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VYpari, 5-¢pTop-, OpoM- U HOAYPAIIUIIBI POATKUIMPOBAHBI 3aMCIICHHBIMU OCH3WIXIOPHIAMU C
nonygernem N'-moro- n N ,N3-6I/ICHp01/ISB0}1HLIX. M3y4eHbl TOKCHYHOCTh, TPOTUBOOITYXOJIEBbIE U
aHTHOaKTepHaIbHBIE CBOMCTBA CHHTE3HPOBAHHBIX COCANHEHUH. YCTAaHOBIIEHO, 4TO 5-hTOop- U S5-Hox-
Ypauuisl MPOSBISIOT OOMNBIITYI0 IPOTUBOOIYXOJIEBYIO aKTHBHOCTh II0 CPABHEHHMIO C 5-OpoMITpons-

BO/IHBIMH.

KuaroueBble ci1oBa: ypamwi; S-TalOreHypalilibl; 3aMelnleHHble OCH3MIXIOPHUIBL; aKUIHPO-
anme; N'-Mono3amemennbie ypamms; N',N*-Grc3aMemeHHbIe yPaIIbL IPOTHBOOMYXOJIe-
BbI€ M aHTHOAKTEpUAIbHBIE CBOMCTBA.

W3BecTHO,4TO S-(hTOpYpaliiii ¥ ero NpOU3BOJHBIC SIBIISI-
IOTCS. ONHUMH W3 OCHOBHBEIX IIPEIIapaToB B COBPEMEHHBIX
CXeMax XHMMHOTEpAIMU Psijia OMYXOJCBBIX 3a00JICBaHUM, a
5-0pom- u S5-fiomypanuisl B OCeIHEE BpeMsl paccMaTprBa-
FOTCSI B KaYECTBE MEPCIICKTUBHBIX CTPYKTYP A pa3paboTKu
HOBBIX NMPOTHBOBUPYCHBIX cpeAacTB [1 —3]. Mmerores Taxke
IaHHBIE 0 CII0COOHOCTH N-OeH3MII3aMEIIEHHBIX S-TaJ0reH- 1
S-METHINMAPUMUANHOB WHTUOMPOBATH THUMHUIWMH MOHO(]OC-
¢bar xkunazy Mycobacterium tuberculosis u Mycobacterium
bovis [4]. B cBSI3U ¢ BBHIIICH3T0KEHHBIM, a TAKKE YUUTHIBAS,
YTO B PsJy PaHEC CHHTC3UPOBAHHBIX S-TaJIOTCHIIPOM3BOJI-
HBIX ypamuia [5, 6] HeKkoTopble COSTUHEHHs 00Iananu yMme-
PEHHBIM MIPOTHBOOITYXOJIEBBIM JICHCTBUEM, B HACTOSIIIIEM CO-
OOIIIEHUH OMHUCHIBAIOTCSI CHHTE3 W MPOTHBOOIYXOJICBBIC U
aHTHOAaKTEepHaTbHBIE CBOIMCTBA HOBBIX N-OCH3MI3aMEIICH-
HBIX YpaluioB u S-¢prop-, 5S-6pom- u S-fionyparuios (I1a,0,
Illa — 1, IVa—3 1 Va — B), MOJIy4€HHBIX TI0 CXEME:
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II: a) R =H, R' = (2',5'-Me,)C¢H;CH,, R = H;
6) R=H, R' =R’ = (2,5'-Me,)C¢H;CH,.

III: a) R=F, R = (2',4'-Me,)C¢H;CH,, R> = H;
6) R=F, R' =R?= (2',4'-Me,)C¢H;CH,;

B)R =F,R' =(2',5'-Me,)C¢H;CH,, R = H;
r)R=F,R'=R?=(2',5'-Me,)CcH;CH,.

