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CoenuHeHUs, COIepIKaIIHe aIKUITMMHIA30JIMHOBBIN (parMeHT, H3BECTHBI CBOMM IIMPOKUM CIIEKT-
pom onoruIHOTO AeicTBUA. OHM 00J1a1al0T AHTUMHKPOOHOH aKTUBHOCTRIO IT0 OTHOIICHHIO K (PUTOITA-
TOTCHHBIM OaKTepusM U MULENHanbHbIM rpudam [1, 2]. Ilockonbky Beerna cyuiecTByet npodiema 3a-
LIUTHI Pa3IMYHbIX MaTepUaIoB OT MUKPOOHOI'O MOpPaKEHUs!, TO HE UCUE3aeT U UHTEPEC K BHISBICHHIO
HOBBIX IPENapaToB, 00J1a1af0MNX TOTOOHBIMU CBOWCTBAMH.

Lens manHOW pabOTHl — CHHTE3 HOBBIX AIKUIMMHUIA30JI0B M WX MPOU3BOIHBIX U U3yYCHHE aHTH-
OakTepuanbHON M aHTU(YHTaIbHOW aKTHBHOCTH TIOJIYYEHHBIX IIPenapaToB.

Konnencarnueit onennosoii (Ia) u creaprunosoii (I6) xucnor ¢ stunenauamuaoM (II) u nocnenyromei
TeTePOIUKITU3AINEN TPOMEKYTOUHO 00Pa3yIOIErocss aMHHOAIKIIIAMUIa A CHHTE3UPOBaHbI 2-(8-renTa-
nenienni)-4,5-nuruapo-1H-umumazon (I11a) u 2-renrranenun-4,5-nurunpo-1 H-umuaazon (I116).

CuHTe3 TPOBOAMIIN ABYMS METOAAMU: O€3pacTBOPHBIM U € 3PPEKTHUBHBIM YAaJICHHEM BOABI B pac-
TBOpE Tonyoua. be3apacTBOpHBI cIOCOO MPOCT B HCHIOTHEHUH, HO TPOAYKTHI PEaKIIUHU COACPIKAT 3HAUH-
TEJIbHOE KOJIMYECTBO TIPUMECEH, CPe KOTOPBIX OCHOBHOE MECTO 3aHUMAeT aMUHOAITKUIIAMH T TIPIMEH sie-
MO KUCIOTHI. [|J151 TeXHUUYEeCKUX 1eseid, Hanpumep B kadecTBe [IAB 1151 BOZHO-OMTYMHBIX SMYJIBCHH,
BO3MOJKHO HCIIOJIb30BaHUE TAKOI0 MPOAYKTa 0e3 AajbHei el ouncTKy. [ist momydeHnst alKuInMHUAa30-
JI0B ¢ OoJIee BBICOKOM CTEMEHBI0 YUCTOTHI OoJiee mprueMsieM crocod ¢ 3Q(GeKTHBHBIM yaalieHUeM BObI (KH-
IISTYEHUE B TOJMYOIBHOM pacTBOpe ¢ MpuMeHeHueM Hacaaku J{maa—Crapka). bespacTBopHBIM crtocobom,
KOTOPBIN 3aKJIF0YAETCs B CMEIIEHIH SKBUMOJIBHBIX KOJIMYECTB UCXOHBIX BEIIECTB U HATPEBAHUH IOy YEH-
Hoit cmecu B Teuenue 30 muH npu 280 °C, nonyuen guruapoumugaszon (I116), Ho 115 ero ouuCcTKH Mo-
TpebOoBaIOCh TPEXKPATHOE MPOITyCKaHUE CIUPTOBOTO PACTBOPA PEAKI[MOHHOM CMECH Yepe3 CIIOH OKUCH
AJIFOMUHWS, B TO BpeMs kKak nuruaponmunaszon (11la), cuaTe3npoBaHHbI B OEH30JI5HOM PAcTBOPE C yIIa-
JICHWEM BOJIbI, OT(OUIBTPOBBIBAIHN YePe3 CIIOH OKHCH alFOMHHUS OUH pa3. CTereHb OYUCTKY MPOTYKTa
KOHTPOJIMPOBAJIM METOIOM TOHKOCIIOHHOH Xpomarorpaduu. Ynctora moaydeHHBIX 00pa3loB He MeHee 92%.
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CoenuHeHHUs psijja IMHUAA30J71a — JOBOJIBHO CHIIbHBIE OCHOBAHHS, HO B TO K€ BpeMs 3a cueT N—-H
CBSI3M IMHJIA30JIEHOE KOJIBIIO 00JIaIaeT BIPAKEHHBIMU KUCIIOTHBIMU CBOWCTBAMHU [3] M CIIOCOOHO K peak-
UM HYKJIeoQHIIBHOTO 3aMeIienns. JIntepaTypHble nannble [4, 5] yka3pIBarOT Ha IOBBIIIEHNE OHOITU-
HOW aKTUBHOCTH TSI TPOU3BOIHBIX HMHUIA30JI0B, TOITOMY I1€1eCO00pa3HbIM OBLIO MTPOBEICHUE PEaAKIIHH
CHHTE3WPOBaHHBIX ankmnMua3oioB (I1la, 6) ¢ XxopucThIM OCH3UIIOM B HOTUCTHIM MeTuioM. [loiry-
YeHBI COOTBETCTBEHHO 2-renTtajeniui-1-(hbennnmernn)-4,5-muruapo-1H-umunazon (IV) n 2-(8-renra-
nereHun)-1-metun-4,5-qurunpo-1 H-umugazon (V).

