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CUHTE3, CBOMCTBA U IPOTUBOMUKPOBHASI AKTUBHOCTD
CJIOXKHBIX 90NPOB MOHO- 1 TMTAJIOI'EH3AMEIIIEHHbBIX
IMPON3BOJHBIX N-AIIWJIAHTPAHUJIOBBIX KUCJIOT
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Ilepucrkas cocyoapcmeennas papmayesmuieckas akademusl

Peakuueii ateprdurkarmu 2-3aMeieHHbIX 6-ion-, 6-0poM- u (6,8-11bpom)-3,1-0en3okcazun-4(3H)-oHoB
C 9TaHOJIOM U METAHOJIOM, IIPH HarpeBaHUH B IPUCYTCTBUU TPUMETHIAMHHA, CHHTE3UPOBAHO JIBEHAIIIATh
CIOXHBIX 3upoB N-ammi-5-iox-, 5-6pom u (3,5-muOpoM) aHTPAHWIOBEIX KHUCIOT. M3ydeHbl pU3NKO-XH-
MHYECKHE CBOWCTBA U MPOTHBOMHUKPOOHAs aKTHBHOCTH ITOJYYSHHBIX coeinHeHui mpotus Staphylococcus

aureus u Escherichia coli.

Crnoxusie 3¢upbl N-annaHTPaHIIOBBIX KUCIIOT,
ABJISIIOTCSL OMOJOTMYECKH aKTHBHBIMH IPOIYyKTaMH
JKU3HEAEATEIbHOCTH psAfa pacTeHut [1, 2], mpossis-
IOLIMMHU IPOTUBOIPHOKOBYIO U MPOTUBOMHUKPOOHYIO
aKTUBHOCTH. VI3BECTHBI CHHTETHYECKH IOJTy4YeHHBIC
cioxHble 3¢upsl N-aliIaHTPaHUIOBBIX KUCIIOT, 00-
JIaJaroLIMe IUPOKUM CIIEKTPOM (apMaKoIOrHIeCKOTo
neiictBus. Tak, meTmiioBble 3¢upsl N-anunanTpanu-
JIOBBIX KHCJIOT 00JaJal0T MECTHOAHECTE3UPYIOLINM
neiictBueM [3], MpoOSBISAIOT IPOTUBOMHUKPOOHYIO aK-
TUBHOCTH [2]. DTunossle 3gupsl N-almiaHTpaHHUIIO-
BBIX KHCJIOT IIPEJIOKEHBI B Ka4€CTBE IIPOTUBOIPUO-
KOBBIX U MPOTUBOS3BEHHBIX CpencTB [4].

B Hacrosei paboTe 0CcyIecTBIeH CHHTES CI0XK-
HBIX 3¢upos N-anun-5-tion, 5-6poM u 3,5-aub6pom
aHTpaHmIoBbIX KUCIOT (I—XII) u u3ydyens! ux ¢puzn-
KO-XMMUYECKHE CBOMCTBA.

