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[Ipu B3aumozelcTBUM 2-(2-aMMHO3TOKCH )3TaHOJIA CO CMECHIO apOMAaTHYECKOrO allbAeruia 1
METHIIOBBIX 3(HPOB alleTHINAPOBUHOTPATHBIX KUCIIOT OBIIH ITOTYYeHBI S-apuii-4-aimi-3-ru-
pOKcH-1-[2-(2-TUAPOKCUITOKCH )ITHJI |-3-TUPPONIMH-2-0HbI. M3ydyeHa MpOTHBOMUKPOOHAs aK-
TUBHOCTH CHHTE3UPOBAHHBIX COCANHECHUH.

KioueBsie cioBa: S-apui-4-anui-3-rupokcu- 1-[2-(2-ruJpoKCUITOKCH )3THII |-3-ITHPPOITHH-
2-0HbI; CHHTE3; IPOTUBOMUKPOOHAS! aKTUBHOCTb.

Terparugponuppon-2,3-TMOHBI U WX TPOU3BOJHBIC
MIPEICTABICHEl B (pparMeHTax MHOTUX JIEKApCTBEHHBIX
CpeACTB (MUpaneTam, aTporuH, UMHHEM, TIIUMENUPUA U
ap.) [1]. Tlo maHHBIM JUTEpaTyphl 3-THIPOKCHUITUPPO-
JIMH-2-OHbI C AJIKOKCUAJIKWIBHBIM 3aMECTUTENIEM B I10JIO-
JKEHUU | SBIAIOTCS MaOTOKCUYHBIMH COCIHHEHUSIMH U
00ITalaroT pa3IHMYHBIMA BUIAMH OHOJIOTHYCCKON aKTHB-
HocTH [2]. C 1enbio CHMHTE3a HOBBIX 3-THIIPOKCHUIIUPPO-
JIMH-2-0HOB U U3YYCHUS BIUSHUS UX CTPYKTYpPbl HA XUMH-
YECKUE CBOMCTBA M NMPOTHBOMHKPOOHOE JIeHCTBHE, HAMHU
Obula TIOCTaBlIieHa 3ajada MOJYYHUTh TETParuIponup-
poii-2,3-TMOoHBI, Cofiep Kalllie B IEPBOM I0JIOKEHUH TeTe-
pourkia THAPOGWIBHBIA  2-(2-THUAPOKCUITOKCH )ITHIIb-
HBIId 3aMECTUTEIIb, U YCTAHOBUTDH, KAKMM 00pa3oM CTPYK-
TYpHBIE H3MECHEHHS OKAXXYT BIIMSHUE HA PACTBOPUMOCTD B
BOJIC U TPOTHBOMHUKPOOHYIO aKTHUBHOCTB TTOJTy4CHHBIX CO-
€IMHEHUM.

Hcnonb3ys n3BeCTHYI0O METONUKY [3], MBI M3yduiu
B3aUMOJIeicTBHE 2-(2-aMHHOATOKCH)ITAaHOIA CO CMECKIO
apOMAaTHYECKOTO ajbJeruja U METHIOBBIX d(PHUPOB alI-

TaGunuma 1
Brixoapl MW TeMmmeparypbl ILIaBJeHHS S-apui-4-anui-3-ruapo-
KcH-1-[2-(2-ruApoKCHITOKCH)ITHII |-3-NTUPPOJINH-2-0HOB

Coenunenne  Beixon, % T. nn., °C Bpyrro-popmyna [MT]
I 53,1 110-112  C,H,oNOs 305,33
1l 645  122-124  C,HgFNO;
11 61,8  139-141  C,HgN,Op 35033
v 709  147-149  CHNOg 321,33
\% 61,7 116-118  C;gH,NOs
VI 754 190-192  CyH, NO,
VI 268  188-190  CyHyNO;
VIII 540  183-185  C,H,NOs
X 564  180-182  CpHyFNO;
X 348 193-195  CyHyN,Of 412,40
XI 452 180-182  C,HyNO,
XII 30,8 192-194  CypH,NO,
XIIT 388  190-192  C,H,,BrNOs
XIV 48,7 183-185  C,H,NO,
32

