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Peakuyeit MeTHIIOBBIX 3QHUPOB 4-apui-2-THAPOKCH-4-0KCOOYT-2-€HOBBIX (apOMIMTHPOBUHOTPAAHBIX) KHCIOT
¢ 2-aMHHOOCH30JICYTH(OHAMH/IOM B JIEASHON YKCYCHOH KHCIIOTE B IPUCYTCTBUU OE3BOIHOTO HATPHSA arierara
CHHTE3UPOBAHBI 4-apniI-2-TuApoKcH-4-0kco-N-(2-cynbhamonndenmn)OyT-2-eHamuasl. V3yueHa anaapreTnde-
CKasl ¥ TPOTHBOMHUKPOOHAsI aKTUBHOCTD TOJIyYSHHBIX COSITUHEHHIA.

KioueBble ciioBa: 4-apui-2-rugpokcu-4-okco-N-(2-cynabdamonndennn)oyT-2-eHaMu/Ibl, aHAJIbIeTHIECKas

u HpOTI/IBOMI/IKpO6HaH AKTHUBHOCTb

DOI: 10.31857/50044460X23050025, EDN: DBFINI

[IupoBruHOTpamHasi KHCIOTa W €€ TPOW3BOIHBIE
(nupyBaThl), SBISIOIINECS €CTECTBEHHBIMA MeETado-
JUTaMA ¥ BaXHBIMU XUMHUYECKHUMHU COCAMHCHUSMHU
JKMBBIX OPraHHU3MOB, IIPECACTABIAIOT 3HAYUTEIbHBIN
UHTEpeC Uil  IeJICHANPaBICHHONH MOoAH(UKAIH
CTPYKTYpbl OHOJIOTHYECKH aKTHBHBIX COCIMHEHUH,
KaK U3BECTHBIX JIEKQPCTBEHHBIX CPEACTB C yXKe ycTa-
HOBJICHHBIMU U TTPOBEPCHHBIMY BHUIaMU aKTUBHOCTH,
TaK ¥ IPOMEKYTOUHBIX IIPOIYKTOB UX cuHTe3a. Oco-
00e MecTO B 3TOM OTHOUICHWHU 3aHUMAeT 2-aMHHO-
oen3oncynbhoHamMua. VM3BeCTHO, YTO TPOU3BOIHOE
2-aMrHOOEH30MCYTb(hOHAMHIA SBISIETCS TIPOMEXKY-
TOYHBIM MPOAYKTOM B CHHTE3€ THAPOXJIOPOTHA3UAA
(muxyoTHasuaa), KOTOPBIH IIMPOKO MPHUMEHSETCS B
Me):[PIIIHHCKOfI IMPAKTUKE B Ka4€CTBC OUYPETUYCCKO-
TO ¥ THITOTEH3UBHOTO JICKAPCTBEHHOTO cpeacTra [1].
[Tomumo 3TOTO, B JIUTEpATYpe OMHCAHBI MPENapaThl
Ha OCHOBE CyNTb()OHAMHUIOB C MPOTHBOMHKPOOHBIM,
MIPOTUBOAPUTMHUYCCKUM, aHTI/IILI/Ia6CTI/I‘ICCKI/IM, mpo-
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TUBOBUPYCHBIM JIEHCTBUEM U APYTUMHU BHAamHu [2]. B
TO K€ BpEMs, IIPOU3BOAHBIC apOHUIITMPOBUHOI'PATHBIX
KHCJIOT, B YaCTHOCTH N-3aMeIIeHHbIe aMU/Ibl, KaK I10-
.HI/IKap6OHI/I.HBHI)Ie COCANHCHUS, OTIINYAIOTCS BBICOKOM
PEaKIMOHHON CIIOCOOHOCTHIO, Pa3HOOOpa3ueM XUMH-
YeCKUX MPEeBPaIleHIH, TTO3BOJIAIONINX CHHTE3UPOBATh
OOJIBIION CIIEKTp BELECTB, B TOM YHCIIE CTUPOLUKIIH-
YECKHX U TETEPOLMKIMYECKUX COeqUHEHUi. Panee
ObUTH TONTyueHBl N-3aMeleHHbIe aMUIbl apOMIIITUPO-
BHHOTPAIHBIX KHCIIOT, CO/EpKaIllie B CBOEM COCTa-
B€ paslnyuHble cynb(aHunamMuasl (CynbhaauMuInH,
cynbharyaHuauH, CyibdareraMul, CyiIbpaTraszod,
cynbhaHnIaMua) U 00Jatarolue pa3InyHbBIMHA BUa-
MH OMOJIOTHYIECKOW aKTHBHOCTH [3, 4].

