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VccnenoBanus B 00J1acTH COBPEMEHHOM XMMHH PACTHTENIBHBIX BEIIECTB B PECITYOJIMKE U 38 PYOEKOM ITOCBSIIECHEl MHO-
TOIUIAHOBOMY M KOMITJIEKCHOMY H3YYEHHIO PACTUTEIBHOTO CHIPHS, BKIFOYAIOIIEMY BEIJIEJICHHE U YCTAaHOBJICHHE CTPOCHHS U XH-
MHYECKHX CBOHCTB KOMIIOHEHTOB PAaCTEHHUH, MCCIIEIOBAaHNE NX OMOJOTHYECKON aKTUBHOCTH, pa3paboTKy S (QEKTHBHBIX U 9KO-
JOTHYECcKU 6E30IaCHBIX CIIOCOO0B KOMIIIEKCHO IepepaboTKU PaCTHUTEIBHOTO ChIPBSL.

IpuBnexarensHOCTh 1,2,3-TpHa30i10B 00yCI0BI€Ha MHOTOIPAaHHOCTBIO UX PEAKIMOHHON CIIOCOOHOCTH, a TaKXkKe IpaK-
THYECKHUM HCIIOIb30BaHUEM IPOM3BOIHBIX 1,2,3-TpHa30I0B B KauecTBE JEKapCTBEHHBIX cpeacTB. MoaudUKaIusa MoKy Ipu-
POJIHBIX COCAMHCHHUH ITyTEM BBEACHHUS TAKOTO 3aMECTUTEIIS SIBISCTCS OJJHUM U3 HEPCIICKTUBHBIX HAIIPABJICHUH B IIOMCKE HOBBIX
OUOJIOTNYECKH aKTHBHBIX COCMHCHMIL.

AHanmm3 pe3yNbTaToB SKCIEPUMEHTOB IO OIIEHKE aHAIBI€THIECKONW aKTHBHOCTH TIOKa3all, 4to oopasusl (5) u (3) obna-
JIAI0T CIIOCOOHOCTBIO0 YMEHBIIATh BHIPAKEHHOCTh CIIENU(PHUYECKUX HOLHMIEITHBHBIX OTBETOB y KPBIC IIPH XMMHYECKOM pasJipa-
*KeHun OprommHpl. OTMEUEeHO, YTO MIPU BHYTPUOPIOLIMHHOM BBe/IeHHH 1% pacTBOpa YKCYCHOW KUCIIOTHI Y BCEX MOJOIBITHBIX
’KUBOTHBIX BO3HHMKAJIM «YKCYCHBIE KOPYHM» (XapaKTepHbIE NBMKEHHs >XKMBOTHBIX, BKIIOYAIONIME COKpAICHHWE OPIOIIMHHBIX
MBI, YePETYIONIHECs C X pacciadieHreM, BRITATMBAHUEM 338 JHAX KOHEYHOCTEH U MPOTUOAHNEM CITHHBI).

Knrouegvie cnosa: ankanouabl, TUTH3KUH, XMHHUH, JTYIIMHAH, KOMOWHUPOBaHHbIE TPOU3BOHEIE, (hapMaKOJIOTHYECKast aK-
THBHOCTb.
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B 370i1 cBsI3M O0MBIIYIO aKTYaJIbHOCTh IPHOOPETAIOT UCCIIEJOBAHMSI, HAIIPABJICHHBIC HA KOMIUIEKCHOE U3Y-
YEHHE aKTHBHBIX KOMIOHEHTOB OTEUECTBEHHOTO CHIPBS, C LIENIBIO CO3/IaHMSA HA UX OCHOBE HOBBIX BBICOKO3((eEK-
TUBHBIX IIPENapaToB Ul HYX I IPaKTUUECKOH MEAUIIHEIL.

CuHTe3 COeTMHEHNH, COYETAIOMNX B OJHON MOJIEKYJE pa3iIWdHbIe (YHKIMOHAIbHBIE (DPATMEHTHI, BBHI3BI-
BaeT MHTEpPEC B IUIAHE W3Yy4YCHHUsS] MX B3aMMHOI'O BIIHMSIHUS Ha OMOJOTMYECKYIO0 aKTHMBHOCTb M PAaCKPHIBAET HOBBIE
BO3MOYKHOCTH JUISI TIOCJIEAYIOIIECH HalpaBICHHOW XUMIUECKOi MoanuKanum. B HacTosmee BpeMs pacTeT HHTEpeC
K CHHTE3y KOMOMHHUPOBAHHBIX COCTMHEHHH HA OCHOBE PA3JIMYHBIX AJIKAJIOHIOB IyTEM BBEACHUS B UX MOJIEKYILY
(hparMeHTOB JTAKTOHOB, (pJIABOHOM/IOB ¥ JPYTUX OMOJIOTHYECKN AKTUBHBIX COCTUHEHHH.

