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CrpykTypHBIH (pparMeHT mUppoia MpPEACTaBIeH
KaKk B Ba)XHEHIIMX NPUPOAHBIX MOJEKYJSPHBIX CH-
cTeMax (XJ0poduii, TeMOTIIOOWH, TOPMOHBI, KpacH-
Tenu, epoOMOHBI, aHTHOMOTHKH, MOJEKYIbI (hepMeH-
TOB-OKCHJIOPEIYKTa3), TAaK M B PA3JINYHBIX U3BECTHBIX
JICKApCTBEHHBIX IpenapaTax, TAKMX KakK MUpareram,
aTpPOINH, KalTONPWI, JUHKOMUIMH U np. Tak, Ha-
MpUMeEp, aTropBacTaTHH, IOJHOCTHIO 3aMEICHHBIN
MUPPOJI, CHUKAECT YPOBHU XOJECTEPHHA M JIMIIOMPO-
TEHHOB B IUIa3M€ KPOBH U SIBIISIETCS OJHMM W3 Hau-
bonee mponmaBaembIx JekapcTB B mupe [1]. Kpome
TOTO, MIUPPOIMHOBBIN (ParMEHT BXOAUT B CTPYKTYPY
(biryopodopoB, ONITOANEKTPOHHBIX U APYTHX IIPOTrpec-
CHBHBIX MarepuajioB. PazBuTue TEXHOJOTHH B pa3-
JUYHBIX O0NACTIX NESTCIBLHOCTH YeloBeKa TpeOyeT
MOTYYEHHUS] HOBBIX TeTEPOLMKINIECKUX COCIMHCHUH,
o0saaromyx HeOOXOOUMBIMU CBOMCTBAMM AJISL CO3-
JIaHUSI HOBBIX MaTepUalioB, JICKAPCTBEHHBIX CPENICTB,
XMUMUYECKHX CEHCOPOB U peanu3aiuu 3PPpeKTUBHBIX
MPOIIECCOB MPeoOpa30BaHMUs COHEYHOW PHEpruu. B
pamKkax 3Toi o0Iel mpodIeMbl TONTydYeHHEe IPOU3BO-
JHBIX MUPPOJIa 3aHUMAET BAXKHOE MECTO U TOCTOSIHHO
TpeOyeT pa3paboTKh d3PEKTUBHBIX METOIOB UX CHH-
TE€3a U3 JIOCTYITHOTO ChIPbSI HA OCHOBE HOBBIX TIOJIXO-
JIOB YMEHBIIAIOUINX YHCIIO CTAJAWN U HE TPEeOYIOINX
BBIJICJICHUSI IPOMEKYTOUHBIX COSAUHEHUH [2].
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Terparnaponupposn-2,3-THOHBI COCTAaBIAIOT 3HAa-
YUTETBHBIA KJTacC JAOCTYMHBIX M YCTOWYMBBIX Opra-
HUYECKHUX BellecTB. Hapsmy ¢ STUM OHHM JIETKO BCTY-
MAlOT B PEAKIMUA C PA3IMYHBIMH HYKICO(DUIHHBIMU
peareHTaMH 3a CHeT BBICOKO PEaKIIMOHHOCIIOCOOHOM
KapOOHWIIBHOW TPYTITEI B TPETHEM TTOJIOKEHUH TeTe-
ponmkina. Hanmuane mocnenHeit, a Takke KapOOHUIIb-
Hasi Tpymnmna OOKOBOUW IETH MO3BOJSIOT B PEAKIUAX C
OMHYKIICO(DUITBHBIMU peareHTaMu OPMHUPOBATH Pa3-
JUYHbIE KOHJICHCHUPOBAHHBIE CHCTEMBI U3 TETEPOIH-
KJIOB [3, 4].