Peaknueit nuatunentpuamuna (VI) ¢ onerMHOBON M cTeapuHOBOIN KHMCIOTaMM MoyTy4yeHs! 2-[2-(8-
rentazgeueHun)-(VIla)- u 2-renranemmn-(VI19)-4,5-nurunpo-1 H-umuaa3on-1-mwi3TuaaMuHbl. 3aMeHa
MPOTOHA Y aToMa a30Ta B MOJOKEHUU | Ha alKUIAMHUH HCKJIOYAET BO3MOXKHOCTH PEAKIUU HYKJICO-
¢unpHOTO 3aMerienust u i coenuHennit (VII a, 6) peaknus ¢ MOJUCTBIM METHIIOM 3aKaHYUBACTCS
CHUHTE30M COJIel YeTBEpTHYHBIX aMMOHUeBBIX ocHoBaHwmit (VIII a, 6).
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J1st moBBIILIEHHSI PACTBOPUMOCTH B BoJe (IIPH 3TOM 00JIerdaeTcsi mpouecc onpeaeseHus: Onomm -
HOM aKTHUBHOCTH) IportyckanueMm razoodpasnoro HCl B s3dupHbIl pacTBOp MMUIa30IMIITHIAMHHA
(VII6) momyuen ruapoxiopuf (IX). DTo kpucTanmndeckoe COeIMHEHNE ¢ YeTKOH TeMIIepaTypoii TIaB-
JICHUsI, aHTUMUKPOOHAsl aKTUBHOCTh KOTOPOTO OKa3aJjach BbILIE aKTHUBHOCTH MMHUIA30JMUI3THIAMUHA
(VIIO) (Tadm. 1).

Tabnuuna |. AHTUMHKPOOHASI AKTHBHOCTH MPENapaToB AJKUJINMHAA30JIHHOB (CEPHsi HCTIBITAHUIA)

MUK npenapaToB, % (moxa3atesb R) 1O OTHOIIEHHIO K TECT-KYJIbTYpaM
ITpenapar
P. fluorescens B22 S. cerevisiae 31A
VIlla 0,03 (5,23) 0,02 (0,79)
VIIG 0,03 (5,93) 0,02 (5,26)
IX 0,03 4,27) 0,01 (3,42)
XI1I 0,04 (4,62) 0,01 (1,73)

Cunre3 N-(2-amuHOITHN)-N-(2-{2-[8-rentanenennin]| (XIa) n 2-renragenmi-(X16)-4,5-nurumnpo-
1 H-uMuaa301-1-"II} 3 THII)aMUHOB OCYIIECTBJICH PEAKIINECH OJICMHOBOW M CTEAPHMHOBOW KHCJIOT C TPH-
sTIiIeHTeTpaaMuHoOM (X).
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[onmyuennsie nurunpoumuaazonsl (1lla, 6, IV, V, VIla, 6; VIIIa, 6; IX, XI a, 6; XII) — coequne-
HUSI HEYCTOWYUBEIE, BBIACIIEMbIC B BUJIE MACISHUCTON XUAKOCTH, P XPAHEHUH OHU 3aTBEP/CBAIOT,
YTO yKa3bIBaeT Ha MpeBpallleHHe B aMUHOAJIKUIAMUJ A TIOJ JEHCTBHEM Biaru Bo3myxa. OOpaTHBIH
Iepexo1 BO3MOXeH Tpu HarpeBaunuu. [Iponssonnsie nurnapoumuaazoinos (IV, V, VIlla, 6, IX, XII) —
COEIMHEHMS KPUCTAJUIMYECKHE, YCTOWYUBEIE.

