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OpeHOyprcknii rocynapCTBeHHbIA YHUBEPCUTET

CUHTE3 N NPOTUBOMUKPOBHAA AKTUBHOCTb
(2-OKCO-2,3-AanrnapPo-1H-nHAoN-3-Un)(2-oEHNIrMAPASMHO)ALIETATOB

Achupbl 2-(2-okco-1,2-guruapo-3 H-uHRON-3-UNUAEH)YKCYCHbIX KUCNOT B3aMMOAEMNCTBYIOT C ceHun-
ruppasvHom, obpa3ysi ¢ npenapaTUBHbIM BbIXOJOM MPOAYKTbl PErMOCENEKTUBHOIO NPUCOEAUHEHUs MoC-
nepHero B -(C?)-nonoXkeHne 3K303TUIEHOBOW CBS3U — (2-0Kco-2,3-guruapo-1H-uupon-3-un)(2-cheHunrup-
pa3uHo)aueTaTtbl, o6napatowme BbipaXKeHHOW NPOTUBOMUKPOOGHOW aKTUBHOCTbIO. OBCyXxpaeTcsi cTpoeHue
NMONy4YeHHbIX COeAUHEHUM, yCcTaHoBNEeHHoe ¢ nomolybto MetogoB UK, IMP 'H cnektpockonuu u macc-

CNeKTPOMETpUM.

H3BectHO, yTO peakius 3-(2-okco-2-X-3Tu-
nuneH)-1 H-unpon-2-ou0B (I, X = Alk, Ar, Ht) ¢
TUApa3UHAMU B MSTKUX YCIIOBUSX TIPUBOIUT K
2'.4'-nuruapocnupo[unmaon-3,3'-nmupa3on]-
2(1H)-onam (I) [1-7] (cxema 1). Coenunenus (II)
00pasyrorcs, MO-BUANMOMY, B pe3yJIbTATE BHYT-
PUMOJIEKYJISIPHON CHUPO-TeTEPOLUKIN3AINN
MIPOMEXYTOUHBIX 3-(2-TUAPa30HO-2-X-3THIIH-
neH)-1H-unmon-2-ou0B (I11) mo 3-3k303THiIeHO-
BO#1 cBsi3U B 3 -nonosxenue (C°) uHA0Ib-
HOT0 KOJIblia. B HEKOTOPBIX cIyyasix yc-
ToiuuBkie THAPa3oHbI (I11) ObuTH BhITE-
JIEHbI U UACHTU(ULIMPOBAHSLI |5, 8].

ITpu geiictBum 2-runpa3uHo-1H-6eH- g
3uMuIa3ona Ha 3-(2-apuir-2-OKCO3TUITH-
neH)-1H-uanon-2-ousl (I, X = Ar) o6pa3y-
IOTCSl KaK COOTBETCTBYIOIINE THIPA30OHBI
(1IT), Tax ¥ TPOTYKTHI LIUKIN3ALIAHN IO Kap-

X

R =H, Alk, All, Ac; R' = H, Alk, AIKO, Ac, Hlg; X = Alk, Ar,
Ht; R" = H, Ph, Ht, Ac

