KaJIbHbIE OTPAXEHUs JPYyT Apyra, HE COBMeEIIaeMble B npocTpaHcTBe. CylecTBOBAaHNUE 3HAH-
TUOMEPHBIX (POPM CBSI3aHO C HAJMYUEM Y MOJIEKYJbl XMPAIBHOCTH — CBOWCTBA HE COBMAJATh
B IIPOCTPAHCTBE CO CBOMM 3€pKaJIbHBIM OTpaKeHHEM. B axupanbHON (CUMMETPUYHOI) cpene
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SHAHTHOMEPHI HMEIOT OJIMHAKOBBIC XUMHYECKHE M (PU3UUECKHE CBOWCTBA, KPOME CIIOCOOHO-
CTH BpaIIaTh IUIOCKOCTD TMOJIIPH3AINHU IJIOCKOTIOISIPU30BAHHOTO CBETa Ha OJMHAKOBYIO Be-
JWYHMHY YIJIa, HO B IPOTHUBOIIOJIOXKHBIX HampaBleHusAX. [laHHOe CBOWCTBO YHAHTHOMEPOB I10-
JTYYHUIIO Ha3BaHUE ONTUYECKON aKTUBHOCTH. BOJBIIMHCTBO XMPAIBHBIX MPUPOIHBIX COEIUHE-
HUH (aMHHOKHUCIIOTHI, MOHOCAXapH/Ibl) CYIIECTBYET B BHJIE OIHOTO SHaHTHOMepa. lloHsaTHe
SHAHTHOMEPHHU UTPAET BKHYIO POJIb B (hapMalleBTHKE, TOCKOJIBKY pa3Hble SHAHTHOMEDHI Jie-
KapCTBEHHBIX BEILECTB, KaK MPABUJIO, UMEIOT Pa3IMYHyI0 OMOJIOTHUECKYI0 aKTMBHOCTb. SIp-
KM TIPUMEPOM MOXKET CIYKUTh IMPOTHBOBOCIIAJIMTENBHBIN Mpenapat ndynpoden. [Iponsso-
UMb B (apMakosoruv nOynpodeH sBIseTcs paleMUYecKol CMechl0. Y CTaHOBIIEHO, UTO
OMOJIOTMYECKON aKTUBHOCTBIO OOJIafiaeT JHIIb OJUH 3HaHTHOMED — (S)-(+)-ubymnpoden, To-
r71a KaK ero OonTHYecKuil antumnoa R-(—)-ubymnpodeH B opranuzMe HeakTuBeH. OqHAKO MO3KE
OBLIO YCTaHOBIICHO, YTO B OpPraHM3ME YelIOBEeKa MMeeTcs epMEeHT (M30Mepasa), CrIocOOHBIN
MpeBpaIaTh HEAKTUBHBINA R-(—)-uOyrpodeH B akTuBHBIN S-(+)-ubynpoden [1].

OH

CHs SHAHTHOMEPHI HOympodeHa

DHaHTHOMEp UMEHYETCs TI0 HAlpaBJICHUIO, B KOTOPOM €0 pacTBOP BPAIAET IIIOCKOCTh
NnoJsipu3alMu cBera. Eciu BpanieHue npoucXOIuT MO YaCOBOM CTPENIKE, TO TaKOW SHAHTHO-
Mep Ha3bIBaeTcs (+), WM MPaBOBpAIIAOMmKM. Ero onTuueckuii aHTHITO UMEHYeTCs (—), Win
neBoBpamaromuM. OHAKO B HACTOAIIEEe BpeMst Uil 0003HAYCHHS YHAHTHOMEPOB HCITOIB3Y-
10T (RS)-HOMEHKIJIATypy, ONpeaensieMyl0 Ha OCHOBAaHHH B3aHMHOTO PACIIOJIOKEHHUS YEThIPEX
CBSI3aHHBIX C XUPAJIBHBIM aTOMOM YTJIEPO/a 3aMECTUTENIEH.