B Hacrosimiee BpeMsi CHHTETHYECKHE TpaHc(hopMaluy MPUPOIHBIX COSTMHEHHI IPOYHO BOLIUTH B YHCIIO Be-
IYIINX HaIpaBIeHUH ¢apMareBTHdeckoil Hayku [1—4]. DTo CBA3aHO C YHUKAIbHOW CTPYKTYypOH W OMOJOTHYe-
CKUMH CBOWCTBaMH BEILIECTB, CHHTE3UPYEMBIX B PE3YJIbTATE CIIOKHBIX OMOXUMHUYECKUX MPOLIECCOB KU3HEAEATEIIb-
HOCTH. AJIKaJION/bI — OJJHU U3 TIEPBBIX COCANHEHNH PACTUTEIBHOTO IIPOUCXOXKICHNUS, 00paTUBIINX BHUMaHHUE (ap-
MaKOJIOTOB JJIsl CO3JIaHMs JIeyeOHBIX MPenapaToB Ha MX OCHOBE.

K uncny ankamonnos, IepCIEKTHBHBIX JISI CHHTETHIECKOH TpaHC(OPMAIH, OTHOCUTCS LIUTHU3UH, 00Ja1a-
IOIINIT BBICOKOW (PU3UOJIOTUUECKON aKTHBHOCTBIO. YUEHBIMHU YK€ CHHTE3UPOBAaHBl KOMOMHUPOBAHHBIE TIPOU3BO/I-
HBIC JAHHOTO aJIKAJIONA ITyTEM BBEACHHS B €r0 MOJIEKyy (parmenra ¢raaBorona (7-ruApoKCHH30(IIaBOHOB, 3-
reTapui-KyMapuHOB, 7-THAPOKCU-3-apuiikyMapuHOB). IIpy M3y4eHUN BO3MOXHOCTH HCIIOJIB30BAHUS aJKAIOHA
IIUTU3UHA B PEAKIISIX aMIHOMETHIMPOBAHMS aHAJIOTOB IIPUPOAHBIX (DITaBOHONIOB OBLIO YCTAHOBIICHO, YTO BBEJIC-
HHE (parMeHTa aJIKaJIoH/a yJaeTcs OCYIIECTBUTh TOJBKO C MCHOJIb30BAHUEM METHIICH-OUC-LIMTU3NHA, MOJy4YeH-
HOTO M3 IUTH3MHA U AuionMeTaHa Wik popmannHa [5—8]. Takum 00pazom, HOTy4IeHHE KOMOMHUPOBAHHBIX ITPOU3-
BOJIHBIX aJIKaJIOW/1a IMTH3MHA C MOJIEKYJIOH (hJIaBOHOMIOB MPEACTABISET HHTEPEC KaK ¢ XMMHYECKOH, Tak U ¢ O1o-
JIOTUYECKON TOYKH 3PCHUSI.

CuHTe3upoBaHbl KOMOMHUPOBAHHBIE TPOU3BO/IHBIE, COUYETAIOIIME B OJTHON MOJIEKyJIe IYNTHHUHOBBIH U (ia-
BOHOWIHBIN sI/ipa. ANKaJIOH] JYIHHUH 001aaeT pasHooOpa3HOH OHOIOrndeckoil akTHBHOCTHIO. JleiicTBHEM pe3a-
neroeHoOHa Ha OPOMUCTBIH JIYITMHKH U MOCJEAYIOIIEi KOHAeHCAIIeH TT0JIyYeHbl XalIKOHBI, KOTOPBIE TP U30Me-
PH3ALMH ¥ OKHCINTEIbHON IUKIM3AIMK 00pa3yloTcs B TyNHHIIGIABOHOMb! [9]. UHAMNHCKIMHI yI€HBIMHA CHHTE3H-
poBaHbI (hJTaBOHOMIHBIC AJIKAJIOUBL, TJI€ B CTPYKTYPY GypaHod1aBOHOMIOB BBECHBI (hparMeHThl HHA0Ma [10].

Jonroe BpeMsl XHHOJIM3UAMHOBBINA aNKalous (-)-IUTHU3MH HE HAXOIWI IIMPOKOTO TEPANEBTHUECKOTO MpPH-
MEHEHHS, IOMHMO HCIIOJIB30BaHUS B Ka4eCTBE aHAJENTHKA U JUI JedeHHs TabauHO 3aBUCHMOCTH, OJTHAKO 3a J[Ba
TIOCJICTHUX JIECATHIICTHS CTAJI OMYJIIPHON CXOTHOM MaTpHIeH U CHHTE3a BELIECTB C MOTEHIIMATbHBIMHI HEWpPO-
TPOIHBIMHE cBoMcTBamH [ 1 1-14] BBUly HAJIMYKS y HETO BEICOKOTO CPOJACTBA K HUKOTHMHOBBIM PEIeITOpaM aleThI-
xonuHa (nAChR), KOTOpBIE CBS3aHBI C TOCTOSTHHO PACTYIINM CITHCKOM Oorne3Hei [15].