B cBs3u ¢ 3THM mpencTaBIsII0O MHTEPEC MOIy-
quTh N-3aMeIIeHHbIC aMUAbl 4-apuil-2-THAPOKCH-4-
OKCOOYT-2-€HOBBIX KHUCIIOT, Cojepamue (QparMeHT
2-aMrHOOEH30JICYTb(hOHAMH/IA, I U3YIHUTh UX OHOJIO-
TUYecKoe JIeCTBHE.
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R = 4-CICH, (1), 4-CH,CH, (2), C¢Hs (3), 4-FC H, (4), 4-CH;0CH, (5).

B xonme wuccnemoBaHWii  YCTAHOBIEHO, 4YTO
4-apun-2-ruapokcu-4-okco-N-(2-cynshamonnde-
HHAN)OyT-2-eHaMuabpl 1-5 Jjrerko  oOpa3yrorcs Tpu
KHUIISTYEHUH 2-aMHUHOOCH30JICYIh()OHAMUIA C METH-
JIOBBIMH 3(UpPaMU apOUIMUPOBUHOTPAIHBIX KHCIIOT
B JICASTHOW YKCYCHOM kuciore B TeueHne 20—30 muH
B IIPUCYTCTBUM DKBUBAJICHTHOTO KOIM4YeCcTBa OE3BOJI-
HOTO HaTpus arerara (cxema 1).

Coenunenus 1-5 mpencTaBisIOT COOOW JKENTHIC
WIK CBETJIO-KEIThIE KPUCTAJUIMYSCKUE BEIIECTBA,
pactBopumbie B MDA, IMCO, npu HarpeBaHuu — B
JIEASTHOM YKCYCHOW KUCIIOTE, TMOKCAaHe, 3TaHOJIe, alle-
TOHUTPUJIE ¥ HEPACTBOPUMBIC B BOJIE.

B UK cnekrpax coenunenuii 1-5 HaOmromaroTcs
MOJIOCH BaJIGHTHBIX KoneOanmit Tpymm NH, n NH
(3459-3225 cM™!), eHONBHOI MHPOKCUIBLHO Py
(3119-3111 cm!), amuaHO#M M KETOHHOMN KapOOHHIIB-
HeIx Tpyni (1697-1627 u 1640-1600 cM™'), a Taxke
MI0JI0CHI MTOTJIOLIEHNUS CYIb()OHUIBHON IPYIIIBI B ABYX
unrepsanax (1335-1328 cm ' u 11601154 cm ).

B cnexrpax SIMP 'H coeunennii 1-5, kxpome cur-
HaJIOB apOMaTHYEeCKUX IPOTOHOB, IPUCYTCTBYIOT CHH-
IJIETHl TIPOTOHOB eHoNbHOU TpymmupoBkn HC=C-O
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(7.22-7.46 m. n.), SO,NH, rpynmsr (7.70-7.87 M. 1.)
u rpymnnsl CONH (10.91-10.96 m. n1.). Curnainsl npo-
TOHOB JPYTHX TPYIIT HAOTIOMAIOTCS B OXKHIaeMBIX 00-
JacTaX.

o nannbv IMP 'H, coenunenus 1-5 cymecTsy-
10T B JByX TayTOMepHBIX ¢opmMax A u B, Tak kak B
cnektpax SIMP 'H npucyTcTByeT curHanm HHU3KOH
nHTeHCUBHOCTH Tipu 4.38—4.68 M. 1., 00yCIOBJIEH-
HBIH [-METWJIEHOBOW TPYMION TUKETOHHOW (OPMBEI.
Hcxons U3 COOTHOIIEHUS 3HAUYEHUM WHTErpajibHOMN
WHTEHCUBHOCTH CHUTHAJOB [-METHJICHOBOW TI'DYIIIIBI
u npotoHa B rpynne O—C=CH, B nmomydeHHBIX coe-
JMMHEHMSIX mpeoliagaet eHonbHas Gopma A (~90%),
KOTOpas 110 JaHHBIM CIIEKTPOB CYLIECTBYET B Z-(hop-
Me, a Ha keToHHy1o ¢opmy B mpuxomurcs (~10%).
OrcyrctBue B crnektpax SIMP 'H curmana mporona
€HOJIBHON THIPOKCWIBHOW TPYyHIBI, IO-BUAHMOMY,
0OBSACHSIETCA €ro 3HAYMTENbHBIM YIIMPEHHUEM B pe-
3yJlbTare OOMEHHBIX MPOLECCOB, YTO HAOIIOAAETCS U
JUTSL IPYTUX TPOU3BOIHBIX apOMIIMPOBHHOTPAJHBIX
KUCIIOT [5, 6].

