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5-apun-4-aunn-3-TuapoKcu- | -kapOOKCUMETHII-3-TUPPOTNH-2-0HBI ¢ BBIX0AOM 53—79%. CtpykTypa mory-
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W3BectHo, uto 1,4,5-TpU3aMelieHHbIE TETparu-
JIPOIUPPOI-2,3-TUOHBI, TPEACTABISIONINE KJIACC IIsi-
TUWICHHBIX a30TCOMEPXKAIIUX TEeTePOIUKINICCKUX
COCTMHCHUN, 00J1a/Taf0T MHUPOKUM CIIEKTPOM OHOIIO-
rudeckor aktmBHOCTH [1]. Pamee coobmiamock, 4to
JAHHBIE COEMWHEHHS TPOSIBISIOT TaKWe BUABI OMO-
JIOTUYECKOW AaKTMBHOCTH, KaK MPOTHBOOIYXOJEBas
[2-5], anTubakTepuanbHas [5], npoTuBoBUpycHas [6]
Y aHTHOKCHTaHTHas [7].

He MeHee BaKHBIM SIBJISETCA M TOT (DAKT, YTO
TPU3AMEIIEHHBIC TETPATHAPOITUPPOII-2,3-THOHBI BO3-
MOJKHO TTOJTY9UTh TPEXKOMIIOHEHTHOHN KOHEHCAIeH
[8—13] — meToAOM, KOTOPBIM MO3BOJSET 3HAYUTEIBHO
COKpAaTUTh BpeMsl MPOBEACHUS PEaKIMU M CHU3UTh
3aTparbl Ha BBIJCIICHUE U OYMCTKY MPOMEXKYTOUHBIX
MPOAYKTOB, YTO, HECOMHEHHO, SIBJISIETCS MPEHMYIIIe-
CTBOM C TOYKH 3pPEHUS CHHTETHUYECKOH 3(pPekTuBHO-
CTH ¥ CYUTAETCS ONTUMAILHBIM CIIOCOOOM ITOTyYeHUS
CTPYKTYPHO CIIOXHBIX U OHOJOTHMYECKH AKTHBHBIX
BemiecTB. Kpome Toro, O6iarogapsi HAJIMYHEO HECKOJIb-
KHUX PEAKI[MOHHBIX IEHTPOB CTPYKTypa TETParuapo-
MMAPPOI-2,3-THOHOB MOXKET OBITH TOTIOTHUTEIIBHO MO-
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TuUIIIPOBaHA, YTO TIO3BOJIET PAa3HOOOPA3HUTH PSIIBI
MOCJICIHUX, U, KaK CIIE/JICTBUE, PACITUPSET BOZMOXKHO-
CTH MOKMCKA CPEIU HUX MOTEHIUANBHBIX (hapMakKoyio-
THYECKU aKTUBHBIX BeriecTs [8, 13, 14].

Hcxonss w3  BBIIEH3IOKEHHOTO, TaKWe TeTe-
POLIMKINYECKHEe CcOoenuHEeHHs, Kak 1,4,5-Tpu3ame-
IIEHHbIE TETParuApONUppos-2,3-TUOHBl  SIBIISIIOTCS
MEPCIIEKTUBHBIMA KaHAWJAaTaMU B JIEKapCTBEHHBIC
CpEJICTBA, a MX U3yYEHHE MPECTABIISECTCS aKTyalbHBIM.

Panee MBI cooOmamm o cuHTe3e 4-apui-5-
auui-3-ruapokcu-1-uuaHoMeTuNI-3-nuppoaIuH-2-
oHOB [15], xoTOpble OBUIM H3y4YEHBI B pPEAKLUAX C
MOHO- W OWHYKICO(PWIBFHBIMHA peareHTaMu, ¥ Ha
OCHOBE KOTOPBIX OBUIM TONy4YeHBl pa3iH4yHbIE aMU-
HOTIPOM3BOAHBIE TETPAruAPONHPPONI-2,3-THOHOB U
KOHJICHCHPOBAHHBIE TETEPOIMKINYSCKUE CHUCTEMBI
[15, 16]. CnemyeT OTMETHTD, YTO HUTPHUIIbHAS TPYyIIIa
OKa3zajach HEUTpaJIbHOW B OTHOIIEHUHU JAHHBIX pea-
TEHTOB, BCJIEACTBHE YETO I AATBHENIIEr0 N3yUeHUs
PEaKIMOHHON CIIOCOOHOCTH IIMAHOTPYIIBI B COCTaBe
TeTparuaponuppoi-2,3-nuoHoB la—a U cCUHTE3a HO-
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Cxema 1.
T AcOH, HCI HOH, HY
J Ar _ Ar
ArTN Ao T a3 N7 S0 NTS0 i Ao
k OH (0] 0
CN )/
H/N H/N\H HO
la—n — - 2a-n
(0] OH o)
= OMe + )]\ H,NCH,COOH
Ph Ph H AcOH, A