[Tpn HaNMMuYMK YHUKAJIBHOTO (PU3MOJOTUYECKOrO BO3/ICHCTBHUS HA OPraHMW3M YeJIOBeKa aJIKAJIOMIBI B TO Ke
BpeMs 001aJar0T MOOOYHBIM, TOKCHYHBIM JeicTBreM [16, 17]. B cBsA3M ¢ 3THM HCCIeAOBATENH MOILTH MO MYTH
XUMHYECKOH MOAN(HUKAIINH 3TUX BEIIECTB C LENbI0 MOTYYEHHUS MPOU3BOIHBIX, KOTOPBIE COXPaHSIN OBl CBOE OC-
HOBHOE (DM3HOJIOTHYECKOE JICHCTBUE U JIMIIAINCE OB HEXXENATEeIbHBIX TOO0UHBIX 3¢ ekToB. CieayeT OTMETHTb,
4TO coenuHeHus ¢ 1,2,3-Tpra3osibHbIM (parMeHTOM 3apEKOMEHI0BaIH ceOst B (hapMaKoJIOTUH KaK aHTHOAKTepH-
aJbHbIE Ipenaparhl HUPOKOro crekTpa aerucTeust [18].
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Hcnone3dyemble B paboTe pearcHTH: METaHCYJIb(QOHWIXJIOPHI, a3uja HAaTPUANPUOOpETEHB Y (QHUPMBI
AlfaAesar. PactBoputenu (XJIOpUCTBIN MeTHIICH, TpHATWIaMuH, JIM®MDA) OYHUIIIEHBI 110 CTAHJAPTHBIM METOAMKAM.

B kauecTBe aIKHHOBOTO KOMITOHEHTA B PEaKLIUH [IMKJIONPUCOETMHEHHS ObUT HCIIOIb30BaH N-IIporapruiiy-
Th3wH [19-21].

Peaxunio N-nponaprunurnsuna (1) ¢ a3unom aynuHuHoM (2) npoBoawnu npu HarpeBanuu (85 °C) pea-
reaToB B IM®A B npucyrcrun CuSO4-5H>0 u ackopbara HaTpus.
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Coenunenne (3) ounIaad KOJOHOYHOH Xpomarorpadueil Ha OKHCH aIIOMUHHUSA. Jlajnee aHaJOTHYHO peak-
1o N-nponaprunutusuta (1) ¢ asunom xuHnHOM (4) npoBoannu npu Harpesanuu (90 °C) pearenros B JJMDA
B npucyrcteun CuSO4-5H>0 u ackopbata Hatpus. [lomydero coenunenue (5).
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Coueranne Cu(ll)-ackopbar HaTpus» obecrednBasl peruoceyekTuBHoe obpa3oBanue 1,2,3-Tpuasona; npu
9TOM acKopOaT HAaTpHs BBICTYIIAT B POJH BOCCTAHABIHMBAIOIIETO areHTa, MCKIIOYAIONMEr0 00pa3oBaHue MPOTyKTa
romo coueranus. Ctpoenue coequnennii (3, 5) Obln moaTBepskacHBI MeTogamu SIMP'H u'3C cnextpockonumy.

Memoouka nonyuenus 3-((I1-((okmacudpo-1n-xunonuszun-1-un) memun)-1H-1,2,3-mpuazon-4-un)memun)-
3,4,5,6-mempacudpo-1-H-1,5-memanonupuoo[1,2-a] [1,5]ouazoyun-8(2n)-on (3). Cmech 0.94 r (4.1 mmonn) N-
nponapruwinutu3uHa, 0.8 T (4.1 mMons) asuma mynuauna, 0.051 r (0.05%) Megroro kymopoca u 0.04 T (0.05 %)
ackopOara HaTpus B 15 i1 aumetridopmamuaa nepemerinnbarot 8 u nipu 85 °C. [Toce 3aBepIeHus peakiiui CMeCh
OXJIXAIOT M 3KCTPArupoBaiu xyuopogopmom. OpraHUYecKAil CIOH BBICYIIMBATN HaJ OE3BOIHBIM CYIh()aToM
HATpUs ¥ YIapHBaIOT HA POTAIMOHHOM Hcrapurelie. OCTaTOK OYHIIAIOT KOJOHOUYHON Xpomarorpadueil ¢ ucrob-
30BaHUEM CHCTEMBI Xjopodopm : ataHoi (1 : 1). Bexon 1.25 r (72.2%) B BUIE TEMHO-KOPHYHEBOTO BEIIECTBA.

Memoouxa nonyuenus coeounenus (5). K pactBopy (2.86 Mmonb) a3una xuHuHa B 15 M qumerundopma-
MuJIe 100aBISIOT ocsienoBaresibHo (2.86 Mmous) N-nponaprmurusuna, (0.05%) meanoro xymnopoca u (0.05%)
ackopbara HaTpus U nepememnBaioT 5 1 mpu 90-95 °C. Tlocne 3aBepiieHus peakuy CMeCh OXJIAKIAIOT U SKCTpa-
rupyloT xjopodopmom. Opranndeckuii ol BICYIIMBAIOT HaJl 0€3BOIHBIM CYNIb(aToOM HAaTpHs M yIapHBalOT Ha
poTanoHHOM ucnaputene. [lomydeHo TeMHO-KOpUIHEBOE BenlecTBO (5) OpyTTo-hopmymnoit C34H3z9N70;.