B3anMocBs3b MeX/Ty XHPaIbHOCTHIO U OMOJIOTHYECKOW aKTHBHOCTBIO TIPHOOpETAET BCE
OoJbllee 3HaYeHHE B (hapMalleBTHUECKON 1 OnodapmalieBTHUeCKOi 00IacTax, 0 YeM CBHUJE-
TEJILCTBYET PACTYIEe YHUCIIO XUPATbHBIX MPEnapaToB, pa3padOTaHHBIX B TEUCHUE MOCIEIHUX
IBYX necatuieTuid. B paborte [2] paccMaTpuBaeTcsi HECKOIBKO BaXXHBIX 00J1acTel pa3pabOTKH
U CHHTE3a HOBBIX HU3KOMOJIEKYJISIPHBIX XHUPaJbHBIX NpenapatoB. OCHOBHOE BHUMAaHUE y/[ie-
JSIETCSL BIMSTHAIO XUPATHHOCTH B METUIIMHCKON XMMUU U (hapMalleBTHUECKUX HayKaxX Ha pas-
pabOTKy TepameBTHYECKHX CPEACTB Ul Pa3lWYHBIX MOJEKYIApHbIX MuineHed. [Tokazano
BIMsIHUE 3((EKTOB XUPATHHOCTH Ha (PapMaKOIOrMYECKYI0 aKTUBHOCTb, a0COPOIIHIO, pactpe-
JieNieHre, MeTa0OJIM3M, BBIBEIEHUE U TOKCUYHOCTh. B JOMOTHEHNE K XUPaTBbHOCTH TI0 yTJie-
POAY MPHUBOASTCS MPUMEPHI XUPAIBHBIX COCAMHEHHH, BKIIOYAIOUINX XUPAIGHOCTH 10 HEYT-
JepoaHBIM aToMaM. Taxke paccMaTpUBarOTCsS HEAaBHUE pa3pabOTKH JEKapCTBEHHBIX CPEJCTB
U TIPOJIaBaeMbIC €JMHUYHBIC YHAHTHOMEPHI. 3aTPOHYTHI MOIXO/BI K MOTYYECHHIO XHPATbHBIX
COE/IMHEHUH C BBICOKOW YHAHTHOMEPHOM YMCTOTOM, BKJIIOUYasi XpoMaTorpapuuecKoe paszese-
HUE W DPHAHTHUOCEJICEKTUBHBIA CHHTE3.
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W3BecTHO, YTO PHAHTUOMEPHI XUPAIBHBIX COCIUHEHUH MOTYT CUIBHO Pa3U4aThCs IO
OMOJIOTHYECKON aKTMBHOCTH, KaK KaueCTBEHHO, TaK M KoimdecTBeHHO [3]. Tem He mMmeHee,
OOJIBIIMHCTBO JAOCTYMHBIX Ha CETOTHSNIHUNA JIeHb (hapMaKOJIOTHUYECKUX JAaHHBIX MO XHpallb-
HBIM JIEKAPCTBEHHBIM CPEJICTBAM IMOJNyYEHbl M3 JKCIEPUMEHTOB C palleMaTaMHu, KOTOPHIE
MPEITOJIATaf0T, YTO OMOJIOTHYECKAsT AKTUBHOCTH OOBIYHO MPOSIBIISICTCS B OJHOM W3 SHAHTHO-
MepoB. bmaromaps mOCTHXEHHUSIM cTepeocnenupuIecKoro CHHTE3a M CTePeOCEeeKTHUBHOTO
aHaJIM3a JIEKapcTB (papMakoiIoram Ternephb MPeaaratoTcsi HOBbIE BOZMOYKHOCTH JJIsI H3YUSHUS
CTEPUYECKUX ACTICKTOB JACHCTBHUS JEKapcTB. B 3T0#1 paboTe aBTOpHI OLICHUBAIOT YHAHTHOME-
pBl aroHucTa B-2-aapeHopernentopo Gopmorepona u ero auacrepeomepsl. [lokazano, 4To
(R; R)-nHanTHOMEp OKazaicsi Hanboyiee CHIbHOACHCTBYONUM. OTHAKO OTHOCHTEIbHBIC d(-
dbexkTuBHOCTH, TToJTydeHHbIC 11 (R, S)-, (S, R)- u (S, S)-n30MepoB, KPUTUUECKH 3aBUCEIH OT
CTETNIeHH YHAHTUOMEPHOH YiCcTOTHL. ClenaH BBIBOJ O TOM, YTO JOCTOBEPHOCTh COOTHOIIECHUI
3¢ (HeKTHBHOCTH, HAOIIOMAEMBIX JUISI XHPATBHBIX JICKAPCTBEHHBIX CPEACTB, OTPAHUYCHBI
SHAHTHOMEPHOM YHMCTOTOM W Hecnenudpudeckumu dhdeKTaMu HauMeHee aKTHBHOTO SHaH-
THOMEpa IPU OYEHb BHICOKUX KOHIICHTPAITHSIX.
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Tak, B pabote [4] oTMedaeTcsi, YTO MOJIEKyJa, OCTYyMatolas B OpraHu3M U3BHE, MOKET
00pa3oBbIBaTh KOMIUIEKC Jurana-peuentop. [lpu ero gpopmupoBanuu coobiienue nepenaet-
cs1, HaIIpUMep, B onpenieeHHble sueiiku. TakuM oO6pa3zom, 1Ba SHAaHTHOMEPA MOTYT U3IydaThb
COOOLIEHUS, KOTOPbIE Pa3IUYaroTCcs KOJUYECTBEHHO WM KAaueCTBEHHO. ABTOPBI OTMEYAIOT,
YTO Ha 3TOM OCHOBBIBAETCS JEHCTBUE XUPAJIbHBIX JIEKAPCTB, MECTUIMIOB U MOJIEKYJ apoMa-
TU3aTOpOB. B 3T0#1 paboTe aBTOpPBI OOBACHAIOT MEXaHU3MBbl PA3IMYHBIX THUIOB PELENTOPHO-
OIIOCPEI0OBAaHHOIO JEHCTBHS SHAHTUOMEPOB.