CTpoeHHe CHHTE3UPOBAHHBIX COeNUHeHnH onpeneneno meronamu UK u AMP 'H cnekrpockonuu
U NaHHBIMH dJeMeHTHoro ananm3a. B MK-cmextpax 4,5-nu-ruapo- 1H-umuaazonos (Illa, 6, IV, V,
Vlla, 6; VIlla, 6; IX, XI a, 6; XII) B obmactax 2967-2910 u 2859-2831 cM~' HaGIIFOAIOTCS TIOJTOCHI
MOTJIOIICHU I, TPUHAJIJISKAIIHUE COOTBETCTBEHHO AaHTUCUMMETPHUYHBIM U CUMMETPUYHBIM KOJICOAHUSIM
rpynn CH, B panukane kucnotHoro ocratka. B manpneii MK-o6nactu npu 699-689 u 735-718 cm!
MPUCYTCTBYIOT JIBE MOJIOCHI BaJCHTHBIX KojeOaHui cBsizu C=N, XapaKTEpHBIX JUIsi HMHUAa30JIbHOTO
koubia [6]. s coenqunenwuit (111 a, 6) BaneHTHBIC U AedopMalioHHbIe KoineOanus rpymmnsl NH nator
nonocsl nornomenus npu 3310-3300 u 1655-1650 cmM~' cootetcTBenno. B IMP 'H crekrpax cunTe-
supoBaHHbIX coequnennii (I1la, 6, IV, V, VIla, 6; VIIIa, 6; IX, XI a, 6; XII) XxapakTepHBbIM SBIISICTCS
tpuriet mpu 0.80—0.94 M. 1. KOHIIEBOW METIITHHOMN TPYIIITHI KUCIIOTHOTO paarKalia.

B Tabu. 2 cuctemMaTu3upoBaHbl pe3yNbTaThl HCCIEAOBAHNS CTOCOOHOCTH MCIIBITYEMBIX MTPENapaToB
MHTHOUPOBATH POCT IMIMPOKO PACIIPOCTPAHCHHBIX B BOIHBIX U MOYBEHHBIX YKOCUCTEMAX U IOCTATOYHO
YCTOWYHMBBIX K XUMHUYECKUM TIOJUTFOTaHTaM Oaktepuit Pseudomonas fluorescens B22, puronaroreHHbIX
Oaxrepuil Erwinia carotovora var. atroseptica 3—2, a Takxe qpoxoxent Saccharomyces vini S4 w Candida
scottii A-1. [IpencraBneHHbIe JAHHBIE CBUAETENBCTBYIOT 00 M30HpaTeIbHON Yy BCTBUTEIFHOCTH OaKTe-
pHUANBHBIX U APOXKIKEBBIX TECT-KYJIBTYP K UCCIEIOBAaHHBIM IIpenaparaMm. Kpome Toro, Mo>xHO KOHCTa-
THUPOBATh JOBOJIFHO CXOKHE 3HAUCHUSI MUHUMaJbHOU HHTHOUpYomei konnentpanun (MUK) nns pas-
HBIX MIPENapaToB, YTO CBUACTEICTBYET O HEOOIBIITNX PA3IUYUAX X aHTUMHKPOOHBIX CBOWCTB.

Tabnuma 2. AHTHMHKPOOHASI AKTUBHOCTH NMPENapaToB AJKUJIMMH/Ia30IHHOB (CEpUs HCTIBITAHUIT)

MUK npenapaToB, % (mokaszarenb R) 0 OTHOLIEHHUIO K TECT-KYJIbTypaM
Hpenapar P. fluorescens B22 E. carotovora 3-2 S. vini S4 C. scottii A-1

la 0,050 (0,08) 0,050 (0,11) 0,005 (3,59) 0,005 (3,83)
1116 0,050 (0,15) 0,050 (0,21) 0,005 (3,63) 0,005 (3,86)

v 0,030 (1,10) 0,030 (1,18) 0,005 (4,12) 0,005 (4,46)
Vila 0,010 (0,28) 0,010 (1,67) 0,010 (0,18) 0,010 (0,23)
VII6 0,010 (0,08) 0,010 (1,19) 0,005 (2,03) 0,005 (2,72)
XIa 0,030 (1,16) 0,030 (1,39) 0,010 (0,15) 0,010 (0,20)
XI6 0,030 (1,10) 0,030 (1,06) 0,005 (2,18) 0,005 (3,04)