[To nuTepaTypHBIM JAaHHBIM, aJKAJIOWABI MIPOSIBISIOT aHTUMHKPOOHBIE M aHalbreTHueckue coiicTa. I1o-
ATOMY HaMH MPOBE/IeHa OL[EHKA aHTUMUKPOOHBIX M aHAIBI€TUUECKHX CBOWCTB 00pa3I0B MPOM3BOAHBIX AIKaJIOU
mutrsuHa (5) u (3).
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Anmumuxpo6buyio axmuernocms 00pasnos (3, 5) u3ydann Ha peepeHTHBIX TECT-MUKPOOPTraHu3Max: (haKyJib-
TaTUBHO-aHAdPOOHBIE TPAMITOJIOKUTENbHBIE KOKKU Staphylococcusaureus ATCC 6538, aspoOHbIe rpaMITOIoKH-
TeNbHbIE criopoodpasyromue nanodku Bacillussubtilis ATCC 6633, rpaMoTpunaTelibHble TaT0YKU (HaKyIbTaTHB-
HBIe aHA3pOOBI Escherichiacoli ATCC 25922 aspobusie Pseudomonasaeruginosa ATCC 27853 u X qpoxKeBOMY
rpudky Candidaalbicans ATCC 10231 metonom muddy3uu B arap (JiyHOK). TecT-mTaMMbl MHKPOOPTaHU3MOB,
UCTIONIb30BaHHBIE B HCCIIEIOBAHNH, MTOIYICHBI N3 AMEPUKAHCKON KOJIJIEKIIUH THIIOBBIX KYJIBTYP

st uccnenoBanust Opajii YUCTBIE KYJIBTYPhl TECT-IITAMMOB, KOTOPBIE MPEABAPUTEILHO BHIPAIMBAIN Ha
xkunakoit cpene pH 7.3+0.2 mpu temnepatype ot 30 mo 37 °C B TeueHne 24—48 4 Ha CKOIIEHHOM MSICOTIETITOHHOM
arape. CTaHaapTHyl0 OaKTepUaIbHYIO CYCIIEH3HIO TOTOBIIIM ITyTEM pa3BeleHUIKYAbTypsl 1 : 1000 B crepuibHOM
0.9%-HOM pacTBOpE HaTpuUs XJIOpHIA W30TOHHYECKOM. BHOCHIN o 1.0 MJI COOTBETCTBYIOLIYIO OaKTepHAIbHYIO
CYCIEH3HIO B YalllKH C COOTBETCTBYIOLIMMH AJICKTHUBHBIMH, ITUTATESIBHBIMU CPEAaMH JUISl M3YYaeMBbIX TECT-IITaM-
MOB U 3aCeBallil IO METOY «CIUIOIIHOTO Ta3zoHa». [locie moacymmMBaHMUS Ha MOBEPXHOCTH arapa (GopMUpPOBAIH
JYHKH pazMepoM 6.0 MM, B KOTOpbIe BHOCHIIH 110 20 MKII UccieayeMoro oopasia. B koHTposie ncrois3oBanu Boay
JUTSL HHBEKINH, KOTOPYIO HCIOIb30BaH AJISI Pa3BEACHHS MPOO B 9KBHOOBEMHBIX KonmdyecTBax. [loceBsl nHKYOHpO-
B npu 37 °C B Teyenun 24 u gnsa Oaktepun u npu 30 °C B TeyeHuwm 48 4 I IPOXKIKEBOro rpuOKa
Candidaalbicans. B xoe N3y4eHHs ONPEeIBIIN TUaMeTp 30H HHruOnpoBanus. Kaxxapiii 00pasell NCIIBITHIBAIICS B
TpeX HapaJuleNIbHBIX OnbITaxX. [ cCpaBHUTEIbHONW XapaKTEPHUCTHKH aHTUMHUKPOOHOW aKTUBHOCTH HCIIOJIb30BAJIH
pacTBOPHI aHTHONOTHKOB: OCH3MII IEHULMIUINH HAaTPUEBON CONM, TeHTAMUIIMH, HUCTATHH.

