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B3savmopericTBnemM 3aMeLLeHHbIX aLeTOyKCYyCHOro 1 MarioHOBOro acupoB € aueT-, 6eHs-, de-
HUnaueTaMuamMHamMu, a Takke C TMIOMOYEBMHOW CUHTE3NPOBaHbl 3aMELLEHHbIE NMUPUMUANHUN-5-an-
KaHkapboHoBble kncnoTbl. KoHgeHcauuen 2-(4-rugpokcu-2,6-aMmeTunnmpuMmanH-5-un)nponaHosom
KucnoTbl ¢ 4-6pombGeH3anbaernaoM nornyveHo cooTBeTcTBylowee 6-(4-6pomdeHun)BUHUNNPon3-
BoAHoe. CMHTE3MpOoBaHbI Takke 3aMeLleHHble 5-(2-(nponuncynedannn)atunnpuMmnavi, 1,3-éucnu-
PUMNANHOEH30 M MUPUMUANHBI CO CMIMPOLIMKIMYECKUM 3aMeCTUTENEM B NMOMOXEHUN 2 MUpUMUAN-

HOBOIO KorsbLa.

Bubn. ccbinok 15.

C Tex mop Kak OBIAM BBISIBAEHBI (PapMaKOAOTHMUYECKUE CBONCTBA IIPOU3-
BOAHBIX IHUPUMHUAUHOB (IIPOTHBOOIIYXOAEBEIE, IIPOTUBOBUPYCHBIE, aHTHOAK-
TepuaAbHbIe, aHTUIIAapa3uTapHble, CEAQTUBHEBIE U AD.), AQHHBIM KAACC reTepo-
IIUKAOB PacCMaTPUBAETCS KaK OAWH M3 Ba’KHENHIMX B IOMCKe IIpelapaToB
IIHUPOKOTO OUOMEAUITMHCKOTrO IIpuMeHeHud [1,2].

CuHTe3MpOBaHBI M M3yYeHBl MHOTOUUCAEHHBIE 3aMellleHHble TUPUMUAU-
HBI, 4acTO OOBbepAuHsSeMble B PIABl (CKa@@doapbl) HAa OCHOBe CXOACTBa B
KOHCTPYKIIUN COeAMHEeHUN U OMOAOTHMYECKOM aKTUBHOCTH, HalpuMep, 2-Mep-
KaNTOMUPUMHUAUHEl (QHTUTUPEOUAHBIE CBOMCTBA), 2,4-ANaMHUHONMPUMUAUHBI
(XMUMHUOTEpAaNleBTUYEeCKUE CBOMCTBA), 5-TAAOT€HYpPAlUABl U INUPUMUAUH-HYK-
A€O03UABI (IPOTUBOOIYXOAEBBIE U IPOTUBOBUPYCHBIE CBOMCTBA) U ApP. [3].

YUuTBEIBasg BBICOKYIO OMOAOTMUECKYIO aKTHBHOCTH MUPHUMUAWHOB U IIOT-
pebHOCTU MEAUITMHCKOM XMMHU B HOBBIX @KTHUBHBIX M CEAEKTHBHBIX IIpella-
paTtax Ha WX OCHOBe, B IIPOAOAKEHME MCCAEAOBAHUM IO CHHTE3y IIOAU3aMe-
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IIeHHBIX ITUPUMUAWHOB [4-0] HaMU CHUHTe3WMpPOBAHEI HOBBIE 2,4,56-TeTpasa-
MeIlleHHbIe TUPUMUAMHLBL. CHUHTE3UPOBaHHBIE IPEACTaBUTEAW HOBBIX ITHUPHU-
MHUAMHOBBIX CKa@OAAOB BKAIOUAIOT 3aMellleHHBIM 1,3-60ucnupuMuaAnHOeH-
30A, MUPUMUAVHBL CO CHUPOIMKAMYECKUM 3aMECTUTEAEM B IIOAOKEHUU 2
NUPUMUAVNHOBOTO KOABIIQ, TUPUMUAVH C THO3(UPHOU TPYHION B IIOAOJKE-
HUU 5 KOABIQ, 3aMelleHHYIO (OMPUMHUAUH-5-UA)PYypaH-2-KapOOHOBYIO KUC-
AOTY, @ Takyke 3aMellleHHble TUPUMUANH-5-aAKaHKapOOHOBBIE KMCAOTHL I UX
HEKOTOphle NPOM3BOAHBIE. OTMETHM, UYTO PsIp CUHTE3WPOBAHHLIX COEAUHE-
HUM MOJXHO paccMaTpuBaTh KaK IIPOCTeHIINe allmKAndecKue aHanroru C-
HYKAEO3UAOB, B KOTOPBIX 3aMeCTHUTEAU B IMOAOKEHHU 5 NUPHUMUAUHOBOIO
KOABIIAa YaCTUYHO UMUTHUPYIOT OCTATOK YIAEBOAQ, IO @aHAAOTMM C paHee OIU-
CaHHBIMU O-(2-CyAb(AHUAITUA) NUPUMUAUHAMU [7].
CuHTe3Hl 5-3aMellleHHBIX TUPUMHUANHOB OCYIIEeCTBAEHHBI IO cxeMaM 1-3.
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R = CH(CH3)COOCHs, R' = CHj (a), R = CH((CH2)4CH3)COOC,Hs, R* = CHj (6),
R = (CH,)3CO0C;Hs, R = OC,H5 (8), R = CH(CH3)COOCoHs, , R = OC,Hs (1),

R = CH(C4H,0)COOCH3, R' = OC,Hs (a), R = CH,CH,S(CH,),CHg, R = CHs (e),
R = CH(2,4-(CH3)»-CgH3), R* = CHg (%), R = R'= CHs (3) (1)

R% = CHj (a), SH (6), