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CUHTE3 U NMPOTUBOMUKPOBHAA AKTUBHOCTb AMWOOB
N-ALMN-5-EPOMAHTPAHUITIOBOWN KUCNOThI

[Mepmckas rocynapcTBeHHas hapmaLleBTUYECKasi akageMust

AumupoBaHueM S-OpoMaHTpaHWJIAMUIA COOTBETCTBYIOIIMMH aHTHIAPUAAMHU IOJyYyeHO 19
amMu70B N-anui-5-OpoMaHTPaHUIOBBIX KHUCIOT. VI3yyeHa HPOTHBOMUKPOOHAs aKTHBHOCTb
CHUHTE3MPOBAHHBIX COeIMHEHUI poTuB Staphylococcus aureus w Escherichia coli. O6Hapyxe-
HO, 4TO COEAWHEHUs C TU(EHIIaleTUIEHBIM, (QYPOHIBHBIM U TETPaxIop(TaIHIbHBIM OCTAT-
KOM B aIMUIBHOM (pparMeHTe MOJIEKYIIbI IPOSIBIIIN 3HAYUTENIHOE YTHETEHHE POCTa MUKPOOP-
raHu3MoB. MUHUMaNbHas MOMABISIOMAS KOHLEHTPAHs U TUX COEAWHEHUH COCTaBHIIA
15,6 Mkr/mi npotus S. aureus u 15,6 —31 Mxr/mn npotus E. coli. OcTanbHble H3yYeHHBIE
amMuJibl ObUTH 3HAYUTEIIEHO MEHEE aKTHBHBI.

AHTpaHI/IJ'IOBaSI KHCJIOTA ABJISICTCA KIIHOYECBBIM MeTa60-
JUTOM B OMOCHHTE3€ psijia alKaJOUJ0B U aHTHOMOTHUKOB
[1]. Hexoropsle N-auunaHTpaHWIaMUIbl y4acTBYIOT B
JKU3HEACSITEIbHOCTH MHKPOOPraHu3MoB [2, 3] u pacTe-
Huii [4]. 3BecTHO, 4TO OHM OOJIAAAIOT OUOLMIHBIM JCH-
CTBHEM I10 OTHOIICHUIO K TeIIbMHHTaM [5], rpuOkam [3] u
TakuM MUKpOBojopocisiM, kak Chlorella w Scenedesmus
[5]. OmHako 0 HACTOSIIIETO MOMCHTA aHTHOAKTEpPHAIIb-
Hasi aKTHBHOCTBH COCIMHEHHH JTOTO pPsia OCTAeTCs Ipak-
THYECKH HE UCCIICTOBAHHOM.
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C nenblo MOMCKa HOBBIX MPOTHBOMHUKPOOHBIX COCIMHE-
HUH CpPeAM aHTPAHWIOBBIX KHCJIOT CHHTE3MPOBAHBI aMH-
Jbl N-aluia3aMeneHHON 5-O0poMaHTPaHUIOBOM KHCIIOTHI
(II - XX). Amun 5-6pomanTpanmioBoi kuciaoTsl (1) mo-

Tabnuma 1
DU3NKO-XUMUYECKHEe XaPAKTePUCTHKH HOBBIX aMuA0B N-amui-
5-opomantpanuniaosoii kucaorsl (1V, VI, XII, XVIII)

Cuexrpst [IMP
(IMCO-dy), 3, m.z1.

Coenu- Brixoj, T.mt.,
Henue % oC BpyTTo-popmyna

v 85 170-171 C,,H,,BrCIN,0, 2,80  (2H, CH,Cl), 3,77
T (2H, COCH,),

7,60 — 8,50 m (5H, apowm,
NH,), 11,63 ¢ (1H, NH)
0,87 1 (6H, 2CHj3), 2,00
M (1H, CH), 2,40 n (2H,
CH,), 7,33 - 8,27 m (6H,
apom, NH,), 12,27 ¢ (1H,
NH)

241 -243 Cy4H,(BrCIN,0, 7,33 — 8,77 m (9H, apowm,
NH,), 12,83 ¢ (1H, NH)
3,60 ¢ (2H, CH,),

7,03 — 8,63 m (10H, apom,
NH,), 11,80 ¢ (1H, NH)

VI 68 251-253 Cj;H,,BN,0,

XII 80

XVII 86 133-135 C;5H;3BrN,0,
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JIydeH T1I0 HW3BECTHOM MeToauke [6] aMMOHOIN30M
6-OpOMH3aTOBOIO aHTUAPHUJIA, TIPEABAPUTEIBHO CHHTE3H-
POBaHHOTO OKHCIICHHEM 5-OpOMH3aTHHA OKCHIIOM XpOMa
(VD) [7]. N-Anun-nipousBonnsie (11 — XX) momryueHst co-
IJIaCHO OTIMCAHHBIM paHee meronam [8, 9].
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R = CH; (II); C,H; (I1D); C,H,CI (1V); C3H; (V); CH,CH(CH;), (VI);
—CH,CH,— (VII); —=CH=CH- (VIII); C(CH;)=CH, (IX);
C¢H; (X); 4-BrC,H, (XI); 4-CIC¢H, (XII); 4-CH;C¢H,, (XIII);

2-OCH,CH, (XIV); 3-NO C6H (XV)'

( I (XVI); :<ji(xvn)

CH,CH, (XVIIT); CH(CH,), (XIX); \ (XX)

O

[Tonmy4yeHHbIE COCIMHEHUS MTPECTABISAIOT OO0 Oenble
HJIN C XCJITOBATBIM OTTCHKOM KpI/ICTaJIHI/IquKI/Ie BECUICCT-
Ba, HEPACTBOPUMBIC B BOIE, PACTBOPHMBIC B ITaHOIE,
M30TIPOIIaHoJIe, alleToHe, Xnopodpopme, JIMCO, [IMDA.

