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CHUHTE3, ®I3UKO-XIMIYHI TA BIOJOI'TYHI BJIACTUBOCTI
4-APWJI-4-[(3H-XTHA3OJIH-4-IJIIAEH) I'TAPA3OHO]|BYTAHOBUX
KHCJIOT TA IXHIX MOXIJTHUX
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(3H-xina3zousin-4-irigen)rigpasun 3 4-apui-4-oKCOKapOOHOBMMH KHCJIOTAMH Ta iXHiMH
ectepaMu  pearye 3  yrBopeHHsaM  BignmoBinnux  4-(R-apwui)-4-[(3H-xina3zoJin-4-
iTigen)riapazoHo]6yTaHoBuX KHCJOT Ta ix ecrepiB. Po3poGaenuii xkapoouiamiimizazonnHuii
MeTO CHHTe3y aMiliB BIINOBIZHMX KHCJOT Ta IMOKa3aHO, IO TiIpPa3sHHOJI3 ecTepiB
BiINOBiAHMX KHCJIOT mnpu3BoauThL 0 yrBopeHHs (3H-xinazouin-4-imigen)rigpazuny.
InpuBinyajJbHicTh CHHTE30BAHUX CHOJYK NiATBepI:KeHa XpOMATOMAC-CIIEKTPOMETPHYHO,
OyaoBa — eJleMeHTHUM aHajdizoMm, IY-, 'H AMP- 1a MAac-CIEeKTPaMH.

IIporno3 Oiosioriunoi axkTuBHOCTI cepexn moxignux 4-(R-apuia)-4-[(3H-xina3zourin-4-
iTiteH)rigpazoHo]0yTaHOBMX KHCJIOT MOKA3aB NMEPCHEKTHBHICTH MONIYKY HOBHX e(heKTHBHHX
MPOTHACTMATHYHHUX, AHKCIOMITHYHUX, AHTH/IENPECUBHUX, MPOTHEMIJIENTHYHNX TA AaHTHATEPO-
CKJIEPOTMYHMX 3ac00iB, a TaK0X BiICYTHICTH NMPOTHMIKPOOHOI Ta MPOTHIrPUOKOBOI AKTHB-
HOCTI, 10 MiATBEPAKEHO TAKOK eKCIIEPUMEHTAJIBHO.

(3H-quinazoline-4-ylyden)hydrazine react with 4-aryl-4-oxobutanoic acids and their ethers
with formation of corresponding 4-aryl-4-[(3H-quinazoline-4-ylyden)hydrazono]butanoic acids
and their ethers. The carbonyldiimidazolic method of corresponding acids amides synthesis was
elaborated, also was show that hydrazinolyss of corresponding acids ethers lead to (3H-
guinazoline-4-ylyden)hydrazine. Individuality of compounds which was formed confirmed by
L CM S-spectra, structure by element analysis, | R-, "H NMR- and mass spectra.

The prognosis of biological activity among derivatives of 4-aryl-4-[(3H-quinazoline-4-
ylyden)hydrazono]butanoic acids shown availability of searching of new effective
antiasthmatic, anxiolytic, antidepressive, antiepileptic, antisclerotic preparation, also the
absence of antibacterial and antimycotic activities was shown experimentally.

4-AminoOyTaHOBa KHCIIOTa, OUIbII Bioma sk y-aminoMacisHa (abo x 'AMK), € eHmoreHHUM
Me/iaTOpoM, TIONIMPEHUM y UEHTPabHIA HEPBOBiIM CHUCTEMI, SIKMH BiJirpa€ BaXKIUBY pOJb B OOMIHHHX
nportiecax HepBoBoi TkaHuHH [1-4]. CuHTe3 MOHM(IKOBaHMX AHAJIOTIB 3a3HAYCHOTO HeWpomesiaTopa €
MPIOPUTETHUM HAIMPSIMKOM Ha MUISXY CTBOPEHHS HOBHX JIIKAPCHKHUX 3aCO0IB. 3 XIMIYHOTO MOTJISILY TOIITYK
OiosoriuHo akTHBHUX pedoBuH aHanoriB 'AMK BenmeTbcs 3a TakKMMH OCHOBHUMH CIPSIMYBaHHSIMHU:
CTBOPCHHsI IMKJIIYHUX AQHAJIIOTIB; BBEICHHS 3aMICHHKIB 10 O, [-, Y-IIOJIOKCHHS MOJEKYIH Ta iXHS
byukiionaizamis;, 3mimrada Mmoaudikamis [5-8]. PomoHayanbHUKOM TpenapariB, CHHTE30BaHHX 3a
MEepUIMM IUUISIXOM, € HOOTPOIHUH 3aci0 mipaueraM, a Ha Cy4YaCHOMY €Talll BUKOPUCTOBYETHCA IIiJla HHU3Ka
Horo Oe3mocepenHiX aHaJIOriB Ta TOMOJIOTIB, TaK 3BaHi ‘paueTaMu’ . eTipaneraMm, OKcipauneram,
HeOparieram Tomo [4]. 3a iHIIUM MiIXOJ0M, a caMe BBEACHHSAM 3aMiCHHUKIB 10 O-, - Ta Y-TIOJOXKEHHS
ByrieBoaneBoro naniora 'AMK, crBopeno Oarato nikapcbkux 3aco0iB. Ilepmioro 3 Takux peyoBUH
(BBeeHHSI 3aMICHHKIB y [3-IIOJIOKEHHS), sIKa 3aCTOCOBYEThCS Y KIiHIUHIN mpakTuii, OyB JiKapchKkuil 3acio
¢beniOyr — epeKTUBHUN HOOTPOI, IO MEHIIOI MipOI0 MPOSIBIISE TPAHKBUII3yIOUYy AiI0, a TaKOX IEII0
nokparye coH [1, 6-8]. Ha ocHOBI HoCiiKeHHs B3a€MO3B' 13Ky “CTpyKTypa — Iis’” y 1bOoMy psiay Oyniu
CHHTE30BaHi: 0akiIo(eH — aHTHUCIIAaCTUYHUH JTIKapChbKHi 3aci0, mpenapaTu radaneHTuH Ta nperadaiil, mo
3aCTOCOBYIOTBCSI B Teparlii enijiencii Ta HelponaTuyHoro 000 y nopociux [5]. a-IToxiaHi, Ha Kalb, HE
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3HAWIIM MPAKTUYHOTO 3acTOcyBaHHSA B MeaumuuHi. Cepen y-MOXiAHUX IIUPOKO BHUKOPUCTOBYETHCS 3
JTKyBaJIbHOK METOI0 JIHIIE MPOTUCYJOMHHI mpemapar Birabarpid [6-8]. 3mimanow moaudikaiieo v-
aMiHOMACJISIHOT KUCTIOTH OyJI0 OTpUMaHO 0arato HOOTPOIHUX 3aC001B — MIKaMIiJIOH, TAHTOTaM, IEMaHoJI Ta
npernaparis iHIINX (HapMaKOIOTIYHUX TPYIT — KapHITIH rigpoxiopus Ta OytipokcaH [6-8].