IV: a) R =Br, R' = (2',4'-Me,)C¢H;CH,, R* = H;
6) R =Br, R' =R* = (2,4'-Me,)C¢H;CH,;

B) R =Br, R' = (2',5'-Me,)C¢H;CH,, R* = H;

r) R =Br, R' =R?=(2',5'-Me,)CcH;CH,;

1) R=Br, R' = (2'-CI)C¢H,CH,, R* = H;

¢) R = Br,R' =R*=(2’-CI)CsH,CH,;

%) R =Br, R' = (4-Cl)C¢H,CH,, R> = H;

3) R =Br, R! = R? = (4'-CI)C4H,CH,.
V:a)R=1,R' = (2',4-Me,)C¢H;CH,, R = H;
6) R=1 R'=R?=(2',4"-Me,)CH;CH,;
B)R=I R'=R*= (2'-Cl)C¢H,CH,.

HarpeBanuem ypaumios I ¢ coorBercTByrommmu OeH3mII-
raorenugamu B JIM®A B mnpucyrctBuu K,CO; mnpu
90 — 100 °C B TeueHue 4 — 5 4 MoayUYEHBI LIEJIEBbIE TUPUMU-
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muHb [ — V B BUe cMecl MOHO- B OMC-TTPOM3BOIHBIX, KOTO-
pble pazaerstoT oopadorkoit 5 % pactBopom KOH (cm. sxkerr.
4acTh).

Cnenyer ykasaTb, 4TO B OIMCAHHBIX YCIIOBUSIX IIPU B3au-
MOJCHCTBUH S-pTopypanmina ¢ 4-3TOKCHOSH3WIXIOPHIOM
Ham¥ moiydeHa 1,3-0uc-(4-a3rokcudensmwi)modeBuna (VI).

CTpocHHE CHHTEC3MPOBAHHBIX COCAMHCHHN JIOKAa3aHO
TCX, aneMeHTHbIM-aHaTIH30M U cnekrpockonueii IMP. Ha
IpuMepe MOHO3aMEHICHHBIX IPOM3BONHBIX ypammia u
S-¢drop-ypaumia Ila u 1116 monoxxeHue OSH3MIBHOW TPYIIITBI
yctanoBieHo crnekTpamu NOESY, u3 KOTOpBIX BHIHO, YTO
rpynnsl CH, u 6-H aromsl Bonopona B yKa3aHHbBIX COEAMHE-
HUSIX NTPOCTPAHCTBEHHO COJMKEHBI, YTO CBHJIETEJILCTBYET O
N'-3ameleHnn B KOJIbIE ypaITiIa.

3KcnepuMeHmaﬂbHaﬂ Xumudeckas 4acniv

Crnextpsr SIMP 'H crster Ha npuGope “Mercury 300 ¢
paboueit gactotoit 300 MI't B JIMCO-ds, BHyTpeHHNI CTaH-
napt — tetpameruicunad (TMC). Macc-crekTp noiay4eH Ha
Macc-criektpomerpe “MX-1321” ¢ HemocpeaCTBEHHBIM BBO-
oM 0o0pa3Ia B HCTOYHUK MOHM3AINH. Bocxosmas ToHKoC-
JIOMHast XpomaTorpadus MmpoBeaeHa Ha GHIBTPOBAIBHON Oy-
Mare Barman (cpenuss, mrotHocts 90 /M%) B cHCTEME H30-
OyTHJIOBBIH CIIUPT — BOAA@ — YyKCycHas Kuciota, 2:2:1,
NIPOSIBUTENb — Iapbl Mona. [laHHBIE IEMEHTHOIO aHalu3a
COOTBETCTBYIOT BBIUHCIICHHBIM.

N'-Mono- nu Nl,N3-6l/lCﬁCl—Bl/lJI-S-FEUIOFQHpral.ll/l.ﬂl)l
(I -V). Cmech 0,01 monp ypammiios I, 0,01 monb cooTBeT-
ctBytomero Oensmnxiopuaa, 1,38t (0,01 monp) cyxoro
K,CO; B 20 mn 6e3Bognoro aumetmidopmamuga (JMDA)
Harpeatot 1pu 90 — 100 °C B Teyenue 4 — 5 u. JloOaBisror
70 M1 5 % Bonmuoro pactBopa KOH, ¢unsTpyrot, ocraBimee-
sl Ha QIUIBTpE OHC-TIPOU3BOTHOE IIPOMBIBAIOT BOJIOU U TIepe-
KpucTau3oBbiBaloT u3 80 % crnupra. MaroyHblidi pacTBOp
moakucisitor HCl no pH 3 —4, BeImenuBIHNCS TPOXYKT
(UIBTPYIOT, IPOMBIBAIOT BOAOH M MEPEKPUCTAIUIN30BIBAIOT
u3 80 % crnupra (Tadm. 1, 2).

