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(Hayunwiii pyxosooumensv — npog. Canvkeesa JI.K., Munaesa E.B.)

CHUHTE3 U HCCJIENJOBAHUE '’ETEPOIUK/IMYECKHX CUCTEM HA OCHOBE
THA30JIOB U THAAUA30JIOB, OBJIAJAIOIIUX BUOJOTI'NMYECKOU AKTUBHOCTBIO

B HacTosiiee BpeMsi B MUpe HaOMIOJaeTCss Pe3KHi BCIUICCK PA3NHUYHBIX 3a00JeBaHUN 1O Beeit
IIJTAHETC. O)IHI/IM n3 @aKTOpOB OTOT'O ABJICHUA SABJIACTCA IPOLIECC rn06an1/13au1/m 1 MUI'pallii HACCJICHUA
M0 BCEMYy 3eMHOMY Miapy. XapakTep A3THX 3a00JeBaHHMN CcaMblii Pa3HOOOPa3HBIH — OT CEepACYHO-
COCYJIUCTBIX M OHKOJOTHYECKHX JIO TICUXMYECKHX PACCTPOMCTB pasIM4HON crerneHu. Bee 3T dakropsl
TpeOyIoT OoJiee MacITAOHBIX Pa3pabOTOK HOBBIX CYOCTaHITH JICKAPCTBCHHBIX BEIIECTB.

Ananus JIMTCPATYPHBIX OJAaHHBIX IMOKa3bIBACT, YTO OoJjbIIasg 4acTh JICKaApCTBCHHBIX IMPCrapaToB
OTHOCHUTCS K KJIACCy TeTePOIMKINICCKUX COCIUHCHHMA, MPUYEM CpeAu OWOJIOTUYECKH aKTHBHBIX
BEIICCTB, 3HAYUTENBHAS YaCTh OTHOCHTCS K CEPO- M a30TCOJEPKAMIM TeTePOIHMKINISCKUM CHCTEMaM,
TaKHM, KaK THA30JIbI 1 THAAa30JIbI.

Llenpro HACTOAIIETO WCCICHOBaHUS SBISCTCS pa3pabOoTKa HOBBIX CYOCTaHIUI JIEKapCTBEHHBIX
BCIIIECTB HA OCHOBE TETEPOIUKINYCCKAX CUCTEM, & UMEHHO, aMHHO M THAIUa30JI0B, KOTOPBIE MMEIOT
3HAYHUTENBHBI MMOTEHIMAN B IJIaHE BO3MOXXHOCTH XHUMHUecKoW Moaubukanmu. B 3ToM T1uiaHe
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JIOCTAaTOYHO TEPCICKTUBHBIM SBJISIETCS BUPTYaIbHBIM CKPUHUHT, B YacTHOCTH mporpamma PASS,
MO3BOJISIIOIIAsT  MPEIBAPUTEIHLHO IMPOTHO3UPOBATh OHMOJOTMYECKYI0 aKTHBHOCTh IPEIOJIaraeMbIX
COEIMHEHUM.

[IpoBenennple HaydHBIE WCCICNOBAHHUS TMO3BOJSIOT IIOJYYUTh HOBBIE (DYHKIIMOHAIBHBIC
MPOM3BOHbIE HAa OCHOBE a30T- W CEPOCOJAECPKAIIUX IISITHYWICHHBIX TeTEepPOLUKIOB (THA30JIOB,
THAIMA30JI0B), oOnajmaromue OUOJNOTHYECKOH U (H3MOJIOTHYECKOW aKTUBHOCTBHIO. B  pesynbTare
MIPOBEJICHHBIX MCCIIEI0OBAHUI BEISBICHBI HaMOOJIee EPCICKTUBHBIE COSUHEHUS, CIOCOOHBIE TIPOSBIIATH
pa3nuyHbIe BHUIBl OMOJOTHYECKOW AaKTHBHOCTH. TakWe Kak aHTHOaKTepuanbHAas, aHTHOKCHIAHTHas,
MPOTHUBOOIYXOJIEBbIE JCUCTBUSA W Jp. B 3TOoM miaHe, Ha Ham B3TJsA, HanOoJiee MEPCHEKTHBHBIM
HamnpaBlICHHEM SBISIETCA peakius (pochopruupoBaHus TMPOU3BOJHBIMU TPEeX- H ISTHBAJIECHTHOTO
dochopa, KOTOphIe MOTYT OCYIIECTBITHCS C YIACTHEM CBOOOTHON aMUHO-TPYIIITHL.

