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TpexXKOMIIOHEHTHOH peakIueil METHIIOBOTO 3(Upa apOMIITHUPOBUHOTPAJHON KHCIOTHI CO CMe-
ChI0 APOMAaTHYECKOro ajnpaeruaa u 4-amuHoOeH30cynbdoHmIaneTaMuaa (CynbhareraMmuia)
CHUHTE3UPOBaHbl S-apuil-4-apou-1-(4-aneTunaMuHoCynbGOHMIPEHIT)-3-TUIPOKCU-3-IUPPO-
JH-2-0Hbl. CTpoeHue coeluHeHuil ycraHosiaeHo Mmeronamu UK, SIMP 'H CIIEKTPOCKOIINH,
Macc-CHEeKTPOMETpHH. M3ydyeHa ux aHanbreTHdeckas 1 aHTHOAKTepUabHasi aKTUBHOCTb.

KurwueBble cioBa:

S-apuin-4-apou- 1 -(4-arne TriiaMUHOCYIIb(HOHMI(DEHUI)-3-THIPOKCH-3 -

HPIppOJ'II/IH-z-OHLI; CHUHTC3, aHAJIbI'CTUYCCKas U aHTI/I6aKTCpI/IaHbHaH AKTUBHOCTD.

K OCHOBHBIM HaIlpaBICHHUSM IIOMCKa HOBBIX OHOJIOTH-
YECKH aKTUBHBIX BEUIECTB OTHOCUTCS CHHTE3 COCANHEHUI
C IPOTPaMMHPYEMBIMU CBOWCTBAMH, B TOM YHCIIC M MOJIH-
q)HKaHI/IH MOJICKYJI U3BCCTHBIX JICKAPCTBCHHBIX CPCICTB. B
Ka4eCcTBE MOCIIEAHUX MOXKHO pacCMaTpuBarh CyJb(paHuia-
MUJIHBIE ITpenaparsl, KOTOPbIC IUPOKO UCIIONB3YIOTCS KaK
JICKApCTBEHHBIC CPENICTBA, OOJAJAoNINe aHTUOAKTEPH-
QIBHOM, THHONINKEMUYECKOH U JPYTUMH BUAaMHU OHOJIO-
THYECKON aKTMBHOCTH. PaHee Hamu Oblia moka3zaHa BO3-
MOYXHOCTh BCTpauWBaHHs CyOCTaHLMN TaKuX JIEKapCTBEH-
HBIX IIPEMapaToB KaK CTPENTOLNI U CYIBTUH B TETEPOIIUK-
JUYECKYI0 CUCTEMY MUpponuanH-2,3-1uoHa [ 1, 2]. B mpo-
JOJDKEHUE PasBUTHUS JAHHOTO HAIPABICHUS IPEACTABIS-
JIO HUHTEPEC MONYYUTh 3-THIPOKCHU-3-IIUPPOIUH-2-OHBI,
coZieprKallue B MOJOKeHU! 1 4-anieTHiIaMuHOCYIb(POHMII-
(CHIITBHBIN 3aMECTHTEINb, KOTOPBIH BXOTUT B CTPYKTYPY
M3BECTHOTO JIEKAPCTBCHHOTO CPENCTBA Cyib(areTaMuna
Harpus (cynbdari-aatpus). CynbdarneraMu] HaTpusi OT-
HOCHUTCS K YHCITy XUMHOTEPANEBTUUECKUX (aHTHOAKTEpH-
QJBHBIX) MpernaparoB U PPEKTUBCH B OTHOLICHUH MaTO-
TeHHBIX KOKKOB, IIIUTEIUT, XOJIEPHOTO BUOPHOHA, KIIOCTPH-
JUH, XJaMHIAWA, aKTHHOMHUIETOB, mpocredmux [3]. Xa-