TMUPOBUHOTIPAAHBIX KHCJIOT B 3KBHUMOJIAPHOM COOTHOIIE-
HUU B cpelie AMOKCaHa WM JIEJSTHOM YKCYCHOM KHMCIIOTBI
MpU KOMHATHOHM Temmeparype. B yka3aHHBIX YCIOBHSIX B
KauecTBE EIMHCTBCHHOTO MPOAYKTa OBIIM BBIICICHBI
S-apuin-4-anut-3-ruApoKcu- 1 -[ 2-(2-THIPOKCHUITOKCH )3 THII |-
3-mupposinH-2-0HbI (Tadm. 1).
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R =CH; (I V), CgHs (VI - XIV)
R’ = H (I, VIII), 4-F (11, IX), 3-NO; (111, X), 3-OH (IV, VI, XIV),
4-C,Hs (V, VII), 4-CH;0 (XI), 4-HO, 3-CH;0 (XII), 3-Br (XIII).

[onyuennsie coequnenus (I — XIV) npeacrasnstor co-
00l KenThle KPUCTANTNYEeCKUE BEUIeCTBa, PACTBOPUMBIE
B 3TWJIOBOM criupTte, numetuicyabpokcuae (AMCO), au-
MeTmiopmamMuie, He pacTBOpUMBIE B Bojae. Bemiectsa
-V, comepkamnie aneTUIBHBIA (parMeHT, PacTBOPUMBI
B BOJIE IIPH HATPEBAHUU.

B SIMP 'H cnekrpax coeaunenuii I — XIV npucyrcr-
BYIOT CHTHAQJIBl apOMAaTUYECKUX IPOTOHOB B 00JacTH
6,82 — 7,62 M.JI., CHHIJIET METHHOBOTO ITPOTOHA B TIOJIOXKE-
Huu 5 rereponukiia B oomactu 5,15 — 5,70 m.1., 2 MylbTH-
IIeTa MPOTOHOB METUJICHOBOM IPYIIIBI B MOJIOKEHUH | y
atoma asora B obmactu 2,55-2,85 u 3,40 —3,83 m.7.,
MYJIBTUILIET 3 METHIICHOBBIX rpym B obnactu 3,38 — 3,80
M.JI.

B UK-cniekrpax coenuuenuii [11 — XI (tabmn. 3) mpucyr-
CTBYIOT MOJIOCHI TIOTJIOIICHUS, 00YCIIOBJICHHBIC BAJICHTHbI-
MU KOJIeOaHHSIMH JTAKTAMHOW KapOOHMIBHOM TPYIIIIBI IPU
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CnekTpajbHble XapakTepucTHKHU coequHenui I — XIV

Tabnuma 2

Cuexrp SIMP 1H, O, M1

CoenuHenune
ApOMaT.npoToHsl (M) CH (c) C'H, Hg (M) C'H, Hg (M) CH,0CH,CH,OH (m) CH,CO (c)
I 7,17 522 3,78 2,62 3,42 2,25
1I 7,14 5,23 3,83 2,84 3,63 2,29
I 7,62 5,42 3,82 2,82 3,43 2,27
v 6,82 5,15 3,75 2,63 3,38 2,26
A% 7,05 5,16 3,45 2,55 3,42 1,73
VI 7,45 5,45 3,75 2,65 3,50
VIL 7,30 5,35 3,55 2,75 3,70
VIII 7,25 5,55 3,45 2,75 3,75
IX 7,30 5,45 3,50 2,70 3,85
X 7,40 5,70 3,45 2,65 3,80
XI 7,40 5,45 3,60 2,70 3,75
XII 7,30 5,40 3,55 2,85 3,75
XIII 7,40 5,50 3,45 2,80 3,70
XIV 7,45 5,40 3,40 2,80 3,80

1680 — 1700 cM !, KeTOHHON KapOOHUILHOU IPYIIIILI IPU
1620 — 1650 cm !, E€HOJLHOTO  THUAPOKCHIIA  TIPH
3080 — 3170 MM~ ! ¥ cIMPTOBOM THAPOKCHIILHON TPYIIITBI
3370 - 3470 ecm .