Cunte3 Ha ocHoBe 1,4,5-Tpu3aMenieHHbIX TeTpa-
TUJIPOIIUPPOI-2,3-TMOHOB OMOJIOTHYECKH AKTUBHBIX
BEILECTB SIBJSICTCS. OJHMM U3 TEPCICKTUBHBIX IIy-
T HCIIOJIB30BAHUS COCJIMHEHUIN 3TOro kiacca. Pa-
Hee OBUTO YCTaHOBJIEHO, 4TO 1,4,5-Tpr3aMelieHHbIe
3-rUIPOKCH-3-TTUPPOIHH-2-0HBI 00T al0T IPOTHBO-
BOCMAJIUTENBHOM, aHAIBIETUYCCKON, MPOTUBOMHUK-
POOHOI, HOOTPOITHOMN, AHTHATPETAHTHOM IO OTHOIIIC-
HUIO K TPOMOOLIMTAM M TPOTUBOBUPYCHON aKTUBHO-
CTBIO [5, 6], a TakKe MPOTUBOTHOKOBBIM JICHCTBHEM
[7]. Takxke OBLIO TIOKAa3aHO, YTO 3aMECTHTEIb B TEP-
BOM IOJIOKEHUH T€TEPOLIMKIIA 3HAYUTEIBHO BIHSAET Ha
OMONIOTHYECKYIO aKTUBHOCTh M| XHMHUECKUE CBOMCTBA
1,4,5-Tpu3aMenIeHHBIX  3-THAPOKCHU-3-TTHPPOITHH-2-
OHOB [8, 9].
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R' = H, R2 = 4-Me (1), 4-Et (2), 4-i-Pr (3), 2-OMe (4), 3-OMe (5), 4-OH-3-Et (6), 4-F (7); R! = Cl, R? = 4-Me (8), 4-Et (9),

4-i-Pr (10), 3-OMe (11), 4-OH-3-Et (12), 4-F (13).

Cxema 2.
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Hamu Obuta mocraBieHa 3agaya MPOIOKUTH
M3y4YeHHE TPEXKOMIIOHEHTHON peakLUu METHIIOBBIX
3(pUPOB apOMIMUPOBUHOTPATHBIX KUCIOT CO CMECHIO
apOMaTHYECKOT0 albAETUAAd U IIMKOKOIA C LEJIbI0
CHUHTE3a HOBBIX S-apuii-4-apouii-3-rufpoKcu-3-nup-
POJMH-2-0HOB, COIEPXKAIIHUX B IIEPBOM IOJIOXKECHUH
reTepourKia KapOOKCUMETHIIbHBIH — 3aMECTUTEIb.
JanHas peakiusi MHTEpecHa TE€M, YTO MOXKET OBITh
WCIIOJIb30BaHa B KadyeCTBE METOJa, TO3BOJISIIOIIETO
ornpenensaTh N-KOHIIEBYIO aMMHOKHUCIIOTY B MENTHIAX
u 6enkax [8, 9].

YCcTaHOBIEHO, YTO TPEXKOMIIOHEHTHAash peak-
U METWJIOBOTO d(hUpa apOoWIIHPOBHHOTPATHON
KHCIIOTBI C apOMaTHYECKHMHU aJibJIETHIaMi U TIH-
KOKOJIOM B cpene nuokcaH—Boma (1:1) mpuBomuT K
o0pazoBaHuio S-apuii-4-arui-3-ruApoKcu- 1 -kapOook-
CUMETUI-3-upposinH-2-0oHOB 1-13 ¢ BbIXOJOM 10—
78% (cxema 1).

[IpenmonoxutenbHO, peakius MpPOTeKaeT ¢ oopa-
30BaHMEM TPOMEXyTodHOTrO ocHOBaHus lludda, mo
JIBOWHOW CBSI3U KOTOPOTO MPHUCOEAMHSETCS MCXOJ-
HEIN 2QHp ¢ TOCIEqYIOMeH MUKIH3AITUEH TTPOMEXKY-

ToyHOro 3¢dupa 4-aMUHO-4-apuii-2-0KCOOYTaHOBOU
KHUCJIOTBI B COOTBETCTBYIOIINUE 3-TUIPOKCHU-3-TTUPPO-
nuH-2-0HbI 1-13 (cxema 2).

[Monyuyennsie coemuuenus 1-13 mpencrapisioT
co0oi1 Oenple WM €1ab0 OKpalleHHbIE KPUCTAJIIH-
yeckue BenlecTa, pactBopuMbie B JIMCO, IM®A,
JIMOKCAHE, MPH HArPeBaHWU — B JTAHOJE U JICJSTHOU
YKCYyCHOU KHCIIOTE, HEPaCTBOPUMBIC B BOJIC.