paKkTepHOH OCOOEHHOCTBIO CYNb(alMI-HATPUs SBISETCA
€r0 PacTBOPUMOCTh B BOJIE, YTO MOXET YBEIMYHUTH BOJO-
PacTBOPUMOCTH M T€TEPOLIUKIIOB, MTOTYUYEHHBIX Ha €0 0C-
HoBe. OJHAKO H3YYEHHE TPEXKOMIIOHEHTHOH peaKuun
Cynb(hali-HaTpusi O CMEChi0 dpHUpa apoOMIITUPOBUHO-
TpasHON KHCJIOTHI U apOMaTHYECKOTO albJeTH/a MoKa3a-
JI0, YTO BMECTO OXKMIaEMOT0 MUPPOIUANH-2,3-110HA 00-
pasytorcss  N-(4-anetnnaMuHOCYIb()OHMI(ESHIIT)aMH I
4-apun-2-ruipoKCU-4-0Kco-2-0yTeHOBBIX KUCIOT [4]. [1o-
9TOMY Ui LENICHANPaBIEHHOTO CHHTE3a 3aMEIECHHbIX
MAPPOIUINH-2,3-AMOHOB, COAEPXKAIIUX B MOJOXKEHUH |
0CTaTOK Cylb(aluia, HaMu ucroyb3oBana NH kucinoTHas
¢dopma (I) mocneanero, KoTopas jerko obpasyercs Npu
00paboTKe BOAHOTO pacTBOpa Cylb(almi-HaTpus YKCyc-
HOM KUCIIOTOM.

[IpoBeneHHbIE HCCIEOBAHUS MOKA3AIH, YTO TPEXKOM-
MTOHCHTHAS PEaKI¥si METHJIOBOTO d(pHpa apOoUIIMUPOBUHO-
TpaHOM KHCIIOTHI CO CMECHIO 4-aMHHOOEH30JICYTb()OHMII-
aneramuia (cynbdaneramuna) (I) u apomaruueckoro anb-
JIeTHIa TIPOTEKAET MPH KPAaTKOBPEMEHHOM KHIITYCHHU B
cpene IemsHON YKCYCHOW KHCIIOTHI C 00pa3oBaHHEM
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R! = C,H,O (Il - IV), Br (V - VII), H (VIIL, XI), Cl (IX, X), CH,0 (XII);
R2 = 4F (11, X1I), 3-F (1), 2-F (IV, IX), 4-CI (V, VIII), 2-CI (I}, 4-Br (V1I), 4-CH,0 (X), 2-NO, (XI).
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Tab6unuma 1
Du3NKO-XHMUYEeCKHe XapaKkTepucTuku coenuHenuii 11 — XIT

Macc-criekrp,

Coenu-  Beixon,

Henne % T. mn., °C Bpyrro-dopmyna (Io:r:éz%)
il 63 223 -225 Cy7H,3FN,0,8
1 57 246 — 248 Cy7H,3FN,0,8 538 (100)
M]
v 55 242 244 Cy7H,3FN,0,8 538 (100)
M]
\% 59 250-252  CysHgBrCIN,O,S 589 (4) [M]*
VI 66 236-238  CysH,gBrCIN,0,S
Vi 75 256258  C,sHgBr2N,0.S
VIII 71 244-246  CysH oCIN,OGS
IX 69 264-266  CysHsCIFN,O,S 551 (100)
[M+Na]",
567 (100)
[M+K]*
X 72 228-230  C,H,,CIN,0,S
X1 70 243 - 245 C,sH gN;OgS
XII 64 236-238 CysH,, FN,O,S

S-apui-4-apowi- 1 -(4-aneTHIaMUHO CYITbGOHUIPEHMIT )-3-
TUIPOKCH-3-nuppoiuH-2-oHoB (11 — XII).
CunresupoBannsie coeaunenus 11— XII mpencrasms-
FOT cOo0OM OeJible WITH CIieTKa JKeJITOBAThIC KPUCTaJTnIe-
CKHe BelecTBa, pactBopumeie B JIMCO, [IM®DA, npu Ha-
TPEBaHUM — B JTUOKCAHE, JICNSHON YKCYCHOH KHCIOTE,
TPYAHO pPacTBOpPUMBIC B 3TAHOJIE U HE PAaCTBOPHMBIC B

CnexTpajbHble XapakTepucTuku coegunennii 11 — XII

Boje. DUNKO-XUMHUECKUE XapaKTEPUCTUKUA COCTUHECHUN
1T — XII nmpuBezaeHs! B Tadm. 1.