3Bakarouu Ha Iie, Ha HAIl TOTISA, AOIUIBHO MPUAUISATH OUTBIIY yBary y-TIOXiIHHUM Ta 3MillaHii
Moudikarii Mosiekynu, a came Buao3mini TAMK BBeneHHsM (reT)apuiibHUX 3aMiCHHUKIB, OCKIIBKU Cepe
BIZJOMHX JIIKapChKUX 3ac00iB TakMX Moaudikaliid T0BOII Majo, a JaHi Ipo IUPOKi JOCHIHKEHHs caMme 3a
UM CIpsIMyBaHHAM BincyTHi. OTxe, memoro pobomu € cunte3 HoBux ananoris 'AMK, a came 4-apun-4-
[(3H-xina30miH-4-inmieH)riApa30H0| Oy TaHOBHX KHCIIOT Ta IXHS CTPYKTypHa Moau(ikaiis 3a KapOOKCUIIb-
HOIO IPYTIOI0 3 METOIO OJIep>KaHHsI 01070T1YHO aKTHBHUX CIIONYK.

Pe3ynbraTi BUKOHAHHMX JOCII/DKCHB MOKa3a, mo (3H-xinazonin-4-inigen)rigpasun (1.1) 3 4-apui-
4-0KCOKapOOHOBMMH KHCJIOTAMH Yy CIIMPTaX MpH KIMHATHIH Temreparypi abo KOpOTKOYaCHOMY HarpiBaHHi
pearye 3a An-E MexaHizsMoM 3a kapOOHIUJIBHHM BYTJICLICBUM aTOMOM, 3 YTBOpPEHHsSM BianoBimHux 4-(R-
apwun)-4-[ (3H-xinazosmiH-4-i1i1eH)riapa3ono] 6yranoBux kucior (2.1-2.6, cxema). IToxibHo BinOyBaeThCs
B3aemozisi BuxifgHoi cmoiyku (1.1) 3 ectepamu 4-apui-4-0KCOKapOOHOBHX KHCIIOT — HE3aJEKHO Bif
BUKOpHUCTaHOTO po3unHHHKa (JIM®A, ouToBa KHCIOTa, TIOKCAaH, MPOIMAHOJ-2, €TAHOJ], METAaHONI) Ta
tpuBanocti peakuii (1-2 roauHM) yTBOprOIOThCS BiamoigHi ecrepu (3.1-3.6, cxema). HemoiuBicTh
YTBOPEHHsI aHCAaMOJIiB TeTEepOLUKIIB 3 XiHAa30JIIHOBOIO JIAHKOIO 32 IIMX YMOB MOXKHA MOSCHUTU 3HAYHUM
aKIENTOPHUM BIUIMBOM EJIEKTPOHOAE(ILUTHOrO XiHA30JiHOBOro IukKiIy. Lle octarouHo Takox miaTBepA-
KYETBCSI JJAHUMH JepUBAaTOrpadivHuX IOCTiKeHb. Tak, 3 JepuBaTtorpaMu eTuiioBoro ecrepy 4-(n-tosin)-4-
[ (8H-xinazomin-4-imigeH)riapa3ono]0yranoBoi kuciaotu (3.2) BuaHO, mo Ha Kpusiii J[TA crocrepirarotbes
MminiMym mipu 175 °C (temneparypa miasieHHs) Ta MakcumyM tipu 280 °C (nectpykitis). Baxkinso, 1110 3rigHo
3 nanumMu kprBux TI" ta AT gectpykmist Monekynu po3nourHaEThCs 3 Temrieparypu 245 °C 1 3aKiHdyeThCst —
400 °C (puc. 1). Onnak Ha kpuBiii TI' He crocTepiraeTbCs YiTKOrO 371aMy, SIKHi BiIIOBigaB OM BTpati MoJie-
KyJIM eTaHoiny. Lle CBiquuTh Mpo HEMOKIIMBICTD YTBOPEHHS FETEPOLMKIIYHOT CUCTEMH B YMOBaX TEPMOJTi3y.

Puc. 1. [lepusamoepama cnonyxu 3.2

Hanani Oyna 3nificiena momudikarist axaiorie TAMK (2.1-2.6, 3.1-3.6), 3a kapOOKCHIBHOIO Ta
€CTEPHOI0 TPyNamMH 3 METOI0 CHHTE3y BiJNOBIAHUX aMifiB Ta rizpasufiB. JOCHiIKeHHSA MOKas3ald, IIO
HE3aJIeKHO BiJ MPUPOIH apHIBHOTO 3aMiCHHMKA B Y-IIOJIOKCHHI Ta yMOB BEICHHs peakuii (TemMmepaTypa,
4ac), pe3yJbraToM Tifpasunoiidy ectepiB 3.1-3.6 e (3H-xinazonin-4-imigen)rigpasun (1.1). BiporiaHo,
10 y I[bOMY Pa3i BiJ3HAYA€ThCS MapajelibHa HYKJIeO(iIbHA aTaka TiApa3suHOM IO CTEPUYHO JOCTYITHUX
HeHTpax (aTtoM BYIJICIO €TOKCHKapOOHinbHOI rpynmu Ta C4 XiHa30yiHOBOrO IMKIy) cnonyk 3.1-3.6
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(cxema). Kpim Toro, mis ecrepie 3.1-3.6 He Bmasocs BUKOHATH “KJIACHYHHUI~ aMOHOJI3, 110 MOB’S3aHO 3
IXHBOIO HU3BKOIO eneKkTpodinbHicTIo. Tomy cunTte3 aminiB 4.1-4.9 3aiiicHioBanM amiHomi30M kucioT 2.1-
2.6, BUKOPHUCTOBYIOUH SIK akTUBYIouy kommnoHeHTy N,N-kapOoHingiimiga3osn; amiHM JoJaBajkl BXE IO
YTBOPEHOTO iMia301i/1y BiAMOBITHOI KHCIOTH.
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2.1 R=C,Hj; 2.2 R=4-CH,CH,; 2.3 R=4-CH,0CH,; 2.4 R=3,4-(CH,),C4H,; 2.5 R=3,4-(CH,0),C,H,;

2.6 R=3,4-(OCH,CH,0)C,H,; 3.1 R=C,Hg; 3.2 R=4-CH,C,H,; 3.3 R=4-CH,OCH,; 3.4 R=3,4-(CH,),C,Hs;
3.5 R=3,4-(CH,0),C¢H,; 3.6 R=3,4-(OCH,CH,0)C,H,; 4.1 R=C¢Hs, R1=H, R2=(CH,),C,Hs;