B UK cnexrpax coemunennii 1-13 wabmromaroT-
Csl TIOJIOCHI TOTJIOLICHHUS JIAKTAMHOM KapOOHMIJIbHON
rpynmbl ipu 1698-1676 cm™! 1 unTeHCHBHAs HONOCA
MOIVIOUIEHUS] €HONBHOW THIPOKCUIIBHOM TPyl IPU
3187-3109 cm!. ITomoca moriomeHus KapOOHMITb-
HOU rpymniel 00KOBOH Henu Habirogaercs npu 1739—
1726 cm!.

B cnexrpax AMP 'H coemunennii 1-13 mpucyt-
CTBYIOT CHUTHAJIBI apOMAaTHYECKUX MPOTOHOB B 00a-
ctu 6.77-7.81 M. n., CHHIJIET METHHOBOTO MPOTOHA
npu C3 B o6nactu 5.34-5.86 M. 1., TyGneThl SHAHTHO-
TPOITHBIX TIPOTOHOB METHIIEHOBOH TPyl KAPOOKCH-
METWIBHOTO 3aMecTuTels B odmactu 3.19-3.39 M. 1.
(1H, C,H,\Hg, J 16.0 Tn) u 4.18-4.30 m. a. (1H,
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C,HaHg, J 16.0 I'n), ymmpeHHbIH CUTHAI €HONBbHON
TUAPOKCHIIBHON Tpynmsl ipu 12.77-12.96 m. 1. (1H,
C’0OH).

Bce momydeHHBIE CcOENMMHEHHS CO CIUPTOBBIM
pactBopom xsopunaa skenesa(lll) maroT nHTEeHCHBHOE
BUIIIHEBOE OKpaIluBaHUE. Pe3ynapTarbl CHEKTPOCKO-
muu SIMP 'H u nonoxurenbHas KauecTBEHHAs peak-
L1 CO CIIMPTOBBIM pacTBOpoM xisopuaa skemesa(lll)
CBUJICTEIBCTBYIOT O CYIIECTBOBAHUM MONYYCHHBIX
coenuHeHud 1-13 OperMylIECTBEHHO B E€HOJbHOM
hopme.

Takum 00pa3oM, B3aUMOJCHCTBHEM METHUIIOBOTO
a¢upa apoMIIMUPOBUHOTPATHON KUCIOTHI CO CMECHIO
apOMaTHYECKOTO ajbJCTHUA W TIMKOKOJIA B BOJHOM
JUOKCAHE TMONy4YeHbl  S-apui-4-apousi-3-ruapox-
cu-1-xapOOKCUMETHII-3-TUPPOIHH-2-0HBI, CO/IePIKa-
[IMe B TIOJOXKCHUH | TeTeponnKiia KapOOKCHMETHITb-
HBI 3aMECTUTENb.

OKCIIEPUMEHTAJIBHA S YACTb

UK criekTpsl 3aniicadbl Ha criekTpomeTpe Specord
M-80 B Tabnerkax KBr. Cnexrpsl SIMP 'H 3anuca-
Hbl Ha ipuOopax Bruker AM-400 ¢ pabouyeii uactoroit
400 MI'u B IMCO-d,;, BHyTpEeHHHH CTaHIapT — Te-
TpaMeTWICHiIaH. TeMmmeparypy IIaBIE€HHS OIpere-
nsun Ha pubope MeltingPointM-565. DnemeHTHbIiH
aHaim3 npoBezieH Ha nmpubdope Perkin Elmer 2400.