B mmrteparype [1] wMeeTcs HECKOIBKO COOOIIEHWH, OMMCHIBAIOINX Mpou3BOAHBIE 1,3,4-
THaIMa30ja ¢ TOYKM 3PEHUS UX PA3TUYHONH OMOIIOTMUECKOW aKTHBHOCTH, M HauOoJiee aKTyallbHbIE H
HEJaBHHE HCCIICOBAHUS TIOKa3ajdy, YTO OHH OO0JIAJaf0T IIUPOKHM CIEKTPOM (hapMaKoJIOTHIECKOM
aKTUBHOCTH, KOTOpBIE KIacCH(PUIMPYIOTCA IO CIEAYIOUIMM KaTeropusiM: aHTHOaKTepHaabHas |
MPOTUBOTPUOKOBAs, MPOTHBOOITyXoJeBas [2], mpoTuBocynopoxHas [3], mpoTHBOBocmanuTensHas [4],
NpOTUBOTYOEpKyne3Hast [5], mpoTuBoBHpycHas [6], aHTWJICHIIMaHHO3HAs, TPUXOMOHAIOLMIHAS
aKTHUBHOCTH [7], a Tak)ke HHTHOUPYIOIIAs aKTHBHOCTEH KapOoaHruapass [8].

CunTe3 PYHKIMOHATBHBIX MPOU3BOIHBIX HA OCHOBE 2-aMHHO-5-aJIKMII-1,3, 4- THaAMAa30J1a

Knaccuueckuiéi  mMerom  MONydeHHS  MPOU3BOIHBIX  2-aMHHO—bS-ankui-1,3,4-Tnaamasona
3aKII0YaeTcs BO B3aMMOJEHCTBHM THOCEMHUKapOa3wIa W pa3NIudYHbIX  alu(paTHYeCKUX KHUCIOT
OpPTaHUYECKON MIIM HEOPTraHMIECKOW MPHUPOABl. BBIIO ycTaHOBIEHO, UTO HanOOJee BRICOKAN BBIXOJ TaeT
npuMeHeHue cMecu 25% KOHLEHTPHPOBaHHOH cepHO u 75% mommdochopHOit kucnoTel. [Ipuuem,
HEOOXOAMMO MEJUICHHO TMpPHOABIATh K OXJAXKACHHOW CMECH KHCIOT pPACCUYUTAHHOE KOJIUYECTBO
THOCeMHKap0a3uma, a 3areM JO0aBISIFOT DKBUMOJBHOE KOJHMYECTBO ann(aTHYeCKOil KHCIOTHI
Heo0xoauMo moaaepKuBaTh TEMIIEPATypy peakiuonHou cMecu B npenenax 10--20°C. YroObl nzdexath
pa3noxkeHus THoceMuKkapOasua.

[Ipu mpoBeneHNN peakuy B TMPUBEACHHBIX YCIOBUSAX PEaKIHs MEXKIY THOCEMHKapOasuaoM U
annpaTHIECKON KHUCIOTOWM TMPUBOAUT K 0Opa3oBaHUIO areTHITHOCeMHUKapOasuma. JlanpHeitmmas
HUKIM3anus  oOpas3yromerocs: aneTHiITHOCeMUuKapOasuaa MpOTeKaeT MpHU HAarpeBaHWU PEaKIMOHHOM
cmecu 110 100-130 °C, uTo mpuBOAXT K 00pa30BaHUIO THAMA30JIa H PEAKIIHs 3aBepIIaeTcs B TeYeHNH 3-4
yacoB. [lo OKOHYAaHWM peakIuy, 3aKITIOYAroIIeHcs B IUKIOJCTHApPATAINH, PEaKIHOHHYI0 CMeCh
pa30aBiIfAOT AMCTHUIMPOBAHHOW BOJOW, 3aT€M OXJIAXKIAIOT J0 KOMHATHOW TeMIeparypsl |
HEUTPANM3YIOT pPEaKUUOHHYI0 CMEChb pacTBOpOM aMMmuaka 10 BenuuuHsl pH 6-7. Ilpu sTom
o0pasyroluiics aMUHOTHAINA30JT OTICIAIOT GUIBTPOBaHHEM Ha BOpoHKe broxuepa. [9].