4.2 R=C¢Hg R1=R2=(CH,),; 4.3 R=C4H, R;=R,=(CH,)5; 4.4 R=C¢Hs, R,=R,=(CH,),0(CH.,),;

4.5 R=4-CH,C¢H,, R,=R,=(CH,),; 4.6 R=4-CH,CH,, R1=R2=(CH,),0(CH,),; 4.7 R=4-CH,0CH,,
R1=R2=(CH,),; 4.8 R=4-CH,0C¢H,, R,=R,=(CH,),0(CH,),; 4.9 R=4-CH,0C¢H, R1=R2=(CH,);

Cxema

[HauBiAyanpHICTE CHHTE30BaHUX CIIONYK MiATBEPIKEHA XpOMaTOMac-CIIEeKTPOMETPUYHO, OyaoBa —
enemenTHHM aHamizom, I9-, 'H SIMP- ta mMac-criektpamu (a6, 1, 2). XpoMaToMac-CrieKTpaabHe T0CHTi-
kKeHHs1 croyk (2.1-2.6, 3.1-3.6, 4.1-4.9) B ymoBax “Mm’sikoi” ionizanii (APCI) mamo 3Mory B KOXXHOMY
BHIIAJIKy 3apeecTpyBaTH MK KBasiMosekynspHoro ioma [MH]Y, skuif Mae BHCOKY iHTEHCHBHICTB, IO
OJTHO3HAYHO MATBEPKYE IHIMBIAYaIbHICTE CHHTE30BAaHUX CIONYK (Tabm. 2). [H-crekTpr CHHTE30BaHUX
CIIONYK XapaKTepH3UPYIOTHCS BANCHTHUME KOTHBAHHS Vu-rpyr mpu 3420-3300 cM™ Ta Ve-o-Tpym mpu
1700-1680 cM™, siki 3MmimieHi O HE3bKOYACTOTHOI [MIUISHKM CIICKTPA 33 PAXYHOK YTBOPEHHSI BOIHEBOIO
3B'A3KY 3 MPOTOHOAOHOPHHMHM Tpyramu. CMyru B6upanns npu 1680-1550 cm™ BimgHeceHi 10 BaTeHTHHX
KOJINBaHb a30METHHOBOTO 3B'3KY (Vcan).

[IMP-cnektpu crnonyk 2.1-2.6, 3.1-3.6, 4.1-4.9 MaioTh WHMPOKUIl CIaOKOMOJBHUN CHHIJIETHUN
npoton N-3 xinazoniny npu 11,96-11,38 m.1., sikuii xapakrepusye ix sik rigpasonu [10-12]. V apomaTuuniit
YaCcTHHI CIEKTpa HasBHI CUTHAIM, SKi BiANOBIAAIOTH apUIBHOMY 3aMICHHKY, a TaKo)XX BHUSBIICHE
XapaKTePUCTHYHE PO3IICIUICHHS TIPOTOHIB XiHa30iHoBOI cuctemu [10, 12]. [IpoTOHN METHICHOBHX TpYIl
anmiaTUYHOTO 3aJMIIKy JOCTIIKYBAaHHX CIOJIYK PE30OHYIOTh Yy CHJIBHOMY IIOJNi CIEKTpa SK JIBa
IBOIPOTOHHI TpumuieTd npu 3.51-3.25 m.u. Ta 2.55-2.44 m.4. OcraHHii 3MileHUH Y cIaOKOMOIBHIITY
YaCTUHY CIIEKTPa 32 PaXyHOK B3a€EMOJIi 3 €JIEKTPOHOAKLENITOPHOIO KapOOKCHIBbHOW rpymo. Kpim Toro,
g KucaoT 2.1-2.6 XapakTepHa HasBHICTH YIIMpEHOro cuHriera y aimstHuoi 12.06-12.9 m.u., sxuit
BIJIMIOBiIa€ MIPOTOHY KapOOKCHJIBHOI TPYIH, HATOMICTh ectepu 3.1-3.6 XapaKTepu3yroTbCs KIACHYHHM
HAGOPOM CHTHAJTIB €TOKCHIBHOTO PajMKana B anibarnuniii uactuni crekrpa. Y 'H SIMP-criektpax amisis
(4.1-4.9) peecTpylOThCsl CHTHAIM TPOTOHIB, XapaKTepHi Uil aMiJHUX 3aJHIIKiB, TOOTO amidaTudHi
NPOTOHH MiPOJIIMHOBOTO, MINEPUANHOBOTO Ta MOP(OIIIHOBOTO (parMeHTiB, apOMaTH4HI Ta alipaTudHi
NPOTOHU (heHEeTUIbHOrO (parMeHTa. Lli maHi MMIJIKOM i MOBHICTIO JOBOASTH Ta MiATBEPKYIOTH OYIOBY
CHHTE30BaHUX CTIONYK.



Amnaniz mac-cnektpiB (EY) mokasas, mo mst conyk 2.2, 3.2 ta 4.8 crocTepira€tbCs MOSTAIHUIMA
O- Ta [3-po3pHB aNKiIIPHOTO 3alHWIIKYy BiAMOBigHOI Y-OyTaHoBOi KuciaoTH. Tak, sl 3a3HAYCHHUX
CIIOJTYK HaliHTCHCHUBHIIAMKM ~ QparMeHTapHuMH  ioHamu € iomu [M-CH,CH, COOH]" (2.2),
[M-CH,CH,COOC,Hs]" (3.2) Ta [M-CH,CH,CON(CH,),O]" (4.8) 3 m/z 261, 261 ta 277 BiamosiaHo.
Hanani ¢parmenTaiiis mpoXOoanTh 3 BiIIIEIUICHHSIM a30MeTHHOBUX (hparmenTiB (MVz 17), KiHIeBuii eram —
posmaz xiHazominy [10-12].