R = Me, Ar = Ph (2a), 4-EtOCH, (26); R = Ar = Ph (2B); R = 4-NO,CH,, Ar = Ph (2r), 4-CIC H, (2n).

BBIX NPOU3BOAHBIX HAMH OCYIIECTBIEH MX KHCIOT-
HBIA THAPOIHM3 B CMECH YKCYCHOH M XJIOPOBOAOPOI-
HOW KHUCJIOT. YCTAaHOBIIEHO, YTO pEaKLUHs MPOTEKAET
IIPU KUISTYEHUH B TE€UEHHE 3 4 M NMPHUBOIUT K 00pa-
30BaHUIO S-apuii-4-anui-3-TuaApoKcH-1-kapOokcume-
THIT-3-IMPPONTUH-2-0HOB 2a—71 (cxema 1).

CoenuHeHHsT 2a-T TIPENCTaBIAIOT COOOW KpH-
CTaJuIM4YecKHe BelecTBa Oeyoro mBera; S-apui-4-
anuI-3-TUAPOKCH- | -KapOOKCUMETHII-3 -TUPPOITHH-2 -
OHBI 2a U 20 pacTBOPSIOTCS B OOBIYHBIX OpraHuve-
CKHX pacTBOpUTENSIX, coenuHeHus 2B—4 — B JIMCO,
AM®A u auokcaHe, IpU HAarpeBaHUU B 3TAHOJIE, Jie-
JISHOW YKCYCHOM KHCIOTE, W30MPONMIOBOM CIIHPTE,
alleTOHUTPWIIE, U HEPACTBOPUMBIE B BOJIE.

B UK cnekrpax coequHeHul 2a—4 IPUCYTCTBYET
LIMPOKAsl MHTCHCUBHAS 110JIOCA MOTIIONICHUS BaJICHT-
HBIX KojeOanmii kapOookcmisHOH OH-rpymmsr (3058—
3127 em!), koTOpas mepekphiBaeTcs ¢ MOJOCOH Ba-
NeHTHBIX konebanuit O—H eHonbHO# GopMel, a Takxke
rosiockl moromeHns C=0 kapOOKCHIILHOM TPYIIITHI
(1734-1741 em™ 1), rpynn NC=0 (1693-1703 cM ') u
C=0 ammsHOTO parmenta (1659-1669 cm'). B K
CHEKTPEe COEAMHEHUS 2/1 pETHUCTPUPYETCS y3Kast OJI0-
ca TONIOUICHUSI CBOOOIHOIO, HEACCOLMUPOBAHHOTO
€HONBLHOTO THAPOKCcUIa ripy 3457 cm .

B cnekrpax AMP 'H coenunennii 2a—a nabiroza-
eTcs YUIMPEHHBIH CHHIVIET MPOTOHA KapOOKCHIIbHOU
OH-rpynnet npu 12.87-12.93 m. n. CurHansl npo-
TOHOB JBYX AyOneToB KapOOKCHMETHJILHOW TPYIIIIBI
CABHTAIOTCS OTHOCUTEIBHO HMCXOJHBIX COCAMHEHHN
la—a B obnacts cubHOTO TTOITs (3.25-3.47 M. 1., HyHp
n 4.20-4.30 m. 1., HyHy) ¢ KCCB 17.6 I't. Xapakre-
PUCTUYHBIE CUI'HAJbl METHHOBOIO IIPOTOHA y aroma
C> peructpupyiorcs 1pu 5.17-5.52 m. 1. B obnactu
6.27-8.28 M. 1. HaONIOAAIOTCS MYJIBTHILICTHBIC CHI-
Hajbl apOMAaTUYECKUX NPOTOHOB. B cmekrpax AMP
3C coenuuennii 2a—1 NpUCYTCTBYIOT CHIHAbl aTo-
MoB ymiepona C=0 (188.03-192.34 m. x.), HOC=0
(169.26-169.79 M. 1.), NC=0 (165.43—-165.88 m. 11.),
=C-OH (157.71-155.55 m. 11.).