N',N*-Buc-(4-sToxcnbemsma)voueBnna (VI). Cmech
1,3t (0,01 momp) 5-propypanmmna, 1,7 v (0,01 Mmoms) cBexe-
nepersanHoro 4-srokcudensmixiaopuaa u 1,38 v (0,01 moins)
cyxoro K,CO3; B 20 Mt 6e3BogHOTO JIM®DA HarpeBaroT mpu
90 — 100 °C B teuenue 4 — 5 4. Jlobasasror 70 M 5 % Box-
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Tabnuuma 1
XapakTepuCTHKA CHHTe3HPOBAHHBIX COEIMHEHUH

Tabnuma 2
TOKCHYHOCTH H MPOTHBOONYX0/1eBasi AKTHBHOCTH COeTHHEHU I

Coiiv;He— BLI;OOII, T.Zlg., R, Bpyrto-dopumya
Ia 37,5 233-235 0,73  C;3HN,0,
116 28,6 155157 0,65  C,Hy,N,0,
Ila 27,5 177179 0,63  Cy3H;3FN,0,
1116 18,7 119121 0,66  CyH,FN,0,
IIs 22,0 155157 0,21 C3H3FN,0,
IIr 23.4 172 - 174 035  CypHyFN,0,
IVa 38,7 186 — 188 0,54  Cj;H;;FN,0,
V6 18,7 123 - 125 0,82  C,,H,;BrN,0,
Vs 42,1 172 - 174 0,58 Cy3H;3FN,0,
IVr 22,8 150 — 151 0,73 C,H,;BIN,0,
IV 32,3 214-215 0,69  C;HgCIBIN,0,
IVe 25,0 135137 0,59  C,HBIN,0,
IV 38,2 233-235 0,72 C,HyCIBIN,O,
Vs 26,9 170 - 171 0,83  CyH oBrN,O,
Va 36,4 204 - 205 0,63  C3H;FN,0,
V6 23,0 175 -177 0,18  C,,H,;BIN,0,
Ve 35,5 122 - 124 042  C,H6IN,0,
VI 40,0 168 — 170 035  CoH,N,0,