CuHTE30BaHl CHOJYKH 3a XIMiYHOIO OyIOBOIO MOMIOHI A0 MOJIEKYJH Y-aMiHOMACJISIHOI KUCIJIOTH i
ixHs dapmakosnoriuna aisi Moxke Oytu peamnizoBana ["AMK-onmocepenxoBanumu mexasizmamu. Bpaxo-
BYIOUHM 3a3HAa4CHE, MU BBaXKaJM 3a JOUIJIbHE 3AIMCHUTH IMONEpPEIHE MPOTHO3YyBaHHS O10JOTiYHOI aKTUB-
HOCTi 3a JoroMorow komm'rorepHoi mporpamu PASS C&T. PesynpraTél IOCHIUKEHB MOKa3aiH, L0 Y
cnonyk 2.1-2.6 BiporigHi BHCOKa aHTHalepriyHa, MpOTHACTMAaTHYHA, AHKCIONITUYHA, aHTHICTPECHUBHA,
NOPOTHEMIJICNTAYHA AaKTUBHOCTI Ta 3[aTHICTh BIUIMBaTH Ha OOMiH XosectepuHy (tabm. 3). Baxiupo
BiZI3HAYUTH, IO 3MiHA 3aMiCHUKIB B apWJIBHOMY ()parMeHTi MOJICKYJIH MaJllo BIUIMBAE SIK HA BHJ, TaK i Ha
HMOBIPHICTh MPOsIBY 010J70TIYHOT akTHBHOCTI. TOJIi SIK IPOTHO3YyBaHHS (hapMaKoIOTIYHOT Jii JJIs ecTepiB
3.1, 3.6 Ta aminis 4.2, 4.4, 4.8 nokazaio, 1o 3amMmiHa KapOOKCHIBHOI IPyNH Ha iHINY (QYHKIIIFO TPU3BOTUTH
JIO BIJICYTHOCTI aHKCIOJITHYHOI, aHTUCTIPECUBHOI, MPOTUEHICITUYHOI aKTUBHOCTI, 1110, Ha HAIIy TYMKY,
MOK€ OYTH TOB’S3aHO 3 BIJCYTHICTIO JUIs IMX KJIAaciB XiIMIYHHX CIIOJYK croopimHeHocti mo ['AMK-
peuenTopaux cucteM. OTKe, pe3yabTaTH MPOrHO3yBaHHS BKAa3yIOTh HA MEPCIEKTUBHICTD MOIITYKY HOBHX
e(pEeKTHBHUX MPOTHACTMATUYHUX, AHKCIONITUYHUX, AHTHUACTPECUBHHX, MPOTHEMIJICNTAYHIUX Ta AaHTH-
aTepOCKICPOTHYHUX 3aco0iB cepen noxiauux 4-(R-apwn)-4-[(3H-xinazomin-4-imigeH)rigpa3ono]oyrano-
BHUX KHCJIOT, IO MiATBEPPKYE JOUUIBHICTD MOJAIBLIMX JJOCHTIHKCHD (HapMaKoJIOriuHOI aKTHBHOCTI
CHHTE30BaHUX CTIONYK.

Tabnuys 3
IIporno3 06i010riYHOI AKTHUBHOCTI CHHTE30BAHUX CIOJIYK
3a IONOMOro10 KoMl loTepHoi nporpamu PASS C&T
Bunu 6ionorigaoi BiporianicTe nposiBy Gionoriunoi akruBHOCT (Pa)

AKTUBHOCTI 2.1 2.2 2.3 2.4 2.5 2.6 3.1 3.6 4.2 4.4 4.8
IMpoTtuanepriuba 0.873 | 0.846 | 0.838 | 0.834 | 0.822 | 0.864 | 0.869 | 0.867 | 0.819 | 0.797 | 0.743
I[IpoTracTMaTuyHa 0.873 | 0.846 | 0.838 | 0.834 | 0.822 | 0.864 | 0.869 | 0.867 | 0.819 | 0.797 | 0.743
AHKCIOITHYHA 0.729 | 0.713 | 0.724 | 0.703 | 0.714 | 0.704 - - - - -

AHTHIIETIpECHBHA 0.729 | 0.713 | 0.724 | 0.703 | 0.714 | 0.704 - - - - -
[poTueninenTiana 0.729 | 0.713 | 0.724 | 0.703 | 0.714 | 0.704 - - - - -
AHTHaTEpOCKIIE-

0.762 | 0.740 | 0.725 | 0.760 | 0.715 | 0.712 | 0.753 | 0.712 | 0.710

pOTHYHA

Pe3ynbraTi MikpoOiOJIOTIYHOTO CKPUHIHTY HOKa3aiH, o kKucioTu 2.1 Ta 2.6 B konueHTparii 0,5 %
IPOSIBJISIIOTh HEBUCOKY aKTHUBHICTh CTOCOBHO St.aureus (miamerp 30H MPHUTHIYEHHS POCTY MIKpOOPraHi3MiB
12 T1a 11 ™M, BigmoBigHo). 3amiHa y JOCHIKYBAaHMX CIIOAYK KapbokcunpHOl rpymu (2.6) Ha
eTOKCHKapOOH1IbHY (3.6) MPU3BOIUTH /10 MMOBHOI BTPATH MPOTUMIKPOOHOT Ta MPOTUIPHUOKOBOT AKTHBHOCTI.
Ectep 3.4 Tta amin 4.8 Takok HE BIUIMBAIOTh HA IITaMU OAaKTEpid, HA SKMX BUBYAJIACh Jisl CHHTE30BaHHUX
pevoBuH. J{ocmipKyBaHi peUOBUHH IMOCTYIAIOTHCS 3a 010JIOTIYHOI AaKTHBHICTIO €TaJJOHAM HOPIBHAHHS.

ExcnepumenTanbHa yacTuHa. Oi3uko-XiMiuHi1 BTaCTHBOCTI CHHTE30BaHUX CIIONYK BUBYAJIH 3T1JHO
3 MeToAamH, siki HaBeneHi y Jepxasuiii Mapmakonei Ykpainu (I®VY, Bua.l). TemnepaTypy IUIaBiIeHHS
BU3HAYAIN KamisspHuM criocodom (2.2.14) wa npunani IITIT (M). IY-cniektpu 3HIMaIUCh y TabieTKax
Kanito Opominy (koHueHTtparist pedoBuan 1 %) Ha cnekrpodoromerpi Bruker Alpha B o6macti 7500—
400 cm™ 3 Bukopucrannam npuctaBku ATR (mpsive BBefeHHs pedosunn). 'H SIMP-criektpu peecTpyBanu
Ha CrIeKTpo(OTOMETPI sIIepPHOrO MarHitHOro pezoHancy “Mercury 400, pozunnauk DMSO-ds, BHYTpitHii
CTaH/AapT — TETPAMETUIICUIIaH. XpOMaTOMac-CIeKTPaIbHI JOCTIKEHHsI 31ilicHIOBany Ha npmiaai Agilent
1100 Series LC/MSD System, xpomaTorpadiuna komorka Eclipse XDB-C18 2,1 mx30 mm (p/n 973700-932).
Croci6 ionizamii — XimMiyHa ioHi3aris 3a armoceproro trcky (APCI). Mac-crieKTpu ofiepskaHO Ha MpHITaji
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Varian 1200L, ioni3ariis enextponuuM yaapom (70 eV) npu npsmMoMy BBeICHHI 3pa3ka. TepMiuyHUN aHawi3
BUKOHYBasu Ha gepuBatorpadi Q-1000. IIeuakicts HarpiBanus 10°/xB Bim 25 mo 500 °C na moBiTpi,
HIBUJIKICTh camonuciis 5 Mm/xB. ETaioHOM ciiyryBaB npojkapeHHuil OKCUJI antoMiHio. Bara 3paska 30,0 mr
(3.2). 3amucysamu kpusi T, TT, ATT, ATA. Kpusa T — 3mina temmneparypu, TT' — 3mina macu, JTI" —
mudepenuiiina kpuBa 3Mind Macu, ITA — audepeHniiiHa KpuBa 3MiHH TEIUIOBUX e(eKTiB. UyTInBICTb:
OTA — 1 mB/mm, ITT — 4 MB/mm, T — 2°/Mm.