HbIX unuaeHokcuHaonoB (I, X = Alk, Ar, Ht)
OJIM3KYE K HUM I10 CTPOEHHUIO 3(pUPBI 2-(2-0KCO-
1,2-quruapo-3 H-uHa05-3-uIn1eH)yKCYyCHBIX
kucnort (I, X = OAlk) nHaye pearupyrooT ¢ Tuj-
pasuHOM. B cpene yKCycHOM KUCITOTBI 00pa3y-
€TCSI CMECh ITPOJIYKTOB O-ITPUCOETMHEHUS 10 K-
303TWJICHOBOM CBSI3U MO OTHOIIEHUIO K CIIOXK-
HO3(DUPHOU TpyTIIe (C MOCTSTYIOIIEH PEIMKITH-
3amueit) — 3,3a,5,9b-Terparunpo-1H-nmupaszo-
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HO[3,4-bunponsl (IV) [8]. Coobianock o NH, “
TOM, UTO HarpeBaHue (peHaIMITHICHOK- R'—NH 7 + I
, I R=H MegR' = R | BN=0
cunpona (I, R=R’=H, X=Ph)crugpazu- u,r x=an Ho R'-H S~
HOM NPUBOJIUT K BOCCTAHOBJICHHIO JI0 OK- ’ 1
CHHJOJIA U OTIIEIUICHUIO (PeHUIITITHOKCa- 1
J1s1 B BUJIe rupa3ona [ 1, 2] (cxema 1). Ara- . AR
R=H 4
Ka THIpa3uHa MpHU 3TOM, BEPOSITHO, OCY- — N M
LIECTBIISIETCS MO ANEKTPOHOAS(HUIIUTHOMY _NH; N/)\ITI |
uentpy o-(C'") unmomunona (I). I (R=H Me Ac; ' M Ny
OTMETHM, 9TO y HEKOTOPBIX criupo- &~ - FX=AD - 10 VA
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rerepouukiioB (II) Obuta oOHapykeHa . ©AC I (R=Me, Aci R'=
MMPOTUBOMHUKPOOHAsT aKTUBHOCTG [7], a Ht = ). H, F; R" = Ht)

y coenuHenuit (II1) u (IV) mHcekTHIUA-
HOe JieicTBUE [§], U 3TO yKa3bIBae€T Ha
MPAKTUYECKYIO 3HAYUMOCTh TPOAYKTOB
N-HyKJI€OhUITBHBIX MPEBPAILIEHUN WIIH-
neHokcuHmoJioB (I).

Henasuo Hamu ObUTO MOKA3aHO, YTO
B OTJINYKE OT X-alUJIbHBIX IIPOU3BOJI-
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Cxema 1. Peaktuu 3-(2-okco-2-X-atmmmieH)- 1 H-uH101-2-0HOB

C rupasuHaMunu
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110[3,4-c]xunonun-1,4(2H)-mon (V) u B -mipuco-
emuHeHs — 1 -anetni-5'H-cnupo[uHmnon-3,3'-mm-
pazomunuH]-2,5'(1H)-gquoH (VI) [9, 10] (cxema 2).

IMpucoenuHeHne apoMaTUUYECKHX AaMHHOB
I10 3K30LMKINYECKON KpaTHOM CBs3U CcyOcTpa-
toB (I, X=0AIk) B oTIIM4ME OT TUAPA3HHA ITPO-
TEKAeT PErMOCEJIEKTUBHO MO ¢ -TIOJIOKEHHIO,
YTO HNPUBOAUT K 3dupaM 2-apuiaMuHO-2-(2-
0KCO-2,3-muruapo- 1| H-uHmo-3-1J1) yKCYCHBIX
kuciot (VII) [11, 12] (cxema 2). I1o HammuMm nas-
HBIM, aTaka MOHO— M OMHYKJIeO(HIIOB HATIPAB-
JIeHA TPEUMYIIECTBEHHO Ha 3JIEKTPOGUITbHBIN
neHtp a-(C?) oxcunponmauaeHaneratos (I, X
= OAIKk) [9, 12—-14].

Taxum 0Opa3oM, To COBOKYITHOCTH JIUTEepa-
TYPHBIX TaHHBIX, ATaKe THAPa3uHaAMU (M aMHHA-
MH) MOJBEPraroTCsA YEThIpe IEKTPOGUIBHBIX
1eHTpa wimaeHokcuHaoJoB (I, X = Alk, Ar, Ht,
OAIK): mpu atomax C? (NC*=0), C? (B -nonoxe-
HUe 3-3K303TUJICHOBOM cBsizm), C!' (o-moyoxke-
Hue) u C?7'(XC?=0); a priori Ipeacka3aTh HANIPAB-
JIeHWE HyKJIeODWIbHON aTaKu 3aTPyTHUTEIBHO.