B macc-cnekrpax coeguHeHuil 1-5 mpucyTcTBy-
10T ITUKU MOJIEKYISIPHBIX HOHOB, MOJATBEPKAAIOIINE
yKazaHHYIO CTPYKTypy. Bce momydeHHble coemuHe-
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Cxema 2.
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HUS Jal0T MHTEHCUBHOE BHIITHEBOE OKpAIIMBaHUE CO
cupTOBEIM pacTBopoM sxene3a(Ill) xmopuna.

HeoOxogmmocTs mobaBineHus arerara HaTpus B
PEaKIMOHHYIO CMECh OOBACHSAETCS TeM, YTO Kak Io-
Ka3aHo paHee [3, 4, 6], oH 00pa3yeT HaTPUUTIPOU3-
BOJHOE HCXOTHOro 3(upa apoHIIHPOBUHOIPAJHON
KHCJIOTBI, B KOTOPOM IPOUCXOAMT AE3aKTUBALMA Kap-
OOHUIIBHO TPYMITHI B O-TIOJOKEHUH U, CIIE0BATEINb-
HO, CTAHOBHTCSI BOBMOKHOM aTaka CII0KHO3(UPHOTO
KapOOHWIIBHOTO (hparMeHTa NEepBUYHONW aMUHOTPYII-
1ot 2-aMmrHOOEH30MCYIb(hoHamMmIa (cxema 2).

CunTte3upoBaHHbIE coeawHeHHUS 1-5 OBUTH WC-
MIBITaHbl Ha aHAJIBI€TUYECKYI0 aKTUBHOCTh METOJOM
TEPMUYECKOTO PA3IPAKEHUST «Tropsiyast IUIACTUHAY.
Pesynbrare! ucnisiTanuit pencTabieHsl B Tabm. 1. M3
JMAHHBIX TAOIWIBI CIEAYET, YTO BCE aHATU3UPYEeMbIe
COEIMHEHHS TPOSBISIOT BBIPAXCHHOE aHaJbIeTHYe-
CKOe€ JieiicTBHE, MPEeBOCXOASIIEE 10 aHAIBI€THYECKOM
AKTUBHOCTH ITAJIOH CPAaBHEHMS — METaMU30J1 HATPUSI.
YcraHoBieHO, YTO Hanboliee BHICOKUI aHaIbreTHIe-
ckmif 3pdeKT okazpIBaeT coenuHeHne 4, comepIKariee
B apOWJINUAPYBATHOM (hparMeHTe DIIEKTPOOTPHIIATEIIb-
HBII aTOM (Topa.

Cunrte3upoBaHHbIE coenuHEeHHUS 1-5 OBUTH WC-
CJIEZIOBAaHbI TAaK)Ke Ha HaJMYUE MPOTUBOTPUOKOBOH U
aHTHOAKTepUaIbHONH akTUBHOCTH. CKPUHUHT TPOTH-
BOMHUKPOOHOM aKTHBHOCTH OCYIIECTBIISUIA B OTHOIIIE-
HUY TUIIOBBIX IITAaMMOB Staphylococcus aureus ATCC
6538-P, Escherichia coli ATCC 25922, Candida
albicans NCTC 885-653. Pe3ynbTarhl HCIBITaHUH
MpeJCTaBICHbl B Tabn. 2. McciaemoBanus mokas3am,
YTO MU3y4YeHHBIE COCTUHEHHUS MPOSBISIIOT aHTUOAKTE-
pUaJIbHOE JEUCTBUE C MUHUMAJIbHOW MOJABIIAIOLIEN
koHuenTtpauueit ot 250.0 go 1000.0 MKr/M1, TpOTHBO-
rpuOKOBOE JAEHCTBHE ¢ MUHUMAIHHOM TTOIABIIAIONICH
KOHIICHTpanueH B quamna3one ot 31.2 1o 62.5 Mxr/mi,
YTO BXO/IUT B UHTEPBAJI ICHCTBUS dTAIOHA CPABHEHU S —
(biykoHa30J51a, TO €CTh COCAMHEHHS OONANaoT IMPO-
TUBOTPUOKOBBIM 3((EKTOM, CPaBHUMBIM C aKTHBHO-
CThIO COBPEMEHHOTO aHTUMHKOTHKA (DITyKOHA30I1a.