B macc-cniekrpax monyueHnbix coeannenui (I, 11, TV,
X) HabmromaeTcs MUK MOJIEKYJISIPHOTO HOHA (cM. Tabm. 1)
Y TIMKH (DparMeHTHBIX HOHOB, TIOATBEPKAAIONINX JaHHYHO
CTPYKTYDY.

Bce mnomyuyeHHble coelMHEHHs [JAlOT HMHTEHCHBHOE
BUIIHEBOE OKPALIMBAHUE CO CIIMPTOBBIM PACTBOPOM XJIO-
puna xenesa (II1). JlaHHbIe CIIEKTPOB U KaueCTBEHHAS pe-
aKUus CO CHUPTOBBIM pacTBOpoM xJopuna sxeinesa (II0)
CBUJIETEJILCTBYIOT O CYIIECTBOBAHUHU MOJIYYEHHBIX COE/IU-
Henuii [ — XIV B eHONBHOU (hopMe.

3KCI’l€puM€Hma]leaﬂ Xumuveckas 4acmov

Crektpol SIMP 'H sanmcansl Ha mpubopax Bruker
AM-300 u Bruker AM-500 c paboueit wactororr 300 u
500 MI'y B IMCO-d,, BHYTpeHHHUIT CTaHAApT — TETpa-
mertmwincwiad. VK-cnektpel cHuManu Ha  npubope
SPECORD M-80 B Ba3enMHOBOM Macie. Macc-CIeKTpsI
cHaTel Ha mpudope Finnigan MAT INCOS-50 (sHeprust
uoHmupytomero usnyuderus 70 3B). Temneparypy mias-
JeHUs onpeaessuIn Ha npudope MeltingPointM-565. Jlan-

TaGunuma 3
UK-cnextpsl coequnennii 111 — XI

Crextp UK, v, cm !

Coenunenue
CH,OH CNO CH,CO OH
111 3450 1700 1650 3170
v 3430 1680 1630 3100
\% 3470 1690 1640 3110
VI 3370 1700 1640 3090
VIII 3400 1690 1620 3090
X 3430 1700 1640 3100
X1 3400 1690 1640 3080

HBIC AJIEMEHTHOTO aHAlli3a COOTBETCTBYIOT OpyTTO-(Op-
MyJIaM.
5-Apnia-4-aumna-3-ruapokcu-1-[2-(2-ruApoKCUITOKCH)
3TiJi]-3-nuppoaun-2-ousl (I — XIV)

O6mast meromuka. K 0,05 Moip MeTusioBoro s¢upa
AUETWINUPOBUHOTPAAHON WM  OEH30MIITUPOBUHOTPAI-
HOM KHUCIIOTBI, pacTBOpeHHoro B 10 My auokcaHa st
coeauHeHuit 1 —V unu B 10 MI1 yKCYCHON KHCIIOTBI JIJIst
coequnenuit VI — XIV, 100aBiIsiioT 9KBUMOJISIPHOE KOJIU-
YEeCTBO apOMaTHYECKOTO aipAeruna u 2-(2-aMHHOITOK-
CH)ITaHosia. PeakIMOHHYI0O CMeCh BBIIEPKHUBAIOT IMPHU
KOMHATHOM Temmeparype B TeueHue | cyT. BoimaBmmit
0CaJloK OT(UIBTPOBBIBAIOT W TMEPEKPUCTAIUIN30BBIBAIOT
W3 3TUJIOBOTO CIIHPTA.