ComnocTtaBiieHHE OIYYEHHbBIX XapaKTEPUCTUK aHTUMUKPOOHON aKTHBHOCTH IIPENapaToB ¢ 0COOEH-
HOCTSIMU CTPOEHHMSI UX MOJIEKYJI IIO3BOJISET CAEIATh BBIBOX, UTO YBEJIWYEHHE AaHTUOAKTEPUATIBHOIO
JIEHCTBHS MPOUCXONT TIOCIIE 3aMEHBI TPOTOHA MMHUA30JIBHOTO KOJIBbIIAa Ha aJTKWJT MM aJIKUJIaMuH. Tak,
2-(8-renrtameneann)-4,5-nuruapo-1 H-mmunazon (Illa) u 2-renranenn-4,5-nquruapo-1 H-umumazon (I116)
00J1a]afoT OYeHb HEBBICOKOHM aHTHOAKTEpHalbHON aKTUBHOCTEIO, a 2-[2-(8-renTaaenenuin)-4,5-1uru-
poumuazon-l-unrunamun (VIIa) n 2-[(2-rentageunn)-4,5-nuruapo-1H-umunazon-1-mil-1-atunamun
(VII6) xapakTepH3yIOTCS MaKCUMAJIbHO BHICOKMM aHTHOAKTEpHATIbHBIM JCHCTBUEM B UCIIBITAHHOM DSy
npenaparoB (MHTHOMPYIOT pocT OakTepuid B KoHuentpanuu 0,01%, B To Bpems kak MUK npemnaparos
IIa u 1116 mo oTHOIIEHHUIO K OaKTEpHATBbHBIM TECT-KYJIbTypam cocTaBisitoT 0,05%). Hanbonee BbipaskeH-
HOW aHTH(YHTATBbHOH AaKTHBHOCTBIO XapakTepusyercs 2-rentagenuii-4,5-muruapo-1-(henuameTun)-
1H-nvuazon (IV): mpu ogHAKOBOM C OOJNBITUHCTBOM MCIBITAaHHBIX BemlecTB 3HaueHu MUK (0,005%)
OH OTJIMYaeTcs HanOoJsiee BEICOKUM II0Ka3aTesIeM aHTUMUKPOOHOH aKTUBHOCTH R.

CpaBHHBasi aHTUMUKPOOHBIE CBONCTBA COCIMHEHUH OJUHAKOBBIX I10 CTPOCHHUIO sAIpa, HO pa3inya-
IOIUXCA aJIKMJIBHBIMA 3aMECTUTEIISIMH, MOYKHO ITPUHTH K BBIBOAY, YTO 3aMEHA HETPEAEITHHOI0 aJIKHIIa
R B (IIla) na npenenpHbiii B (I116) mpakTuveckn He cKa3bIBacTCs HA M3MEHEHUH aHTHOAKTepUaTbHBIX
U aHTH(YHTAIBHBIX CBOMCTB. B TO jKe Bpems 3aMeHa IPOTOHA aTOMa a30Ta y TUX COCMHECHHUH Ha aJTKNJI-
aMUH OKa3bIBACT BJIMSHHUE HA BEJIMYHHY aHTU(QYHTaIbHOW aKTUBHOCTH. Tak, 2-{2-[(8-remraneneHun)-
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4,5-nurunpo-1H-umunazon-1-un}-1-otunamun (VIa) 3ametHo aktuBHee 2-[(2-renraaeiin)-4,5-Turuipo-
1 H-umunazon-1-un]-1-stunamuna (VII6) mo oTHOmeHHO K OakTepusM, HO HAMHOTO MEHee aKTHBEH
npotus aposxker (mpu MUK 0,005% nokasarens aHTUMUKpOOHOW akTHBHOCTH 11t VIIG npesbimaer
2,0, B To Bpems kak VIla HaumHaeT WHTHOMPOBATh pa3zBuTHE JIpoxokei B koHIeHTpanuu 0,01% u mo-
Kazarelb R TIpU Takol KOHMEeHTparmuu Toiabko 0,18-0,23). MoXHO cKa3aTh, 4TO ¢ YIJTUHEHUEM aMUHO-
aNKMJIBHOM 1IENH y aToMa a30Ta MMHU/Ia30IbHOTO KOJIbIa HAJIMYUE TBOMHOMN CBSI3M Y KHCIOTHOTO OCTAT-
ka (R) BusieT Ha BeNMYMHY aHTUQYHTaIbHON akTUBHOCTH. Tak, N-(2-aMuHOATHI)-N-(2-[2-rentaaenn-
4,5-nmurunpo-1 H-umuaason-1-wil-arun)amud (X16) oTiinyaeTcs ropa3ao JIyqIuMy aHTUQYHTaIbHbBIMH
CBOMCTBaMHM IO cpaBHEHUIO ¢ N-(2-amuH0dTHI)-N-(2-{2-[8-rentanenenun]-4,5-nurunpo-1 H-umMu gazon-
l-un}yTrn)amuHoM (XIa) mpu conmocTaBUMOM aHTHOAKTEPHAIEHON aKTUBHOCTH.