Cunres (3H-xinazonin-4-inioen)eiopaszuny (1.1) 3miliCHEHO 3a BiJOMHMH METOJAMH 3 KOHCTAHTAMH,
SIKi BIMOBIAIOTH JTiTepaTypHuM gaHum [9].

3acanvruti memoo cunmesy 4-(R-apun)-4-[ (3H-xinazonin-4-inioen)eiopasonol Oymanosux kuciom
(2.1-2.6). To cycnensii 0,8 r (0,005 moins) (3H-xinazomin-4-imigen)riapasun (1.1) B 30 M mponaxoy-2
monatote 0,005 mMons BiamoBigHOI 4-apuir-4-0oKCOKapOOHOBOiI KHCIOTH, 1 Kparumo XJIOPUCTOBOIHEBOI
KHCJIOTH Ta KHIT SITSTh MPOTSroM 1 roJuHU, OXO0JIOMXKYIOTh, Ocaj BiAdiIbTPOBYIOTh Ta cymars. Onepskani
CIIOJIYKH HE TOTPEOYIOTh JI0JaTKOBOTO OUYHIICHHSL.

A-Denin-4-[ (3H-xinasonin-4-inioen)ziopazonol 6ymanosa kucnoma (2.1). Buxim 62,5%; T.mr. 196-
198°C; 'H SIMP (5, ppm): 12,19¢ (1H, COOH), 11,47¢ (1H, 3-NH), 8,221 (1H, H-5 Quin, J = 7,9), 8,04x (2H,
H-2, H-6 Ph, J = 7,2), 7,84c (1H, H-2 Quin), 7,64t (1H, H-6 Quin, J = 7,8), 7,481 (1H, H-8 Quin, J = 7,3),
7,42m (4H, H-7 Quin, H-3, H-4, H-5 Ph), 3,31t (2H, -CH,-CH,-COOH, J = 8,5); 2,48 T (2H, CH,-CH,COOH,
J=8,4); MC (APCI): mz=321; C1gH16N4O,, pospaxosaro (%), N 17,49; suaiineno (%); N 17,44.

A-(4"-Memundgpenin)-4-[ (3H-xinazonin-4-iniden)ziopazono) bymarnosa kucioma (2.2). Buxin: 74,73%;
T.mr. 208-210°C; T4, A (em™): 2915, 1611, 1552, 1534, 1502, 1424, 1402, 1364, 1340, 1278, 1130, 1020,
984, 923, 882, 848, 820, 772, 684, 647; 'H SIMP (5, ppm): 12,06¢ (1H, COOH), 11,96¢ (1H, 3-NH), 8,24x
(1H, H-5 Quin, J= 7,6), 7,98m (3H, H-2 Quin, H-2, H-6 Ph), 7,661 (1H, H-6 Quin, J= 7,6), 7,521 (1H, H-
8 Quin, J=7,9), 7,45t (1H, H-7 Quin, J = 8,0), 7.26x (2H, H-3, H-5 Ph, J = 8,3), 3,291 (2H, CH,-CH,-
COOH, J = 7,6), 2,47t (2H, CH,CH,COOH, J = 7,6), 2,35¢ (3H, CH3); MC (APCI): m/z=335; MC (EY),
m/z (1%): 335 (1,3), 262 (18,1), 261 (100), 172 (2,3), 170 (1,2), 159 (8,6), 146 (7,0), 145 (20,8), 144 (13,2),
131 (5,4), 130 (12,6), 129 (37,6), 128 (6,4), 119 (6,8), 118 (23,1), 117 (17,8), 116 (23,0), 115 (32,5), 104
(9,5), 103 (86,2), 102 (25,8), 91 (45,3), 90 (21,4), 89 (11,8); Ci9H1gN4O,, pospaxosano (%), N 16,76;
sHaiineno (%); N 16,75.

4-(4"-Memoxcuenin)-4-[ (3H-xinazonin-4-inioen)2iopazonol 6ymanosa  xucroma (2.3). Buxinm:
73,58%; T.mn. 228-230°C; 'H SIMP (5, ppm): 12,09¢ (1H, COOH), 11,40c (1H, 3-NH), 8,201 (1H, H-5
Quin, J = 7,5), 8,02n (2H, H-2, H-6 Ph, J = 8,9), 7,82c (1H, H-2 Quin), 7,62t (1H, H-6 Quin, J = 7,5),
7,43m (2H, H-7, H-8 Quin), 6,971 (2H, H-3, H-5 Ph), 3,80c (3H, -O-CHa), 3,27t (2H, CH,-CH,-COOH,
J = 8,5), 2,44t (2H, CH,-CH,COOH, J = 8,5); MC (APCI): m/z =351; C;9H;5N,O3, po3paxoBano (%),
N 15,99; 3naiineno (%); N 16,01.

4-(3" 4"~ Humemuncpenin)-4-[ (3H-xinazonin-4-inioen)2iopazono)| 6ymanosa kucioma (2.4). Buxin:
74,20%; T.mwr. 192-196°C; T4, A (cm™%): 3309, 2850, 1606, 1544, 1452, 1378, 1309, 1280, 1187, 1097,
1060, 957, 764, 678, 610; 'H SIMP (5, ppm): 12,18c (1H, COOH), 11,39¢ (1H, 3-NH), 8,221 (1H, H-5
Quin, J = 7,8), 7,84c (1H, H-2 Quin), 7,83c (1H, H-2 Ph), 7,76x (1H, H-6 Ph, J = 8,0), 7,63t (1H, H-6
Quin, J=7,8), 7,481 (1H, H-8 Quin, J = 8,0), 7,42t (1H, H-7 Quin, J = 8,0), 7,20x (1H, H-5 Ph, J = 8,0),
3,28t (2H, CH,-CH,-COOH, J = 8,4), 2,46t (2H, CH,-CH,-COOH, J = 8,3), 2,29¢ (3H, 4-CH3); 2,26¢
(3H, 3-CHs;); MC (APCI): m/z=349; CyH2N,O,, po3paxosano (%), N 16,08; 3xaiineno (%); N 16,05.