B xadecTBe HCXOAHBIX COCAMHEHUH IS MOTyYe-
HUS CIOXHBIX 3¢upoB N-arui- 5-iox, 5-6pom u 3,5-
JUOPOM aHTPAHUJIOBBIX KHCIIOT MBI MCIOJb30BAIN
2-3amMeneHnble 6-ioxa-, 6-6poMm- u (6,8-mubpom)-3,1-
6ensokcazuH-4(3H)-oHbI, KOTOpBIE MIPH HArpeBaHUU
J0 80 °C B mpUCYTCTBUM TPUMETHUIAMHUHA BCTYMAIOT
B PEaKLHIO ATepU(UKALIN CO CIUPTAMH, B PE3yJbTa-
Te 00pa3yroTCs CIIOKHBIC 3pupbl N-arwi- S-iiox, 5-
Oopom u 3,5-mubpom arTpaHmnoBsx kucnot ([—XII).
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X=Br,Y=Br,R =CH,, R,=CH, (I);
X=Br, Y =Br, R = CH,CI], R,= CH, (Il);
X =Br,Y=H,R =CH,, R,=CH,ID;
X=Br,Y=H,R, =CH,CLR,=CH,1AV);
X=Br,Y=H,R, =2-dypun, R, = CH, (V),
X=Br,Y=H,R, =CH,R,=CH,(VI),
X=Br,Y=H,R =CH,CH,,R,=CH,(VID;,
X=Br,Y=H,R, = CONHCH,CHCH,,
R, = CH, (VIII);
X=1,Y=H,R, =CH,CH,CH,, R, = C,H, (IX);
X=LY=H,R =CHCH,,R,=CH, (X);
X=LY=H,R =CH,,R,=CH, (XD
X=LY=H,R, =2-¢ypun, R, = CH, (XII).
[TomydeHHBIE COEAMHEHNUS TPEACTABISAIOT OO0
OeJble WK Oelble ¢ KpeMOBAThIM OTTEHKOM KpUCTaJI-
JIUTYECKIE BEIECTBA, HEPACTBOPUMBIE B BOJIE, PACTBO-
pUMEIE B 3TaHOJIE, U30IpoIrianoie, anerone, JIMCO,
JIMO®A.
CTpoeHHE CHHTE3WPOBAHHBIX coenmHeHUN (I—
XII) moateepkaeno nanusiMu 'H SIMP-cniekTpos
(Tabm. 1).
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SKCHHEPUMEHTAJIBHASA
XUMHUUYECKAS YACTD

Crexrpsl 'H SIMP — coenunenuit (I—XII) 3anu-
cabl Ha cniekrpomerpe BS-567A (pabouas dacTtoTa
npubopa 100 MI'n) 8 JIMCO-d,, BHyTpeHnuii cTan-
napt — I'MJIC. Xox peakiuii 1 9UCTOTY COSTUHEHUI
koHTpoaupoBanu metonoM TCX na mnactunax Silufol
UV-254® B cucreme arieron — xmopodopm, (1 : 9),
MSITHA IETEKTUPOBAIU Mapamu Hoaa. OU3HUKO-XUMU-
YECKUE XapaKTePUCTUKH MONyYCHHBIX COCAMHCHUI
MpeAcTaBIeHbI B Ta0M. 1.

ItnioBslii 3pup N-aneruni- 3,5-1udOpomaHTpa-
HuoBoi kucaorsl (I). K 0.63 r (0,002 moms) 6,8-
muopoM-2-meTui-3,1-6en3okcazun-4(3H)-ona oTme-
puBarot 5 M1 3Tanona 96%-Horo, 100ABISIOT TIO Karl-
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CMHm€3, ceoticmea u npomueozwuxpo&tag AKMUBHOCNb CIIOMHCHBIX 3dmp06 MOHO- U ()MZCUZOZ@HI)’GM@W@HHZ)IX...

Tab6muma 1

DuzUKO-XUMUYECKUE XAPAKMEPUCMUKYU CLONCHBIX 3¢upoe N-ayun-5-1100, 5-6pom u 3,5-0ubpom 3ameuyeHHbIx