MBI yCTaHOBWIIH, UTO AelcTBUE (DEHUITU/T-
pasuHa Ha 3¢ups! 2-(2-okco-1,2-guruapo-3H-
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I, VIII, Alk = CH,: R = H, R’ = H (a), Br (6), R = CH,CO,
R’=H (8); Alk=CH_:R =H,R’=H (1), Br (n),”
R = CH,CO, R’ =H (e).
Cxema 2. Bzanmogpeiictsue 3pupos 2-(2-okco-1,2-muruapo-
3 H-uH0J1-3-WIHJICH ) yKCYCHBIX KUCITOT C apUjIaMUHAMY,
TUIPA3UHTHIPATOM U (PEHUITUIPA3ZHHOM
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WHJI0J1-3-MIIMIEH)YKCYCHBIX KUCIoT (Ia—e) mpu
KUIISTYEHUN CMeCh B 3TaHOJIE MMPUBOJUT C TIpe-
MapaTUBHBIM BBIXOJIOM K oOpa3zoBaHuto (2-
0Kkc0-2,3-guruapo-1 H-unmoin-3-um)(2-heHu-
ruapasuHo)aneratos (VIlla-e) (cxema 2). Co-
enunenus (VIII) aBisiroTcsi IPOAYKTaAMU PETHO-
CEJIEKTUBHOTO MPUCOCAUHECHUSI TIEPBUYHON
AMHUHOTPYIIbI PeHUITUIPA3UHA IO IK303THIIE-
HOBOH cBsi3u cyoctpara (I) He B B-(C?)-, kak
MOXHO OBIJIO OXXUJATh MO CPABHEHHIO C aHa-
JIOTUYHBIMHU PEAKIUAMH AllMIIMETUIICHOKCHH-
nomnos (I, X = Alk, Ar, Ht), a B o-(C?)-mmomoxe-
HHUE K CJIOKHO3(HUPHOMY 3BEHY.

ITonyuennnie coenunenus (VIlla—e) npen-
CTaBJISIIOT OO0 OECIBETHBIE MIIM CIIETKa JKEI-
TOBAThIE KPUCTAIUTMUECKUE BEIIECTBA, HE PACTBO-
pUMBbIE B BOZE, TPYIHO PACTBOPUMBIE B OOBIY-
HBIX OPTraHUYECKUX PACTBOPUTENSAX U JIETKO pa-
cTBopuMbIe B tuMeTuiihopmamune (JAIMDA) u
mumetwicynbgorcune (JMCO). CriekTpaabHbIe
XapaKTEePUCTUKU CHHTE3UPOBAHHBIX BEIIIECTB HE
MPOTUBOPEYAT UX CTPYKTYPE.

B UK cnekrpax coennaennii (VIII) mpucyr-
CTBYIOT XOPOIIIO COTJIACYIOIIHMECS] CO CTPYKTY-
pO# LIMPOKHE MOJIOCHI BAJICHTHBIX KOJIEOAHUN

AMUHOTPYHI (heHMITHAPA3MHOBOro ¢par-
MEHTa M aMHIHOW Tpynmsl saktama 3130-
3293 cMm!, a TakkKe MOJIOChI KapOOHMITBHBIX
rpymI cioxHoro adupa 1720-1732 cm! u
naktama 1673-1696 cm™'. Takum oGpaszom,
CITOXHO3(pUpHAsI TPYIITAa UCXOHBIX CyOCcTpa-
ToB (I) HEe MpUHUMAET y4acTUsl B peaKIuu C
(beHUITUIPA3UHOM.