4-(3" 4"~ Humemorcugpenin)-4-[ (3H-xinazonin-4-inioen)2iopaszono] bymanosa rucioma (2.5). Buxin:
72,15%; T.mn. 170-175°C; MC (APCI): m/z=381; CyoH»0N4O4, pospaxosano (%), N 14,73; 3uaiineno (%);
N 14,72.

4-(3' 4"-Emunenoioxcughenin)-4-[ (3H-xinazonin-4-inioen)eiopazonol 6ymanosa  kucioma  (2.6).
Buxix: 77,14%; T.mn. 176-180°C; T4, A (cm ): 3215, 3066, 1674, 1517, 1403, 1336, 1118, 972, 856,
799, 738, 691, 650; 'H SIMP (5, ppm): 12,16¢ (1H, COOH), 11,41c (1H, 3-NH), 8,191 (1H, H-5 Quin,
J=17.8), 7,81c (1H, H-2 Quin), 7,66¢ (1H, H-2 Ph), 7,63t (1H, H-6 Quin, J = 7,8), 7,511 (1H, H-6 Ph,
J=8,6), 7,461 (1H, H-8 Quin, J = 8,0), 7,41t (1H, H-7 Quin, J = 8,0), 6,901 (1H, H-5 Ph, J = 8,6), 4,28¢
(4H, -O-CH,~CH-0-); 3,251 (2H, CH,-CH,-COOH, J = 8,2), 2,451 (2H, CH,-CH,-COOH, J = 7,8); MC
(APCI): mz=379; CyH1sN404, pospaxosano (%), N 14,81; suaiineno (%); N 14,83.
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3acanvruti memoo cunmesy ecmepie 4-(R-apun)-4-[ (S3H-xinazonin-4-inioen)eiopazonol 6ymanosux
kuciom (3.1-3.6). o cycmensii 0,8 r (0,005 M) (3H-xinazomin-4-imigen)riapasuny (1.1) y 15 mn
nponanony-2 nogarts 0,005 M BinnoBigHOTO €TUIIOBOrO ecTepy 4-apuin-4-0KCOKapOOHOBOI KHUCIIOTH Ta
KHIT SITATH 0 PO3YMHEHHS BUXiTHOI cnoiyku. Cymim QimbTpyroTh rapsiuoro, (inbTpaT OXOJOIKYIOTh.
Oca, 1110 YTBOpUBCs QiIBbTPYIOTH, CymaTh. OaepikaHi CIOAYKH HE MOTPEOYIOTh 10JaTKOBOTO OYHIIICHHS.

Emunosuii  ecmep  4-gpenin-4-[ (3H-xinazonin-4-inioen)eiopazonol ymanosa xucroma (3.1). Buxin:
71,25%; T.mut. oil; MC (APCI): m/z=349; CyH»1N4O,, po3paxosaro (%), N 16,08; suaiinero (%); N 16,05.

Emunosuii  ecmep  4-(4"-memunpenin)-4-[ (3H-xinazonin-4-inioen)2iopazonol 6ymanosa  kucioma
(3.2). Buxin: 47,88%; T.m1. 166-168°C; 'H SIMP (5, ppm): 11,40c (1H, 3-NH), 8,20x (1H, H-5 Quin,
J=17,8), 8,00xn (2H, H-2, H-6 Ph, J = 7,3), 7,83c (1H, H-2 Quin), 7,63t (1H, H-6 Quin, J = 7,8), 7,471
(1H, H-8 Quin, J = 7,6), 7,41t (1H, H-7 Quin, J = 7,6), 6,981 (2H, H-3, H-5 Ph, J = 7,8), 4,00xB (2H,
OCH,CHg, J= 7,1), 2,35¢ (3H, CH3), 2,54t (2H, CH,CH,CO, J = 7,8); 2,49 T (2H, CH,CH,CO, J = 7,8);
1,11 1 (3H, OCH,CHs, J = 7,1); MC (APCI): m/z =363; MC (EVY), m/z (1%): 363 (4,2), 362 (10,9), 317
(6,7), 289 (6,8), 262 (17,6), 261 (100), 145 (10), 144 (12,4), 129 (6,6), 118 (9,2), 117 (6,1), 103 (7,3), 91
(11,8), 90 (6,2); C21H22N40,, pospaxosano (%), N 15,46; suaiigeno (%); N 15,46.

Emunosuti ecmep 4-(4"-memoxcugpenin)-4-[ (3H-xinazonin-4-inioen)2iopazonol 6ymanoea xucioma
(3.3). Buxix: 52,09%; T.mr. 162-164°C; 'H SIMP (3, ppm): 11,40c (1H, 3-NH), 8,201 (1H, H-5 Quin,
J=78), 7,951 (2H, H-2, H-6 Ph, J = 7,8), 7,83c (1H, H-2 Quin), 7,64t (LH, H-6 Quin, J = 7,8), 7,48x
(1H, H-8 Quin, J = 7,6), 7,421 (1H, H-7 Quin, J = 7,6), 7,24x (2H, H-3, H-5 Ph, J = 7,7), 4,00xs (2H,
OCH,CH3, J = 7,1), 2,54 1 (2H, CH,CH,CO, J = 7,8); 2,49t (2H, CH,CH,-CO, J = 7,8), 3,81c (3H,
OCHs), 1,121 (3H, OCH,CHs, J=7,1); MC (APCI): mz =379; Cy1H2,N,Os, pospaxoaro (%), N 14,81;
suaiineno (%); N 14,79.

Emunosuti ecmep 4-(3'4"-0oumemungpenin)-4-[ (3H-xinasonin-4-inioen)ziopazonol 6ymanosa xucioma
(3.4). Buxin: 66,51%; T.m1. 176-178°C; MC (APCI): m/z=377; C,H4N40,, pospaxosano (%), N 14,88;
sHaiineno (%); N 14,91.

Emunosuii  ecmep  4-(3'4"-oumemoxcupenin)-4-[ (3H-xinazonin-4-inioen)eiopazonol 6ymanosa
kucroma (3.5). Buxin: 53,46%; T.mw1. 178-180°C; 'H SIMP (8, ppm): 11,38c (1H, 3-NH), 8,221 (1H,
H-5 Quin, J = 8,0), 7,84c (1H, H-2 Quin), 7,69¢c (1H, H-2 Ph), 7,63t (1H, H-6 Quin, J = 8,0), 7,491 (1H,
H-6 Ph, J = 8,6), 7,47x (1H, H-8 Quin, J = 8,2), 7,42t (1H, H-7 Quin, J = 8,1), 7,01x (1H, H-5 Ph,
J = 8,6), 3,998 (2H, CH3CH>, J = 7,2), 3,83c (6H, 3,4-OCHs), 3,32t (2H, CH,CH,CO, J = 8,0), 2,54t
(2H, CH,CH,CO, J = 8,0), 1,12t (3H, CH3CH,, J = 7,0); MC (APCI): mz=409; C;,H,4N4O,, po3paxoBaHo
(%), N 13,72; smaiimeno (%); N 13,609.