Otmeuaercs, 4TO, HECMOTPS Ha Pe3KO YJIy4llI€HHbIE TEpaleBTUYECKHE CBOMCTBA JieKap-
CTBEHHBIX CPE/CTB C OJJHUM SHAHTHOMEPOM IO CPAaBHEHHIO C PAlleMUYECKUMHU CMECSIMHU, MHO-
TOUYMCIIEHHBIE JIEKAPCTBEHHBIE CPEACTBA U JIEKAPCTBEHHBIE Ipenaparbl-KaHAUIAThl BCE €Ile
pa3pabaTbIBalOTCS U MPOJAIOTCS B BUJE PAalleMaTOB, BKIIIOYAs KJIaCC UMMYHOMO/YJINPYIOLINX
JIEKapCTBEHHBIX CPEJCTB, MOJYUYSHHBIX U3 TanuaoMuaa [5]. XupaabHbIi LIEHTp 3TUX aHAJO-
TOB TAJHIOMHJIA XUMHYECKH HECTAOMIICH, YTO MPUBOAUT K B3aMMHOMY INPEBPAIICHUIO SHAH-
THOMEPOB KaK in Vitro, Tak | in vivo. 3a c4eT CTaOWIN3aIlii XUPATHHOTO LIEHTpa eUTeprueM
aBTOPHI BIIEPBBIE MOKA3AJIM, YTO IMPOTHUBOBOCHAIUTEIBLHOE M IIPOTUBOOITYXOJIEBOE JIEHCTBUE
in vitro aHajora TaJluJIOMH/a, HaXOJAIIErocsl B HACTOsIIEe BpEMs B KIIMHUYECKON pa3padboT-
ke (CC-122), 00ycoBIE€HO UCKITIOUUTENBHO OJHUM 3HAaHTHOMEPOM. ABTOPBI OTMEYAIOT, YTO
NOJTyYeHHBIE Pe3yJbTaThl O3BOJISIIOT Pa3paboTaTh yIydylIeHHbIC aHAJOTH TAIUIAOMHUIA B Ka-
YeCTBE TEPANEBTUYECKUX CPEACTB B COOTBETCTBUHU C YCTAHOBJIEHHBIMH HOPMAaTHBHBIMU pe-
KOMEHJAIMSIMHU 10 pa3paboTKe OTAEIbHBIX SHAHTHOMEPOB.