Takum o00pa3zoMm, pa3paboTaHa npenapaTuBHAsL
METOMKA CHHTE3a, KOTOpas TO3BOJSET TONydYarh
4-apun-2-ruapokcu-4-oxkco-N-(2-cynbhamonnde-
HWI)OyT-2-eHaMHbl, OONajarone BBIPAKCHHOU
aHANBIeTHYECKOM ¥ TPOTUBOIPUOKOBOM aKTHBHO-
CTBIO.

OKCIIEPUMEHTAJIBHA 1 YHACTbD

Cnexrpsl AMP 'H 3anuchiBanu na npu6ope Bruker
Avance III HD (400 MI'n) B IMCO-d,;, BHYTpeHHUI
cragaapt — TMC. UK cnekrpsl caumanu Ha MK @y-
pre-cekrpomerpax I[RAffinity-1 Shimadzu u Un-
¢hpal]lIOM ®T-08 B Tabmerkax KBr. Macc-criekTps
BBICOKOTO pa3pelieHus MOJy4yalld Ha Macc-CIEeKTPo-
Mmetpe Shimadzu Nexera X2 LCMS-9030. DnemenT-
HBI aHanm3 mpoBomwin Ha mpubope PerkinElmer

Tab6auna 1. AnanereTuyeckas akTUBHOCTh COeAMHEHM 1-5 M0 MeTony «ropsiyas riacTUHa»

CoenuHeHue R Bpewmst o6oponurensHoro peduiekca yepes 2.0 4, ¢

1 4-CIC4H,4 19.50+0.442

2 4-CH,C¢H, 20.25+0.97°

3 CeHs 21.00+0.63%

4 4-FC¢H,4 22.83+0.66°

5 4-CH;0C¢H, 20.67+0.75%
MetamMu3zon HaTpus 16.60+3.40
Kontpons 10.50+0.18

2p <0.05 no cpaBHEHUIO C KOHTPOJIEM.

J)KYPHAJI OBLIENA XUMMU tom 93 Ne 5 2023
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Taonuua 2. [IpotuBoMIKpOOHAs aKTUBHOCTH COeAMHEHMUH 1-5

MIIK, Mxr/mn
CoenuHeHne R
S. aureus ATCC 6538-P E. coli ATCC 25922 | C. albicans NCTC 885-653
1 4-CIC4H, 250.0 1000.0 62.5
2 4-CH;C¢H, 1000.0 1000.0 31.2
3 C¢Hs 1000.0 1000.0 31.2
4 4-FC¢H, 500.0 1000.0 31.2
5 4-CH;0C4H, 1000.0 1000.0 62.5
Jnokcunuu 62.5 31.2 -
OirykoHa3071 — — 2.0—>64.0%

2 larnsle pabotsl [7].