Curnassl MPOTOHOB B ciekTpax AMP 'H
nHaonHOHOB (VIlla—e) y1BOoeHbI, B TOM UHC-
Jie TPUCYTCTBYIOT MAPHBIE CUTHAJIBI JIBYX BU-
[IMHATILHBIX METHHOBBIX POTOHOB (hparMeH-
ta C°’H-C*H npu 0 4,11-4,38 m.11. 1 4,35-4,73
M.J. XapakTep 3TUX CUTHAJIOB OTpe/elisieT-
Csl HAJTMYHMEM, 110 KpaiHel Mepe, ABYX Iuac-
TEPEOMEPOB, a TMOJIyYEeHHbIE JaHHbIE COTIIA-
CYIOTCS CO CIIEKTPAIBHBIMU XapaKTEePUCTHKA-
MU 3¢UpOB 2-apuiIaMUHO-2-(2-0Kco-2,3-11-
ruapo-1H-uHA0I-3-UI)YKCYCHBIX KUCIOT
(VID) [12]. Hanuure napbl B3aUMOACHCTBYIO-
IIUX METHHOBBIX MPOTOHOB MO3BOJSET OT-
BEPrHYTh PETHON30MEPHYIO CTPYKTYpY 3du-
poB 2-0kco-3-(2-heHunruapasuno)-2,3-au-
ruapo-1 H-uamo-3-mirykcycHbIx KUcioT (IX)
¢ MeTuIeHoBoM rpynmnoii CH, (cxema 2). Bos-
MOXHOCTh O0pa30BaHUs MOCIEAHUX IEPBO-
HayaJIbHO HeJb3sl OBIJIO UCKITFOUHUTh, PUHU-
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CuHrte3s u ﬂpOTMBOMMKpO6Haﬂ aKTUBHOCTb...

Masi BO BHUMAaHHE JINTEPATYPHbBIC TAHHBIE, B TOM
qKcie, O -MPUCOIMHEHUN AMUHOB 10 3K303-
TWJIEHOBOU cBsi3u miuaeHokcuH1o0B (1) [15].
Cnektp coenudenus (VIIIa) mpexncrapieH Ha
puc. 1.

TaxuMm 00pa3omM, peakius COeqUHEHUN
(Ia—e) ¢ peHMITHIPA3UHOM IIPOTEKAET KaK pe-
THOCEIIEKTUBHOE TTPUCOEAUHEHHE TTOCIIETHETO
MO0 9K303TUJICHOBOMW CBSI3U B ((-TIOJIOKECHHE K
CIIOXXHO3(pUPHOMY 3BeHy. MI3MeHeHne HampaB-
JIGHWSI TIPUCOCINHEHUS] HYKJIEO(DWIOB, B TOM
yrcie peHmwIrnapasuta, B o-C>-Ioj0KeHne OK-
cungonunuaeHaneratos (I, X = OAlk) [11-14]
110 CpaBHEHMIO ¢ 0ObIuHOM f-C¥-atakoii s
3-arunmeruieH-1 H-unnomn-2-ouos (I, X = Alk,
Ar, Ht), BeposiTHO, 00yCI0BIIEHO OOJTBIIINM 3JI€K-
TPOHOAKIENTOPHBIM BIMSHUEM CIIOXHOIPHP-
HOU TPYIIITHI IEPBBIX CyOCTPATOB IO CPABHEHUIO
¢ (reT)apoWTbHBIM 3BE€HOM TOCIICTHUX.

OpHOI M3 OCHOBHBIX 3aJ1a4 HAIIETO KCclie-
JTOBAHUS SIBJISIETCS TIOVICK OMOJIOTUUECKU aKTHUB-
HBIX COEIMHEHHUH cpemu 2-0KCo-2,3-aUruapo-
1 H-ua1071-3-UInpou3BOIHBIX KapOOHOBBIX
KUCIIOT ¥ CTPYKTYPHO OJTM3KUX coequHeHn. B
pe3yabTaTe OMOJIOTUYECKUX UCTILITAHUH in Vitro
rorydeHHbIX coenuHennit (VIII) Hamu ob6HaApy-
KEeHa BbIpaKEHHAsI IPOTUBOMUKPOOHAS AKTHB-
HOCTB 10 OTHOIIIEHUIO K 3TAJIOHHBIM IIITAMMaM
30JI0TUCTOTO cTaduiIoKokka Staphylococcus
aureus U KUIEYHOUN nanouku Escherichia coli.
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Pucynox 1. Cnexrp AMP 'H (IMCO-d,) meTunosoro
adupa (2-okxco-2,3-quruapo-1 H-uHaomn-3-mm)
(2-bernnruapasuno)ykcycuou kucnotsl (VIIIa)