102 BectHuk JlarecTaHcKOro rocyJapCTBEHHOT'O YHHBEPCUTETA.
Cepus 1. EcrectBennnie Hayku. 2021. Tom 36. Bein. 2



Tacanoe A.T., Awbos HU.I., Iadowcuesa 3., I'ypbanosa ®@.C. O B3aUMOCBS3H SHAHTHOMEPHOTO COCTaBa
1 OMOJIOTUYECKON aKTUBHOCTH MOJIEKYIT

O O

H
N

OHAaHTHOMCPBI TAJIMAOMU A

CrycTs ABaALATh JIET Mocie KatacTpodsl ¢ TaauaoMuaAoM B KoHile 1950-X romoB aBTo-
pBl paboThI [6] cOOOIIMIIN, YTO TEPATOTEHHBIM SABJISETCS TOJBKO (S)-dHAHTHOMED TaTHIOMU-
na. OHaKO PHAHTHOMEpPHI TAJIUIOMMJIA B3aHUMOIPEBPALIAIOTCS in ViVo, YTO BBI3BIBA€T BO-
MPOC: MOYEeMYy TEpaTOTeHHAsi aKTUBHOCTh HE HAOMIOaeTCs B OKCIIEPUMEHTAX Ha )KUBOTHBIX, B
KOTOPBIX UCTIONB3YeTCs (R)-TamugoMuI PYU TOTOBOW palieMHU3alluu in vivo («mapajioke Tajlu-
noMua)? ABTOPBI OOBSCHSIOT 3TOT «MapajoKC TATHIOMHA» 4Yepe3 in Vivo CaMOAMCIIPO-
OpLUUOHMpOBaHUE HSHaHTHOMepoB. IIpu mepememmBanumu 20 % pacTBOpa TamuaoMuia c
20 % e. e. B pacTBOpHUTeie HA0JI0/1aJI0Ch BOCIPOM3BOJUMOE 3HAUNUTEIBHOE YHAHTHOMEPHOE
oborarmienue pactBopa 10 98 % e. e. [Ipu 3TOM 4acTh IHAHTHOMEPOB TATUAOMUIA SITUMEPU-
3yeTcsi in Vvivo ¢ TIOCIEAYIOIUM OCaXJICHUEM paIeMHYECKOro TamuaoMuaa B (R/S)-re-
TeponuMepHoit popme. Takum oOpa3oM, parleMUIECKU TaTuIOMHI, CKOPEE BCETO, yaalseT-
csl U3 OMOJIOTMYECKUX IPOLECCOB MPH PAllEMHUYECKOM OCaXKIeHUU B (R/S)-reTeponumepHOn
¢dopme. C npyroil CTOPOHBI, JHAHTHOMEPHO YHCTBIA TAJIMIOMHUI OCTAETCS B PAaCTBOPE, UTO
JaeT HaONtoaeMble OMOJOTHYECKHE IKCIEPUMEHTAIbHBIE Pe3yibTaThl: (S)-dHAHTHOMED SIB-
JSIETCSI TEPATOTCHHBIM, a (R)-9HAaHTHOMEP TaKOBBIM HE SIBIISICTCS.

