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XJIOpoOpMe B MPUCYTCTBUH TPUPTOPYKCYCHON KUCIOTHI CHHTE3UPOBAaHbI HOBBIE 3aMELICHHbIE TETParuapo-
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[uknudeckre MOUEBUHBI MPUBJIEKAIOT MPUCTAIIb-
HO€ BHHUMAaHHE XHMHUKOB-CHHTETHKOB IOCKOJIBKY
MPEJACTaBUTEIN ATOTO Kjlacca TeTEPOLMKIMYECKUX
COCAMHEHHH MPOSBIIIOT Pa3HOOOPa3HYI0 OHOJIOTHYe-
CKYIO aKTHBHOCTS [ 1]. OcoObIii mHTEPEC B MOCIICTHIE
rO/ibl BBI3BIBAIOT NMPOU3BOAHBIE IMKINYECKOH Moue-
BHHBI — TETparuiponupuMuant-2(1H)-oHbl, KOTOpbIE
U3BECTHBI CBOCH (hapMaKOJIOrHYCCKOW aKTHBHOCTHIO.
TerparuaponupuMHUINHOHBI MPEUMYILECTBEHHO
OKa3bIBAIOT HMHTUOUpYIOIIee NeHCTBHE Ha pa3ind-
HbIe (epMeHThI, Takue kak BUY-niporeasa [2, 3], nu-
ruapooporaza [4], Tomoumszomepaza 1 [5], TNF-a-
npeBpaniarinui pepmeHT [6].

B nuteparype npeuioskeHsl ABa MOAX04a K CHHTE-
3y TETParuApONMPUMHINHOHOB HUCXOAS U3 CTPYKTY-
pBl HcXOAHBIX coeauHeHuid. [lepBriii Oazupyercs Ha
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(hYHKITMOHAIM3AITIHN TOTOBBIX ITUKIMYCCKUX TIPEIIIe-
ctBeHHHKOB [7—10]. HeoOxomuMocTs npeaBapuTes-
HOTO CHHTE3a MCXOQHON IHKJIMYECKON MOYEBUHBI
YBEITUYHMBACT KOJWIECTBO CTAmui, YTO HEM3O0EKHO
MIPUBOAUT K CHUKEHHUIO OOIIETO BBHIXO/A IENIEBIX CO-
eanHeHul. BTopoil monxoj, HalpoOTUB, OCHOBBIBAETCA
Ha 3aMbIKaHUM AalUKINYECKUX IPEIIICCTBEHHUKOB.
[Ipu 3TOM HMKIU3ANUU TOABEPraloTCs MPOU3BOIHEIC
1,3-muamuaonponana [11, 12], mubo ¢yHKkunoHaNN-
3upoBaHHble MoueBHUHBI [13—15]. K npeumymectBam
ATOTO TOAXOJAa MOXKHO OTHECTH OTCYTCTBHE TPYHO-
€MKOTO CHHTE3a HCXOJHBIX ITUKIMYECKUX COEIHHE-
Hui. CremxyeT OTMETUTh, YTO YIOMSHYTHIM METOAaM
MIPUCYIT OOITUH HEAOCTATOK — ATO CIOKHOCTH BBEJIE-
HUA 3aMECTUTENIECH B TETparuapOnupUMUINHOHOBBII
¢parment. C y4eToM 3TOTO HEYIUBUTEIBHO, YTO TIOU-
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R1 = 3-MCC6H4 (a), 3-C1C6H4 (6), 4-MCC6H4SOZ (B),
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CKY HOBBIX nyTeﬁ CHUHTC3a NPOU3BOAHBIX TECTPATrUAPO-
NMUPpUMHUJUHOHA YACIISACTCA OOIbIIIOEC BHUMAHUE.

Panee Hamu OB ITpeIII0KEH METO cHHTE3a 1,6-11-
3aMEeUIeHHBIX  TeTparuaponupumMuant-2(1H)-oHoB
Ha OCHOBE KHCIJIOTHO-KAaTaJIM3UPyEeMOIl peakiiuu pas-
JUYHBIX (PEHONOB C MPOU3BOAHBIMHU 1-(3,3-1U3TOKCH-
npomui)MoueBUHEI [16]. Ins ycTaHOBIIGHUS TpaHUIL
MIPUMEHMMOCTH TPEASIaraéMoro MoAXo/Aa MpeacTaB-
JSUIOCh Ba)KHBIM BBIABUTH BIMSHHME MPHUPOJBI 3aMe-
CTHUTEJIl y aToMa a30Ta M XapakTep Hykiaeoduna Ha
CUHTETUYECKHUH pe3ybTaT peakiuu.