CrpoeHre CHHTE3HPOBAHHBIX COEIWHEHHH MOATBEP-
xaeno ganaeivu SIMP 'H, UK, CEKTpOCKOIIMU U Macc-
CHEKTPOMETPHUH.

B HK-cnekrpax coemunenuit Il — XII npucyrcTBytoT

MOJIOCHI  BaJICHTHBIX ~ Koyiebanuit NH-rpynmel  nipu
3400 —3232 cm !,  rHAPOKCHMNBHOW — TPYMIBl  TIPH
3232-3100cm™!,  makramHOrO0  KapOOHMWIA  pH
1728 — 1692 cm 1, aMUHOTO KapOOHMIIa pu
1704 — 1652 cm !, KECTOHHOTO  KapOOHWJIA  IIpU
1640 — 1612 cm !,  SO,-rpynmbel B 2 MHTepBanax

1376 — 1360 u 1176 — 1160 cm~ .

B cniekrpax IMP 'H coenunennii I1 — XII HaGaromaror-
Csl CUTHANBl apOMAaTHYECKUX NPOTOHOB B BHJE MYNBTHU-
miera B obiactu 6,63 — 8,02 M., CUHIVIET METHHOBOIO
MPOTOHA B TIOJOXEHWHM 5 Terepoumkia mpu 6,25 —
7,01 M.1., cuHIIET NpPOTOHA aMHMHOrpynns! mnpu 11,89 —
12,07 M.A., CHUHIIET 3 MPOTOHOB METHJIBHOH TIPYMIIBI
(CH,CO) mpu 1,86-1,91 m.1., ymMpeHHBI CHHIIET
€HOJIBHOTO T'MJIPOKCHJIA B IOJOKEHUM 3 TeTepoLuKiIa B
obmactu 11,80 — 12,25 m.1. OTCyTCTBHE CUTHANA IPOTOHA
CHOJIBHOTO THJPOKCHJIA B MOJIOXKEHHUU 3 TeTepolMKIIa B
HeKoTOphIX crekrpax SIMP 'H o6ycioBiaeHo, BEpOSTHO,
€ro 3HAYUTENFHBIM YIIUPEHUEM B PE3yJibTaTe OOMEHHBIX
npoueccos [5]. CnekrpaibHble XapaKTEPUCTUKU COEJUHE-
HUH NpUBEJEHHI B Ta0M. 2.