4-Ben3oua-3-ruapokcu-1-kapooxkcumMeTnna-
5-(4-meTnadenni)- 3-nupposnn-2-ou (1). K cmecu
0.01 moub MIKMKOKOJIA, PACTBOPEHHOTO B 5 MJT JUCTHII-
nupoBaHHOU Boabl, U 0.01 Monb 4-mMeTunOeH3ambIe-
ruga B 5 mu guokcana mpoOasistan 0.01 mons MeTH-
JIOBOTO 3(rpa OCH30MIITUPOBUHOTPATHON KHCIOTHI.
PeakmmonHyt0 cMech HarpeBalidi JO pPacTBOPCHUS
KOMIIOHECHTOB U BBIICPKUBAJIU MPU KOMHATHOW TEM-
neparype B TeueHue 1 cyT. BrimaBmuid mpu oxisiax-
JIEHUH OCANOK OT(HMIBTPOBBIBATN W TEPEKPHUCTAII-
NU30BBIBaNM U3 dTaHona. Beixon 0.92 r (26%), T.m.
225-227°C. UK cnektp, v, em: 3119 (OH), 1736
(COOH), 1685 (CON), 1612 (CO). Cnextp SIMP 'H,
o, M. 1.: 2.24 ¢ (3H, CH;), 4.30 n (1H, C.H Hp, J
16.0I'n), 3.36 n (1H, C,H Hp,J 16.0 I'm), 5.51 ¢ (1H,
CH), 7.12-7.74 m (9H, CH,,), 12.85 ¢ (1H, C*OH).
Haiineno, %: C 68.37; H 4.88; N 3.99. C,,H;7NO:s.
Brruucneno, %: C 68.12; H 4.62; N 3.70.

Coenunenus 2—13 momydany aHAJIOTHYHO.
4-bensona-3-ruapokcu-1-kapooKkcuMeTHII-
5-(4-3tundennn)-3-nuppoann-2-on  (2). Brxon
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0.35 1 (10%), T. 1. 199-202°C. UK cnektp, v, cM ™
3161 (OH), 1732 (COOH), 1680 (CON), 1618 (CO).
Cnexrp SIMP 'H, §, m. n.: 1.14 T (3H, CH,CH;, J
8.0 I'm), 2.55 k (2H, CH,CHs;, J 8.0 '), 4.28 n (1H,
C,HaHp,J16.0 '), 3.28 n (1H, C,H Hp, J 16.0 I'n),
5.46 ¢ (1H, C°H), 7.14-7.74 m (9H, CH,,), 12.90 ¢
(1H, C*OH). Haiineno, %: C 69.03; H 5.24; N 3.83.
C,HgNOs. Brruncneno, %: C 69.00; H 5.26; N 3.81.

4-BeH30UJI-3-TUAPOKCU-5-(4-U30IPOTUJI-
¢penuna)-1-kapooxkcumMeTHA-3-NUPPOJIUH-2-0H
(3). Bexom 0.65 1 (17%), 1. m1. 198-200°C. MK
chektp, v, cM': 3109 (OH), 1736 (COOH), 1676
(CON), 1620 (CO). Cnekrp AMP 'H, 8, m. m.: 1.21
1 [6H, (CH;3),CH, J 8.0 I't], 2.83 x [1H, (CH;),CH, J
8.0 '], 4.30 n (1H, C,H\Hg, J 16.0 T'm), 3.28 1 (1H,
C,H,Hg, CH,CO, J16.0 Tn), 5.49 ¢ (1H, C°H), 7.18—
7.74 m (9H, CH,,), 12.96 ¢ (1H, C*OH). Haiineno, %:
C 69.64; H 5.58; N 3.69. C,,H,;NOs. Boruncneno, %:
C 69.66; H5.57; N 3.71.

4-bBen3zouna-3-rugpokcu-1-kapookcumeTni-
5-(2-meTokcudenut)-3-nuppoinn-2-ox (4). Breixon
1.42 v (37%), T. 1. 164-166°C. UK crektp, v, cM ™
3150 (OH), 1732 (COOH), 1691 (CON), 1626 (CO).
Cnexrp AMP 'H, 3, m. n.: 3.73 ¢ (3H, CH;0), 4.23
o (1H, C,H Hg, J 16.0 T'n), 3.19 a1 (1H, C,H,\Hg, J
16.0 T'm), 5.86 ¢ (1H, C°H), 6.81-7.81 m (9H, CHy,,),
12.77 ¢ (1H, C3OH). Haiineno, %: C 65.38; H 4.67;
N 3.79. C,0H;NOg. Boruucneno, %: C 65.39; H 4.66;
N 3.81.