C 9T0i1 11eN1BI0 TI0 M3BECTHOM MeToauke [17] B3an-
MozelicTBreM 3,3-nuIToKcunponan-1-amuaa 1 ¢ dpop-
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MaJIbJICTHIOM U TUAPOCYIB(UTOM HATPHUS B BOJE OBLI
nonydeH [(3,3-AUATOKCUTIPOTIVLIT)aMHHO |METaHCYITb-
(oHaT HaTpHUs 2, peaKus KOTOPOTO C N30I[HaHATAMHU
(M-TONMHMITU30ITHAHATOM, M-XJIOP(hEHUITN30IHAHATOM,
N-TONWJICYTb()OHUIM30IMAHATOM) [TO3BOJIHIIA CHHTE-
3upoBath  [1-(3,3-aAu3TOKCUNIPOIINII)ypEnIo |MeTaH-
cynbdoHnarsl HaTpus 3a—B (cxema 1).

B3aumonelicTBue CUHTE3UPOBAHHBIX MOYEBHH 3 C
¢denonamu (6enzo[d][1,3]anokcon-5-omom, 4-xmop-
pe3opIHOM, 2,4-TUTHAPOKCHOCH30MHON KHCIIOTON)
OCYIIECTBIISUITM TPU SKBHUMOJBHOM COOTHOIIEHUH
peareHTOB B XJOpodopMe B NPHUCYTCTBUH TPUPTO-
PYKCYCHOM KHCIJIOTBI IIPA KOMHATHOW TeMIEparype.
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B pesynbrare 3T0# peakiuu ObLTH MOyYEHBI HOBBIE
MIPOM3BOMIHEIE TeTparuaponupumuanH-2(1H)-oHa 4a,
0, 5B, 6a (cxema 2). ['eTeporuknyeckuii aHaaor ¢e-
HOJIa — 4-THAPOKCH-6-MeTWI-2 H-IpaH-2-0H, CTPyK-
TYpPHBIH ()parMeHT KOTOPOTO SBJISIETCA COCTAaBHOM Ya-
CThIO aHTHOMOTHKA MUKCOMUpOoHUHa [ 18—20], — Takke
pearupyer ¢ anetansmMu 3a, B ¢ 00pa3oBaHHEM paHee
HEU3BECTHEBIX COCAUHCHMI 7a, B.

Takum 06pa3om, KHCIOTHO-KaTalIu3upyeMas peak-
s [1-(3,3-auaToKcunponui)ypeno |MeTanCcyb(o-
HATOB HATPHS C apOMATHYECKUMH M T€TePOLMKIHYE-
CKHM HYKJICO(QHIAMH TIO3BOJISET B MATKUX yCIOBHIX
MOJTy4JaTh HOBBIC 3aMEIIEHHBIE MTPOU3BOJHBIEC TETpa-
ruaponupumunuH-2(1H)-oHa. [IpeumyiecTBoM naH-
HOTO METOJ/Ia SIBIISIIOTCSI MSTKHE YCJIOBHSI PEaKIny,
HCTIOJIb30BaHNE KOMMEPUYECKH JOCTYITHBIX PEarcHTOB
U Karajau3aropa.

OKCIIEPUMEHTAJIBHA A YACTD

Crnektpsl IMP 'H 3amucadbl Ha CIEKTpOMETpE
Bruker MSL 400 (400 MTI'11) oTHOCHTEIHHO CUTHAIIOB
OCTaTOYHBIX TPOTOHOB JEUTEPHPOBAHHOTO PACTBOPH-
tenst. UK criexTpbl 3apernucTpupoBaHbl Ha CIIEKTPOME-
tpe Bruker Tensor 27 B Tabnetkax KBr. DieMeHTHBII
aHanu3 BeIMoiHeH Ha mpubope Carlo Erba EA 1108.
TeMrepaTypsl IIIaBICHUS OMPEAEIEHB B CTEKIITHHBIX
Kanmwuisipax Ha npudope Stuart SMP 10.