JKcnepuMeHTANLHAS XUMHYECKAs YaCTh

UK crextpol coequnenuii (VIII) 3anucansl
Ha ciekTpodoTomerpe Specord M-80 B macte ¢
BaseIMHOBBIM MaciioM. Crektpsl IMP 'H un-
nonuHoHoB (VIII) momyyens! Ha mpudope Bruker
DRX-500 (500,13 MT'n) B AMCO-d,, BHyTpEH-
Huit crangapT — TMC. Macc-criekTp coenuHe-
Hus (VIlla) caar Ha cnekTpomerpe Finnigan
MAT INCOS-50 B pexxuMe mpsiMOTO BBOJA
(anmexTpoHHBIN yaap). [IpoTekanue peakuui
KOHTPOJIMPOBAIH, & HHIUBUYATbHOCTh COEIH-
Henuii (VIIIa—e) moaTBepKaaaid METOJIOM TOH-
kocnoitHoit xpomatorpaduu (TCX) Ha mrac-
tuHkax Silufol UV-254® B cucreme OeH3011 —
JIU3TUIIOBBIM 3¢up — ateToH, 10:9:1, xpomaTor-
paMMBbl IPOSIBISUIM napamu uoaa. McxonHsie
a¢upsl (2-okco-1,2-guruapo-3 H-uH101-3-uim-
JIeH)YKCYCHBIX KUCITOT (la—e) rmosryuanu mo omnu-
CaHHOMY paHee MeTony [16-18].

Cunre3s >¢upoB (2-oxco-2,3-quruapo-1H-
UH101-3-171)(2-peHUuIArnAPa3nHO) YKCYCHBIX
kucjoT (VIIIa—e). K pacrsopy 10 Mmoab 3¢du-
poB (Ia—e) B 70-100 M 3TaHONa HOOABISIOT
npu nepememuBanuu 1.08 r (10 mmonb) de-
HUJITHAPA3UHA U cMeCh KUIATAT 0,5-2 4 (KOH-
Tpoitk MeTooM TCX). BermmaBmmii ocaiok ot-
(UITBTPOBBIBAIOT U MEPEKPUCTATITU3OBBIBAIOT
n3 sTa”ona. [lonyuaroT meneBble COeTMHEHUS
(VIlIa-e).