Jl1s OKOHUYATENIBHOTO JI0KA3aTeIhCTBA CTPYKTY-
PBI TIOJIYICHHBIX COSAMHECHHUN 2a—1 HaMH MPOBEICH
BCTPEUHBIN CHHTE3 COCTUHEHUS 2B TPEXKOMITOHEHT-
HOW KOHJIGHCAIIMEeH METWJIOBOTO 3(hupa OCH30MIIITH-
POBHHOTPAIHOM KHCIOTBI CO CMEChI0 OEH3albaernia
Y TIHMIMHA B JIEATHOW YKCyCHOW KmcioTe (cxema 1).
OU3NKO-XUMHUYECKHIE XAPAKTEPUCTHKH M CIIECKTPah-
HbIE JaHHBIC TTOJIYICHHOTO COSAMHECHIS COBIAIAIOT C
TaKOBBIMU I 1-KapOOKCUMETHII-3-TTUPPOSIMH-2-0Ha
2B, MOJyYCHHOTO HAMHU ITYTEM KHUCIOTHOTO THIPOJIH-
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3a. Kpome Toro, oOpa3isl, MOIyuYeHHbIE OBYMs OIH-
CaHHBIMHU BBIIIIE METONAMH, HE [aBalIH JETPECCHU
TEMIIepaTy bl TUIaBICHUS B IPOOEe CMEIIAHHOTO TJIaB-
JICHHUS.

CoenuHeHus: 2a—1 B PEaKIUU C XJIOPUIOM KeJe-
3a(Ill) maroT xapakTepHOE BUIIIHEBOE OKpPAITHMBAHHE.
Jausbrii QaxT, HapsAy ¢ JaHHBIMH CIEKTpoB SIMP,
JIOKa3bIBa€T MUX CYIIECTBOBAaHME IPEUMYIIECTBEH-
HO B €HOJIBHOW (popMe, KOTopasi, IO JIUTEPATYPHBIM
JMaHHBIM [8], cTaOMIM3HUPyETCs 32 CYET 00pa30oBaHUS
BHYTPUMOJIEKYISIPHOW BOJOPOIHON CBSI3U C aTOMOM
KHCIIOpoJa OOKOBOM LIETH IeTePOLUKIIA.

Takum oOpazom, runmponus 4-apuin-5-auun-3-ruj-
pOKCH-1-InaHOMETUII-3-MUPPONUH-2-OHOB B KUCJIOU
cpene MpUBOAUT K oOpa3oBanuio 1,4,5-Tpu3amMerneH-
HBIX TEeTParuAponuppos-2,3-A1U0HOB, COAEpIKAIINX
KapOOKCHMETUIIbHYIO IPYIILY B OJOKEHNH | retepo-
LUK,

OKCIIEPUMEHTAJIBHA S YACTb

UK cnexrpsl 3amucanbl B Tabnerkax KBr (1:100)
Ha UK ®ypre-cnexrpomerpe Jlromexe Muppa IIOM®
®T-08. Cnextpsl IMP 'H u '3C cusarsl Ha npubope
Bruker Avance III HD (400 u 100 MI'1 cooTBETCTBEH-
Ho) B IMCO-d,, BHyTpennnii crangapt — TMC. Dne-
MEHTHBII aHanu3 nposeneH Ha npubdope PerkinElmer
2400. Temneparypsbl [JIABJICHUS ONPEACIICHbI Ha IPU-
6ope Melting Point M-565.