MuHuManeHylo HHrHOMpYomyto konuentpamuto (MUK) obpasuno AH2, AH4 onpexnensinu Metonom ce-
PHUHHBIX pa3BeICHUI 3TAaHONBHBIX PACTBOPOB MCIBITYEMBIX 00pa3IoB B IMHTATENbHOM OynboHe. [ mpoBeneHus
METO/Ia CEPUIMHBIX PA3BEICHHUI UCTIONB30BAH CYCIIEH3UH TECT-INTaMMOB B Konuentpanuu 10® KOE/min. Cycnen-
3HI0 TECT-IITAMMOB MUKPOOPTaHN3MOB TOTOBHJIM U3 CYTOYHBIX KYJbTYp, BRIPAIIEHHBIX HA CKOIIEHHOM arape IpH
temneparype 37 °C B Tedenue 24 u, nis qposxoxeBoro rpubka Candidaalbicans 30 °C B TeueHnn 48 4. AHTUMUK-
POOHYIO aKTHBHOCTH 00pa3IOB UCCIIEIOBANN TP pa3BeACHUAX B mpeaenax 1.56—50 Mxr/min. B kaxmyro mpooupky
¢ pabo4uM pa3BelleHneM KaXKJ0ro HCIbITyeMoro oopasua BHocuu 1o 0.1 M MUKpOOHO# B3BeCH B KOHIIEHTPALIUH
10 KOE/min. Ilponeaypy HOBTOPSUIM IS BCEX HCIBITYEMBIX KYIbTYpP. B KOHTPOIBHBIE HPOOMPKH IOMEIIAIH
B3BECh MUKPOOOB € IHUTATENbHON cpenoil 0e3 oOpasia. CMech MHKYOUPOBAJIH B TepMOCTaTe B TeueHue 24—48 4, B
3aBUCHMOCTH OT KJIacCa MUKPOOPTaHNU3Ma.

3areM BHU3yalbHO ONpE/eNNB HalM4KMe MYTHOCTH B KakKJOH U3 NMPOOHMPOK, BRIOHpANU Ty U3 HUX, KOTOpas
coJieprkalia IPO3pavHylo CYCIIEH3HIO U HAMMEHBIITYI0 KOHIIEHTPANIO aHTUMUKPOOHOTO areHTa. JTa KOHIEHTPAIHs
cootBercTBOBasa MUK. Pe3ynbraTsl yCpeaHsIIH 10 JaHHBIM TPEX SKCIEPUMEHTOB.

AHaNbreTH4ecKylo akTHBHOCT 00pa3ioB (3, 5) u3y4ann Ha 3KCIIEpUMEHTAIbHONH MOJIETM XMMHUYECKOT0 Pa3-
JipaxxeHUs OPIOIINHBI, MHAYIIMPOBAHHOTO BBEIEHIUEM YKCYCHOM KHUCIIOTHI (TECT «yKCYCHBIE KOPUM») Ha OenbIx bec-
MOPOAHBIX MbIax Maccor 20-25 r. Kopuu BbI3bIBaSIM BHYTPHOPIOIIMHHEIM BBeieHHeM 0.75% BopHOTO pacTBOpa
YKCYCHOM KuCOTHI B 1o3e 1 it Ha 100 r Macchl Tena )xuBoTHOTO. Mccnenyemple BEecTBa BBOWIA BHYTPHKEITY-
JIouHO 3a 30 MMH 10 BBeEHUs YKCYCHOU KucnoThl. [loacueT uncna kopuel npoBoauiau cyctsi 20 MUH Mociie BHY-
TPHUOPIOLIMHHOTO BBEJCHHUS yKCYCHON KHCIIOTHI B TeueHHe 30 MuH. M3yuaemble BelecTBa B BHIE KPaxMaIbHOMH
CJIM3H BBOJMIIA BHYTPH KEIYJOYHO B 103€ 25 MI/KT ¢ MOMOIIBIO CIEIHAILHOI0 METANTMYECKOTO 30H1a 3a 30 MUH
JI0 BBE/ICHHS] YKCYCHOW KHCIIOTBI. Y MEHBIIIEHHE KOJIMYECTBA KOpUEHl Y )KUBOTHBIX, I10 CPABHEHHIO ¢ KOHTPOJIHHOM
TPYIIION, CIY)KMJIO MOKa3aTeleM aHaJIbIeTHYeCKOM aKTMBHOCTH HCCIENyeMbIX BellecTB. B kadecTBe mpemapara
CpaBHEHUsSI UCTIOB30BAIH AUKIo(eHak HaTpusa B ero apdextuBHOM no3e 8 mr/kr (Ells0=8 mr/kr). KoHTponbHBIE
JKUBOTHBIE TTOJTy4aId I3KBHOOBEMHOE KOJIMUYECTBO KpaxXMalIbHON CITU3H.

AHaNbreTH4ecKylo aKkTHBHOCTb BBIPA)KAJIM B NPOIIEHTAX CHIDKEHUS YMCIIa YKCYCHBIX KOpHYEH Yy OIBITHBIX
KPBIC TI0 CPAaBHEHHUIO C KOHTPOJIEHBIMH.

Craructudeckyo 00paboTKy NMPOBOAMIN METOAMHU ITapaMeTPUIECKON CTATUCTUKHU C BBIYMCIEHHEM Cpej-
HeH apuMeTHIeCKoH U cTaHAapTHOW ommOku [22, 23].