Tabnuma 2

SMP 'H, §, m.1. UK, v, cm™ !
Coenu-
nenme CH;CO (¢) C5)H (c) Ar (M) NH (c)  OH (ym.c) lﬁ)%};rol;il NH OH CO nmakr.  CO amun.  CO ker. SO,
11 1,89 6,33  6,85-8,02 11,89 - 1,31 (1) 3272 3130 1710 1696 1624 1376
CH;CH,0; 1176
4,07 (x)
CH;CH,0
I 1,91 6,41 696-793 12,05 11,80 1,33 (1) 3280 3120 1720 1696 1636 1372
CH;CH,0; 1168
4,09 (x)
CH;CH,0
v 1,90 6,53  6,96-7,87 12,05 12,05 1,33 (1) 3272 3180 1720 1692 1624 1372
CH,CH,0; 1172
4,09 (x)
CH;CH,0
v 1,91 6,39 7,27-7,92 12,07 - - 3312 3112 1712 1680 1612 1368
1168
VI 1,86 6,31 7,03-7,86 11,90 - - 3328 3160 1712 1660 1632 1360
1160
VII 1,91 6,38  7,40-791 12,07 - - 3400 3232 1710 1680 1636 1372
1168
VIII 1,90 6,31 7,23-793 12,05 - - 3260 3100 1708 1670 1616 1372
1168
IX 1,90 6,55 7,05-7,88 12,05 12,25 - 3240 3140 1725 1704 1636 1372
1160
X 1,88 6,25 6,63-7,97 1191 11,94 3,57 (¢) 3232 3100 1728 1684 1640 1376
CH;0 1164
XI 1,88 7,01  7,16—-7,99 11,94 - - 3280 3160 1720 1680 1628 1368
1168
XII 1,90 6,35 6,85-8,00 12,01 11,96 3,76 (¢) 3232 3100 1692 1652 1624 1372
CH;0 1172
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B macc-cniexrpax coenunenuii 111 — V, IX nabmonatorcs
MMUKA MOJICKYJISIPHBIX MOHOB (Tabm. 1) u muku ¢parmMeHT-
HBIX HOHOB, TIOJTBEPKAAIONINE YKa3aHHYIO CTPYKTYDY.

Bce nonyuennsie coenunenus Il — XII paror BumiHe-
BO-KpacHOE€ OKpPAaIIMBaHUE CO CIIUPTOBBIM PACTBOPOM XKe-
ne3a(Ill) xiopuaa, 4To HapsAAY C JAHHBIMH CIIEKTPOB, CBU-
JIETETHCTBYET O CYLIECTBOBAaHUU MX MPEUMYIIECTBEHHO B
€HOJBHOM (hopme.

3KC}’l€pl/lM€HmaJlea}l XUMu4eckas 4acniv

HK-cnekTpsl coeiMHEHMI CHATHI Ha Tipubope Specord
M-80 B Bume mactel B BazenmmHoBoMm wmacie (III, TV,
VIII - X) u B Tabnerkax kanus opomuna (II, V — VII, XI,
XII). Crextper SIMP 'H sanmcanbl Ha npubope Bruker
DRX 500 (pabouass wacrora 500,13 MI'um) u Bruker
AM-300 (300 MI'n), pactBopurens — JIMCO-d,, BHYT-
penauii cranaapt — TMC. Macc-cekTpsl OJIy4eHbl Ha
mpudope Finnigan MAT INCOS-50 ¢ sHeprueii nonusa-
uuu 70 3B (III-V); LCQ (Finnigan MAT), meton —
aneKTpopacnbuieHue  (electrospray), MMpHIEBOH BBOL,
10 mxn/muH pactBopa B CH;CN (IX). JlaHHBIE 371€MEHT-
HOTO aHajM3a, MoiaydeHHble Ha mpubope Perkin Elmer
2400, cCOOTBETCTBYIOT BBIYHCIECHHBIM 3HAUYECHUSIM. Temrie-
parypa ImjaBlieHHs] CHHTE3UPOBAaHHBIX COCIMHEHUH Ormpe-
JeneHa Ha npudope Melting Point M-565.

4-Amuno0en3oncynsdonniaaneramuy (I). K pacrso-
py 0,1 Mmonms 4-amuHOOEH30JCYIB(GOHMIAIICTAMUAIA Ha-
Tpus (cynbhaneramuaa HaTpusi) B 200 MII BOIBI TPH KOM-
HaTHOHM TemIieparype H00aBIIsSIOT SKBUMOJISIPHOE KOJIMYe-
CTBO JIEASHOM YKCYCHOH KHCIIOTBI, I€PEMEIINBAIOT,
MOCTENEHHO BbINAIAaeT OeNbIid XJIOMNBEBUIHBIN OCAamOK .
Janee mpu0OaBiIsIOT JEASHYIO YKCYCHYIO KHCIIOTY JIO Ciia-
OOKHCIION peakiuu (M0 WHIUKaTOpHOW Oymare). Buimas-
OIMi 0CaJI0K OT(IIBTPOBEIBAIOT, IPOMBIBAIOT BOJIOH, CY-
mar M HNepeKpUCTaIM30BBIBAIOT W3 3TaHoja. BhIXon
15,841 (74 %); T. . 172 — 174 °C. Cuextp SIMP 'H, 3,
m.1.: 1,86 (c, 3H, CH,CO); 6,05 (¢, 2H, NH,); 6,55 (1, 2H,
H-3, H-5 B CH,, J 835Tn); 7,47 (1, 2H, H-2, H-6 B
C¢H,, J 8,35 T'm); 11,52 (¢, 1H, NH).