Cunre3 (YHKUMOHAIBHBIX MPOU3BOAHBIX THAAUTHA30JOB - 2-aMHUHO-5-meTHI-1,3,4-
THAAUA30J1a

B Tpexropmyio xonby ¢ oOpaTHBIM XOJOAMIBHHUKOM M TEPMOMETPOM IOMeCTWIH 18 T cepHOii
KHCIIOTH U 54 T monmdochopHON KUCIOTH B oxJaxaanu no temmepatypsl 10-15 °C. K manHO# cMmecH
nobasisirot18,2 1 (0,2 Mosb) THoceMukapOasuaa. K oOpa3oBaBiieiicss peakiMOHHHONW CMECH MOCTEIIEHHO
npubasisioT 12 1 (0.2 Mosb) ykeycHOM Kucnotsl. [Ipu aTom peakunonHas cMech pasorpesaercs 10 60 °C
u nanee HarpesaioT 10 100 °C u mpu dTOM peakiusl 3aKaHINBACTCS B TEUCHUH 3-X 4acoB. B manpHeiem
B PEaKIMOHHYIO CMECh J00aBJISIOT Bogy M AoBoaiar pH no 7-7,5 noGaBiieHUEM THIPOKCHA aMMOHWUS.
ITpu 3TOM BBINIAAAET 0CA0K, KOTOPBIN MPOMBIBAIOT BOAOH U CYIIAT B CyHIiabHOM 1ikady [9].

0 . N—N

& .
Hic—cZ ¢ NH, /4 )\
B Ny HC NH,
H

B pesynprare cuntesa Obuio moaydero 21,0 r (91,5% ot Tteoper.) 2-amuHO-5-metmi-1,3,4-
THaauasona. Temmeparypa miaBaeHus JaHHoOro BemecTsa 218-220°C.
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Cunre3 pyHKIHOHATHHBIX MPOU3BOIHBIX THAMUTHA30J0B - Ouc(5-amuno-1,3,4-Tuagnason-2-
WJ)3TaHa

O OH N =N
HOJ\/\“/ ! B J\ HN/NHZ — 5 /(‘FM“%NHZ
0

B Tpexropnyo konby ¢ oOpaTHBIM XOJOAMIBHHKOM W TEPMOMETPOM IOMECTHIHN 18 T cepHOit
KHUCIIOTHI B 54 T monmudochopHoii KucioTsl BBOIAT 18,2 1 (0,2 Mois) THOCEMuKapOa3uaa. Peakimmonnyro
cMmech oxnaxaaroT 10 10-15 °C u mobasmsrot 11,8 1 (0.1 Moab) sHTApHON KUCIOTHL. PeakiinonHas cMech
pasorpeBaercs a0 60°C u 3akaHuuBanu peakiuu HarpeBanuem no 100-105 °C B teuenue 3-4 yacos.
3areM HEUTpPalIM3yl0T PEakMOHHYI0 CMECh PacTBOPOM T'MIpokcuaa aMMmoHus no pH 7-7,5. Bemasmmuit
0caZioK OT(UIETPOBEIBAIOT. IIpOMBIBAIOT BOIOM Ha (DHIBTPE M CYIIAT B CyImmuIbsHOM mkady [10].

CuHre3 PyHKIMOHATBLHBIX MPOU3BOIHBIX THATUTHA30J0B - 6uc(5-amuuo-1,3,4-tnagnazon-2-
WI)TeHa

B tpexropmyro xonby ¢ oOpaTHBIM XOIOIWIBHHKOM U TEPMOMETPOM TOMECTHIN cMech 18 T
CepHOM KUCIOTH U 54 r nonudochopHoi kucaoTel. 3ateM Ao0Oapisitor 11,6 T (0.1 MOJb) MaaeHHOBOM
KHCJIOTHI K PeaKIIMOHHOM cMecH. PeakinoHHyto cMech oxnaxaart 1o 10 -15°C u nobarmnsror 18,2 1 (0,2
MOJIb) THOCEMHKapOasuma. HarpeBaror peaknmmoHHYIO cMech 10 TemmepaTypbl 60°C W peaxiio
3akanguBaroT HarpeBanueM mpu 100-105°C B Teuenne 3 gyacoB. B peaknmmoHHYI0 cMeCh T0OABJISIOT BOIY
(50 mn) wm goBomsar gmo pH 7-7,5 noGaBmenmem 110 My pacTBopa THIpPOKCHIA aMMOHUS,
OT(UIBTPOBBIBAIOT BHIIABLIMK 0CAJ0K, TPOMBIBAIOT €ro BOAOH 1 cymar. [10].