4-AneTuni-3-ruapokcu-1-kapookcumMeTn -
5-penna-3-nupponaun-2-on (2a). a. K pactBopy
0.16 T (0.625 Mmonb) coenuHeHust 1a B 5 mu nexs-
HOW YKCYCHOM KHCIIOTHI T0OaBIsUI 5 MIT KOHIIEHTPH-
POBaHHOW COJITHOM KHUCTIOTBI. PEakIMOHHYIO CMECh
KUISITHIN B TedeHue 3 4. BeimaBmmii npu oxnaxnie-
HUU 0CaJ0K OT(QHIBTPOBBIBAIH U TEPEKPUCTAIIIH30-
BBIBaNM u3 aneroHuTpmia. Beixox 0.09 r (53%), T. .
239-242°C. UK cnektp, v, cMm': 1662 ¢ (C=0), 1696
¢ (NC=0), 1737 ¢ (HOC=0), 3065 m1 (COOH, COH).
Cnektp SIMP 'H, 8, m. 1.: 2.30 ¢ (3H, CHj;), 3.25
n (Hy\Hg, C'H,, J 17.6 Tn), 420 n (H\Hg, C'H,, J
17.6 Tw), 5.22 ¢ (1H, C3H), 7.17-7.35 M (5H, CH,,),
11.65 ¢ (IH, OH,ppomm)s 1289 (1H, OH,peorcun)-
Crnextp SIMP 13C, 8., m. m.: 30.22, 42.13, 61.16,
128.21, 128.65, 128,97, 136,48, 165,88, 169,74,
192.17. Haiineno, %: C 61.09; H 4.76; N 5.00.
C,4H3NOs. Beruncneno, %: C 61.31; H 5.05; N 5.32.

CoemuHeHus 20—/ MOJTy9IalId aHAJIOTHIHO.
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4-Anernia-3-ruapokcu-1-kapookcuMeTHII-
5-(4-3Toxcupennin)-3-nuppoaun-2-ou (20). Brixon
0.12 T (63%), T. 1. 232-234°C. UK cnextp, v, cM
1659 ¢ (C=0), 1697 ¢ (NC=0), 1741 ¢ (HOC=0),
3087 w (COOH, COH). Cniextp SIMP 'H, §, M. 11.: 2.30
¢ (3H, CH;), 1.32 T (3H, OCH,CH;, J 6.8 T'mr), 4.0 x
(2H, OCH,CH, J 6.8 '), 3.26 1 (HyHg, C'H,, J 17.6
'w),4.20 5 (HyHg, C'H,,J 17.6 '), 5.17 ¢ (1H, C°H),
6.85-7.08 M (4H, CH,,), 11.68 ¢ (1H, OHppomum)s
12.87 (1H, OH,,pgoxcun)- Criextp SIMP BC, 8¢, M. 1.:
15.10, 30.28, 42.01, 60.65, 63.49, 114.89, 127.91,
129.37, 158.89, 165.74, 169.79, 192.34. Haiineno, %:
C 60.18; H 5.37; N 4.39. C;5H(NOg. Beraucneno, %:
C 60.39; H 5.63; N 4.58.

4-Benzonua-3-ruapokcu-1-kapooxkcuMeTHI-5-
¢ennn-3-nupponun-2-on (2B). a. Brixom 1.2 r
(61%), T. . 246-248°C. UK cnektp, v, cM ' 1666
¢ (C=0), 1703 ¢ (NC=0), 1734 ¢ (HOC=0), 3058
mw (COOH, COH). Cnekrp SIMP 'H, §, m. n.: 3.35
n (HaHg, C'H,, J 17.6 T'n), 4.30 1 (HyHg, C'H,, J
17.6 T'n), 5.53 ¢ (1H, C°H), 6.27-7.73 m (10H, CH,,),
11.78 (1H, OHyyppomm)> 12.93 (1H, OH,gps0kcmn)-
Crextp SIMP 13C, &, m. n.: 41.83, 61.36, 120.17,
128.06, 128.35, 128.55, 128.62, 132.51, 135.33,
137.75, 150.55, 165.43, 169.26, 189.02. Haiineno, %:
C 67.65; H4.48; N 4.15. C,oHsNOs. Beruncneno, %:
C67.48; H4.27; N 3.95.