3a mocneqHre HECKOJIBKO JIET TAMIOMHU CTajl OAHUM M3 Haubosiee BaXKHBIX MPOTHUBO-
OITyXOJIEBBIX MPEMapaToB JAJs JICUCHHUs PEIUAUBUPYIOICH MHOXKECTBEHHON MueaoMbl. OHa-
KO, TIOMUMO €0 HEXEeJaTeIbHOTO TePAaTOreHHOro Mo004HOro 3¢ dekra, ero KoHPHUryparmoH-
Has HeCTaOWJIbHOCTb KPUTUYECKH OTpaHUYMBAET JIOOBbIE JajbHEHIne TeparneBTUYECKue
yJIy4IIeHUs 3TOTO0 npemnapara. B Hauane HOBOro crosieTus Obl1 pa3paboTaH (GTOp-TaTuIOMUI,
KOTOPBIN TpeacTaBisieT co0oii OMOM30CTep TATUIOMHIIA, HO, B OTIIMYHE OT TOCJIEIHETO, OH
SBJISICTCSI CTAOMJIBHBIM B KOH(MUTYpAIMK U JIETKO JOCTYNEH B 00€UX SHAHTHUOMEPHBIX (op-
Max. OmHako OMONOTHYEcKass aKTMBHOCTh (TOP-TATUAOMHUIA IO CHX MOp MPAKTHUECKH HE
M3y4YeHa, 32 UCKIIOYEHUEM TOTO, YTO (PTOP-TATUIOMUJI HE SBIISIETCS TepaTOreHHbIM. B paboTe
[7] coobmraetcst 0 mepBoii OMOIOTUYECKOM OlleHKe PTOP-TaTuIOMHUAA B paeMudeckoi u (R)-
U (S)-?HAaHTHOMEPHO YUCTHIX (opMax MpPoTuB (in vitro) xnerok H929 MHOKECTBEHHOU Mue-
aomel (MM) c¢ wucnonb3oBanmeM aHanu3a aHHekcwHa V. Ilokazano, 4ro Bce ¢TOp-
TaJTUIOMHJIBI TIOIABIISUTH POCT KIeTok H929 MM 6e3 kakoil-nubo akTuBaiuu in vivo. Kpome
TOTO, SHAHTHOMEPHBIE (YOPMBI (HTOP-TATHIOMHUIA MPOSBISIIOT PA3IMYHYIO TIPOTUBOOITYXOJIe-
BYIO aKTUBHOCTb, TIprueM (S)-3HaHTHOMED 3aMeTHO OoJiee 3P (heKTHUBEH.
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CraTuHBI — 3TO Ipenaparthl, IPUMEHsEMbIE Il JieueHus runepxonecrepuiemun. Cra-
THUHBI UMEIOT JIBa XMPaJIbHBIX IIEHTPAa B CBOMX MOJIEKYJaX, IO3TOMY OHHU OOpa3yloT YeThIpe
sHantuomepa (3R, SR-, 3R, 55-, 3S, SR- u 3§, 55-). Haubonee yacTo B KIIMHUKAX UCIIONB3Y-
I0TCS ClIeytonue sHaHTHouncThie popmbl: 3R, SR-atopBactatuH, 3R, 5S-po3yBacTaTHH U
3R, 5S-¢pnyBactatuH. OTAenbHbIE YHAHTHOMEPHI OJHOTO MpernapaTa MOTYT KauyeCTBEHHO U
KOJIMYECTBEHHO Pa3NyaThCsl MO CBOEH OMOJOTMYECKOW aKTUBHOCTH. B HEKOTOpPBIX ciyudasx
TOJIbKO OJIMH SHAHTHOMEP OTBEYAeT 3a TepaNeBTHUECKUM 3(PPEKT, B TO BpeMsl Kak IPOTHUBO-
MIOJIOXKHBII YHAHTHOMEDP MOXKET ObITh HEAKTUBHBIM MJIM BBI3BIBATh HEXEJIATeIbHBIC WIH JaXe
ToKcHueckue 3((GexTsl. ABTOPHI paboThl [§] MccienoBany YHAHTHOCTICIIM(PHUYECKUE B3aHMO-
JeMCTBUS YeTBIPEX SHAHTUOYHUCTHIX ()OPM aTOpBACTHHA, pO3yBacTaTUHA U (piayBacTaTHHA C
OCHOBHBIMH PETYJISITOpaMU TpaHCKpUniuu (epmenToB. Iloka3aHo, 4To B L1€IOM aKTHBHOCTh
YHCTBIX SHAHTHOMEPHBIX (OpM ObljIa BbIIIE MO CPABHEHHUIO C UX COOTBETCTBYIOIIMMHU >HaH-
THOMEPAMHU, KOTOpbIE HE UCIOIb3YIOTCS B TEPANEBTUYECKUX LIETIAX.