2400. Temneparypbl IJIaBICHUS ONPEACIIIN HA PU-
0ope Melting Point M-565.

(2Z2)-2-I'uapoxcu-4-okco-N-(2-cyabdamoni-
¢pennn)-4-(4-xnoppennn)oyr-2-enamug  (1). K
0.01 mons 2-ammuHoOeH301ICYNB()OHAMUA, PACTBO-
PEHHOTO MPHU HarpeBaHUU B 15 M1 nensgHON yKCycHOM
KHCIIOTHI, 706aBisuti pactBop 0.01 MOJIsl METHIIOBOTO
a¢upa 4-x10pOCH3OUITUPOBUHOTPATHON KUCIOTHI U
0.01 mons 6e3BomHOTO aneTara HaTpus B 10 Mt nens-
HOW YKCYCHOM KHCTIOTBI. PEaKIIMOHHYIO CMECh KHIISI-
i 20-30 MyuH. BeImaBmmii pu OXJIaXICHHH 0Ca-
JIOK OT(WIBTPOBBIBAIA U IEPEKPUCTAIIIN30BHIBATTH
3 3ta”ona. Bexox 2.82 r (74%), T. 1. 264-266°C
(EtOH). UK cnektp, v, cM~': 3459, 3301 (NH,, NH),
3119 (OH),1627 [(C=0)NH], 1600 (C=0), 1328,
1159 (SO,). Cnekrp SIMP 'H, §, m. 1.: 4.38 ¢ (2H,
COCH,CO), 7.46 c (1H, O—C=CH), 7.87 c (2H,
SONH,), 7.12-8.38 m (8H, CH,,), 10.91 ¢ (1H, NH).
Macc-cniekrp (HRMS-ESI), m/z: 403.0129 [M + Na]",
405.0101 [M + Na]*. Haiineno, %: C 50.58; H 3.40;
N 7.32; S 8.48. C;4H3CIN,O5S. Boruucaeno, %: C
50.47; H 3.44; N 7.36; S 8.42.

CoenuHeHus 2—5 nonyyanu aHaJIOTUYHO.

(2Z)-2-T'napoxkcu-4-(4-meTuadenni)-4-oxkco-
N-(2-cyabpamounnpenunn)oyr-2-enamu (2). Beixon
2.881(80%), T. . 213-215°C (EtOH). UK cnektp, v,
cm': 3304, 3225 (NH,, NH), 3112 (OH), 1685 [(C=0)
NH], 1620 (C=0), 1329, 1159 (SO,).Cnekrp SIMP 'H,
0, M. a.: 2.42 ¢ (3H, CHj;), 4.64 ¢ (2H, COCH,CO),
7.24 ¢ (1H, O—C=CH), 7.70 c (2H, SONH,), 7.36—
8.43 m (8H, CH,,), 10.95 ¢ (1H, NH). Macc-cniekp
(HRMS-ESI), m/z: 359.0708 [M — H]". Haiineno,
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%: C 56.81; H 4.50; N 7.84; S 8.86. C;;H;(N,OsS.
Brrancaeno, %: C 56.66; H 4.48; N 7.77; S 8.90.
(2Z2)-2-T'uapoxcu-4-oxco-N-(2-cyabpamoni-
¢pennin)-4-pennnadyr-2-enamun (3). Beixox 2.70 T
(78%), T. 1. 213-215°C (EtOH). UK cnektp, v, cM ™'
3391, 3285 (NH,, NH), 3116 (OH), 1697 [(C=0O)NH],
1640 (C=0), 1335, 1154 (SO,). Cnexrp SIMP 'H, 3,
M. 11.: 4.68 ¢ (2H, COCH,CO), 7.26 ¢ (1H, O—C=CH),
7.70 ¢ (2H, SONH,), 7.36-8.44 m (9H, CH,,), 10.96 c
(1H, NH). Macc-cnekrp (HRMS-ESI), m/z: 345.0549
[M — H]". Haiineno, %: C 55.36; H 4.04; N 8.03; S
9.19. C,¢H4N,O5S. Berancneno, %: C 55.48; H 4.07;
N 8.09; S 9.26.
(2Z)-2-I'mapoxcu-4-oxco-N-(2-cyabphamonsige-
Hu1)-4-(4-propdpennn)oyr-2-enamun (4). Brixon
2.80 T (77%), T. . 226-228°C (EtOH). UK cnexTp,
v, em: 3308, 3230 (NH,, NH), 3112 (OH), 1681
[(C=0)NH], 1601 (C=0), 1331, 1159 (SO,). Cnextp
SIMP 'H, 8, m. 1.: 4.67 ¢ (2H, COCH,CO), 7.27 ¢ (1H,
O-C=CH), 7.70 ¢ (2H, SONH,), 7.39-8.43 m (8H,
CH,,), 10.94 ¢ (1H, NH). Haitneno, %: C 52.89; H
3.56; N 7.73; S 8.84. C;(H3FN,0;S. Beranciaero, %:
C 52.75; H3.60; N 7.69; S 8.80.
(22)-2-I'mapoxcu-4-(4-meroxcueHun)-4-okco-
N-(2-cyabdpamonnpeHnn)0yT-2-eHaMH (5).
Beixon 2.82 r (75%), 1. . 217-219°C (EtOH). MK
ciextp, v, em ' 3300, 3232 (NH,, NH), 3111 (OH),
1688 [(C=0O)NH], 1602 (C=0), 1329, 1160 (SO,).
Cnektp AMP 'H, 8, m. 1.: 3.89 ¢ (3H, CH;0), 4.61
¢ (2H, COCH,CO), 7.22 ¢ (1H, O—C=CH), 7.70 ¢
(2H, SONH,), 7.12-8.45 m (8H, CH,,), 10.94 ¢ (1H,
NH). Haiineno, %: C 54.12; H 4.33; N 7.39; S 8.45.
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Cy7H 4N, O¢S. Berancreno, %: C 54.25; H 4.28; N
7.44; 8 8.52.