4-Ben3ouna-3-rugpokcu-1-kapookcumeTnI-
5-(3-meToxcudennit)-3-nuppoinH-2-oH (5). Brixon
0.57 r (15%), T. . 225-227°C. UK cnekrp, v, cM ™
3145 (OH), 1738 (COOH), 1692 (CON), 1626 (CO).
Cnextp AMP 'H, 8, m. 1.: 3.64 ¢ (3H, CH;0), 4.23
o (1H, C,H Hg, J 16.0 T'n), 3.34 o (1H, C,H,\Hg, J
16.0 '), 5.46 ¢ (1H, C°H), 6.77-7.67 m (9H, CH,,),
12.85 ¢ (1H, C3*OH). Haiineno, %: C 65.38; H 4.67;
N 3.79. C,yH7;NOg. Beruncneno, %: C 65.39; H 4.66;
N 3.81.

4-bBen3ouna-3-ruapokcu-1-kapookcumMeTni-
5-(4-rugpoxcu-3-3Tokcu(peHUI )-3-MUPPOTUH-2-0H
(6). Bexonm 0.95 1t (24%), 1. mn. 205-207°C. UK
chekrp, v, cM': 3144 (OH), 1739 (COOH), 1688
(CON), 1615 (CO). Cnekrp AMP 'H, 8, m. 1.: 1.20
T (5H, CH;CH,0, J 8.0 I'n), 3.90 k (SH, CH,;CH,O0,
J 8.0 T'm), 4.18 n (1H, C.H\Hy, J 16.0 T'm), 3.33
(1H, C,H,\Hg,J 16.0 T'), 5.34 ¢ (1H, C°H), 6.81-7.81
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M (8H, CH,,), 12.77 ¢ (1H, C30H). Haiizeno, %: C
65.38; H 4.67; N 3.79. CooH,,NO,. Berancieno, %: C
65.39; H 4.66; N 3.81.

4-bBenzoun-3-ruapokcu-l-kapéokcume-
TIHI-5-(4-propdhenun)-3-nuppoaun-2-o1 (7). Brl-
xon 0.37 r (11%), T. . 222-224°C. UK cmektp, v,
cm ! 3119 (OH), 1726 (COOH), 1695 (CON), 1626
(CO). Cniextp SIMP 'H, §, m. 1.: 4.25 n (1H, C,H,Hg,
J16.0I'n),3.36 1 (1H, C,H Hp,/16.0I'n), 5.48 ¢ (1H,
CH), 7.10-7.74 m (9H, CH,,), 12.90 ¢ (1H, C*OH).
Haiineno, %: C 64.23; H 3.97; N 3.94. C,oH4,FNO;.
Brruucneno, %: C 64.25; H 3.96; N 3.97.

3-T'uapokcu-1-kapooxkcumeTusa-5-(4-meTuni-
ennin)-4-(4-xa0poen3oun)-3-nuppoaun-2-o1  (8).
Brrxon 0.39 1 (78%), T. . 240-242°C. UK cnexrp, v,
cm ! 3154 (OH), 1732 (COOH), 1691 (CON), 1630
(CO). Crextp SIMP 'H, 3, m. n.: 2.51 ¢ (3H, CHj),
4.28 n(1H, C,H,Hp,J16.0 I'n), 3.33 n (1H, C . H Hp,
J16.0Tu), 5.46 ¢ (1H, C°H), 7.12-7.73 M (8H, CH,)),
12.85 ¢ (1H, C3OH). Haitneno, %: C 62.24; H 4.20; N
3.62. C,,H4CINOs. Beruucneno, %: C 62.26; H 4.18;
N 3.63.

3-I'mapoxkcu-1-kapooxkcumeTua-4-(4-x1o0poeH-
301.1)-5-(4-3TH1deHnT)-3-1MPpPOITUH-2-0H 9).
Berxon 2.10 (53%), T. . 198-200°C. UK cnextp, v,
em!: 3136 (OH), 1732 (COOH), 1695 (CON), 1626
(CO). Cnexrp SIMP 'H, §, m. 1.: 1.14 T (3H, CH,CH;,
J 8.0 I'm), 2.53 x (2H, CH,CHj;,J 8.0 '), 4.28 1 (1H,
C,HsHp,J16.0T), 3.31 n (1H, C H\Hg, J 16.0 I'ry),
5.47 ¢ (1H, C°H), 7.15-7.74 m (8H, CH,,), 12.90 ¢
(1H, C30H). Haiineno, %: C 63.08; H 4.54; N 3.50.
C,,H5CINOs. Bpruncneno, %: C 63.07; H 4.57; N
3.48.