B pabore [9] coolmiaercs 0 Crna3MOIMTUYECKON aKTUBHOCTHU JIBYX 3HAHTHOMEPOB —
KapBOHA U JIMMOHEHA, COCTABJIAIOLINX 3(UpHbIe Macia. VcnbITaHHbIE JHAHTHOMEPHI MTOKa3a-
a1 (papMaKoJOTHUECKYI0 aKTHMBHOCTh B Tpaxee MOPCKOW CBUHKM M TJaJKOH MYyCKyJaType
aopTHI KpbICHl. HUKakux pasnuunii B (hapMaKoIOTHIECKONH KWHETHKE Map SHAHTHOMEPOB HE
BbIsSIBJIEHO. OKCUT€HUPOBaHHbIE MOHOTEPIIEHBI (+)-KapBOH U (—)-KapBOH OBbLIM (apMaKoIOTH-
yecku 0osee 3P PeKTUBHBI, 4eM MOHOTEPIIEHBI (+)-TMMOHEH U (—)-TUMOHEH. Pe3ynbTaTsl 3TO-
IO UCCIIEJOBAHUS MOKa3bIBAIOT TEPANEBTUUECKUIN MOTEHIMA ITUX COCIUHEHNH, OOHapyKeH-
HBIX BO MHOTHX apOMaTHYECKUX PacCTEHUSX, JUIs JIedUeHUs 3a00JIeBaHUM JbIXaTeIbHON U cep-
JIEYHOCOCYAUCTON CUCTEMBI.
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") 5/ 3HaHTHOMEpHI KapBOHA

B pa6ote [10] onpeneneH sHAHTHOMEPHBIA COCTaB JIMHAI00Ja B 42 3()UPHBIX Maciax
pa3MYHBIX pacTeHW. D(PUpHBIE Maclia aHaJIM3HPOBATU METOJIOM MHOTOMEPHOH ra30BOi
XpoMartorpaduu-mMacc-CreKTPOMETPUH C HCIIOJIb30BAaHHEM HEXHPATBbHOW KOJOHKH M KOMOH-
HallMM XUPAJIbHBIX KOJIOHOK C MOJU(HUIMPOBAHHBIM Y-IUKIOAEKCTPUHOM B KauyeCTBE XH-
pasbHON cTarMoHapHOW (a3el 06e3 NpeaBapUTENHHOTO BBIACICHHUS COSAMHEHHUS U3 CMECH.
O¢upHble Macia UCHOJIb30BAIUCH B KAYE€CTBE MCXOAHOrO MaTepHaia Uil 3HaHTHOMEPHOIO
pasaenenus JuHanoona. [lokazaHo, 4yTo B 3QUPHBIX Maciax (—)-TMHAIO00J COJACPKHUTCS B
OoJpIIIeM KOJIMYeCTBE, yeM (+)-nmuHanoos. Kpome toro, (—)- u (+)-3HaHTHOMEpPHI JIMHATIOOJA
OLIEHUBAJIN JJI1 IMPOTUBOMUKPOOHOI0, NMPOTUBOTPUOKOBOIO M HPOTHBOMAISPUMHOIO Jei-
ctBust. O6a sHaHTHOMEpA MPOAEMOHCTPUPOBAIH MpUMEpHO 50%-HOe MHIHOMpPOBaHKE POCTa
Botrytis cinerea B TeueHue 48 4acos.

