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CUHTE3 U UCCJEJOBAHUE NPOTUBOMUKPOBHOI
AKTUBHOCTH 3-(R-BEH3UJINJAEHAMUWHO)-6-BPOM(I1O/1)-
2-OEHUJIXUHA3O0JIUH-4(3H)-OHOB
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AnHoTtanust. [Tytem BHYy TpUMONEKYISIpHON IMKIM3a1mu rujpasuioB NH-6enzonn-5-6pom(iiom)anTpa-
HUJIOBBIX KHUCJIOT U TIOCIICAYIONICH KOHACH CAIMEH 3-aMiHO-6-0pom(iiof)-2-hermnxuna3onuna-4(3H)-oHoB
C Pa3TUYHBIMU apOMATHYECKUMH albJCTHIAMH TOJyUYeHBl COOTBETCTBYIoMME 3-(R-0eH3mInaeHaMIuHO)-
6-0pom(iton)-2-pennnxunazonun-4(3H)-onbl. CTpoeHHe COCAUHEHHI yCTaHOBICHO MeTonamu SIMP 1H-,
HK-criekTpockoniu 1 n3ydeHa MpoTHBOMHKPOOHAS! aKTUBHOCTb.

KuroueBble ciaoBa: cuntes, 3-(R-OeH3mnuaeHamuto)-6-0pom(iion)-2-henmnxunazonun-4(3H)-ouHbl,

MPOTUBOMUKPOOHAsI aKTHBHOCTb.

Abstract. The series of novel 3-(R-benzylidenamino)-6-brom(iod)-2-phenylquinazolin-4(3H)-ones
were prepared by intramolecular cyclization of hydrazides of NH-benzoil-5-brom(iod)anthranilic acids and
by the following condensation products of reaction with different aromatic aldehydes. The structures of
compounds were confirmed by 'H NMR- and IR-spectroscopy. Than the compounds prepared were tested

for its antibacterial activity.
Keywords: synthesis,
antimicrobic activity.

BBEJAEHHUE

Hannast paboTa MOCBSILIEHa CHHTE3Y M UCCIeI0-
BaHHUIO NMPOTHBOMUKPOOHOH aKTUBHOCTH a30TCOAEP-
KAIUX TETEPOIMKINYSCKUX COCJAMHCHUN — XUHa-
30/IMHOHOB. V3BECTHO, YTO MPOW3BOJAHBIE JAHHOTO
psiZa MPOSBISIFOT ITUPOKUI CIIEKTP OMOJIOTHYECKOTO
neuctus [1-4].

B kadecTBe UCXOMHBIX COSIMHEHNH OBLITN UCTIOJb-
3oBanbl NH-Genzoun-5-0pom- u S-ilomaHTpaHmio-
BBIC KHUCJIOTBI, KOTOPBIC TPU KUIITYSHUH B YKCYCHOM
anruapuge  obpaszyror  2-perun-6-opom(iton)-3,1-
OcH30KCa3UH-4-0HBI [5]. Penmkiu3arueii mociueHux
C TUAPA3ZUHTUIIPATOM B cpefie 95%-Horo 3TaHona npu
temneparype 18-20 °C nmomyuens! runpasuast NH-
OeH3omI-5-0pom(Hioa)aHTpaHmIoBbIX KuciaoT (1, 2)
[6]. HarpeBanue coenunenuii 1, 2 10 Temmneparypsl
raBneHus [1] (cxema 1) mpuBeno k 0Opa3oBaHUIO
LIUKIUYECKUX TPOTYKTOB — 3-aMUHO-6-0pom(tio)-2-
(enmnxunazonua-4(3H)-onHos (3, 4).

[lyrem koHaeHcanmuu 3-amMHuHO-6-Opom(iion)-2-
¢dennnxunazonuH-4(3H)-0oHOB ¢ pa3nuuHBIMU apoMa-
TUYECKUMH ajbAerugamMu B cpene 95%-noro ataHona
npu temmeparype 18-20 °C [7] (cxema 2) OblIM cHH-
Te3upoBaHbl 3-(R-OeH3mMneHaMuHO)-6-6pom(iiox)-
2-pennnxunazonun-4(3H)-onsl (5-12).
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3-(R-benzylidenamino)-6-brom(iod)-2-phenylquinazolin-4(3H)-ones,

Cxema 1

X CONHNH, . X _NH
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1,2
X=Br (1, 3); 1 (2, 4).