5-Apui-4-aponi-1-(4-aneTunamMunocyibGpoHuIpe-

HI)-3-rugpokcu-3-nuppoaun-2-onsl  (II - XII). O6-
mast meroauka. K pactsopy 0,01 mons I 1 0,01 monb apo-
MaTUYecKoro anbjaeruja B 10 Mi eAsHOl YKCYCHOW KH-
cinorel  nodammsaor 0,01 moe  meTusioBoro  sdupa
apOWITUPOBUHOTPAJHON KHUCIOTHI B 5 — 10 M seasiHOM
YKCYCHOHM KHCTIOTBI. PeaklIMOHHYIO CMECh KHIATST B T€UE-
Hue 3 — 5 MuH. BpinaBmuil pu OXJIa)KAEHUU OCaZ0K OT-
(bUIBTPOBBIBAIOT U MEPEKPUCTATUTM3OBBIBAIOT U3 THOKCA-
Ha (Il - V), cmecu sTanon — nuokcan (2:1) (VI — XII).

3KCl’l€p1/lM€HmaJlea}l buonocuyecKkas 4acmo

Wzydyena anampreTHdeckas u aHTHOAKTEpPHAIbHAS aK-
TUBHOCTB S5-apyii-4-apouii- 1-(4-aneTHIaMHHO CYIb(OHMII-
(benwn)-3-runpokcu-3-nmuppoiun-2-onos (11 — XII).

AHanmpreTH4ecKyr0  aKTHUBHOCTh  coeamHeHudd I,
V — VII, IX, XII onpenensiin Ha OEIBIX HEIMHEHHBIX MbI-
max (camkax) maccoit 18 —22 T METOAOM TEPMHUYECKOTO
pazmpaxkeHus: “ropsiuast mactuHka” [6]. Hccnemyembie
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BEIIECTBA BBOAMIN BHYTPUOPIOMIMHHO B 03¢ 50 MI/Kr B
BUJE B3BecU B 2 % KpaxMaJbHOM pacTBOpE 3a 2 4 A0 Io-
MEUIEHMs KUBOTHBIX Ha Harperyio Ao 53,5 °C meramiu-
YecKyro IUiacTHHKY. [lokaszarenem W3MeHEHHsT OOIICBOM
qyBCTBUTEIBHOCTH CITyXKHJIa JUIUTEIBHOCTD NMPEOBIBAHMUS
Ha ropsiueil IlacTHHKE 10 MOSBJICHUS MOBEIEHUYECKOT0 OT-
BETa Ha HOUMWICTITHBHYIO CTHMYISINIO (OOIH3BIBAHUS
3aJHUX JIal, IPBIKKOB, OTASPTHUBAaHUS 3aHUX JIall), U3Me-
psieMas B cekyHIax. Kaxxmoe coeqnHeHne NCTIBITHIBAIN Ha
6 XMBOTHBIX. Pe3ynmbraTel OLIEHMBAIM MO YBEIMYCHHUIO
BPEMEHH HACTYIUICHHS OOOPOHUTEIBHOTO pedekca 1o
CPaBHEHHIO C MCXOTHBIMHU JaHHBIMU. KOHTpOIBHOM TpyII-
Te )KMBOTHBIX BBOIMIU 2 % KpaxMalibHBIH pacTBOp, B Ka-
YecTBE IMpenapara CpaBHEHHUS HCIIONB30BAIN KOMMeEpUe-
CKH JOCTYNHYIO cyOcTaHnuio Metamuszona Hatpus OOO
“DapMXUMKOMITICKT” B J103¢ 93 MI/KT, COOTBETCTBYIOIICH
EJls, mo Tecty “ropsdas mnactuHka”. CTaTHCTHYECKYIO
00paboTKy IKCIEPHMEHTa MTPOBOIUIN C UCIIOIH30BAHUEM
t kputepust CtbrofieHTa. J(H(DHEKT cUnUTaNIN JJOCTOBEPHBIM
mpu p < 0,05. Pe3ynprathl (apMakoJIOrHUECKUX HCIIBITA-
HUH TpeCTaBIeHBI B Ta0M. 3.