AHTUMHUKPOOHBIE CBOMCTBA MpenapaToB NpuBeneHbl B Ta0m. 1. [IpuBeneHHbIe JaHHBIE CBUACTEIBCT-
BYIOT, YTO YETBEPTHYHBIE aMMOHHUEBbIE OCHOBaHUS — 2-[2-(8-remraneneHun)|-(VIIla) u 2-(2-renra-
nern)-4,5-quruapo-1 H-umunazon-1-un)yrunamuna Metunuoauasl (VIIIG) Oomee akTUBHEI IO OTHO-
HIEHUIO K TecT-KynbType apoxcket (MUK = 0,02), yem 0akrepuit (MUK = 0,03%), npu stom (VIIIO)
OTpaHMYHMBACT Pa3BUTHE APOXKKEH ropasmo cuibHee (R = 5,26), yem mpemnapar (VIIIa) (R = 0,79).
Coenunenne (VIIIO) ayTh 60see BEIpaXKeHO HHTHOUPYET POCT OaKTepuid, ueM 2-[(2-renramenmii)-4,5-
nuruapo-1 H-umuaazon-1-uin|-1-stunamuna ruapoxiopus (IX), Ho MeHee akKTHBEH B OTHOIICHUHU JIPOXK-
xell (MUK ;5= 0,02, MUK,y = 0,01); npenapat VIIIa obnagaet 6osiee BbIpaKeHHOH aHTHOAKTEpHAh-
HOM akTHBHOCTHIO, ueM XI1I, Ho ero antudynransHeie cBolictsa xyxe (MUK coorserctBenHo 0,02 u 0,01),
T. €. BBIPQKCHHOH 3aBHCHMOCTH KaKOH-TM00 aKTUBHOCTH OT CTPOSHHS COSAMHEHUS 371eCh HE HAOIIOIaeTCs.

JKcnepuMeHTadbHast YacTh. UK-cnekTphl coenuHennii 3anucansl Ha Pypbe-cneKTpopoToMeTpe
Protege-460 ¢upmbr «Nicolet» B ToHkOM cioe ninu B Tabnetkax KBr, Cnektpsr AMP 3apeructpupora-
Hbl Ha cnekrpomerpe Bruker AC-500 (500 MI'n) nns 5%-nbix pactBopos B JIMCO-d,, xumuueckue
CIIBUTH ONPEAEISIIIN OTHOCUTEIBHO BHyTpeHHero crangapra TMC.

W3ydeHnne aHTUMUKPOOHO!H aKTUBHOCTH CHUHTE3UPOBAHHBIX COCAMHEHUH OCYIIECTBIISIIN C UCTIONb-
30BaHUEM TECT-KYJbTYp OaKTepUi U APOXKKEH CyCIICH3MOHHBIM METOAOM, OIPEAETAs KOHIIEHTPALHIO
BBIKMBIINX KJIETOK I10CJIE COBMECTHOI'O HHKYOMPOBAaHMSI B TEUEHHE CyTOK B IMTATEJILHON Cpelie ¢ po-
M3BOAHBIMH aJTKHIIMMH1a30J10B. [|J151 comocTaBneHns aHTUMUKPOOHBIX CBOWCTB MPETapaToB HCIIOIb30-
BaJid Takue mapametpsl, kak MUK u nokaszarens anTuMukpoOHoil aktuBHocTH (R). MUK mpemnapara
110 OTHOIICHUIO K TOW MJIM MHOM TE€CT-KYJIBTYpE ONMpeeNsiIn KaKk HAMMEHBIIYIO (M3 UCIIBITAHHBIX) KOH-
HEHTPALUI0 aHTUMUKPOOHOTO areHTa, Ipyu KOTOPOH TOPMO3HUTCS pOCT MHUKPOOPTIaHU3MOB (CYCIIEH3HUS
nocjie HHKyOUpoBaHUS ocTaeTcs mpo3paunoit). [lokazaTens R ans Kaxa0ro mpenaparta B KOHIEHTpa-
uu, cootBercTByromeir MUK, Beraucisiiau mo popmyre:

R =log L%} ,
K,

rae K| — KOHIEHTpanys KJIETOK B CyCHEH3HAX Moce 24-4ac0BOr0 MHKYOMPOBaHM C OJHHUM M3 Ipena-
PaToOB AIKMIMMUIA30710B; K, — KOHIEHTPAKs KJICTOK B KOHTPOJIE (CYCHEH3Hs KJIETOK TECT-KYJIBTYPhI
nociie 24-49acoBOro HHKYOHpoBaHUs 0€3 IMpernapaToB aJKUIUMHAIa30JI0B).