AHAJbIreTHYECKYI0 AKTHBHOCTH COCIAMHCHUN
1-5 ompenensiii Ha OECTIOPOAHBIX MBIMIAX (CaMKax)
maccoit 18-22 r MEeToIoM TEPMHUUYECKOTO paslpaxe-
HUs «ropsgas mactuHay [8]. s omeHku 0oeBoit
YYBCTBUTEJIILHOCTH HCIIONB30BaIA MPHOOp (aHabre-
sumetp) monenb EH-01 xomnanmu Orchid Scientific
(Uuamus). Mccnemyemble COSAMHEHUS BBOAWIM BHY-
TpuOprommHHO B 103¢ 50 MI/KT B BHIE B3BECH B
2%-HOM KpaxMmajbHOM pacTBope 3a 30 MHH 70 TO-
MEIICHUS JKUBOTHBIX Ha HarpeTyro 1o 53.5°C merain-
nudecKyto riactuHy. Ilokasarenem omeHku OoneBoi
YYBCTBUTENBHOCTH CIYXKWJA IIUTENHHOCTh TPEOBI-
BaHUs JKMBOTHBIX Ha ropsuci MjacTHMHE ¢ MOMEHTA
MTOMEIICHHS Ha TOPSIYYO IIOBEPXHOCTD JI0 MOSIBIICHUS
XapaKTEPHBIX TIOBEACHUYSCKUX pEaKIMii Ha HOIHU-
LENTHUBHYIO CTUMYIANINIO (0ONM3bIBAaHHE 3aTHUX JIall,
MOJIEpTUBAHNE, MPBDKKN), M3MepseMasi B CeKyHIaxX.
PesynbraThl OlleHUBAIM TI0 YBETHUCHUIO BPEMEHU Ha-
CTYIUICHUsI OOOPOHHUTENBHOTO peduiekca Mo CpaBHE-
HUIO C UCXOIHBIMHU JaHHBIMH. KOHTpONBHOU TpyIITie
YKUBOTHBIX BBOAMIIH 2%-HBIN KpaXxMallbHBIA pacTBOP
B SKBHOOBEMHBIX KOJIMYECTBax. B kauecTBe 3TajoHa
CPaBHEHHUS MCHOIB30BaM MeTamu3on Harpus (OO0
«DapmxumkroMIuiekT», Poccust) B 1o3e 93 Mr/kr, co-
oteercTBYrolEeil Ell5, [9] mo Tecty «ropsidas miaacTu-
Ha», KOTOPBIA BBOIWIM AHAJIOTUYHO HCCIETYSMBIM
coequHEeHHAM. Pe3ynbrarsl cTarncTiaeckn oopadora-
HBI C BBIUWCIEHHEM {-Kputepusi Oumrepa—CrbioneH-
ta. DPdekT cuntanu noctoepHbIM mpu p < 0.05 [10].