Horo pactBopa KOH, puisTpyroT ocanok U mepeKpHuCTaILIH-
30BbIBatOT ero u3 80 % crupra (Tadm. 1).
Macc-ciektp, m/z (Iym): 328(20),
107(100).
W3 marounoro pactBopa mocine moxgkuciennst HCI mpo-
IyKTa TOJTy4eHO He OBLIO.
Crextpel IMP '"H CHHTE3HPOBAHHBIX COGIMHEHHIT (XH-
MHYECKHE cIBHTH, O, M.1., KCCB, J, I'n).
1-(2,5-AumeTundensna)nupumuanu-2,4-(1H,3H)- 1u-
ou (ITa): 2,27 n 2,30 (0o6a ¢, 3H u 3H, CHj3); 4,82 (c, 2H,
CH,); 5,48 (uz, 1H, *J 7,9, *J 2,1, =CHCO); 6,87 (n, 1H, 7
1,9, 6-H, C¢Hs); 6,97 (am, 1H, *17,7, %7 1,9, 4-H, C¢Hs); 7,04
(m, 1H, 7 7,7, 3-H, C¢Hs); 7,31 (n, 1H, *J 7,9, NCH); 11,12
(m, 1H, NH).
1,3-buc-(2,5-nuMeTHaI0e H3uI) MU PUMUIUH-2 ,4-
(1H,3H)-aunou (116): 2,24, 2,27, 2,30 u 2,37 (8ce ¢, 3H, 3H,
3H u 3H, CHs3); 4,92 1 4,97 (06a ¢, 2H u 2H, NCH,); 5,70 (x,
1H, *J 7,9, C(O)CH); 6,65 (1, 1H, *J 1,6, 6-H, N,CgHs); 6,86
(m, 1H, *J 1,0, 6-H, N3C¢Hs); 6,88 (an, 1H, *J 7,6, %7 1,9, 4-H,
N;CeHs); 6,98 (ma, 1H, T 7.7, % 1,6, 4-H, N,C¢Hs); 6,98 (n,
1H, °J 7,6, 3-H, N3C¢Hs); 7,05 (m, 1H, *J 7,7, 3-H, N,C¢Hs);
7,49 (z, 1H, *J 7,9, NCH).
1-(2,4-TumeTnn6eH311)-5-pTOopnIupuMuANH-2,4-
(1H,3H)-mmon (I11a): 2,28 u 2,30 (06a ¢, 3H u 3H, CHy);
4,80 (c, 2H, CH,); 6,95 (ma, 1H, 7 7,6, *T 1,8, 5-H, C¢Hy);
6,97 (1, 1H, ‘T 1,8, 3-H, C¢Hs), 7,01 (n, 1H, *J 7,6, 6-H,
CeHs); 7,56 (1, 1H, *Jyy 6,4, =CH); 11,65 (c, 1H, NH).
1,3-buc-(2,4-nuMeTnA0eH311)-5-Pp TOPNIUPUMHUANH-
2,4-(1H,3H)-auon (1116): 2,27, 2,28, 2,31 u 2,39 (Bce ¢, 3H,
3H, 3H u 3H, CH;); 4,89 u 4,99 (06a c, 2H u 2H, CH,);
6,78 — 7,02 (m, 6H, C¢H3); 7,79 (n, 1H, *Jyy ¢ 6,1, =CH).
1-(2,5-{umeTnnden3nn)-S-propnupumuany-2,4-
(1H,3H)-auon (IIIB): 2,27 (c, 3H, 2-CHj3); 2,30 (c, 3H,
5-CHs); 4,80 (c, 2H, CH,); 6,89 (1, 1H, *J 1,8, 6-H, C¢Hs);
6,99 (mn, 1H, °J 7,7, %7 1,8, 4-H, C¢Hs); 7,05 (m, 1H, *J 7.7,
H-3, C¢Hs); 7,73 (n, 1H, *Jyy £ 6,5, =CH); 11,70 (c, 1H, NH).
1,3-buc-(2,5-numeTnn0eH311)-S-PpTOPNIUPUMUANH-
2,4-(1H,3H)-nquon (IIlIr): 2,25, 2,27, 2,31 u 2,38 (Bce ¢, 3H,
3H, 3H u 3H, CH3); 4,92 u 5,01 (06a ¢, 2H u 2H, CH,); 6,70

193(43), 150(85),
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TOKCHYHOCTH Topmoxenue pocta omyxonu (7 %)

Coenu- Capxoma 45 Capkoma 37
HeHHE Ml MU
e TP e T% P

1116 2250 1000 40 40,8 <0,05 150 49,0 <0,05
118 2500 1150 40 48,5 <0,05 150 47,3 <0,05
IIIr 2250 1000 50 40,0 <0,05 150 54,5 <0,05
1vo 3000 1250 50 0 - - — -
Ve 3000 1250 50 31,0 =0,05 150 47,3 <0,05
IVr 3000 1250 50 31,2 =005 150 49,0 <0,05
Vo 2800 1200 50 23,0 <0,05 200 0
Ve 2800 1200 50 38,5 =0,05 150 33,5 <0,05
1V3 3000 1250 80 322 =0,05 150 343 =0,05
VB 2300 1100 70 389 =0,05 150 40,0 <0,05