OO0masi MeToaUKa MOJy4YeHHs aneTajieil 3a-B.
K ecmecu 1.2 mnt 37%-noro pacTBopa ¢opmambaeruaa
nobasmsm 1.3 r (1.24 Mmonb) rugpocynspuTa Ha-
Tpust 1 20 Ma BoAbl. PeaklIMOHHYIO CMECh KUTATUIU
7 4, 3atem nobasmsum 1.8 M (1.24 mmonb) 3,3-1u-
ATOKCUTIpONaH-1-aMrHa 1 ¥ TOTIOTHUTEEHO KUTISTHITH
20 4, mociie 4ero pacTBOPUTENb yAAISIIA IPU MOHU-
>KEHHOM JaBjieHuu. [lonmyueHHbIi aMUH 2 BBOAWIN B
peakmuio ¢ 1.24 MMonp m3onuanara B 20 M1 XJI0po-
dhopma. PeakminoHHy0 CMeCh IIEPEMETIIUBAITN IIPH KOM-
HaTHOU TeMIieparype 48 4, mocie 4ero pacTBOPUTEINb
yIQSUTA TIpU TIOHDKEHHOM JaBiieHud. [lomydeHnbie
MoueBuHB! 3 npombiBasiin 40 M stunanerara. [Ipo-
JIYKTBI PEaKIIMU MPEACTABIISLIH CO00M Oelbie TOPOIIIKH.

[1-(3,3-AudToKcUnponui)-3-(m-Toaun)ypeuao]-
MeTaHcyab(poHat HaTpus (3a). Berxon 0.42 1 (86%),
T. 1. >250°C. UK crektp v, cm': 1188, 1638, 2935,
2975, 3475. Cnekrp IMP 'H (JIMCO-d), §, M. n.:
1.06-1.14 m (6H, CH;), 1.19-1.27 m (2H, CH,), 2.25 ¢
(3H, CH,), 3.24-3.32 m (2H, CH,), 3.39-3.48 m (2H,

CH,), 3.49-3.58 m (2H, CH,), 4.10 c (2H, CH,), 4.43—
4.58 m (1H, CH), 7.03-7.17 m (4H, ArH). Haiineno,
%: C 48.73; H 6.59; N 6.89; S 8.25. C;sH,5N,NaO,S.
Beruucneno, %: C 48.47; H 6.36; N 7.07; S, 8.09.
[3-(3-Xaopdenni)-1-(3,3-1MITOKCUTIP O U )-
MouYeBHHO|MeTaHcyIboHaT HaTpusi (30). Brxon
0.39 1 (75%), T. 1. >250°C. MK cnekrp v, em': 1179,
1640, 2933, 2977. Cnekrp SIMP 'H (IMCO-d,), 3,
M. 1.: 1.07-1.16 m (6H, CH,), 1.21-1.29 m (2H, CH,),
3.33-3.39 M (2H, CH,), 3.40-3.48 m (2H, CH,), 3.50—
3.59 M (2H, CH,), 4.11 ¢ (2H, CH,), 4.48-4.59 m (1H,
CH), 7.18-7.39 m (4H, ArH). Haiineno, %: C 43.47; H
5.49; C18.77; N 6.59; S 7.87. C,5H,,CIN,NaOS. BrI-
ypciieno, %: C 43.22; H5.32; C18.50; N 6.72; S 7.69.

[1-(3,3-Au3TOKCUNIPONUI)-3-TO3UTYPEUI0]-
MeTaHcyab¢oHaT HaTpud (3B). Brixon 0.47 r (83%),
T. 1. 158-160°C. UK cnektp v, cM': 1188, 1645,
2935, 2975, 3379. Cnekrp SIMP 'H (JIMCO-dy), 3,
M. 1.: 1.13-1.22 m (6H, CHj3), 1.83-2.05 m (2H, CH,),
2.42 ¢ (3H, CH,), 3.47-3.67 m (4H, CH,), 3.70-3.78
M (2H, CH,), 4.39 ¢ (2H, CH,), 4.34-4.45 m (1H,
CH), 7.38 0 (2H, ArH, 3Jyy 7.9 '), 7.72 1 (2H, ArH,
3Jun 8.0 T'). Haiineno, %: C 41.95; H5.67; N 5.90; S
13.78. C,cH,5N,NaOgS,. Beruncneno, %: C 41.73; H
5.47; N 6.08; S 13.93.