[Ipu m3yueHHn aHANBIeTHYCCKOW aKTUBHOCTH S-apuil-
4-aponi-1-(4-ameTuaaMuHO CyIbHOHUIPEHWIT)-3-THIPO-
KCH-3-IIUPPOJIMH-2-0OHOB BBISBICHO, YTO BCE UCCIICIOBAH-
HbIC COCJMHCHUsI MPOSIBISIOT BBIPAKCHHOE JeiicTBHE U
MPEBOCXOAAT IO aKTUBHOCTHU METAMU30J1 HATPUS.

Ompenenenne OCcTpol TOKcHYHOCTH coenuHeHui I,
V — VII, IX, XII npoBoauiu Ha MbIIax 000€ro 1moJyia Mac-
coif ot 18 0 22 r mo 10 KkUBOTHBIX B TpyIIIe Ha 103y. Mc-
CJIeZlyeMble BelecTBa BBOAMIN BHYTPUOPIOMIMHHO B 3 %
KpaxMajbHOW cim3u B nuamasone oT 500 no 1600 mr/kr.
Habnronenue 3a )UBOTHBIME OCYIIIECTBIISLIN B TeueHue 10
nHeid. OLeHUBaIl COCTOSHUE BOJIOCSHOTO U KOXKHOTO TO-
KPOBOB, OKPACKy CIIM3UCTHIX 000JI0YEK, HHTCHCHBHOCTD H
XapaxkTep JBUTaTeIIbHONH aKTUBHOCTH, MOTPEOIICHUE BOJIBI
U TUIIY, H3MEHEHUEe Macchl Tena. KOHTpombHOM Tpyrie
JKUBOTHBIX BBOIWIM HEpopaibHO 3 % KpaxMajbHYIO
ciu3b. [lokazaTeneM TOKCHYHOCTH CIy)KWjla 03, BBI3bI-
Baromas K KOHIy ombiTa Tuoens 50 % xuBotHBIX (J1/5).
OCTpyl0 TOKCHYHOCTH PacCUMTBHIBAIH, COOIIOAast pPEeKo-
MEHJAUU TOCYNAPCTBEHHOTO (HapMaKOJIOTHIECKOTO KO-
MHUTETa TI0 U3YYECHHUIO OOIIETOKCHUECKOTO JeicTBUs Ono-
JIOTUYECKY aKTUBHBIX BEIIECTB [7].

Tabnuma 3
AHaJjibreTuyeckasi akTuBHocTh coequnenni 11, V-VII, IX, XII

Bpewms HacTynnenus

Coepnenme obGopoHHTeNBHOTO peduiekca, ¢

I 19,30 £ 0,20*
\% 20,60 + 0,93*
VI 23,50 £ 0,84*
VII 22,80 £ 1,02*
IX 20,10 + 1,00*
XII 21,70 +2,13*
Konrponb 10,00 + 0,57