MeTtusioBslii 3¢up (2-oxco-2,3-muruapo-1H-
UH10J1-3-171)(2-e HUATHAPA3HHO) YKCYCHOI KHC-
qaotel (VIIIa). Beixonx 2,46 T (79%), T. Tt 148—
149°C. UK cnextp, v, em™: 3287 (C.H.NHNH),
3130-3185 (N'HCO, CHNHNH), 1728 (C=0
o) 1696 (N'HCO), 1618, 1597, 1466. Criextp
AMP 'H, 8, m.x.: 3,65 ¢ (3H, COOCH,), 3,82 ¢
(3H, COOCH,), 4,18 1, 4,32 n (2H, C°H, C°H, J
4,3Tn), 4,47 n, 4,65 n (2H, C*H, C°H, J 5,6 '),
5,22 ym. ¢ (2H, 2C6H5NHNH), 6,62 ¢ (1H,
C,HNHNH), 6,77-7,36 rp. ¢ (18H, 2 CH,,
2CH,), 7,38 ¢ (1H, C.HNHNH), 10,26 ¢ (1H,
N’H), 10,64 ¢ (1H, N‘H). Macc-cextp, m/z
(,,,.7%): 311 (14) [M]", 252 (3) [M — COOCH,]"
wm [C H N,OJ, 203 (37) [M — CHNHNH_]
um [C HNO,], 172 (35) [M — CHNHNH, —
OCH,]" nmu [C;HNO, ", 147 (40) [C;HNO]" mn
[C.HNO,T, 144 (34) [M — C.H.NHNH, —
COOCH,]" nmu [C;HNOT", 133 (100) [oxcunpomn
= C,HNOTJ", 108 (38) [C.HNHNH,]", 92 (72)
[CHNH]', 77 (61) [C,H,]". Haiineno,%: C 65,29;
H 5,72; N 13,34. C_ _H N,O,. Boruucneno,%: C
65,58; H 5,50; N 13,50.
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MeTtunoBslii 2¢up (5-6pom-2-okco-2,3-1u-
ruapo-1H-uagoa-3-ua)(2-dbenn-
ruapa3uHo)ykcycHoii kuciaorsl (VIIIG). Beixon
2,50 T (64%), T. 1. 166-167°C. UK criektp, v,
cm': 3275 (C.HNHNH), 3140-3192 (N'HCO,
CHNHNH), 1722 (C=0 ), 1688 (N'HCO),
1623, 1605, 1470. Cniextp Mp 'H, §, m.11.: 3,72
¢ (3H, COOCH,), 3,86 ¢ (3H, COOCH,), 4,23 n,
4,38 n (2H, C°H, C°H, J 4,6 T), 4,54 n, 4,73 n
(2H, C°H, C°H, J 5,8 Tn), 5,48 ym. ¢ (2H,
2C,HNHNH), 6,55 ¢ (1H, CHNHNH), 6,75~
7,48 rp. ¢ (16H, 2 CH,, 2CH,), 7,52 ¢ (1H,
C,H,NHNH), 10,15 ¢ (1H, N"H), 10,47 ¢ (1H,
N’H). Haiigeno,%: C 52,12; H3,97; Br 20,23; N
10,59. C,_H, BrN,O,. Beruucneno,%: C 52,32; H
4,13; Br20,48; N 10,77.

MetusoBslii 3¢up (1-amernia-2-okco-2,3-
auruapo-1H-unnon-3-ui)(2-gpeHnarnapasnno-
)ykcycnoii kucjorsl (VIIIB). Beixonm 2,60 T
(73%), 1. mn. 137-138°C. UK cmektp, v, cm™':
3265 (CH/NHNH), 3135-3172 (N’CO,
CHNHNH), 1720 (C=0 _, ), 1685, 1673
(N'CO), 1610, 1590, 1455. Criexktp SIMP 'H, o,
m.a.: 2,62 ¢ (3H, CH,CO), 2,66 ¢ (3H, CH,CO),
3,60 ¢ (3H, COOCH,), 3,73 ¢ (3H, COOCH,), 4,12
I, 4,24 n (2H, C*H, C’H, J 4,0 T'y), 4,35 1, 4,56 1t
(2H, C*H, C*H, J 5,2 Tu), 5,40 ym. ¢ (2H,
2C HNHNH), 6,80 ¢ (1H, CHNHNH), 6,84
7,48 tp. ¢ (18H, 2 CH,, 2CH,), 7,58 ¢ (1H,
CHNHNH). Haiineno,%: C 64,70; H 5,58; N
11,77. C H (N,O,. Beraucineno,%: C 64,58, H
5,42; N 11,89.