Obcyscoenue pe3ynbmanmos

Crextp SIMP 'H coennnenns (3) xapakTepusyeTcsi MPUCYTCTBUEM HMIMPOKOTO MYJBTHILIETHOTO CHTHANA
MPOTOHOB OMCIUAWHOBOTO IHKIOB muTm3nHa H-19,19,20,21,21,28,29,29,30,30 u 1ynuHUHOBEIX poToHOB H-H-
3ax,3eq, 4ax,4eq,7ax,7eq,8ax,8¢eq,9ax,9eq nmynuuuHoBoro nukimos H-2,2,3,3,4,4,5,6,7,7,8,8,9,9,10,10 B obnactu
1.19-3.72 m.z1. ITo AByMepHBIM CIIEKTpaM MOXHO MAECHTH(HUIMPOBaTh OucnuauHoBbIe poToHsl H-21axu H-21eq,
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KOTOpBIC PACHOJIOKHIINCH B OoJiee Y3KOM OTpe3Ke MyJbTHIUIeTa B obsactu 3.61-3.72 m.1. Apomatuueckue mpo-
TOHBI IUTH3UHOBOTO Pparmenta H-26 n H-24 nposBuiInch OMHONMPOTOHHBIME AYOJICTHRIMHM CUTHaJIaMH mpu 5.98
(}J6.4Tu) u 6.16 (°J 9.2 T'w) M.1. cootBeTcTBeHHO. [IpoTon H-25 pe3oHUpOBa 0JJHONMPOTOHHBIM TPHUILIETOM TIPH
7.26 M. ¢ 3] 7.8 T

Metunenossle npotonsl H-11,11 u H-17,17 nposBuiucs AByXNIpOTOHHBIMU MYJIbTHIIIETOM Ipu 4.38-4.47
W CHHTJIETOM TIpH 3.45 M.JI. COOTBETCTBEHHO. TpHa30ibHbIH mpoToH H-16 mposBHUiICS OAHONPOTOHHBIM CHHIJIETOM
npu 7.56 Mm.1.

B cniektpe SIMP *C coenunenns (3) OTYETINBO HAGIOAAIOTCS CHTHAIIBI YTIIEPOIHBIX aTOMOB JIyITHHHHOBBIX
ruknoB npu 20.01 (C-3), 25.02 (C-9), 25.44 (C-8) m.a. Metunenossle yriaepoassie atoMmsl C-11 u C-17 peructpu-
poBammch nipu 48.17 1 52.75 M.1. COOTBETCTBEHHO.

YraepoaHbIe aTOMBI IUTH3UHOBOTO (pparmenTa Habmrogatorcs mpu 50.49 (C-21), 60.04 (C-19), 104.58 (C-
26), 116.16 (C-24), 139.74 (C-25), 152.67 (C-27) m 162.72 (C-23) m.x.

TpuazoneHbIe yriaepoaHbie aToMbl HaOmoaaroTes mpu 124.01 (C-16) u 143.47 (C-15) m.1.

Crpoenne coeguHeHHS (3) OBUIO MMOATBEPKACHO TAKKE METONAMH ABYMepHoO# criekrpockornu AMP COSY
("H-"H), HMQC ('H-"3C) u HMBC ('H-'*C), nosBosnstomieii ycTaHOBUThL CIMH-CIIMHOBBIE B3aMMOIEHCTBUS TOMO-
¥ reTeposaepHoi mpupoasl. Hadmomaemsie koppensuu SIMP COSY (‘H-'H) u HMQC ('H-"3C) B Mosekyne mpe-
CTaBJICHBI HAa PUCYHKeE 1.

B cmektpax 'H-'HCOSY coenunenns (3) HaOMIOIaI0TCS CIIMH-CITIHHOBBIE KOPPEISALMH YE€PE3 TPH CBA3H IPO-
TOHOB COCEIHUX METUHHBIX apOMAaTMYECKUX UTU3MHOBBIX MpoToHos H20-H? (5.96, 7.27 u 7.27, 5.96) u H**-H%
(6.14,7.26 m 7.26, 6.14) m.1.

[eTeposiepHble B3aMMOJICHUCTHS TPOTOHOB C aTOMaMH yriiepoja uepe3 OAHY CBsI3b ObUIN YCTAHOBJICHBI C
nomompio crekrpockomuu 'H-3CHMQC mns cireqyromux OpHCYTCTBYIONMX B coemuHeHmu map: H3-C3 (2.01,
39.11), H-C30(2.33, 27.96), H®-C*® (2.94, 35.32), H'7-C!7 (3.44, 52.59), H!!-C!! (4.39, 48.17), H*'-C*! (3.66,
50.48), H2%-C?%(5.97, 104.58), H**-C?*(6.14, 116.16), H®-C? (7.25, 139.74) u H'6-C!(7.54, 124.32) m.11.

['eTeposiepHble B3aUMOIEHCTHS TIPOTOHOB € aTOMaMH yriiepoJia 4epe3 JIBe U 0oJiee CBs3M ObUIM yCTaHOB-
JeHHI ¢ moMompo crekrpockonuy 'H-*CHMBC s caemylomux OpECYTCTBYIOIMX B coequHeHnH map: H'6-C!®
(7.55, 124.25), H'®-C13(7.55, 143.49); H?¢-C?*(5.96, 116.01), H?6-C?" (5.96, 152.74); H'7-C* (3.43, 60.04), H'7-C!®
(3.43, 124.25), H'6-C'3 (3.43, 144.24) m.n.