B nammux uccnenoBanusx [11; 12] Obutd moydeHbl ONTUYECKH aKTHUBHBIE (DOPMBI MO-
HO?()UPOB Ha OCHOBE aCUMMETPUUYECKOH peakiuu JI-A ¢ ydacTHeM LUKIONEHTAIHEeHA U CO-
OTBETCTBYIOUIMX MOHO?(UPOB MAJIEMHOBON KUCJIOTHI I10 CXEME:

= [CGOH
. /
COOR COOH
COOR
2S8.38(+)
KaTajau3aTop™ — AICL,OMent
pacTBOpUTEIb - CH)Cl
TeMIeparypa — —40 10 +20 °C R=-n-Pr, i-Pr, n-Bu

B sTux paborax ObuM MOAPOOHO OMUCAHBI METOJIWKA CHHTE3a MOHO3(HPOB HOPOOP-
HEHINKApOOHOBOHN KHUCIIOTHI, YCIIOBUS TIPOBEACHHS PEAKITUH, a TAKKE METOIMKA CHHTE3a OII-
TUYECKH aKTUBHBIX M30MEPOB MOJYYCHHBIX COCAMHEHUH. M3ydeHa aHTHMUKpPOOHAst M aHTH-
(yHragpbHas akTUBHOCTh PAllEMUYECKON M ONITUYECKU aKTUBHOU (DOPMBI TTOTyUYEHHBIX COCIH-
HEHUU B OTHOIICHHH TPAMIIONIOXKHUTEIBHBIX (30JIOTHCTBIN CTA(QHIOKOKK), TPaMOTPHUIATEIIb-
HBIX (CMHETHOWHAs Majoyvka, KUIICYHAs MaJlouka) OaKkTepui, a TakkKe JIPOXIKEIOJO0HBIX
rpuboB pona Kanmuna. M3ydeHne aHTHMHKPOOHONW aKTUBHOCTU BBINICYKA3aHHBIX COEIMHE-
HUI TIPOBOJWIIOCH B CPAaBHCHHWU C HM3BECTHHIMH OaKTEPHIUAHBIMH TpenapaTamu, IITHPOKO
MPUMEHSIEMBIMU B MEJMIIMHCKOW MPAKTHKE, TAKMMH, KaK 3TaHOJI, pUBAHOJ, (ypaluinH, Kap-
00JI0Basi KHCIIOTA, XJOpaMUH. AHTUMHUKPOOHYIO aKTHBHOCTh CHHTE3MPOBAHHBIX BEIIECTB
W3yYaid JUCTIEPCHOHHO-KOHTAKTHBIM METOJIOM, T. €. METOJOM CEPHIHBIX Pa3BEeICHUH B OT-
HOIIICHUY PA3JINYHBIX BBIIICYKa3aHHBIX MUKPOOPTaHU3MOB.
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E'FI ENA IECIIOZHI[HH, MIHH
BpeMﬂ OKCIIO3MIINH, MHH

I.:I 0,02 0,04 0,06 0,0& 0,1 0,12
KomieHTRalad BogHOT0 PACTEORAE, MOV

Puc. 1. CpaBHeHHe aHTUMUKPOOHON aKTMBHOCTH ONTHYECKU akTHBHOTO (1) 1 panemudeckoro (2)
H-TIPOMIIIOBOTO MOHO3(HPa IHIUKOBOH KHUCIOTHI U 3TWIIOBOTO criupTa (3) B OTHOIIEHHH 30JI0THCTOTO
cTaUIIOKOKKA