Meramu3oi HaTpHs 16,33 +£3,02

* p <0,05 110 CpaBHEHHUIO C KOHTPOJIEM.
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TaGunuma 4
AHTHOAKTepHAIbHAA AKTUBHOCTH coequnenmii 11 — XII

MIIK, MKT/MI
Coenunenune
St. aureus ATCC 6538-P E. coli ATCC 25922
11 500 250
I 500 500
v 1000 1000
\% > 1000 > 1000
VI 1000 1000
VIl 500 1000
VIII 500 250
IX 250 500
X 500 1000
XI 1000 1000
XII 1000 1000
OypanmmmH 250 125
XnopamuHn b 500 250

Kak nokasanu pe3ynaprarsl HCCIEOBAaHUS OCTPOM TOK-
CUYHOCTHU CUHTE3UpOBaHHbIX coenunenuii 11, V — VII, IX,
XII, mocTOBEpHO 3HAYMMBIX OTKIJIOHEHWH B Macce JKCIIe-
PUMEHTAIbHBIX )KUBOTHBIX U APYTUX CUMIITOMOB HHTOK-
cukauuu He BbLaBIeHO. JI/Iy, uccienyeMbIX coeqUHEHUN
MPU OJHOKPATHOM MEPOPATEHOM BBEACHHU COCTABISIET
6omee 1000 mr/kr.

JaHHBIE COCOUHEHHS, CONIACHO KIIACCH(UKAIUH
K. K. CunopoBa, oTHOCATCS K paspsiay MaIOTOKCHYHBIX
[8].

AHTHOAKTEpHATPHYIO aKTHBHOCTh CHHTE3MPOBAHHBIX
COCJIMHCHUI 110 OTHOIICHHIO K ATAJIOHHBIM IITAMMaM KH-
meyHoi nanouku Escherichia coli ATCC 25922 u 301m0-
TUCTOTO cTaduiokokka Staphylococcus aureus ATCC
6538-P ompenensuin METOAOM JIBYKpaTHBIX CEpPUHMHBIX
pas3BeJeHUil B MACONENITOHHOM OyJIbOHE IPU OaKTepHab-
HOW Harpyske 250 ThIC MHUKPOOHBIX €IWHHII B 1 MII pac-
TBOpa [9]. 3a AeHCTBYIONIYIO 03y MPUHUMAIH MHUHH-
MaJIBHYIO mojaBiisiolnyto konueHTpanuo (MIIK) coenu-
HEHU — MakcUMalbHOE pa3BeleHUE, MPUBOJIAIIECE K
MIOJTHOMY TIOZABICHHUIO DPa3BUTHs OaKTepHATbHBIX TECT-
kyneryp [10]. Bakrepuocrarudeckuid 3pdekr uccnemye-
MBIX COEIMHEHU CPaBHUBAJHM C JelcTBUEM (ypaluinHa

u xyopamuHa b. Pe3ynbrarsl ucmibITaHui IPEICTABICHEI B
Tabn. 4.

Ycranosneno, uto coeaunenus II u VIII mpossnstor
aHTUOAKTEPHATIbHYI0 AKTUBHOCTH HA YPOBHE XJIOpAMHHA
b B oTHOIIEHNH 000UX MITAMMOB, HO IIPH ATOM YCTYHAIOT
npenapary cpaBHeHus (ypamminnay. Coenunenue 1X ak-
THUBHEE xJIopaMuHa b B 2 pasa B otHomenuu Staphyloco-
ccus aureus ATCC 6538-P. OcranbHble coenuHeHus ooma-
JIAIOT HU3KOM aHTHOAKTEpUAIbHON aKTHBHOCTBIO B OTHO-
mieHuH  o0omx  mTamMMoB. Hekoropoe — yBemmucHne
aHTHOAKTepHaIbHON akTUBHOCTH y coeanHenuii 11, VIII u
IX, mo-BuanMoMy, 0OBSCHIECTCS IPUCYTCTBHEM B UX MO-
JIEKyJIax aTOMOB XJiopa U ¢Topa.