PesynbTathl onpeneneHusi aHTUMUKPOOHOM aKTUBHOCTH 00pas3ioB (3, 5) mpuBeaeHb! (JaHHBIE MPENCTaB-
JICHBI B 3JIEKTPOHHOM TIPHUIIOKEHHH K CTaThe) B Tabmuue 1.

AnTnMEKpoOHas 3¢ GeKTUBHOCTH AelcTBUs 00pa3uos (5) u (3) 3aBucesna ot TMHa MUKpoopraHu3ma. B tad-
mmre 1 npencraBneHHbie 00pasnsl (5) u (3) AelicTBOBaIM Ha TpaMOTpHIATEIFHBIE MUKPOOPTaHU3MEI Escherichia
coli u Pseudomonas aeruginosa. Ilpy 3ToM, X MHruOUpytolee AeHCTBUE B OTHOIIEHUN Pseudomonas aeruginosa
NpOSBILUIOCH cnabee, 4eM K Escherichia coli. AHUTUMUKPOOHOE NEHCTBHE B OTHOIICHHH I'PAMIIOIOKUTEIBHBIX
TecT-ITaMMoB Staphylococcus aureus, Bacillus subtilis n npoxoxeBoro rpudka Candida albicansne 0TMe4eHO.

st monTBep K ACHNS OIyYSHHBIX JaHHBIX OBLIH OTIpe/e]IeHbl MUHUMAJIbHBIC HHITHOUPYIOIINE KOHIIEHTPa-
un (MHUK), 3HaUueHUst KOTOPBIX IPUBEACHBI B TabiuIe 2.

CortacHO TIOJTyYeHHBIM JTaHHBIM, B Ta0JwIle 2 aHTUMHUKPOOHAS aKTHBHOCTH y 00pasia (5) BhIIIe, 9eM y 00-
pasua (3). Tak, o6paserr (5) MPOSIBUII YMEPEHHO BHIPAXKEHHYIO aHTHOAKTEPHAIIbHYIO aKTUBHOCTh B OTHOLICHUU Esch-
erichia coli. A obpazer (3) mposiBIII clabyr0 aHTUMHUKPOOHYIO aKTHBHOCTh B OTHOIIICHHIH TAaHHOTO TECT-IIITaMMa.

AHanu3 pe3yabTaToOB IKCIIEPUMEHTOB 110 OIIEHKE aHAJIBI€THYECKOI aKTUBHOCTH ITOKa3aJl, 9YTo 00pa3usl (5)
u (3) 00aatoT CIOCOOHOCTHIO YMEHBIIATH BRIPAXKEHHOCTD CIIENM(UUECKUX HOIUIIEITUBHBIX OTBETOB Y KPBIC MIPH
XUMHYECKOM pa3apakeHUu OpromuHbl (Tads. 3). OTMeueHOo, 4To Py BHYTPUOPIOIIMHHOM BBeAeHuu 1% pacTBopa
YKCYCHOM KHCIIOTBI y BCEX TIO/IONBITHBIX )KHBOTHBIX BOSHUKAIN KYKCYCHBIE KOPUM» (XapaKTepHbBIE BIKCHHUS JKHU-
BOTHBIX, BKJIIOYAIOIINE COKpAIlleHHe OPIOLIMHHBIX MBIIIL, YePEIYIOIINECsS C UX pacciabieHueM, BBITSITHBAHUEM
3aJIHUX KOHEYHOCTEH 1 IPOrnOaHueM CIIMHBI).

Brp110 0TMEUYEHO, UTO TIPH BHYTPHKEITYA0YHOM BBeJIeHUH coenHennii (5) u (3)B mo3ax 25 MI/KT TOCTOBEp-
HOE€ YMEHBIIIEHUE KOJIMUECTBa YKCYCHbIX Kopueil Ha 32.1% u 27.0% coOTBETCTBEHHO, B CPABHEHUU C KOHTPOJIEM.
[IpuBeneHHbIC AaHHbBIC B TaOIHIE 3 MOKA3bIBAIOT, YTO AKTHBHOCTH HOBBIX MPOU3BOJHBIX AJIKaNIou/a HUTH3nHa (5)
1 (3) B 03¢ 25% B 3TOM OTHOIIEHUH ObIIa HIKE aKTUBHOCTH JuKiIo(peHaka HaTpus (10 mr/kr).

Takum 00pa3oM, HOBBIE TPOU3BOIHBIE ankagonaa muTu3uHa (5) u (3) B g03e 25% nposBIsAIoT cnadyro aHajb-
TeTUYECKYIO aKTUBHOCTH Ha MOJEIN XUMHUYECKOTO pa3ipaKeHUs OPIOIINHEI.
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Tabmuua 1. AHTHMHKpPOOHAs! aKTUBHOCTH HOBBIX IIPON3BOHBIX ajKajgouaa uutusuHa (5) u (3)

Staphylococcus Bacillus Escherichia Pseudomonas Candida
Tudp obpasua aureus subtilis coli aeruginosa albicans ATCC

ATCC 6538 ATCC 6633 | ATCC 25922 ATCC 27853 10231
5) - - 16.0+0.1 14+0.2 -
3) - - 14+0.1 10+0.2 -
BeH3unneHnIWUIMH HaTpUeBas COJIb 16+0.1 14+0.1 15+0.1 - -
T'eHTamMunua 24+0.1 21+0.2 26+0.1 2740.1 —

Hucratun - - - 21+0.2

IIpumeuanue. JloctoBepHocTh paznuuuii p<0.05 1o cpaBHEHHIO € TPYIION CPaBHEHUS.
Obpasern (5) — MOJABISUIM POCT BCEX TECT-KYJIBTYp OakTepuil.

