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CHUHTE3, CBOMCTBA U TIPOTUBOMMKPOBHASI AKTUBHOCTD
MOHO- 1 IUTAJIOT'EH3AMEIINEHHBIX ITPOU3BOAHBIX
3,1-bEH30KCA3UH-4(3H)-OHOB
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Ilepuckas cocyoapcmeennas papmayesmuieckas akaoemust

Peaknueit BHyTpUMONEKYIApHOH IUKIH3anny N-atn — 5-ion, 5-6pom u 3,5-mubpom aHTpaHMITIOBBIX
KHUCJIOT O] ISWCTBUEM YKCYCHOTO aHTHAPHAA MOTYYSHO MATHAUATh 2-3aMelIeHHBIX — 6-ifof, 6-0poM u
6,8-mnbpom — 3,1-6ensokcaznn-4(3H)-oHoB. M3ydeHs! HU3NKO-XMMIUECKHE CBOHCTBA M TPOTHBOMHUKPOO-
Hasi aKTHBHOCTb ITOJY4Y€HHBIX coequHeHni npotuB Staphylococcus aureus u Escherichia coli.

CuHTE3 HOBBIX JIEKAPCTBEHHBIX CPEACTB, 00NIaaa-
IOIIMX BBICOKOW aKTUBHOCTBIO M MajOil TOKCMYHOC-
TBIO, SBIISIETCS OCHOBOW ISl TIOMIOJTHEHMSI apceHala
JIEKapCTBEHHBIX TpemnaparoB. V3BecTHO, UTO mpowus-
BonHbIC 3,1-0eH30kcazuH-4(3H)-oHa obnamaroT mpo-
TUBOBUPYCHOW aKTHBHOCTHIO B OTHOIIIEHWH BHpYycCa
reprieca 0OBIKHOBEHHOTO [ 1], a Takke mpeiararoTcs
JUTs1 JIEYEHUS] BOCHAIUTEIBHBIX ITPoLEeccoB [2].

BrytpuMonekynsipHoi nukimsanueil N-anu-5-
fiox, 5-6pom u 3,5-1uOpOM aHTPAHUIIOBBIX KUCIIOT ITOA
JieficTBHEM yKCYCHOTO aHTHAPHU/IA ITPH KUTIsTIeHUH [3 ]
MOJIy4YeHbI 2-3aMellleHHHbIE — 6-101, 6-OpoM u 6,8-
nmuopom 3,1-6erzokcazun-4(3H)-onnr (I—XV).
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X =Br,Y=H,R=CH, (I);

X =Br, Y=H,R=CH/CI I,

X =Br, Y=H, R = 2-¢pypun (I1I);

X =Br,Y=H,R=CH, {V);
X=Br,Y=H,R=CH,CH, (V)

X =Br,Y=Br,R=CH, (VD;

X =Br, Y =Br, R=CH,CI (VII);

X =Br, Y =Br, R = CH,CH,CH,CI (VIII);
X =Br, Y = Br, R = CH,C H, (IX);

X =Br, Y =H, R=CONHCH,CH=CH, (X);
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X=1,Y=H, R =2-dypun (XI);

X =LY =H, R=CH,CI (XII);

X=1,Y=H, R=CH, (XIII);

X=LY=H, R=CH,CH, (XIV);

X=1,Y=H, R=CH,CH,CH, (XV).

[TomydeHHBIE COEAMHEHNUS TPEACTABISAIOT COO0M
Oenbie Wiu OeJIbIe C JKEITOBAThIM OTTEHKOM KPUCTAJI-
JINYECKUE BEILIECTBA, HEPACTBOPUMBIE B BOJIE, PACTBO-
pUMEIE B 3TaHOJIE, U30Iporanoie, anerone, JIMCO,
JIM®A.

CrpoeHHe CHHTE3UPOBAHHBIX COeaqUHEeHMH [—XV
noaTBepkaeHo manusiMu UK- u 'H SIMP-criekTpoB
(tabm. 1).

SKCHHEPUMEHTAJIbBHASA
XUMHUUYECKAS YACTD

Crekrpsl 'H SIMP — coenunennii [—XV 3anu-
cabl Ha cniekrpomerpe BS-567A (pabouas dacTtoTa
npubopa 100 MI'n) 8 JIMCO-d,, BHyTpeHnui cTan-
napt — I'MJIC. MK-cnekTpsl COCAMHEHHI CHSITHI Ha
cnekrpomerpe Specord M-80 B Ba3eIMHOBOM Maciie.
XoJ1 peakuii ¥ YUCTOTY COEUHEHUM KOHTPOJIUPOBa-
mm MerogoMm TCX Ha mactunax Silufol UV-254%® B
cucTeMe areToH — xjopodopm, (1 : 9), maTHa neTek-
THPOBAJIM NapaMu Hona. OU3NKO-XUMHUUECKUE XapaK-
TEPUCTUKHU TIOTYUYCHHBIX COCTUHEHHUN TTPECTaBIECHBI
B Tabm. 1.

6-bpom-2-metni-3,1-6en3okcazun-4(3H)-on (I).
Cwmecn 2.58 T (10 mmos) N-aretnn 5-OpoMaHTpaHH-
JI0BOM KHCTOTHI ¥ 10 MJT yKCYCHOTO aHTHIPH/IA KHUIIS-
TaT 1 "ac. Jlamee peakMOHHYIO CMECh OXJIAXIAIOT,
BBIICJMBIIUICS 0CAJ0K OT(PHILTPOBBIBAIOT, BBICYIITH-
BalOT M MEPEKPHUCTAUIN30BLIBAIOT U3 YKCYCHOTO aH-
ruapuaa. Berxox: 2.05 T (80%).