KynpTuBHUpOBaHNE MUKPOOPIaHU3MOB M UX KOJUYCCTBCHHBIM YYET MPOBOAUIM OOLICITPUHITBIMU
MeTOoAaMu [7], HCTIOIB30BAIN TECT-KYJIBTYPhI U3 KOJJIEKIIUHU Kadeapbl OMOTEXHOJIOTHH U OMOIKOIOT U
BI'TY. UcneiTanus npenapaTtoB Mpou3BOAUIN B pa3Hoe Bpems B aByx cepusax: (Illa, 6, IV, VIla, 0;
XTI a, 6) u (VIlla, 6; IX, XII).

2-T'entagenun-4,5-quruapo-1H-umunazoa (I1116). Cmece 2.84 r (0.01 monb) creapuHoBoii (1)
kucnotsl 1 0.72 1 (0.01 monp) aTrneniuamuna (I11) HarpeBanu Ha BozaytHO# 6ane pu 280 °C 30 MuH.
[locne oxnakIeHUS PEaKIMOHHYIO CMECh PAacTBOPSUIM B CIIUPTE, TPIOKABI OT(HUIBTPOBBIBAIH Yepe3
TOHKHI CJIOH OKHCH alfOMUHUS M ynapuBaiu. Beixon 1.84 1 (60%), rycras MaciasHUCTasl KUIKOCTb.
UK-crextp, v, cM ' 3330, 3026, 2916, 2843, 2762, 1650, 1610, 1451, 718, 684. Criextp SIMP 'H, &, m. 1.:
0.83 T (3H, CHj;), 1.22-1.54 m (32H, 16 CH,), 1.73-1.84 (4H, 2CH,), 7.56 m (1H, NH). Haiineno, % C 77.87,
H 13.03, N 9.05. C,, Hyy N,. Beruuncneno, % C 77.85, H 13.07, N 9.08.

2-(8-I'entanenenni)-4,5-nurnapo-1 H-umunasou (111 a), 2-anknia-4,5-nuruapo-1H-umuaazo.i-
1-un-1-3tunamunsl (VII a, 6) u N-(2-amuno3THI)-N-[2-(2-ankun)-4,5-quruapo-1H-umuaazon-1-
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uiayrunamunsl (XI a, 6). PactBop 2.82 r (0.01 monw) onennoBoii (I a) nunum 2.84 1 (0.01 Moutp) cTeapuHo-
Boi (I6) xucnoter u 0.012 monb stunenauamuna (1), nudTrmentpuamuna (VI) unu tpudTHIEHTETpA-
amuHa (X) B 50 MI1 Tomryona KUISATHIIH ¢ Hacaakoi J{maa—Crapka 10 BBIIEIEHUS pacdeTHOTO KOJTNYeCTBa
Bofsl. [locite okoHUaHMS peakIiy U3 PEaKIIFOHHON CMECH OT/IEISIITH TOITYOJ, OCTATOK PACTBOPSIIN B CITHP-
T€, OT(UIBTPOBBIBAIH Yepe3 TOHKHUH CIOH OKHCH aTIOMUHHUS U yIapUBAIIH.

2-(8-I'entagenenn)-4,5-muruapo-1 H-umugazon (111 a). Beixox 1.64 r (53%), Tycrast MaciastHACTAS
xuakocts. MK-ciektp, v, em™': 3310, 3062, 2921, 2851, 2702,1655, 1604, 1466, 1455, 721, 699. Criektp
SIMP 'H, §, m. 1.: 0.80 T (3H, CH,), 1.25-1.50 m (28H, 14 CH,; 2H, CH=CH), 1.70-1.82 (4H, 2CH,), 7.50 m
(1H, NH). Haiineno, % C 78.43, H 12.54, N 9.10. C,, Hyg N,. Beraucneno, % C 78.37, H 12.50, N 9.13.

2-{2-[8-I'enTagenennu|-4,5-quruapo-1 H-umuaaszon-1-un}-1-stunamun (VIIla). Beixog 2.09 r
(60%), rycrast MmacnsiHucTas kuakoctb. UK-cnekrp, v, cm: 3381, 3053, 2925, 2855, 2719, 2634, 1607,
1460, 1447, 1323, 729, 683. Cnextp SIMP 'H, &, m. a.: 0.92 T (3H, CH,), 1.25-1.50 m (32H, 16 CH,;
2H, CH=CH), 1.64-1.69 (4H, 2CH,). Haiineno, % C 75.61, H 12.37, N 12.05. C,, H,; N;. Beruucneno,
% C 75.58, H 12.40, N 12.02.