(m, 1H, *T 1,8), 6,88 — 6,91 (m, 2H) u 6,97 — 7,06 (m, 3H,
CeHs); 7,82 (n, 1H, *Jy ¢ 6,1, =CH).
5-Bpom-1-(2,4-1uMeTHIOeH3WIT) MTUPUMUANH-2,4-
(1H,3H)-mnon (IVa): 2,29 u 2,30 (o6a ¢, 3H u 3H, CHj;);
4,85 (c, 2H, CHy); 6,94 — 7,14 (m, 3H, C¢H3); 7,80 (c, 1H,
=CH); 11,68 (m, 1H, NH).
5-Bpom-1,3-6uc-(2,4-1uMeTHI0e H3UT) MTUPUMUAUH-
2,4-(1H,3H)-auon (IV0): 2,27, 2,28, 2,31 u 2,38 (Bce ¢, 3H,
3H, 3H u 3H, CHj); 4,94 u 5,02 (06a ¢, 2H u 2H, CH,);
6,70 — 6,99 (M, 6H, C¢H3); 7,98 (¢, 1H, =CH).
5-Bpom-1-(2,5-q1umMeTHI0eH3 W) IMPUMUAUH-2,4-
(1H,3H)-mnon (IVB): 2,28 u 2,32 (0o6a ¢, 3H u 3H, CHjy);
4,85 (c, 2H, CH,); 6,90 (n, 1H, *J 1,9, 6-H); 6,98 (1.1, 1H, °J
7,7, H-3,%1 1,9, 4-H), 7,04 (1, 1H, *1 7,7, 3-H, C¢Hs); 7,79 (c,
1H, =CH); 11,68 (¢, 1H, NH).
5-Bpom-1,3-6uc-(2,5-1uMeTHIOH3 W) TMPUMUTUH-
2,4-(1H,3H)-nuon (IVr): 2,25, 2,28, 2,31 u 2,38 (Bce ¢, 3H,
3H, 3H u 3H, CHj3); 4,96 u 5,03 (06a ¢, 2H u 2H, CH,); 6,69
(m, 1H, *7 1,7) u 6,87 —7,06 (M, SH, C¢Hs); 8,01 (c, 1H,
=CH).
5-Bpom-1-(2-x10pOen3na)nupumuann-2,4-(1H,3H)-
auoH (IVn): 4,99 (c, 2H, CH,); 7,22-7,33 u 7,41 (M, 3H u
1H, C¢Hy); 8,02 (c,1H, =CH); 11,75 (c, 1H, NH).
5-Bpom-1,3-6uc-(2-xJ10pOeH3 M) I PUMHUIUH-2,4-
(1H,3H)-mnon (IVe): 5,09 u 5,15 (06a ¢, 2H u 2H, CH,);
6,95 (M, 1H) u 7,18 — 7,44 (M, TH, C¢H,); 8,25 (¢, 1H, =CH).
5-Bpom-1-(4-x1op6en3ua)nupumuann-2,4-(1H,3H)-
auon (IVik): 4,87 (c, 2H, CH,); 7,31 (M, 2H) u 7,39 (M, 2H,
CeHy); 8,19 (¢, 1H, =CH); 11,66 (c, 1H, NH).
5-Bpom-1,3-0nc-(4-xJ10pOeH3 M) IHPUMHUIHH-2,4-
(1H,3H)-muon (I'V3): 4,93 u 5,01 (06a c, 2H u 2H, CH,);
7,23 — 7,43 (m, 8H, C¢Hy); 8,37 (¢, 1H, =CH).
1-(2,4-AumeTni10eH311)-5-HoOANMPUMUANH-2,4-
(1H,3H)-mnon (Va): 2,29 u 2,30 (06a ¢, 3H u 3H, CH;); 4,85
(c, 2H, CH»); 6,93 — 6,99 (m, 3H, C¢H3); 7,85 (¢, 1H, =CH);
11,58 (¢, 1H, NH).
1,3-buc-(2,4-numeTnA0eH3WI)-S-HoanMpUMUAUH-2,4-
(1H,3H)-auon (V06): 2,27, 2,28, 2,31 u 2,38 (Bce ¢, 3H, 3H,
3H u 3H, CH;); 4,93 u 5,02 (o6a ¢, 2H u 2H, CH,);
6,77 — 6,99 (m, 6H, C¢Hs); 8,02 (¢, 1H, =CH).
1,3-buc-(2-xa0poen3ui)-S-iornupumMuaun-2,4-
(1H,3H)-auon (VB): 5,09 u 5,16 (06a c, 2H u 2H, CH,); 6,94
(m, 1H) u 7,17 — 7,44 (M, TH, C¢Hy); 8,26 (¢, 1H, =CH).
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1,3-buc-(4-3Toxcudensun)moueBuna (VI): 1,38 (1, 6H,
’J 6,9, CH;CH,); 3,99 (x, 4H, °J 6,9, OCH,); 4,16 (n, 4H, °J
5,8, NCH,); 6,00 (t, 2H, *J 5,8, NH); 6,77 (m, 4H, 3,5-H
C6H4); 7,15 (M, 4H, 2,6-H C6H4).