OTuioBblii 3¢up (2-oxco-2,3-nuruapo-1H-
UH10J1-3-171)(2-e HUATHAPAZHHO) YKCYCHOI KHC-
aotel (VIIIr). Beixon 2,63 1 (81%), 1. . 150—
151°C. UK cnextp, v, cm™: 3293 (C.HNHNH),
3135-3182 (N'HCO, C.HNHNH), 1732 (C=0
o) 1692 (N'HCO), 1615, 1604, 1470. Criextp
AMP 'H, 6, m.x.: 1,20 T (3H, COOCH,CH,), 1,26
T (3H, COOCH,CH,), 3,82 x (2H, COOCH,CH,),
3,88 k (2H, COOCH,CH,), 4,16 1, 4,27 1 (2H,
C*H, C°H, J 4,5 T'n), 4,50 n, 4,66 n (2H, C*H,
C°H, J 5,7 I'm), 5,44 ym. ¢ (2H, 2C . HNHNH),
6,57 ¢ (1H, CH.NHNH), 6,75-7,32 rp. ¢ (§ 8H, 2
CH, 2CH,), 7,32 ¢ (IH, CHNHNH), §0.,47 ¢
(1H, N'H), 10,65 ¢ (1H, N'H). Halinead,%: C
66,52; H 5,67, N 13,11. C H N.O,. Beigucie-
Ho,%: C 66,45; H 5,89; N 12.91.

Oruiossilii 23¢up (5-6pom-2-okco-2,3-Juru-
po-1H-vungon-3-uan)(2-beguunu-
rupasuno)ykcycHoi kuciaorsl (VIIIa). Beixon
2,63 1 (68%), T. 1. 158-159°C. Criektp§ AMP
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'H, 6,m.1.: 1,18 T (3H, COOCH,CH,), 1,23 T (3H,
COOCH,CH,), 3,77 x (2H, COOCH,CH,), 3,84 x
(2H, COOCH,CH,), 4,11 n,4,23 1 (2H, C°'H, C’H,
J 49 I'm), 4,46 n, 4,61 n (2H, C*H, C°H, J 6,2
I'n), 5,72 ym. ¢ (2H, 2C,HNHNH), 6,43 ¢ (1H,
C,H/NHNH), 6,65-7,33 rp. ¢ (16H, 2 CH,,
2CH,), 7,69 ¢ (1H, CHNHNH), 10,73 ¢ (1H,
N’H), 10,90 ¢ (1H, N’H). Haiineno,%: C 53,61;
H4,58;Br19,87,N 10,52. C, H ,BrN.O,. Berauc-
neno,%: C 53,48; H 4,49; Br 19,77; N 10,39.
Otunaosbiii 3¢up (1-anetni-2-oxco-2,3-1u-
ruapo-1H-nuaon-3-ua)(2-benun-
ruapasuHo)ykcycnoii kuciaorsl (VIIle). Boixon
2,60 r (70%), 1. 1. 144-145°C. Cuextp AMP
'H, 6,m.1.: 1,221 (3H, COOCH,CH,), 1,28 T (3H,
COOCH,CH,), 2,55 ¢ (3H, CH,CO), 2,63 ¢ (3H,
CH,CO), 3,78 x (2H, COOCH,CH,), 3,83 k (2H,
COOCH,CH,), 4,15 &, 4,28 n (2H, C°H, C°*H, J
4,2 Tn), 4,38 1, 4,61 1 (2H, C*°H, C°H, J 5,6 T'my),
5,53 ym. ¢ (2H, 2C. HNHNH), 6,85 ¢ (1H,
C,H.NHNH), 6,90-7,57 rp. ¢ (18H, 2 CH,,
2CH,), 7,71 ¢ (1H, C.HNHNH). Haiineno,%: C
65,09; H 5,71; N 11,27. C, H, N.O,. Bpruuncie-
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HO,%: C 65,38; H 5,76; N 11,44.