2-|(2-I'entagenn)-4,5-quruapo-1 H-umuaazona-1-uial-1-aTuaamun (VIIG6). Berxon 2.45 T (70%),
rycTas MaciIsHUCTas Xuakocth. UK-cmekTp, v, em ' 3361, 3094, 2967, 2831, 2706, 2627, 1602, 1423,
1444, 1315, 734, 687. Cnextp IMP 'H, 8, m. 11.: 0.85 T (3H, CH,), 1.25-1.50 m (36H, 18 CH,), 1.72-1.79
(4H, 2CH,). Haiineno, % C 75.11, H 12.86, N 11.93. C,, H,5 N;. Beraucneno, % C 75.15, H 12.90, N 11.95.

N-(2-AMuH03THI)-N-(2-{2-[8-renTtagenenu]-4,5-qnuruapo-1 H-umuaazon-1-na}d3Tun)aMmuH
(XIa). Beixon 1.84 1 (47%), ryctas macusiHuctas xuiakoctsb. UK-cnektp, v, em: 3361, 3094, 3042,
2931, 2850, 2723, 2637,2541, 1609, 1452, 1433, 1323, 735, 683. Cnextp AMP 'H, §, m. n.: 0.86 T (3H,
CH,), 1.17-1.49 m (36H, 18 CH,; 2H, CH=CH), 1.71-1.79 (4H, 2CH,). Haiineno, % C 73.40, H 12.37,
N 14.22. C,, Hyg N,. Beruucneno, % C 73.41, H 12.32, N 14.27.

N-(2-AmuH03THI)-N-(2-[2-rentageuni-4,5-quruapo-1 H-umuaazon-1-wial-atwnamun (XI0). Bol-
xom 2.28 1 (58%), ryctas maciustHUCTas Xkuakoctb. MK-crektp, v, em ™ 3361, 3042, 2917, 2853, 2741,
2634, 1611, 1460, 1432, 1323, 729, 685. Cniextp AIMP 'H, §, m. 1.: 0.86 T (3H, CH,), 1.23-1.57 m (40H,
20 CH,), 1.67-1.73 (4H, 2CH,). Hatineno, % C 73.06, H 12.79, N 14.26. C,, Hy, N,. Beraucneno, % C 73.04,
H 12.76, N 14.20.

2-I'entageuni-4,5-quruapo-1-(penunameruni)-1 H-umuaazoa (IV). Cmecy 3.08 1 (0.01 Mmoib)
4,5-nurunpo-2-rentanenun-1 H-umunazona (I 6) u 1,26 T (0.01 moup) xmopucroro 6ensmia B 30 Mt me-
TaHOJIA KUTSATUIN B TeueHue 30 MUH, TIOCJIE OXJIAXJACHUS BBINIABIIUEC KPUCTAIUIBI OT(UIBTPOBBIBAIIH
Y TPUIK]IBI IPOMBIBAJIA TONyosioM. Beixon nmponykra 2.54 1 (64%), TEeMHO-KOPUYHEBOE KPUCTAILIAYC-
ckoe coenuHenue, T. mwi. 122-123 °C. UK-cnektp, v, em: 3357, 3031, 2960, 2840, 2711, 2612, 1601,
1430, 1418, 1311, 720, 685. Cnextp IMP 'H, §, m. 1.: 0.80 T (3H, CH,), 1.20-1.47 m (34H, 17 CH,),
1.62-1.70 (4H, 2CH,), 7.30-7.39, 7.43-7.50, 7.80-7.85 m (5 H,, ., ). Haiineno, % C 81.30, H 11.60, N 7.02.
C,,; Hyg N,. Beraucneno, % C 81.34, H 11.63, N 7.03.

2-(8-I'entageuenni)-1-metuii-4,5-quruapo-1 H-umuaa3zo. (V) moxydeH Mo OMUCaHHOHN BBITIE Me-
tonuke u3 2-(8-remranenennin)-4,5-nuruapo-1H-nmunazona (II1 a) m aABykpaTHOro M30BITKA METHIIA
noxuctoro. Beixox 1.45 r (45%), TeMHO-KOpUYHEBOE KPUCTAJUTMYECKOE COeANHenue, T. Tt 115-116 °C.
UK-cnektp, v, cm': 3311, 3264, 3023, 2910, 2842, 2811, 2743, 2645, 1617, 1465, 1439, 1321, 732, 694.
Cnextp AMP 'H, 8, m. 1.: 0.86 T 3H, CH,;), 0.91 ¢(3H, CHj;), 1.24-1.59 m (28H, 14 CH,; 2H, CH=CH),
1.69-1.73 (4H, 2CH,). Haiineno, % C 78.70, H 12.63, N 8.72. C,,H,(N,. Brruucneno, % C 78.68,
H 12.58, N 8.74.