Cxema 2

dA@ o2 @fm -

5.12
X=Br: R=H (5); R=4-Br (6); R=4-ClI (7); R=2,4-OCHj (8).
X=I: R=H (9); R=4-Br (10); R=4-CI (11); R=2,4-OCH; (12).

ITonyuyennsie coequnenus: 5-12 SBIAIOTCS KpU-
CTAJUTMYECKUMH BEIECTBAMH OEJI0TO I[BETa, PACTBO-
pumsie B JIMCO, /IM®A 1 HepacTBOpUMBIE B BOJE.
Du3uKo-XUMHUUECKHE cBoMicTBa U ganubie IMP 'H- u
HK-cnekTpoB CUHTE3UPOBAHHBIX COCAUMHEHUN TPe/I-
CTaBJIEHEI B Ta0m. 1.

S9KCIHHEPUMEHTAJIBHAS
XUMHNYECKASA YACTD
Crektpet SIMP 'H CHHTE3MPOBaHHBIX COEMIHU-
HeHUIl 3ammcaHbl Ha @Dypbe-criekTpomerpe Gup-
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Tabmuua 1

Du3UKO-XUMUYECKUE U CNeKMPATIbHbIE XAPAKMEPUCTIUKU
3-(R-6enzunudenamuno)-6-6pom(1iod)-2-genunxunasonun-4(3H)-onos

UK crektp, v, cm’!
0 0, > 7 1 -
Coeaunenue T ., °C Brixon, % (a6. KBr) Cnexrpst SIMP 'H (IMCO-d,), d
1680 CON; ) _
5 188-189 423 1608 N=CLL 7,17-8,20 m (13H, Ar); 8,91 ¢ (H, =CH-).
1680 CON; _
6 230-232 65,2 1592 N=CH. 7,34-8,20 m (12H, Ar), 8,94 ¢ (H, =CH-).
7 212-214 40,5 - 7,34-8,20 m (12H, Ar), 8,95 ¢ (H, =CH-).
3,81 ¢ (6H, OCH3); 6,42-8,19 m (1TH, Ar),
8 218-220 81,2 - -CON. 203 ¢ (1. —CIL)
9 175-177 32,4 1592 N=CHl 7,20-8,38 m (13H, Ar), 8,89 ¢ (H, =CH-).
1680 CON; _
10 216-219 75,0 1592 N=CLHL. 7,33-8,37 m (12H, Ar), 8,93 ¢ (H, =CH-).
11 210-212 77,5 - 7,34-8,38 m (12H, Ar), 8,94 ¢ (H, =CH-).
3,80 ¢ (6H, OCH3); 6,46-8,38 m (11H, Ar),
12 234-235 66,7 - 8.92 ¢ (H. =CH-).

Mol Tesla BS-567A (pabouast yactora 100 MI'm) B
JAMCO-d, (nelTepupoBaHHOM JTUMETHIICYIIbHOKCH-
ne), BuyTpenuuii ctangapt — ['M/JIC. UK-cnekrps
COCIMHEHMH BBITIONHEHBI Ha CIieKTpomeTpe Specord
M-80 B Tabnerkax KBr. Xon peakiuii 1 4ucToTy CO-
enuHeHuil kKoHTponuposanu metonom TCX Ha muta-
crunax Silufol UV-254® B cucreme GeH3011-a1leTOH-
xyiopodopm, 9:1:1, nsATHA NETESKTUPOBAIM IapaMu
rona.

3-Fenzunuoenamuno-6-opom-2-genunxuna-
sonun-4(3H)-omu (35).

K 0,20 r (0,00063 monb) 3-amuHO-6-OpoM-2-
(denmnxunazonua-4(3H)-ona B 5 M1 95%-oro 3TaHo-
na npuinBatoT npu nepememuBanuu 0,1 T (0,00095
MOJIb) OeH3albAeruaa U 2 Kaluld KOHLEHTPUPOBAaH-
HON COJISIHOM KHCIIOTBI. BBIIEpKUBAIOT B TEUCHUE
yaca nipu 18 °C. PeakuinoHHyI0 Maccy HEUTpaIu3yIoT
pactBopoM HaTpus kapOoHara. [lomydeHHBINH 0camoK
OT(UILTPOBBIBAIOT, CYIIAT U KPUCTAIUTU3YIOT U3 alle-
toHUTpUia. Berxog mpomyxkra: 0,11 1 (42,3%).

Octanbhble coequHenus (6-12) momy4yeHsl aHa-
JIOTUYHO.