IIpoTnBOrpnOKOBYI0 M AHTHOAKTEPHAIBHYIO
AKTHBHOCTH IIOJyYEHHBIX coeluHeHud 1-5 ormpe-
JEJISIT MUKPOMETOJIOM JIBYKPATHBIX CEPHIHBIX pa3-
BEJICHUH B KUIKOW muTarenbHoi cpene [8]. Mccme-
nyeMmele coeauHeHuss maccoil 0.05 r pacTBopsuin B
5 v IMCO, nony4asi OCHOBHOM pacTBOp BEIECTBA B
xoHueHTpanuu 10* Mkr/mi1. JIaHHBIH pacTBOp CIysKUI
OCHOBOHM [uIi pabouyero pacTBopa, MMEIOIIETO KOH-
teHTpanuio 2x103 MKI/MII, KOTOpBIH TOCIIEI0BaTENb-
HO pa3BOAWJIA JABYKParHO B JKMIKOW HUTATEIbHOMN
cpene. KoHueHTpanus uccienyeMblXx COSAMHEHUN B
MEPBOil JTyHKE psiia pa3BEeACHUI B MUTATEIBHON Ccpe-
ne coctaBisuia 500.0 Mxr/mun. st onpeneneHus aH-
THOAKTepUATFHON aKTUBHOCTH MCIIONIB30BaIH OYJILOH
XoTTuHrepa, IUIA ONpeNeNeHus] MPOTHBOTPHOKOBOM
aKTUBHOCTH — OynpoH Calbypo. s mpUroToBICHHUS

B3BECH JAPOXIKEBBIX KYyJIbTYpP HPUMEHSUIM ABYXCY-
TOYHBIC KYJBTYPBI, BhIpalieHHbie Ha arape Calypo.
Jns  ompeneneHuss aHTHOAKTEpUATbHOH aAKTUBHO-
CTU MCIOJIb30BaJd TUIIOBBIE CYTOYHBIE KYJIBTYpHI,
BBIpAlllCHHBIE Ha MUTaTelabHOM arape. KoHieHTpa-
AT MUKPOOHBIX KJIETOK B OIBITE COCTaBMIIa 2—5X
10° KOE/mn (unst Gakrepwii), 2-5x10* KOE/mn (mns
rpuboB). B KauecTBe MONOKUTEILHOTO KOHTPOJIS HC-
[IOJIB30BAJIM IUTATEJBHYIO CPEelly C BHECEHHOW HC-
cieayeMon KyJapTypoi. B kauecTBe OTpULATENBHOTO
KOHTPOJISI MCHOJB30BaJ HHTAKTHYIO MHUTATEIBHYIO
cpeny. [loceBsl WMHKYyOMpOBaNM B TEpMOCTaTe IpHU
temneparype 35+2° C B Teuenue 20-24 4. Onenky
pOCTa MUKPOOPraHU3MOB IIPOBOAMJIM BH3YyajbHO. B
kadecTBe 3HaueHUs MIIK (MHUHUMANBHON TIOJABIISIO-
e KOHIEHTPAlMK) MPUHUMAIA HAaNMEHBITYI0 KOH-
LEHTPALMIO COEIUHEHHUS], IPU KOTOPOM OTCYTCTBYET
BUJIUMBIN POCT TecT-opranusma. McciaenoBanus ocy-
LIECTBIISUIM B JIBYX MOBTOpPAaX, Pe3yJbTarbl NPUBOAU-
JI1 B BHJIE CPEIHETO apu(METHUECKOTO OTYUYCHHBIX
MIIK. B kagecTBe 3TajgoHa cpaBHCHUS aHTHOAKTEPH-
aJbHOM aKTUBHOCTHU UCIIONb30BAJIA JUOKCUIMH. DyH-
rucTaTuaeckuii d(h(HEeKT HCCIIeAyeMbIX COEIHMHEHUN
CpaBHUBAJIH C JIeWcTBHEM (PITyKOHA30IIA.
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Synthesis and Biological Activity
of 4-Aryl-2-hydroxy-4-0x0-N-(2-Sulfamoylphenyl)but-2-enamides
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The reaction of methyl esters of 4-aryl-2-hydroxy-4-oxobut-2-enoic (aroylpyruvic) acids with 2-aminoben-
zenesulfonamide in glacial acetic acid in the presence of anhydrous sodium acetate, 4-aryl-2-hydroxy-4-oxo-
N-(2-sulfamoylphenyl)but-2-enamides were obtained. The analgesic and antimicrobial activity of the obtained

compounds was studied.

Keywords: 4-aryl-2-hydroxy-4-oxo-N-(2-sulfamoylphenyl)but-2-enamides, analgesic and antimicrobial activity
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