MeTuimoauast (VIII a, 6, XII) noaydeHsl cOriacHO METOJUKU KBaTEPHU3ALUU TPETUUHBIX AMU-
HOB [8] B alETOHUTpUIIE.

2-[2-(8-renrageunenn)-4,5-quruapo-1H-umunazoun-1-unyruaamuaa meruiauoaua (VIlla). Bei-
xo11 1.47 T (30%), CBETIIO-KOPHUYHEBOE KPUCTAILTHYECKOE COSNMHEHN e, T. 1. 91-92 °C. UK-crextp, v, cM ™
3380, 3042, 2921, 2843, 2719, 2643, 1755, 1600, 1445, 1439, 1316, 720, 681. Cnextp SIMP 'H, §, m. 1.:
0.92 T (3H, CH;), 2.10 m (3H, CH,I), 1.34-1.55 m (32H, 16 CH,; 2H, CH=CH), 1.63-1.70 (4H, 2CH,).
Haineno, % C 56.20, H 9.41, N 8.52. C,; Hyy N5 L. Berancneno, % C 56.22, H 9.37, N 8.55, 1 25.86.

2-(2-rentagenni-4,5-nuruapo-1 H-umunazon-1-na)atuaamuna metuimoaun (VIIIG). Beixon
2.07 r (42%), CBETI0-KOpPHUHEBOE KPHCTAINYECKOe coeuHenue, T. 1. 100-102 °C. UK-crektp, v, cM ™'
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3374, 3038, 2911, 2840, 2719, 2652, 1757, 1614, 1442, 1439, 1322, 724, 687. Cnextp IMP 'H, &, m. 1.:
0.94 T 3H, CH;), 2.24 m (3H, CH, I), 1.36-1.65 m (34H, 17 CH,), 1.73-1.79 (4H, 2CH,). Haiinenro, % C 60.00,
H 9.70, N 8.49. C,; H,g N5 1. Beruncneno, % C 55.98, H 9.74, N 8.52, 1 25.76.
N-(2-amuH03TIHII)-N-[2-(2-TenTaaenu)-4,5-muruapo-1 H-uMmuaazos-1-uip THiiaMuHa MeTHINO-
aua (XII). Berxon 1.77 1 (33%), cBeTI0-KOpUYHEBOE KPUCTAJUTMYECKOE coennHenne. T. 1. 120-123 °C.
HUK-criexTp, v, em 't 3354, 3029, 2915,2859, 2723, 2649, 1753, 1619, 1442, 1439, 1318, 727, 689. Criektp
SAMP 'H, §, m. 1.: 0.94 T (3H, CH,), 2.15 m (3H, CH;I), 1.32-1.71 m (40H, 17 CH,), 1.75-1.80 (4H, 2CH,).
Haiineno, % C 60.00, H 9.89, N 10.42. C,; Hgy N, I. Beraucneno, % C 55.98, H 9.88, N 10.44, I 23.70.
2-[(2-I'enrageuni)-4,5-qguruapo-1H-umuaazon-1-wil-1-atunamuna ruapoxJopua (IX) nomyden
cornacHo metoauke [9]. Beixox 2.45 r (70%), CBETIIO-KOPUUHEBOE KPUCTAJIIMYECKOE BEIIECTBO, T. T
170 °C. UK-cmiektp, v, cM: 3090, 2983, 2961, 2825, 2713, 2634, 1678, 1614, 1532, 1427, 1329, 734, 687.
Cnextp IMP 'H, §, m. 1.: 0.83 T (3H, CH,), 1.20-1.47 m (36H, 18 CH,), 1.70-1.75 (4H, 2CH,). Haiineno,
% C 68.25, H 11.86, N 10.90, C1 9.10. C,, H,5 N;*HCI. Beraucneno, % C 68.21, H 11.88, N 19.85, C1 9.06.
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V.A. TARASEVICH, L. I. YUZHIK, L. I. BASALAEVA, L. I. ANTONOVSKAYA, N. A. BELYASOVA

SYNTHESIS AND BIOCIDE PROPERTIES OF ALKYLATED 4,5-DIHYDRO-14-IMIDAZOLES

Summary

A series of novel alkylimidazoles and their derivatives have been prepared. The structure of compounds synthesized has
been confirmed by IR and NMR 'H spectroscopy, as well as by elemental analysis data. Antibacterial and antifungal activity
of compounds prepared has been studied.