CTpoeHHe CHHTE3WPOBAHHBIX COCIUHCHHN MOATBEPXK-
neHo nanabeiMu [IMP-criekTpoB (Tadm. 1).

OKenepumenmanbHas XUmMuueckas 4acmso
Cunre3 amugos 1 — 111, V, VII — XI, XIII — XVII, XIX,
XX onwucaH B MPeAbLAYIINX CTaThix [8, 9].

Cuekrpsl 'H SIMP nony4eHHBIX COSAMHEHMH 3amuca-
Hbl Ha npubope PA-2310 (pabouast wactora 60 MI'm) B
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Tabnuua 2 Syenepymenmanvrasn Guonocuyeckas wacmo
IIpoTHBOMHKPOOHAsT AKTHBHOCTH aMHAa S5-0pOMAHTPAHUJIOBOI

kucaoThl (I) n ero N-annn-npounssoansix (II — XX)

EaKTepI/IOCTaTI/I‘{eCKy}O AKTUBHOCTbH IIO OTHOIICHHIO K

I 6 , MIIK, mxr/ ;
Cocnmmenue poTHROMRKPODRAR aiTABHOCTY T mrammaM S. aureus ATCC 6538-P u E. coli ATCC 25922
S. aureus E. coli OIIpEeNEIsIIM METOIOM JABYKPAaTHBIX CEPUNHBIX pa3Belie-
I 1000 1000 HUN B XKUAKOHN nuTtarensHoM cpeze [10]. B xauecTBe pac-
1l > 1000 > 1000 TBOPHUTEJISI COCTUHEHHH HCIIONB30BATN TUMETHI(PopMa-
111 1000 500 mua. IloceBbl MpOU3BOAMIM B MSICONENTOHHBIN 6yJH>0H
v 1000 > 1000 (pH 7,0) ¢ pa3nu4HOil KOHIIEHTpAIMEH UCIBITYEMBIX COe-
\ 1000 1000 nuHeHUH. MUKpOOHas HarpysKa IpU ONpPENENEHUH TPO-
Vi 1000 1000 TUBOMHKPOOHOH akTuBHOCTH cocTaBmia 250 000 muxpo-
Vil 1000 1000
OHBIX Ten Ha | ML
VIII 500 1000
X 125 250 Uepes 18 — 20 1 BbIEP)KKH KOHTPOIBHBIX M OTBITHBIX
X 500 500 npoOupok B Tepmoctare mpu temreparype 37 °C dukcn-
X1 > 1000 > 1000 poBanu pe3ynsrar. sl BceX HCCIIEAyeMbIX COEAMHEHHH
XII 1000 > 1000 ONpeAc/sJIM MUHUMAJIbHBIC TIOJABJIAIOIINE KOHIIEHTPA-
X111 1000 1000 uuu (MIIK).
X1V > 1000 > 1000 YCTaHOBICHO, YTO OOJBITMHCTBO M3YYaeMBIX aMHUIIOB
XV > 1000 > 1000 o .
oOnagaer cnaboil OaKTepHOCTaTUYECKOW aKTHMBHOCTBIO
XVI 1000 1000 (ra6n. 2)
XVII 15,6 15,6 TabIL. 2).
XVII 1000 1000 HaubGonee BBICOKYHO OaKTEPHOCTATUYECKYIO aKTHB-
XIX 15,6 31 HOCTh TIPOSIBILIIOT ~ JIUIIB  aMuabl  N-mudeHunare-
XX 15,6 31 THI-5-OpoManTpanmioBoit kuciaoTel (XIX) n N-¢ypano-

WI-5-0pOMaHTpaHMIOBOM KUCIOTHI (XX), a Takxke Bellle-
CTBO ¢ TeTpaxyioppTannibHbiM pparmentoM (XVII).

pactope IMCO-dg, Buyrpennnii crangapr — I'MIAC. gy U TEPAT YPA
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o 10. Pykosoocmeo no 3KCnepumMeHmanbHomy (OOKIUHUYECKOMY)
BAIOT, Cymar ¥ KpuctamumsytoT u3z 70 % sranona. Beixon
U3YYeHUI0 HOBbIX (hapmakronocuieckux eeujecms, bHOHT, Mock-

0,67 T (86 %). T.run. 133 — 135 °C. Ba (2000), cc. 264 —273.
Coenunenus [V, VI u XII noixy4eHsl aHAJIOTUYHO. TMoctymuna 07.07.03

SYNTHESIS AND ANTIMICROBIAL ACTIVITY
OF N-ACYL-5-BROMANTHRANILIC ACID AMIDES

A. V. Dolzhenko-Podchezertseva, V. V. Novikova, L. M. Korkodinova, T. F. Odegova

Perm State Pharmaceutical Academy

Nineteen N-acyl-5-bromanthranilic acid amides were prepared via acylation of 5-bromanthranilamide with suitable anhydrides. The antimicrobial activity of
the synthesized N-acyl-5-bromanthranilic acid amides against Staphylococcus aureus and Escherichia coli was evaluated. It was found that compounds with
diphenyl, furoyl and tetrachlorophthalyl moiety as the acyl part of molecule showed significant inhibition of the microorganism grow. Minimum inhibitory con-
centrations of this compounds were 15.6 mg/mL against S. aureus and 15,6 — 31 mg/mL against E. coli. Other tested amides were considerably less active.
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