Takum 00pa3om, PoBeIEHHBIE OUOTOTHYCCKUE HCTIBI-
TaHWS CBHJCTEIBCTBYIOT O MEPCIEKTHBHOCTH ITOHCKA CO-
eAMHEHNUI, 00JIaJar0NX aHAIICTHYSCKUM U aHTHOaKTe-
pUaNbHBIM JIEHCTBUEM B psiay S-apui-4-apow-1-(4-are-
THIAMHAHOCYIb(QOHUI(DEHIIT )-3-THIPOKCH-3-TUPPOITHH-2 -
OHOB.

JUTEPATYPA

1. B.JIL Teiin, T. ®. Oxerosa, K. A. Tkadenko u np., Xum.-papm.
acypu., 47(7), 31-33 (2013); Pharm. Chem. J., 47(7),
371 -373 (2013).

2. B.JIL Teitn, U. B. KoBronorosa, O. B. bo6posckas u np., JK.
ooweti xumuu, 84(2), 271 — 274 (2014).

3. M. JI. MamkoBckuii, Jlexapcmeennvie cpedcmsa: nocobue 05
spaueti, PUA HoBas BonHa, Mockaa (2008), cc. 828 — 829.

4. B.JI. T'etin, O. B. boGpoBckas, A. A. CutHukoBa, JK. obweil
xumuu, 84(4), 548 — 551 (2014).

5. M. A. MapssicoB, B.JI. Ieitn, Tempaeuoponuppon-2,3-0uonui,
[MT'DA, Iepmsb (2013).

6. N. B. Eddy, D. J. Leimbach, J. Pharmacol. Exp. Ther., 107(3),
385 —393 (1953).

7. A. H. MupoHoB (pex.), Pykosoocmeo no nposedenuio 00KauHU-
YecKux uccnedosanuil nekapcmeennvlx cpeocms, Tpud u K,
Mocksa (2012), cc. 212.

8. H. ®. U3mepos, U. B. Canoukuii, K. K. Cunopos, Ilapamempoi
MOKCUKOMEMPUU NPOMBIUUTIEHHBIX 008 NPU OOHOKPAMHOM 86e-
Oenuu, Menuuna, Mocksa (1997), cc. 196 — 197.

9. T. H. [lepmun, Memoowr sxcnepumeHmanbHoll Xumuomepanuu,
MenuuuHckas ureparypa, Mocksa (1971), cc. 100, 109 — 117.

10. JI. C. Crpauynckuii, lO. b. benoycos, C. H. Kosnos (pexn.),
IIpakmuueckoe pyko8ooCcmeo no aHmMuuH@eKyuoHHoU XuUmMuo-
mepanuu, 3A0 “boprec”, Mockaa (2002), cc. 17, 73 — 78

IMocrynana 05.03.15

SYNTHESIS, ANALGESIC AND ANTIBACTERIAL ACTIVITY OF 5-ARYL-4-AROYL-1-
(4-ACETYLAMINOSULFONYLPHENYL)-3-HYDROXY-3-PYRROLIN-2-ONES

V. L. Gein", O. V. Bobrovskaya', G. V. Seliverstov’,
R. R. Makhmudov?, and V. V. Novikova'
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A series of 5-aryl-4-aroyl-1-(4-acetylaminosulfonylphenyl)-3-hydroxy-3-pyrrolin-2-ones were synthesized by three-component reaction of methyl ester of
aroylpyruvic acid with a mixture of aromatic aldehyde and 4-aminobenzenesulfonylacetamide (sulfacetamide). The proposed structures are confirmed by IR,
"H NMR spectroscopy, and mass spectrometry. The analgesic and antibacterial activity of the synthesized compounds was studied.

Keywords: 5-aryl-4-aroyl-1-(4-acetylaminosulfonylphenyl)-3-hydroxy-3-pyrroline-2-ones; synthesis; analgesic activity; antibacterial activity.
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