AHMPAHUIIOBbIX KUcCiom

Coen. | Bsixox, % e Crekrper [IMP (IMCO-d,), 6, m.1.
o 1.3 (r, 3H, CH,); 1.95 (¢, 1H, CH,); 4.1 (x8, 2H, CH,); 7.65-7.95 (m, 2H, Ar);
I 35.00 130—132 9.6 (c. 1H., NHCO)
II 42.75 134—136 | 3.7 (c, 3H, CH,); 4.2 (¢, 2H, CH,); 7.75-8.1 (m, 2H, Ar); 10.0 (¢, IH, NHCO)
o 1.2 (1, 3H, CH,); 1.95 (c, 3H, CH,); 4.3 (xB, 2H, CH,); 7.45-8.0 (M, 3H,Ar);
1T 32.00 133—135 10.25 (.1 LNHCO)
o 1.3 (r, 3H, CH,); 4.15 (x8, 2H, CH,); 4.3 (¢,2H,CH,CI);
v 24.00 133—135 7.5-8.25 (M,3H,Ar);11.05 (c,1H, NHCO)
- 1.35 (1, 3H, CH,); 4.3 (xB, 2H, CH,); 6.5-8.6 (m, 6H, Ar, C,H,0);
A% 63.50 144—146 11.65 (c. 1FL,NHCO)
o 1.38 (t, 3H, CH,); 4.3 (xB, 2H, CH,); 7.5-8.4 (m, 8H, Ar);
VI 54.24 134—136 113 (c. 15, NHCO)
- 1.35 (1, 3H, CH,); 3.68 (c, 2H, CH,); 4.25 (xB, 2H,CH,);
Vil 38.07 133—135 7.25-8.4 (M,8H,Ar); 10.7 (¢,1H,NHCO)
1.35 (1, 3H, CH,); 3.81 (1, 2H, CH,); 4.32 (m, 2H, CH,); 5.03 (1, 2H, CH,);
VIII 52.00 155—157 | 5.72 (m, 1H, CH); 7.51-8.54 (M, 3H, Ar); 8.92 (c, 1H, CONH);
12.14 (c, 1H, NHCO)
X 45.00 7880 0.95 (1, 3H, CH,); 1.35 (1, 3H, CH,); 1.72 (m, 2H, CH,); 2.31 (1, 2H, CH,);
4.27 (x8, 2H, CH,); 7.55-8.42 (m, 3H, Ar); 10.87 (c, 1H, NHCO)
o 1.28 (1, 3H, CH,); 3.63 (c, 2H, CH,); 4.21 (M,2H,CH,); 7.17-8.19 (m, 8H, Ar);
X 51.00 150—152 10.66 (¢, H.NHCO)
- 1.35 (1, 3H, CH,); 4.95 (m, 2H, CH,); 7.33-8.59 (m, 8H, Ar);
X1 39.00 138—140 1179 (c. 1H, NHCO)
o 1.35 (1, 3H, CH,); 4.31 (x8, 2H, CH,); 6.47-8.43 (M, 6H, Ar, C,H,O);
XII 57.00 126—128 11.64 (c, 11, NHCO)
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K. B. Anopioxos, E. P. Kypbamos, JI. M. Kopkoounosea u op.

JI5IM (4—5 Kart.) TpuMeTIIIaMUHA JTO CHITBHOIICTOYHON
peaxkuuu cpensl (pH = 10,0). 3atem HarpeBaioT Ha
BOISTHO# O6aHe 1 yac. BeraenmuBImmiicst ocamok OT(hHITh-
TPOBBIBAIOT, CYIIaT U MEPEKPUCTAIIU30BBIBAIOT U3
cmec Boza : atarox (1:3). Berxon: 0.25 T (35%).
Coemunenus II—XII moxy4yeHbl aHATOTUYIHO.

IKCIIEPUMEHTAJIBHASA
BUOJIOI'NYECKAS YACTD

UccnenoBana npoTHBOMUKPOOHAsT aKTUBHOCTH
coenuaenni (III—V, VIII—XII) o oTHOIIEHHIO K AByM
tect-muTammam S. aureus ATCC 6538-Pu E. coli ATCC
25922 MeTonoM ABYX KpaTHBIX CEpUIHBIX pa3BeIcHUN
B JKHJIKOW MHTATEILHOU cpene [5]. YcTaHoBIeHO, UTO
OOJNBIIMHCTBO M3 M3YYEHHBIX CIOXKHBIX 3(QHUPOB HE
o0mamaeT MPOTHBOMHUKPOOHOH aKTHBHOCTHIO. C1abyro
MPOTHBOMHUKPOOHYIO akTHBHOCTH 1000 MKI/MIT B OTHO-
IIEHUH S. aureus MposBISIET STHIIOBBIHN 3pup N-xiopa-
HeTWi- 5-OpomMaHTpaHuI0BOM KucioTsl (IV).

Takum 00pa3om, 111 MOMCKa HOBBIX OMOIOrHYec-
K/ aKTHBHBIX BEIIECTB CPEAM CIOKHBIX 3(upoB N-

anui- S5-ion, 5-6pom u 3,5-1uOpOM aHTPaHHMIOBBIX
KHCJIOT HE00X0IMMO MpoBeieHne papMakoIoruyec-
KHX MCIIBITAHUN Ha IPOTUBOTPUOKOBYIO U IIPOTUBOSI3-
BEHHYIO aKTHUBHOCTb.
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