6. K pacteopy 0.14 1 (2.5 Mmoub) munuaa B 10 M
JMEASTHOW YKCYCHOW KHCIOTHI mob6aBmsumu 0.28 wmi
(2.5 mmonp) Oenzanpaeruna u 0.52 r (2.5 MMomb)
METHJIOBOTO 3(Hpa OEH30MITHPOBUHOTPATHON KHC-
J0THL. PeakimoHHYI0 CMeCh HarpeBajd 10 IOJIHOTO
pPacTBOpPEHHS BCEX PEAareHTOB W BBLICP)KHBAIHN TPU
KOMHATHOM TemmepaTrype a0 o0pa3oBaHHA OCalKa.
BrimaBmmii ocagok OT(HUIBTPOBBIBAIM H IEPEKPH-
CTaJUIM30BBIBAJIN U3 ATHIIOBOrO crupta. Beixon 0.61 ¢
(73%). launsie IMP 'H u UK cniekTpoB coeiuHeHni
2B, MONYYSHHBIX METOAAMH @ U O, coBmaaioT. [Ipoda
CMEIIAHHOTO TUTABJICHHSI HE IaeT JICTIPECCHHU.

3-I'mapoxcu-1-kapooxkcumeTn-(4-HUTpoOEH30-
Wi1)-S-penn-3-nupposmH-2-0H (2r). Beixox 0.23 ¢
(79%), T. mn. 234-236°C. UK cnextp, v, cMm': 1634
¢ (C=0), 1667 ¢ (NC=0), 1994 ¢ (HOC=0), 3113
mw (COOH, COH). Cuekrp SIMP 'H, §, m. a.: 3.37
1 (HyHg, C'H,, J 17.6 T'n), 429 1 (HyHg, C'H,, J
18.0 T'm), 5.51 ¢ (1H, C°H), 7.30-8.28 m (9H, CH,,),
11.91 ¢ (1H, OHyppomm)s 12.93 (1H, OH,gp0kcmn)-
Cnektp AMP 13C, 8., m. n.: 42.44, 61.69, 119.61,
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123.81, 128.39, 128.99, 129.15, 130.24, 13591,
143.87, 149.87, 153.71, 165.67, 169.70, 188.03. Haii-
neHo, %: C 59.69; H 3.69; N 7.33. C,4H4N,0,. BsI-
guciaeno, %: C 59.87; H 3.85; N 7.12.

3-I'mapoxcu-1-kapookcuMeTHI-(4-HUTPOOEH30-
uin)-5-(4-xsiopdenni)-3-nuppoann-2-on (21). BeI-
xox 0.36 r (69%), T. 1. 248-251°C. UK cmexktp, v,
em 11669 ¢ (C=0), 1693 ¢ (NC=0), 1736 c (HOC=0),
3127 m (COQH, COH), 3457 cn (COH). Cniextp SIMP
'H, 8, m. 1.: 347 1 (H Hg, C'H,, J 17.6 Tw), 4.25 n
(HpHg, C'H,,J 17.6 T'n), 5.52 ¢ (1H, C°H), 7.38-8.28
M (18H, CHy,), 12.03 ¢ (1H, OHypp0mm)> 12.93 (1H,
OH,,p60cenn)- Criektp SIMP C, 8¢, m. 1.: 42.61, 61.05,
119.21, 129.07, 130.22, 130.43, 133.53, 135.13,
143.92, 149.86, 154.01, 165.72, 169.63, 188.04. Haii-
aeHo, %: C 54.76; H 3.14; N 6.72. C,4H,; CIN,O,.
Brruucneno, %: C 54.55; H2.96; N 6.94.
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Synthesis of 5-Aryl-4-acyl-3-hydroxy-1-carboxymethyl-
3-pyrroline-2-ones by Hydrolysis of 5-Aryl-4-acyl-3-hydroxy-
1-cyanomethyl-3-pyrroline-2-ones
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5-Aryl-4-acyl-3-hydroxy-1-carboxymethyl-3-pyrroline-2-ones were obtained by acid hydrolysis of 5-aryl-4-acyl-
3-hydroxy- 1-cyanomethyl-3-pyrrolin-2-ones. Structure of the obtained compounds was confirmed by spectral
data (IR, 'H6 and '*C NMR) and authentic synthesis.
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