Emunosuii  ecmep  4-(3'4"-emunendiokcugpenin)-4-[ (3H-xinazonin-4-inioen)eiopazonol 6ymanosa
kucroma (3.6). Buxix: 52,23%; T.mn. 120-124°C; 14, A (cm Y): 2921, 2852, 1726, 1599, 1584, 1542,
1504, 1460, 1371, 1347, 1310, 1281, 1247, 1176, 1139, 1068, 1046, 1013, 884, 764, 659; ‘H SIMP
(8, ppm): 11,41c (1H, 3-NH), 8,18x (1H, H-5 Quin, J = 8,0), 7,80c (1H, H-2 Quin), 7,65¢ (1H, H-2 Ph),
7,63t (1H, H-6 Quin, J = 8,0), 7,49x (LH, H-6 Ph, J = 8,6), 7,451 (1H, H-8 Quin, J = 8,0), 7,41t (1H, H-7
Quin, J = 8,0), 6,881 (1H, H-5 Ph, J = 8,6), 4,28¢ (4H, OCH,CH,0), 3,98k8 (2H, CH3CH,, J=7,1), 3,27 T
(2H, CH,CH,CO, J = 7,6), 2,51t (2H, CH,CH,CO, J = 7,6), 1,121 (3H, CH3CH,, J = 7,1); MC (APCI):
m/z=407; C,,H2,N404, pospaxosano (%), N 13,78; 3uaiineno (%); N 13,80.

3acanvnuti memoo cunmesy amioie 4-(R-apun)-4-[ (3H-xinasonin-4-inioen)2iopaszono) bymanosux
kuciom (4.1-4.9). Ilo pozunny 0,005 M Bimnosimnoi kuciotu (2.1-2.4) y miokcani momarots 0,81 r
(0.0055 M) N,N-kap6oHinaiimiza3ony Ta HarpiBarTh MPU HEIHTCHCHBHOMY KHITIHHI MPOTAroM 1 roauHH.
ITotiM (He OXOJIOMKYIOUH) 10 peakiiinoi cucremu monaroth 0,44 r (0,0051 M) BiamosigHoro aminy Ta
JIOJIATKOBO HATPiBalOTh I¢ 3 TOAWHH. ITiCIs OXOJIO/DKEHHS PO3YMHHHK BIATaHSIOTH ITiJ] BaKyyMOM.
3auIIoK nmepeHocsTh y Boay ta qoBoastk pH o 7,0. Ocan, mo chopmyBagcs, BiAiIbTPOBYOTh, CYILIATh.
CuHTE30BaHi CIOMYKH KPUCTAI3YIOTh 13 CYyMillli IPOTAaHO-2-BOJIA.

1-@enemunamio 4-penin-4-[ (3H-xinasonin-4-inioen)2iopaszono) bymanosa rucioma (4.1). Buxin:
73,12%; T.mr. 136-138°C; T4, A (cm™%): 3304, 2918, 2850, 1618, 1538, 1447, 1347, 1220, 1141, 1013,
964, 745, 688, 626; MC (APCI): m/z=425; C,cH2sNsO, Bupaxysano (%), N 16,54; snaiineno(%); N 16,55.
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Iipponiounamio 4-genin-4-[ (3H-xinazonin-4-inioen)eiopazonol bymanosa rucroma (4.2). Buxin:
86,84%; T.mu1. 168-170°C; MC (APCI): mVz=374; Cx»H,3Ns0, pospaxoBano (%), N 18,75; 3uaiineno (%);
N 18,73.

Iinepiounamio 4-gpenin-4-[ (3H-xinazonin-4-inioen)eiopazonol bymanoea xucioma (4.3). Buxin:
50,52%; T.m1. 198-200°C; 14, A (cm ™) 2918, 2849, 1594, 1540, 1464, 1439, 1382, 1342, 1280, 1224,
1143, 1013, 957, 848, 799, 767, 691, 670, 624.; H SIMP (5, ppm): 11,46¢ (1H, 3-NH), 8,191 (1H,
H-5 Quin, J = 8,0), 8,051 (1H, H-2, H-6 Ph, J = 8,6), 7,84c (1H, H-2 Quin), 7,65t (1H, H-6 Quin, J =7,9),
7,43m (5H, H-8, H-7 Quin; H-3, H-4, H-5 Ph), 3,39t (4H, -CH,NCH>-), 3,27t (2H, -CH,CH,CO-, J= 8,2),
2,53t (2H, -CH,CH,CO-, J = 8,2), 152 m (2H, -N—CH2)2Cﬂ2'); 1,40 m (4H, -NCH2Cﬁ2CH2Cﬂ2-);
MC (APCI): m/z=388; C,3H25NsO, pospaxosaro (%), N 18,07; suaiineno (%); N 18,07.

Mopdgoninamio 4-gpenin-4-[ (3H-xinazonin-4-inioen)ciopasonol 6ymanosa rxucioma (4.4). Buxin:
58,49%; T.mw1. 160-164°C; *H SIMP (6, ppm): 11,48¢ (1H, 3-NH), 8,20x1 (1H, H-5 Quin, J = 7,6), 8,051
(2H, H-2, H-6 Ph, J = 7,6), 7,85¢ (LH, H-2 Quin), 7,651 (1H, H-6 Quin, J = 7,6), 7,43u (SH, H-7, H-8
Quin; H-3, H-4, H-5 Ph), 3,47t (4H, -CH.OCH>-), 3,40t (4H, -CH,NCH,-), 3,291 (2H, -CH,CH,CO-,
J = 8,2), 2,551 (2H, -CH,CH,CO-, J = 8,2); MC (APCI): m/z=390; CxH,3Ns0,, pospaxosano (%),
N 17,98; 3naiineno (%); N 18,02.

Hipponiounamio  4-(4“memunpenin)-4-[ (3H-xinazonin-4-inioen)eiopazono) 6ymanosa xucroma (4.5).
Buxin: 57,53%; T.mr. 188-190°C; 14, A (cm™): 2916, 1592, 1458, 1406, 1340, 1309, 1219, 1104, 1019, 955,
819, 761, 668, 630; MC (APCI): nYz=388; C,3H,5NsO, pospaxosano (%), N 18,07; snaiinero (%); N 18,06.

Mopdgoninamio 4-(4 “memungpenin)-4-[ (3H-xinazonin-4-inioen)2iopazono] 6ymarnosa xucroma (4.6).
Buxin: 48,62%; T.m. 218-222°C; T4, A (cm ™): 2956, 2916, 2858, 1594, 1540, 1460, 1433, 1378, 1346,
1311, 1282, 1245, 1224, 1138, 1112, 1022, 967, 850, 820, 779, 756, 720, 672, 633; MC (APCI): m/z=404;
Ca3H25Ns0,, pospaxosano (%), N 17,36; 3uaiineno (%); N 17,35.