OO0mass MeToqMKa CHHTe3a TeTparugponupH-
MUIMHOHOB 4a, 0, 5B, 6a, 7a, B. K cmecu 1.3 Mmmoib
ageransts 3 B 20 ma  xmopodopma mobaBisin
1.3 Mmmone Hykneopmia U 2 Ma TpUPTOPYKCYCHOU
KHUCIIOTBL. PeakliMoHHYyI0 cMech nepemeruBanu 24 4
P KOMHATHOM TeMIleparype, pacTBOPUTENb ylas-
JIY TIPY IOHMKEHHOM JAaBlieHud. OCTaTOK MPOMBIBATIU
10 M1 arieToHa, MOyYEeHHBINH OCIBIA MOPOIIOK BBICY-
LIMBAJIH MPU NOHMKEHHOM JIABJICHUU.

[4-(6-T'unpoxcudenzo|d][1,3]nuokcoa-5-umn)-
2-0KCO0-3-(M-TOJUJI)TEeTPATUIPONUPUMUANH-
1(2H)-nia]merancyabdonar Harpus (4a). Brexon
0.38 T (67%), T. 1. >250°C. UK cnektp v, cM
1153, 1630, 2929, 3014, 3436. Cnextp AMP 'H (JIM-
CO-dy), 8, m. 1.: 2.22 ¢ (3H, CHj;), 2.29-2.35 m (2H,
CH,), 3.46-3.55 m (2H, CH,), 3.90 1 (1H, CH,, 2J;yy4
13.6 '), 4.49 n (1H, CH,, 2Jy; 13.5 '), 5.15-5.23 m
(1H, CH), 5.85-5.90 m (2H, CH,), 6.38 c (1H, ArH),
6.92 c (1H, ArH), 7.00-7.14 m (4H, ArH), 8.31 ¢ (1H,
OH). Haiimeno, %: C 51.68; H 4.47; N 6.41; S 7.09.
CyoH9N,NaO;S. Beruucneno, %: C 51.58; H4.33; N
6.33; S 7.25.
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[3-(3-Xnopdpennn)-4-(6-ruapoxkcudenso|d]-
[1,3]auokcoa-5-u1)-2-0KCOTETPArNAPONUPUMH-
auH-1(2H)-un|merancyasponar Harpusi (40).
Beixon 0.24 1 (40%), 1. 1. 247-249°C. UK cnektp
v, em ! 1177, 1629, 2895, 3079, 3422. Cnekrp SIMP
"H (IMCO-d;), 8, m. n.: 1.84-1.95 m (1H, CH,),
2.26-2.39 m (1H, CH,), 3.80-3.88 m (2H, CH,), 3.95
1 (1H, CH,, 2Jig 13.3 Tn), 4.51 1 (1H, CH,, *Juy
13.4 T'm), 5.22-5.27 m (1H, CH), 5.84-5.89 m (2H,
CH,), 6.39 ¢ (1H, ArH), 6.86 c (1H, ArH), 7.10-7.16
M (3H, ArH), 7.27-7.30 m (1H, ArH), 9.52 ¢ (1H, OH).
Haiineno, %: C 46.87; H3.70; C1 7.78; N 5.95; S 6.99.
C,3H6CIN,NaO,S. Beruucneno, %: C 46.71; H 3.48;
C17.66; N 6.05; S 6.93.

[4-(5-Xa0p-2,4-nuruapokcudeHna)-2-o0Kco-
3-to3uarerparuaponupumuaud-1(2H)-nia|meran-
cyiabdonar Hatpus (5B). Brixon 0.26 T (39%), T. .
165-166°C. UK cmektp v, cM': 1179, 1668, 2886,
3090, 3396. Cnexrp AMP 'H (AMCO-dy), 6, M. n.:
1.89-1.99 m (2H, CH,), 2.08 ¢ (3H, CH,), 3.54-3.60 m
(1H, CH,), 3.64-3.70 m (1H, CH,), 3.81 o (1H, CH,,
2Jyy 13.5 T), 4.15 0 (1H, CH,, 2Jyy 13.5 T'm), 5.90—
5.96 m (1H, CH), 6.80 ¢ (1H, ArH), 7.34 n (2H, ArH,
3Jun 8.1 Tw), 7.39 ¢ (1H, ArH), 7.84 0 (2H, ArH, 3Jyyy
8.2 I'm). Haiineno, %: C 42.34; H 3.47; Cl1 7.07; N
5.59; S, 12.72. C3HsCIN,NaOgS,. Brraucneno, %:
C42.15; H3.54; C16.91; N 5.46; S 12.50.