3KC}’l€puM€Hma]ZbH(l}Z buonocuyecKkas yacmo

Octpast TOKCHYHOCTh U IPOTHBOOITYX0JIEBass AKTUBHOCTb
coemquuenwmii 1116 — T, IV6 — e, 3, VB m3yueHa 1mo oOmienpuHs-
TBIM MeTofaM [7, 8]. TOKCHYHOCTH BEILIECTB UCCIIENOBATIN Ha
OerpIx 6eCOpOIHBIX MBIIIaX 000€ero moja, Maccoi 18 — 20 T,
IIPU OJJHOKPATHOM BHYTPHOPIOIIMHHOM BBEACHHHU B 3 J103aX
(2500, 1500 u 1000 Mr/Kr); KaXKayto 103y BBOAMIN 6 KHUBOT-
HbIM. JIJIs1 HMCTIBITAaHHBIX COEAWHEHHH yCTaHOBJIEHBI a0Co-
mrotHO cMeprenbHast (J1)]100) 1 MakcuMasbHO MEepeHOoCHMast
(MITJI) no3sl. IIpoTHBOOITYXOJIEBBIE CBOWCTBA BEUIECTB H3Y-
YeHbl Ha Kpbicax JuHUU “‘Bucrap” oboero moxia, maccoi
90 — 110 1, 1 MbIIIaX ¢ IepeBUBaeMbIMU capkoMaMu 45 u 37.
JledeHne >KMBOTHBIX NMPOBOIMIN Ha 4 —5 cyT mocie mepe-
BUBKH OITyXOJIH.

BBuay 1oxoii pacTBOPUMOCTH COSIUHEHHST BBOJIUIIH HKHU-
BOTHBIM B BHjE B3BecH B 0,5 % pacTBope KapOOKCHMETHII-
LIEJUTIONIO3b]  BHYTPHOPIOIIMHHO €)XEIHEBHO B TE4YeHHE 8
(kppicam) U 6 (MbImam) aael B oobeme 0,5 mur. Kortpons-
HBIM >KUBOTHBIM BBOJAWJIN PAaCTBOPHUTENH B TOM K€ 0ObeMe.
Coenunenust ucnbiTanbl B 103ax 70 — 80 Mr/kr (KpbIChl) U
125 — 150 mr/kr (mprmu). IlomombITHBIE W KOHTPOJBHBIE
rpynnbl coctostyii U3 8 — 10 >kuBOTHBIX. [101ONBITHRIX U KOH-
TPOJILHBIX JKMBOTHBIX 3a0MBaJIH 1O/ A3(PUPHBIM HAPKO30M Ue-
pe3 1 neHp nmociie nocneneil MHbEKUMU U ONPEENIsUId Maccy
JKMBOTHBIX M omyxou. Kpurepuem TepaneBTHYecKoro 3¢-
(bexTa CITyKHI MPOIEHT TOPMOXKEHHUS pocTa omyxoinu (7' %).
Crarucriyeckyro 00pabOTKy pe3ylbTaToB IPOBOIMIM MO
metony Creronenra-durepa.

IIpy u3yuyeHun OCTpO TOKCHUYHOCTH YCTaHOBJIEHO, YTO
HCCIeyeMble BELIeCTBA OTHOCHTEIFHO MalOTOKCHYHBI:
T 100 mst S-Top- u S-iiomypanminos 2250 — 2500 mr/kr, a
MIT — 1100 — 1150 Mr/kT, a mast 5-OpoMypaiIoB 3TH T0-
Kazaresu cocTaBisitoT coorBeTcTBeHHO 3000 1 1250 mr/kr.