Iipponiounamio  4-(4 “memoxcughenin)-4-[ (3H-xinazonin-4-inioen)eiopazonol 6ymanoea  kucioma
(4.7). Buxin: 56,01%; T.mw1. 200-202°C; *H SIMP (§, ppm): 11,43¢ (1H, 3-NH), 8,21x (1H, H-5 Quin,
1=17,0), 8,031 (2H, H-2, H-6 Ph, J = 8,0), 7,84c (1H, H-2 Quin), 7,64t (LH, H-6 Quin, J = 7,0), 7,47x (1H,
H-8 Quin, J = 7,6), 7,421 (1H, H-7 Quin, J = 7,6), 6,991 (2H, H-3,H-5 Ph, J = 8,0), 3,81c (3H, CH;0),
3,28m (6H, -CH,CH,CO-, -CH,NCH,-), 2,45m (6H, -CH,CH,CO-, -NCH,CH,CH>-); MC (APCI):
M/z=404; Cy3H,sN50,, pospaxosano (%), N 17,36; 3naitmeno (%); N 17,36.

Mopdgoninamio  4-(4 “memokcugpenin)-4-[ (3H-xinazonin-4-inioen)2iopazonol 6ymarnosa  kucioma
(4.8). Buxin: 72,28%; T.mn. 202-204°C; MC (APCI): m/z=420; MC (EY), m/z (1%): 420 (3,8), 419 (8,8),
305 (23,8), 278 (20,4), 277 (100), 232 (5,7), 188 (13,3), 160 (18,8), 145 (8,0), 130 (7,3), 129 (7,7), 118
(5,8), 103 (19,5), 102 (6,4), 91 (5,8), 90 (7,6), 77 (7,5); C,3H25N503, pospaxosano (%), N 16,70; 3naiinero
(%); N 16,69.

Iinepiounamio 4-(3',4"-oumemoxcugpenin)-4-[ (3H-xinazonin-4-inioen)iopasonol 6ymanosea xucioma
(4.9). Buxix: 55,68%; T.m. 178-180°C; T4, A (cm Y): 2917, 2849, 1616, 1593, 1538, 1459, 1448, 1376,
1343, 1276, 1111, 1006, 952, 909, 816, 766, 670, 614; 'H SIMP (3, ppm): 11,33¢ (1H, 3-NH), 8,171
(1H, H-5 Quin, J = 8,2), 7,83c (1H, H-2 Quin), 7,81c (1H, H-2 Ph), 7,74x (1H, H-6 Ph, J = 8,0), 7,63t (1H,
H-6 Quin, J = 8,3), 7,481 (1H, H-8 Quin, J = 8,0), 7,42t (1H, H-7 Quin, J = 8,0), 7,21x (1H, H-5 Ph,
J =8,0), 3,39t (4H, -CH,NCH>-), 3,24t (2H, -CH,CH,CO-, J = 8,6), 3,511 (2H, -CH,CH,CO-, J = 8,6),
2,30c (3H, 4-CHz), 2,27c (3H, 3CH:Ph); 1,55-1,37m (6H, -NCH,CH,CH,CH,-); MC (APCI): m/z=417;
CasH9Ns0, pospaxosano (%), N 16,85; snaitneno (%); N 16,89.

3H-xinazonin-4-inioen)eiopazun (1.1). o posuuny 0,01 M Biamosiguux ecrepis (3.1-3.6) B 15 M
npomnanony-2 ponxatote 2,5 r (0,05 M) rimpasuny rigapatry ta Kum sStath npotsroM 1 roamHu. Cymim
OXOJIO[UKYIOTh, OCai IO YTBOPUBCH, GimbTpytorh. Bmxim: 60,3-65.3%, T.mn 182-184°C; 'H SIMP,
(5, ppm):: 9,54c (1H, 3-NH); 8,34c (1H, H-2), 8,061 (1H, H-5), 7,71t (1H, H-6), 7,531 (LH, H-8), 7,47 1
(1H, H-7), 5.01c (2H, =N-NH,); MC (APCI): m/z=161; CgHgN,4, pospaxosano (%): N 34,98; 3muaiineno
(%): N 35.02.

[Iporuno3 6i00riYHOT AKTUBHOCTI CHHTE30BAaHUX CHOJIYK 3IIHCHEHHUH 32 JOMOMOTOI0 KOMIT IOTEPHOT
nporpamu BipryanbHoro ckpuninry PASS C&T (Prediction of Activity for Substanses: Complex and
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Training) xommasnii ACD-Labs. bionoriuna aktusnicts y nporpami PASS C&T omucyeTbest sikicHO (Tak/Hi).
VY pesyipraTtax MporHo3y, SKUH OTPUMYIOThH 3a JOMOMOTOI0 3a3Ha4€HOI MPOrpamH, KpiM BUSIBICHOI aKTHB-
[IpoananisyBaBum GapMaKoiIoOriuyHy aKTUBHICTh CHHTE30BAHMX CIIOIYK, MU BifiOpaiy JIMIle Ti BUAH TEPaIeB-
THYHOT J1ii, UMOBIpHICTb sikux nepesuiysana 70 % (Pa > 0,700).

[IpoTMiKpOOHY AKTHUBHICTH CHHTE30BAaHHX CIHOJIYK BHMBYAJIM 32 3arajbHOBIIOMOIO METOIHMKOIO
audy3ii peuOBHHU B arap Ha TBEPAOMY MOKHBHOMY CepeoBHILI (M'SICO-IIENTOHHUI arap — s GakTepiii,
cycio-arap — mis rpubiB). s JOCHIKEHHS BHKOPHUCTOBYBAIM TaKi IITAMH MiKpOOPraHi3MiB:
Staphylococcus aureus 209-p, Escherichia coli N675, Mycobacterium luteum Ta rpu6is Candida tenuis,
Aspergillus niger. Mikpo6ae HaBauTaxenns cranosmno 10° kimitae (crop) Ha 1 mit. TpuBamicTs iHKyOarii:
Oakrtepiit — 24 ronunm 3a temmeparypu 35 °C, rpubiB — 48-72 romunm 3a temmepatypu 28-30 °C. Sk
€TaJIOHU TOPIBHSIHHS BHUKOPUCTOBYBAJIM BAHKOMILMH, OKCAaLWJIIH Ta HicTaTiH. IIOBTOprOBaHICTH HOCTimy
Tprpazoa. CTyIiHb aKTUBHOCTI CHHTE30BAHUX CIIOJIYK OIIHIOBAIM 32 BEJIMYUHOIO 30H MPUTHIYEHHS POCTY
TECT-KYJIBTYP MIKPOOPTraHi3MiB.
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