3KCI’!€pMM€HmaJZbH(l}l oOuono2u4ecKas 4acmo

[TpoTHBOMHUKPOOHYIO AKTUBHOCTH 110 OTHOIICHUIO K
IITaMMaM KHUIIEYHOH Mmajnoukd E. coli 1 30JI0TUCTOTO CTa-

TaG6numa 4
IIporuBOMHKPOOHAsI AKTHBHOCTHL S-apui-4-auui-3-rujapoxcu-1-
[2-(2-ruapoxcudTokeu)ITHI]-3-nupposinn-2-onos (II-XIV)

MIIK, MKr/mMia
Coenunenne

S. aureus E. coli

111 1000 500

v 500 250

\% 500 500

VI 1000 1000

Vil 500 500
VIII 500 1000

X 1000 500

X H/a 1000

XI 500 500

XII 250 500

XIIT 1000 HE aKTHBHO

XV 1000 1000
Juxaopun prytu 1000 1000
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(unokokka St. aureus ONpPEAENSIN METOIOM JIBYKPATHBIX
CCPUMHBIX Pa3BEICHUH B MSCONECTITOHHOM OylbOHE NPH
OaxrepuaibHO# 3arpy3ke 250 ThIC. MUKPOOHBIX €IWHUILL B
1 M pactBOpa. 3a JIEHCTBYIOILIYIO J03y MPUHUMAIN MHU-
HUMaJbHYIO ToAaBisonlyto konmnentpammio (MIIK) co-
CIMHEHUSI — MAKCHMaJIbHOE pa3BeJCHUE, IPUBOAIIEE K
MTOJTHOMY TTOAABIICHHIO Pa3BUTHSI TECT-MHKPOOOB. B kaue-
CTBE IIpPENapaToB CPAaBHEHUS! MCIOJIB30BATH AUXIOPUA
PTYTH | JTaKTaT 3TaKpUANHA.

Wzy4ennrple BemecTBa 001aJaf0T HEBBICOKOH MTPOTHUBO-
MHKPOOHOM aKTHBHOCTBIO B OTHOLICHUH 00OUX IITAMMOB.
Crnenyer OTMETUTb HEKOTOPOE MOBBILIEHHE POTUBOMUK-
POGHOTO EHCTBHS IO OTHOMIEHHIO K 30JI0TUCTOMY cTadu-

JIOKOKKY coenuHeHusi XII U Mo OTHOILICHUIO K KUIIEYHOU
najgouke coenuHenus 1V, 4to, mo-BUIUMOMY, OOBSICHIETCS
MIPUCYTCTBUEM B JJAHHBIX COEIUHEHUSAX (PEHONBHOTO TUjI-
poxcuIa.
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SYNTHESIS AND ANTIMICROBIAL ACTIVITY OF 5-ARYL-4-ACYL-3-HYDROXY-
1-[2-(2-HYDROXYETOXY)ETHYL]-3-PYRROLIN-2-ONES

V. L. Gein', T. F. Odegova', S. N. Rogachev', A. A. Bobyleva', and L. F. Gein?

! Perm State Pharmaceutical Academy, Perm, 614000 Russia
2 Perm State Medical Academy, Perm, 614000 Russia
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S-aril-4-acil-3-hydroxy-1-[2-(2-hydroxyethoxy)ethyl]-3-pyrrolin-2-ones have been synthesized via the interaction of 2-(2-aminoethoxy)ethanol with a mix-
ture of aromatic aldehyde and methyl ethers of acetylpyruvic acids. The synthesized compounds have been tested for their antimicrobial activity.

Keywords: 5-aryl-4-acyl-3-hydroxy-1-[2-(2-hydroxyethoxy)ethyl]-3-pyrrolin-2-one; synthesis; antimicrobial activity.
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