SKCIIEPUMEHTAJIBHAS BUOJIOI' -
YECKAS YACTb

bakTeprocrarnyeckyio aKTUBHOCTh IO OTHOIIIE-
Huto k mrammam S. aureus ATCC 6538-P u E. coli
ATCC 25922 onpenensiau METOIOM JABYKPATHBIX Ce-
PUHHBIX pa3BEeICHUN B KMJIKOM IUTATEIILHON cpene
[8]. B xauecTBe pacTBOpUTENS COSAUHEHUI UCIIONb-
30BaM AuMeTuipopmamu/l. [ToceBsl Mpon3BoIMIM B
MsicornienToHHbIN OyiaboH (pH 7,0) ¢ pa3nuuHoi KOH-
LIEHTPAIMEH UCIBITYEMbIX COCTUHEHUH. MUuKpoOHast
Harpy3ka cocraBmia 250000 MUKpOOHBIX Te Ha | MII.
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[NapannensHO MPOBOAMIM KOHTPOJIGHBINA OIIBIT,
yepe3 18-20 9 BbIIEPIKKH B TepMOCTaTe MPHU TeMIIe-
parype 37 °C ¢urcupoBanu pe3yibrar. J{is Bcex uc-
CJIElyeMbIX COEIMHEHUH OTpEeAessiTA MUHUMAaJIbHEIC
MOJIABJISIONINE KOHIICHTpaluu (Tadm. 2).

Tabnua 2
Ipomusomuxpobroe deticmsue 3-(R-0eH3unudeHamuHo)-
6-0pom(1i00)-2-penunxunazonrun-4(3H)-onos

[MporuBoMUKpOOHAs aKTUBHOCTD,
Coenunenne | MIIK, MKr/mi
S. aureus E. coli
3 500 1000
4 >1000 >1000
5 500 1000
6 500 1000
7 500 500
8 1000 1000
9 250 250
10 500 1000
11 1000 1000
12 1000 1000
Jdunokcuaun | 62,5-1000 3,9-62,5
VcranoBIeHO, 4To HUCCIIETOBAHHBIC

3-(R-0en3unumenaMuuo)-6-0pom(itom)-2-
¢denmrxnaazonnH-4(3H)-0HBI TIPOSIBIIAIOT  yTHETA-
Iolllee JIeMCTBHE Ha POCT MUKPOOPraHuU3MoB. Tak,
3-0eH3MInIeHAMHHO-6-0poM-2-(peHIIIX HTHA3OJTHH-
4(3H)-or (5) u 3-(4-GpoMOCH3MINICHAMIHO )-0-
opom-2-hernmxurazonuH-4(3H)-0H (6) TpPOSBISIOT
0aKTepHOCTaTUIECKYI0 aKTHBHOCTh Ha YPOBHE HC-
xomgHoro coenuaenus (3). [Ipu 3amMeHe B 4eTBEpTOM
nosiokeHne N-OSH3WITUACHOBOTO (pparMeHTa aroma
Oopoma (6) Ha x710p (7) IPOUCXONUT YBEIMUYEHHUE aK-
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Cunmes u ucciedosamue npomu60Mquo6H0ﬁ AKMUueHoOCmu

TUBHOCTH oTHOcHUTeNLHO E. coli N-mramMma, a BBee-
HUE METOKCUTPYII BO 2 U 4 MOJIOKEHUs TTOHMKAeT
aKTUBHOCTb MPOTHB S. aureus N-mTamMma.

B psany 6-itonnponsoansix MIIK ucxonHoro co-
enMHeHus (4) OTHOCUTENTFHO 000MX IITAMMOB MUKPO-
opranu3moB coctasisieT 6oee 1000 mxr/mi. Beene-
HUE B TPEThbE MOJIOKEHUE 4-OpOMOCH3MINICHOBOTO
(10), 4-xnopoensununenooro (11) u 2,4-mumeTok-
cubensmnuaeHoBoro (12) ¢parMeHTOB MpuBENO K
YBEJIMYEHUIO aKTUBHOCTH OTHOCHUTENBHO S. aureus
n E. coli N-mrrammoB. HambGonbiiee mpoTuBOMu-
KpoOHOE JeHCTBHE MPOSBUII 3-0CH3MIIHICHAMUHO-6-
Hon-2-dpennnxunazonui-4(3H)-on (9), akTUBHOCTb
KOTOPOTO B OTHOUIEHWH HCIIOIBb3YEMbIX IITAMMOB
cocraBmiia 250 MKr/miL

Takum 00pa3oM, JaHHBIN KIacC COSJAMHEHUH 5B-
JISIeTCsl MEPCIEKTUBHBIM JIJIsl TIOMCKA BEIIECTB C MPo-
TUBOMHKPOOHBIM JIeHICTBHEM.
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