DKCrepUMeHTATbHAS OHOJIOrHYecKas YacTh

I[TpoTHBOMUKPOOHYIO aKTUBHOCTH IOJIY-
yeHHbIX coeauHeHuii (VIII) o OTHOIIEHMIO K
3TAJOHHBIM IITAMMaM KHIIEYHOUW MaJTOYKH
Escherichia coli M,, 1 30710THCTOTO cTaduio-
KOKKa Staphylococcus aureus P-209 ompenens-
JIM CTAHAAPTHBIM METO/IOM JABYKPATHBIX CEPHIii-
HBIX pa3BeIeHUH B MSICO-TIENITOHHOM OYyJIbOHE
npu 0akTepranbHOI HAarpy3ke oT 250 Thicsd 10
5 MUTH MUKPOOHBIX eTrHHIT B 1 MJT pacTBOpa [19,
20]. 3a IeHCTBYIONIYIO 103y TPUHUMAIN MUHH-
MaJIbHYIO MOJaBISIONIYI0 KOHIEHTPAIUIO
(MIIK) coequHeHus — MAKCUMAJIbHOE pa3Bee-
HUE, TPUBO/IAIIIEE K TOTHOMY TIOJIABJICHUIO pa3-
BUTHUS OaKkTepUaIbHOM KyJIbTyphl. bakTepuoc-
TaTUYECKUM 3PPEKT COeTUHEHUN CpaBHUBAJIN
C IefiCTBHEM MTPUMEHSEMBIX B METUIIUHE COBPE-
MEHHBIX aHTHOAKTEPHAILHBIX MpEnapaToB
TPYIIIBI 4-OKCOXMHOIUH-3-KapOOHOBOM KUCIIO-
TBI — (PITyMEKBHHA, OKCOJTMHUEBOH, HATTUMKCO-
BOM KHCIOT U Hopdiokcanuna [20-22].

Ycranosneno, uto 3¢upsl (VIlla—e) obna-
Jal0T BBIPAXXEHHBIM OAKTEPUOCTATUYECKUM
adpexrom mpu MIIK ot 62,5 mo 1000 mMxr/mit,
MIpUYEM y HUX HAanOOJIee OTUETIIMBO BHIPAKEHO
MPOTUBOCTA(DUIIOKOKKOBOE JIEUCTBUE. DTH CO-
eIMHEHUS, B IIEJIOM, YCTYIAIOT 10 TPOTUBOMUK-

NJIOXKEHVE



KosbmuHbix B.O., u ap.

CuHTe3s u ﬂpOTMBOMMKpO6Haﬂ aKTUBHOCTb...

pOOHOI aKTMBHOCTU HanboJiee 3pPpeKTUBHBIM
(dbropcoaepxkauM mpenaparaM OKCOXHHOJIH-
HoBoro psiga (MIIK 0,5 — 256 Mxr/mn).

Kak samu panee Ob110 ITOKa3aHoO, 3-0KCO-
unuaeH-1 H-uanon-2-ousl (I) mposBIsSIOT 3HA-
YUTEJILHOE MTPOTUBOMUKPOOHOE AelicTBUE
(MIIK no 3,9 mkr/mi) [17]. Ilepexom oT co-
enquaeHn (1), UMEIOMUX AIUIIMETHIICHOBBIN
(bparmMeHT, K IpOAYKTAM HYKJI€O(DUIBHOTO
MMPUCOETUHEHUS IO TBOMHOM 3K303TUIEHOBOM

cBs3u (VII) u (VIII) yMeHbIIaeT 6akTepruocTa-
THYEeCKUM 3(h(PeKT, YTO TaKKe paHee HaOJIro-
JTaaoch Ha OMM3KnX 00bekTax [23]. Takum 00-
pa3oM, Mbl BHOBb MOATBEPXKIAEM MPEATIONO-
JKEHHE O TOM, UYTO aKTUBUPOBAHHAS aAKIIETITOP-
HBIMU 3aMECTUTEIIIMU KpPaTHAS CBI3b SIBIISICT-
cs mpoapmakodOPHBIM 3BEHOM, OTBETCTBEH-
HBIM 34 ITPOSIBJICHNE MAKCUMAJIBHOTO aHTHOAK-
TepHrajabHOro 3 dekTa B QyHKIMOHAIUIOBAH-
HBIX oiedunax [17, 23].
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