B xummoTepaneBTH4eCKUX OMbITaX BBIBICHO, YTO OOIb-
[IMHCTBO M3YYCHHBIX COCIMHEHHH MPOSIBISIET JJOCTOBEPHYIO
MIPOTUBOOIYXOJIEBYIO aKTUBHOCTh Ha capkomax 45 u 37. [lpu
9TOM MPOU3BOAHEIE S5-(PTOp- M S-HOMypammioB OKazaIHCh
Heckonbko aktuBHee (7% 39 —48) 5-OpoMnpon3BOAHBIX
(tabm. 2).

AHTHOAKTEpHATBHYIO0 AKTHBHOCTh coenuHeHnit Ila, O,
[lla — 1, IVa—3, Va— B u VI nuzyuyanu meroznom “nuddysun B
arape” mpu OakTepuanbHON Harpyske 20 MIIH. MUKPOOHBIX
Ten Ha 1 ma cpensl [9]. B onbiTax MCHoOaAb30BaIM FPaMIIONo-
JKUTEJbHBIC CTAaPUIOKOKKH (St. aureus 209 p,1) u rpamorpu-

naresbHble nanouku (Sh. dysenteriae Flexneri 6858 u E. coli
0—55). PactBopbl HccienyeMbIX COEIUHEHUNW TOTOBWIM B
auMeTmicynbhokenae B passeaernd 1:20 u o 0,1 M HaHO-
CHJIU B IIWJIMH/IPUKY HA YaIlIKax. YUeT pe3yabTaToB IPOU3BO-
JIWJIH TIO BEJIMYHMHE THaMeTpa 30H (d, B MM) OTCYTCTBHS POC-
Ta MUKPOOPTAHU3MOB Ha MECTE HAHECEHUS COCIMHEHHS I0-
CJIe CyTOUHOI0 UX BbIpaliuBaHus B Tepmoctare rnpu 37 °C. B
KaueCTBE TOJIOKUTEINBHOTO KOHTPOJISI HCTIONIB30BAIN M3BECT-
HBIW JICKAPCTBCHHBIN Tpenapar ¢pypaszonuao [10].

HccnenoBanne aHTHOAKTEpHATIBHONW AKTHBHOCTH COEIH-
HEHUI MOKa3aJlo, YTO OONIBIIMHCTBO M3 HHUX HE IMPOSBISET
AKTUBHOCTH B OTHOUICHUHU MCIOJIb30BAaHHBIX TECT-KYJIBTYD.
[poussognsie II 6, [Ve oka3sBatoT caboe GakTepHIUAHOES
JEWCTBHE HAa TPAMIIOIIOKHUTENBHBIE M TPaMOTpPHUIATEIbHBIC
MHKPOOBI, TOAABIISIS MX POCT B 30HE quamerpoM 10 — 14 Mm.
AHaJIOTHYHYIO aKTUBHOCTD MposiBiN coeauuenus 11 T, VO,
HO TOJIBKO B OTHOIICHHHU IPaMOTPHLATENBHBIX ITAMMOB (d =
10— 11 mm). CnemyeT OTMETHTB, YTO yKa3aHHBIC BEIIECTBA
[0 aKTHBHOCTH CYUIECTBEHHO YCTYMAIOT (ypa3oiuaoHy
(d=25-24 mm).

Taknum 00pa3oM, BEISIBIECHHASI ONPECNICHHAs! CBSI3b MEX-
Ny CTPOEHHEM S5-TaJOreHypaluiIoB M UX MPOTHUBOOITYXOJe-
BOW aKTUBHOCTBIO YKa3bIBACT Ha I€JIECO00Pa3HOCTh MONCKA
HOBBIX 3()()EeKTHBHBIX KAaHIEPOJIUTUKOB B Psmy S-GTOp- U
5-Homypanuios.
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Uracil and 5-fluoro, -bromo and -iodouracils have been alkylated by substituted benzyl chlorides to obtain N1-mono- and N1, N3-bis-substituted derivatives.

The toxicity, antitumor and antibacterial properties of the synthesized compounds have been investigated. It is established that 5-fluoro- and 5-iodouracils ex-

hibit more pronounced antitumor properties than 5-bromouracil derivatives.
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