Coenunenust II—XV nonydyeHbl aHaTOTUYHO.
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Tab6muma 1

Qu3uro-xumuueckue xapakmepucmuxu 6-1o0, 6-o6pom u 6,8-0ubpom 3ameiyeHHbIX NPOUIBOOHBIX

3, 1-b6enzokcazun-4(3H)-onos

Coen.

Brixon, %

°C

Cnekrper [IMP (IMCO-d,), 6, m.1.

HK-cnektpsl,

.2 VoM, C=0
I 80.0 126—127 | 2.35 (¢, 3H, CH,); 7.2-8.1 (M, 3H, Ar) 1765
I 70.0 106—108 | 4.25 (c, 2H, CH,CI); 7.2-8.1 (w, 3H, Ar)
il 83.0 173—175 | 6.5-8.0 (m, 6H, Ar, C,H,0) 1780
v 88.0 198-200 | 7.54-8.12 (, 8H, Ar)
v 96.0 100102 | 3.95 (c, 2H, CH,); 7.2-8.0 (, 8H, Ar)
VI 85.0 173—175 | 238 (c, 3H, CH,); 8.05-8.18 (v, 2H, Ar) 1700
VIl 80.0 157—159 | 4.52 (c, 2H, CH,CI); 8.05-8.18 (, 2H, Ar)
| o | ew |Hapmanamemao
IX 85.0 173—175 | 3.95 (c, 2H, CH,); 7.2-8.27 (, 7H,Ar)
X 82.0 147150 ?izgs?{(M%%)Af J'i?é’;" 2H, CH,); 5.7 (m, | H.CH); 1780, 1700
XI 79.0 205207 | 6.55-8.31 (m, 6H, Ar, C,H,0) 1760
X1 73.0 120122 | 4.4 (c, 2H, CH,); 7.23-8.30 (m, 3H, Ar) 1765
X1 80.0 162164 | 7.24-8.25 (m, 8H, Ar) 1765
X1V 85.0 127129 | 3.8 (c, 2H, CH,); 7.16-8.23 (, 8H. Ar) 1770
XV || T6T8 O G 7.10-640 o SH G 1759
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SKCIIEPUMEHTAJIBHAS
BUOJIOI'MYECKAS YACTD

UccnenoBana npoTUBOMUKPOOHAS aKTUBHOCTh
coequHeHnil [—XV 1o OTHONIEHUIO K JBYM TECT-
mrammam S. aureus ATCC 6538-P u E. coli ATCC
25922 MeToI0M IByXKpPATHBIX CEPUIHBIX pa3BeaCHUI
B XKUIKON MUTATEeNbHOM cpene [4]. YeraHoBIEHO, UTO
OONBIIMHCTBO M3y4daeMbIX 3,1-OeH3okcazuH-4(3H)-
OHOB 00OnagaeT ciaboif MPOTHBOMHKPOOHOHN aKTHB-
HOCTBIO (TabI. 2).

Coenunenus 11, VIII, X1V, cogepxkaniue Bo 2-oM
MOJIOKEHUU XJIOPMETHIIbHBIN, 3-XJI0pIpONUILHBIN U
OCH3WIILHBIN 3aMECTHUTENH, a B 6 1 § — aTOMBI Opoma,
fioz1a ¥ BOIOPOA, MPOSABIISIOT YMEPEHHYIO ITPOTHBO-
MUKPOOHYIO aKTUBHOCTb B KOHIIEHTpauu 250 MKT/MJI,
M0 OTHOIIEHUIO K 000MM IITaMMaM.

TakuMm 00pa3oM, MOJKHO C/IENIaTh BBIBOJ, YTO JJIS
MONTyYeHHUsI BHICOKOA((EKTHBHBIX POTHBOMUKPOO-
HBIX CPE/ICTB HEOOXOIMMO BBEICHUE 3aMECTUTENEH BO
2, 6 u 8 monmoxkenus 3,1-06en3okcasnn-4(3H)-oHoB.

CITMCOK JIMTEPATYPBI

1. IMarent CIHA 6806269 (2004); PXK. Xumus, 190.
12711 (2005).

2. ITarent CHIA 5652237 (1995); PXK. Xumus, 240.
23011 (1998).

3. Moustafa H. Y. Synthesis of some new bis-azoles and
azines / H. Y. Moustafa // J. Indian. Chem. Soc. — 1996.
— 73, Ne8. — P. 435—436.

4. PyKOBOJICTBO IO 3KCIEPUMCHTAIBHOMY (IOKIUHH-
YECKOMY) U3yUCHHIO HOBBIX ()apMaKOJIOTHUECKHIX BEIECTB.
— M. —2000. — C. 264—273.

BECTHUK BI'Y, CEPUA: XUMUA. BUOJIOT' M. PAPMALINA, 2007, Ne 1

Tabmuma 2

Ipomusomuxpobuas akmuenocms 6-1100, 6-6pom u
6,8-0ubpom 3ameuyenHbIX NPOU3BOOHBIX
3, I-6enzoxcazun-4(3H)-onos

IIpoTnBOMHUKpPOOHAs! aKTUBHOCTB,

CoennHenue MIIK, MKr/mi
E.coli S.aureus
I 1000 500
II 250 250
1T >1000 >1000
v 1000 500
\4 >1000 500
Vi 1000 500
VI 1000 1000
VIII 250 250
IX 500 500
X 1000 500
Xl 500 >1000
X1l >1000 >1000
XIII 1000 >1000
X1V 250 250
XV 1000 >1000
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