B kauecTBe aHanM3UpPyEeMBIX COEAMHEHUN MCIOJNB30BAIM ONTUYECKH AKTHUBHBIN
28, 3S-(+)-3HaHTHOMEpP H-IPONUIOBOr0 MOHO3(Hpa HOPOOPHEHTUKAPOOHOBON KHCIIOTHI, €TI0
paneMUYecKil aHaJIOT U 3TAHOJI B Ka4eCTBE KOHTPOJIBHOTO IIpenapaTa. Kak BuaHo u3 puc. 1,
npu creneHu paspeaeHus 1:100 aKTUBHOCTH aHAIM3UPYEMBIX COEIUHEHHN U KOHTPOJIBHOTO
mpenapaTa OJMHAKOBBI M BpPEMS SKCIHO3HIMU IS BCEX HCIBITYEMBIX O0Opa3IOB COCTaBISET
10 MunyT. OTHaKO C YBEJIMYEHUEM CTETIEHU Pa3BEICHUS UX aKTUBHOCTU M3MEHSIOTCS HEOIU-
HakoBO. Tak, mis 3TUnoBoro cnupra npu creneHsax paspeaeHus 1:200, 1:400 u 1:800 Bpems
OKCIMIO3UIUH JocTUraeT yaca (60 MHH.), Ui PalleMUYECKOTO U30Mepa H-TIPOMIIOBOTO MOHO-
a¢upa oHO coctaBisieT cooTBeTcTBeHHO 20, 60 m 60 MHHYT, a I ONTHYECKA aKTUBHOTO
U30Mepa BpeMs SKCHO3UIMHA cOOTBeTcTBeHHO paBHO 10, 30 u 30 munyT. Takum obpazom, oT-
YEeTIMBO BUIHO NMPeo0JalaHne aHTUMUKPOOHOH aKTUBHOCTH B OTHOIIEHUH 30JI0TUCTOTO CTa-
(UIOKOKKA Y ONTHYECKH aKTUBHOT'O U30Mepa H-MPOMUIOBOI0 MOHOA(UpPa SHIUKOBOM KUCIIO-
THI.

Takum o0pa3om, aHaNM3 MPOBEACHHBIX WCCIICAOBAHMA AaHTUMHUKPOOHOH W aHTH(]YH-
TaJIbHOM aKTUBHOCTH CHHTE3WPOBAHHBIX PAlleMHUYECKOrO M ONTUYECKH aKTUBHOTO U30MEPOB
H-TIPOTIMJIOBOTO MOHO3()Mpa SHAMKOBOM KHCIOTHL, a TaKKe KOHTPOJBHOTO Mpernapara Ha
pUMeEpe STHUIIOBOTO CIHPTa MOKA3bIBAET, YTO CHHTE3MPOBAHHBIC COCIWHEHHS HAMHOTO (-
¢dexTruBHEE, YeM 3TAHOJ U JIpYTUe KOHTPOJIbHBIE Ipenaparsl (3a UCKII0UYEHUEM XJIOpaMUHa) B
OTHOIICHUM UCCIIEIOBAaHHBIX MHUKPOOPTaHU3MOB U MOTYT OBITh PEKOMEHJOBAHBI ISl TIpUMe-
HEHUS B KAYECTBE MECTHBIX aHTHCETITUKOB.
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This article presents the results of the research in the field of studying the relationship between
the enantiomeric composition of molecules of organic compounds with their biologically active prop-
erties. It has been shown that the bioactivity of a compounding is, as a rule, typically characteristic of
one of the enantiomers of the compound, while other enantiomers are either inferior in their activity or
do not possess it at all. Shown are the results of the authors' own research carried out using the exam-
ple of norbornene-dicarboxylic acid monoesters. The synthesis of the target compounds was carried
out on the basis of the Diels-Alder reaction with the participation of cyclopentadiene and the corre-
sponding monoesters of maleic acid. The synthesized compounds were obtained in both racemic and
optically active forms. The activity of the synthesized racemic and optically active isomers of the ob-
tained compounds against various pathogenic microorganisms was studied. As nutrient media, we
used MPA pH 7,2-7,4 for bacteria and Sabouraud's medium for fungi. The incubation time in a ther-
mostat for bacteria was 18—24 hours at 37 °C, for fungi 1-10 days at 28 °C. It was shown that the syn-
thesized compounds have a pronounced activity against gram-positive (Staphylococcus aureus), gram-
negative (Escherichia coli, Pseudomonas aeruginosa) bacteria, as well as yeast-like fungi of the genus
Candida. It was noted that the optically active enantiomer had a higher antimicrobial and antifungal
activity against the aforementioned microorganisms in comparison with the control preparations wide-
ly used in medical practice (ethanol, rivanol, carbolic acid, furacillin, chloramine). Based on the ob-
tained test reports obtained at the Department of "Medical Microbiology" of Azerbaijan State Univer-
sity, synthesized optical active and racemic compounds were proposed for use as local antiseptic prep-
arations.

Keywords: enantiomers, chirality, optical activity, monoesters of norbororendicarboxylic acid.
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