Tabnuma 2. MunnMansHO HHrHOMpyromas KorneHTparms (MIIK) HOBBIX MpOnM3BOAHBIX aKanonaa MuTu3nHa (5)
u (3) B OTHOLIEHHH peepPEHTHBIX TECT-IITAMMOB

MIIK (MKr/m)
Ob6pasenn Staphylococcus Bacillus subtilis | Escherichia coli | Pseudomonas aeruginosa | Candida albicans
aureus ATCC 6538 ATCC 6633 ATCC 25922 ATCC 27853 ATCC 10231
»5) 12.5 50
A3) - - 50 - -

Tabnuna 3. BimsHIEe HOBBIX MPOM3BOIHBIX ankaionaa mutm3nHa (5) u (3) Ha uncio cnenuduaecKmx
HOIUICTITUBHBIX OTBETOB (YKCYCHBIC KOPYH) HA XUMHUECKOC pa3ApakeHHe OPIOIIMHBI Y KPBIC

. AmHansreTuyeckas
Haumenosanwue Bemectsa | Jlosa, mr/kr | KommdectBo xopueit % K KOHTPOJIIO
aKTUBHOCTh
Kontpons - 106.2+10.2 100
JuknodeHak HATPHUs 8 54.949.7 48.3 51.7
Q) 25 72.2+9.5% 32.1 67.9
3) 25 77.6+10.3* 27.0 73.0

TIpumedanwue. * — paznuuus ¢ KOHTposieM nocToBepHBI (p<0.05).

Buoieoowt

MeTo10M a3u-aJIKHHOBOTOLIMKIIONPUCOCAMHEHNS, KaTAIM3UPYEMOT0 COSTUHEHUSMHU MEJH, OCYIIECTBIICH
CHHTE3 MOTEHIINAIBHO ONOJIOTHIECKH aKTHBHOTO COSANHEHNS, COAEPIKAIIETO OTHOBPEMEHHO ()parMeHTHI MOJIEKYJI
QJIKAJIOMJIOB LIUTU3WHA U JIyIIMHWHA, LIMTU3WHA U XMHHHA, CBA3aHHBIX JAPYT ¢ Apyrom uepe3 1,2,3-Tpua3onbHble
(parmenTsl. CTpOEHHE HOBBIX CUHTE3HPOBaHHEIX (3) 1 (5) ycranosneno ¢ nomomeio AMP ! H-, *C-criektpos.

Nzydyenne OGMOTOTHYECKON aKTHBHOCTH MOJMYyYEHHBIX COCTUHEHUIN CBUAETEILCTBYET, YTO coeauHeHue (5)
o0nagmaer Ooiee BRIpaKEHHBIME aHTUMHKPOOHBIM JCHCTBHEM MO cpaBHeHHIO ¢ obOpasmoMm (3). Tax, (5) mposBun
YMEPEHHO BBIPAXECHHYIO aHTHOAKTEepHUANbHYIO aKTHBHOCTE B OTHOIIEHUH Escherichia coli.

Coenunenns (5) u (3) B 103ax 25 MI/KT IIPOSBISIOT ca0yi0 aHATBIeTHYECKYIO0 aKTUBHOCTh Ha MOJICITH XH-
MHYECKOTO Pa3pakeHHsl OPIOLIHHBI.
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The modern vegetable matter studies in the republic and abroad are devoted to a multi-faceted and comprehensive re-
search of plant raw materials, including desorbing and structure of plant component chemical properties, the study of their bio-
logical activity, as well as the development of effective and environmentally friendly methods for comprehensive mineral pro-
cessing of plant raw materials.

The 1,2,3-triazoles attraction is due to their reactivity versatility, as well as practical application of 1,2,3-triazole deriva-
tives as medicines. Modification of natural compound molecules by introducing such a substituent is one of promising directions
in the search for new biologically active compounds.

According to the data obtained, the antimicrobial activity of sample (5) is higher than that of sample (3). Thus, sample
(5) showed a moderate antibacterial activity against Escherichia coli, whereas sample (3) showed a weak antimicrobial activity
against this test strain.

The analysis of test results concerning the analgesic activity assessment showed that samples (5) and (3) can reduce the
rats ‘specific nociceptive responses severity when testing abdominal constriction. It is important to emphasize that when injecting
a 1% acetic acid solution abdominally, all test animals developed “acetic writhing’s” (characteristic animal movements, including
the abdominal muscles contraction, alternating with their relaxation, hind limbs stretching and back arching).

Keywords: alkaloids, cytisine, quinine, lupinine, combined derivatives, pharmacological activity.
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