N—N N—N
My NH%W >\NH2

Hccnenopanne xumudeckoi Moanpukanun ouc(5-amuno-1,3,4-tuannason-2-mi)Irana

Wzydenne nmuTepaTypHBIX JaHHBIX MOKA3aJI0, YTO XUMHYECKYIO0 MOJU(PHUKAIINIO CHHTE3UPOBAHHBIX
COCIMHCHUH paHee He uccienoBani. Ha Hamr B3rsi, HanOolree MepCeKTHBHBIM MIPEICTABIISICTCS CHHTES
(YHKIIMOHAIBHBIX TPOM3BOJHBIX - a30MeTHHOB (ocHoBaHwmii [lIudda), kKoTOprle MOTYT B JaJbHEHIIEM
WCIIOJIb30BaHbl B KAYECTBE aKTUBHBIX CHHTOHOB B CHHTE3€ HOBBIX OMOJIOTMUYECKU aKTHBHBIX CyOCTaHITUI
JIEKapCTBEHHBIX BEIIECTB. B pe3ynbTare TMONy4eH HOBBI CHHTOH, CTPOEHHE KOTOPOTO JO0Ka3aHO
nanaeiMu MK-criekTpa, B KOTOPOM OTCYTCTBYIOT CHUTHAJIBI CBOOOJHBIX aMHUHO-TpyIIl B obnactu 3240 cMm-
1, KOTOpbIE NPUCYTCTBOBAIM B UCXOJIHOM JAUAMUHE.

H COOH

O=O/
X

\ N N
& Neoen H

O

Ph —gzN/Z_M_S\Nzg—Ph

[lonyyeHHoe coennHEeHHE MPENCTABIsIET CO00i Oenoe KpUCTaUIM4ecKOe BEIIECTBO C T.mI. 198-
199°C. Crpoenune ompenenuiu 1mo nanHeiM MK-criekTpa, B KOTOPOM OTCYTCTBYIOT ITOJIOCKHI TTOTJIOMICHUS,
XapakTepHBIC JUI CBOOOAHON aMHHO-Tpymmbl 3220 cM™, MPHCYTCTBYIOIIEH B HCXOAHOM JHAMHHE.
[IpHCYTCTBYIOT MOJIOCK TIOIMIOMICHHS, XapakTepHsie j1st C=N rpynmnsl B o6mactu 1470-1475 cm™
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NHO®OPMATUKA IIOHIHEH OJIMMIINA TIAJIA KIBEPLJIETIH
KATEJIKTEPIIH AJIIBIH AJTY

Kanpaii neHreiine ©OonmmacblH WHGpOpPMAaTHKa MOHIHEH OJMMITMANA TalCHIPMANAPBIHBIH HETi3ri
OarbITHI 01 mpoOeManaps! menry. Ecenteri KOHCONbaH OKUTHIH aKmapaT IIeri KemTiri MeH OepinreH
TarCBIPMAHbIH  IIAPTTHIH KYMOAKTAIFaHbl OKYIIBIHBIH TpoOJeMaHbl IICNIyre JIEeTeH BIHTACHIH
anmakratanel. OmaH OeJiek TINTi eCeNTi NIbFapFaHHbBIH ©31HJe KIpIC TEeH IIBIFBIC MAIIMETTEP/IIH
bopMmaTbiHa JYPHIC KOHLI OOJIMETCHIIKTEH OJMMITMAIA/IaH OilaraH yITaiblH ana ajaMail skaraaer [1].
Onumnuaza OCBIHIAHN JKoHE 0acKa Jla KETETiH KaTeNKTEP Il TAJIAIl OJapIbIH aJIbIH aly KOJIAPBIH OCHI
MaKaaia KapacThIpaMbIH.

2023 >xpuTFbl ayJaHIbIK OJMMIINaAana exiMi3aid Oip ayaaHbiHAa Oip CHIHBINTAH OapiblK OKyuIsl O
Gamman anran [2]. By skepae onappiH OUTIMIHIH TOMEHIIT, SFHH KOJ jKasza alMaljbl JereHIIi
oinmipmetini. Kox ska3zraHpIMeH ecenTiH OepinreHiHaeri ¢popMaTrka MoH OepMereH. SIrau coir GopmaTka
cail erinm Kipic >koHE IUBIFBIC (QYKHUMSIIAPBIH Ayphic >ka3z0araH. KaHima »epaeH KOATBIH KaHKACHI,
anroputmbl 100 maitp3 mypeic OONFaHBIMEH, Kipic TEH HIBIFBIC MANiMeT (hopMaTTapblH JypblcTaMaca
OKYIIBIHBIH eHOeri 3as ketemi. OCHl KBUIFBI ayJaH OJIMMITHAIACHIHBIH ajFallKkel ece0iHe MOH Oepcek
(cyper 1), sxanrbI3 sxoi1a 3 caH OepiseTiHi )Ka3blUTFaH.
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