3-I'mapokcu-1-kapookcumerni-5-(4-u3onpo-
nujipeHun)-4-(4-xao0poeH30mn1)-3-nMppoInH-2-0H
(10). Berxom 2.25 r (54%), 1. . 203-205°C. UK
crektp, v, cM ': 3125 (OH), 1730 (COOH), 1697
(CON), 1630 (CO). Cnekrp AMP 'H, §, m. a.: 1.23
1 [6H, (CH,),CH, J 8.0 T'u], 2.85 x [1H, (CH;),CH, J
8.0Tu],4.29 n (1H, C,H Hp, J 16.0 'm), 3.32 1 (1H,
C,H,Hg, CH,CO, J 16.0 T'n), 5.48 ¢ (1H, C°H), 7.19—
7.74 M (8H, CH,,), 12.92 ¢ (1H, C30H). Haiineno, %:
C 63.64; H 4.90; N 3.25. C,,H,,CINOs. Brruncneno,
%: C 63.85; H4.87; N 3.38.

3-I'mapokcu-1-kapooxcumerna-4-(4-xaopoeH-
301.1)-5-(3-MeTokcudenn)-3-nuppoauH-2-ou (11).
Borxon 0.54 1 (13%), T. . 210-212°C. UK cnexrp, v,

cm': 3156 (OH), 1732 (COOH), 1698 (CON), 1624
(CO). Cnekrp AMP 'H, 8, m. 1.: 3.66 ¢ (3H, CH;0),
430 n (1H, C,H\Hp,J 16.0 I'n), 3.36 n (1H, C,;H,Hp,
J16.0Tn), 5.41 ¢ (1H, C°H), 6.77-7.68 m (8H, CH,,),
12.85 ¢ (1H, C*0OH). Haiineno, %: C59.78; H4.01; N
3.49. CyoH,(CINOg. Brrancneno, %: C59.75; H 4.02;
N 3.51.

3-T'uapokcu-5-(4-rugpokcu-3-meTokcudge-
HUI)-1-kapOokcuMeTna-4-(4-XJI10pOEH30UI)-
3-nuppomaun-2-ou (12). Bexox 0.55 r (13%), T. .
113-115°C. UK cnektp, v, cM': 3187 (OH), 1730
(COOH), 1688 (CON), 1623 (CO). Cnekrp IMP 'H,
5, M. 1.: 3.66 ¢ (3H, CH;0), 4.30 n (1H, C.H\Hg, J
16.0 I'n), 3.36 n (1H, C,H Hp,J 16.0 '), 5.51 ¢ (1H,
CH), 7.12-7.74 m (7H, CH,,), 12.85 ¢ (1H, C*OH).
Haiineno, %: C 68.37; H 4.88; N 3.99. C,oH;NOs.
Brrancaeno, %: C 68.12; H 4.62; N 3.70.

3-I'unpoxcu-1-kapéoxkcumeTna-5-(4-propde-
HJ1)-4-(4-x10p0en3omi)-3-nuppoann-2-on  (13).
Beixon 2.50 r (64%), T. . 133-135°C. UK cnexrp,
v, cM': 3175 (OH), 1726 (COOH), 1697 (CON),
1647 (CO). Cnextp SIMP 'H, &, m. n.: 4.26 1 (1H,
C,HaHg,J16.0 '), 3.39 n (1H, C,H,\Hg, J 16.0 T'my),
5.49 ¢ (1H, C°H), 7.10-7.71 m (8H, CHy,,), 12.90 ¢
(1H, C30OH). Haiineno, %: C 58.39; H 3.36; N 3.59.
C,9H3CIFNOs. Beruncneno, %: C 58.54; H 3.39; N
3.57.
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The reaction of methyl aroylpyruvate with a mixture of aromatic aldehyde and glycocol in a dioxane—water
mixture (1:1) leads to the formation of a new series of 5-aryl-4-aroyl-3-hydroxy-1-carboxymethyl-3-pyrroline-
2-ones. Structure of the obtained compounds was determined by IR and "H NMR spectroscopy methods.

Keywords: 5-aryl-4-aroyl-3-hydroxy- 1-carboxymethyl-3-pyrrolin-2-ones, glycocol, tetrahydropyrrole-2,3-di-

ones, three-component reactions
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