[4-(3-KapOokcu-2,6-nurnapoxcudeHunna)-2-
0KCcO-3-(m-Tonmn)rerparuaponupumuaun-1(2H)-
wi|merancyiabdonar Harpus (6a). Beixon 0.32 r
(53%), T. 1. 140-141°C. UK cnektp v, cM': 1206,
1684, 2954, 3432. Cnextp SIMP 'H (JIMCO-dy),
o, M. 1. 2.16 ¢ (3H, CH,), 2.30-2.33 M (2H, CH,),
3.62-3.68 m (2H, CH,), 3.79 n (1H, CH,, *Juy
13.4Tu), 4.55 n (1H, CH,, 2Jyy; 13.4 ), 5.41-5.47 m
(1H, CH), 6.81 1 (1H, ArH, *J 8.7 T'm), 7.03-7.12 m
(4H, ArH), 7.44 1 (1H, ArH, *Jy 8.7 T'm). Haiineno,
%: C49.56; H4.37; N 6.19; S 7.16. C,oH¢N,NaOgS.
Brruncneno, %: C 49.78; H4.18; N 6.11; S 6.99.

[4-(4-I'mapoxcu-6-MmeTni-2-okco-2 H-nupan-3-
UJ1)-2-0KC€0-3-(M-TOJINJI)TETPATUAPONNUPUMUTUH-
1(2H)-nn]merancyabdonar Harpusa (7a). Beixon
0.26 r (47%), T. . 146-148°C. UK cnektp v, cM '
1164, 1682, 2658, 3038, 3434. Cuexrp AMP 'H (JIM-
CO-dy), 8, m. 0.: 2.05 ¢ (3H, CHj3), 2.21 ¢ (3H, CH;),
2.08-2.12 m (1H, CH,), 2.25-2.29 m (1H, CH,), 3.43—
3.53m(1H, CH,), 4.08-4.15 m (2H, CH,), 3.50 n (1H,
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CH,, %Jyy 13.3 T'm), 5.06-5.12 M (1H, CH), 5.89 ¢
(1H, CH), 6.86-6.99 m (2H, ArH), 7.02 ¢ (1H, ArH),
7.05-7.11 m (1H, ArH). Haiineno, %: C 50.40; H 4.58;
N 6.67; S 7.37. C;gH;oN,NaO,S. Beruncneno, %: C
50.23; H4.45; N 6.51; S 7.45.

[4-(4-Tmppokcu-6-meTHI-2-0KCc0-2H-nupan-
3-1J1)-2-0KCc0-3-TO3HJATETPATHAPONMPUMHAANH-
1(2H)-un]merancyiabdonar Harpus (7B). Brexon
0.49 r (76%), T. 1. 70-72°C. UK cnektp v, cM
1175, 1682, 2533, 2678, 3088, 3436. Cnextp AMP 'H
(AMCO-dy), 8, m. 1.: 2.12 ¢ (3H, CHy), 2.36-2.40 m
(2H, CH,), 2.38 ¢ (3H, CHs;), 3.67-3.76 m (2H, CH,),
3.82 1 (1H, CH,, 2Jyyyy 13.4T), 4.15 1 (1H, CH,, 2Jyy
13.3 T'm), 5.90-5.96 m (1H, CH), 5.98 ¢ (1H, CH),
7.44 1 (2H, ArH, 3Jyy; 8.3 Tn), 7.85 1 (2H, ArH, 3Jyy
8.2 I'm). Haiimeno, %: C 43.82; H 4.12; N 5.69; S
12.88. C1gHyN,NaO,S,. Beruucneno, %: C 43.72; H
3.87; N 5.67;S12.97.
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CMOJIOBOYKHH wu np.

KOH®JIMKT UHTEPECOB

A.P. bypuiioB SBISETCS YJIEHOM PEIKOJUIETUU

XKypuana o6mieii xumuu. OcTaabHbIC aBTOPHI 3asIBIIs-
FOT 00 OTCYTCTBHH KOH()IMKTa HHTEPECOB.
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A series of new substituted tetrahydropyrimidines was obtained by the reaction of sodium [1-(3,3-diethoxypropyl)-
ureido]methansulfonates with various C-nucleophiles (4-chlororesorcinol, sesamol, 2,4-dihydroxybenzoic acid,
4-hydroxy-6-methyl-2H-pyran-2-one) in chloroform in the presence of trifluoroacetic acid.

Keywords: acetals, tetrahydropyrimidin-2(1H)-one, 1-(3,3-diethoxypropyl)urea, C-nucleophiles
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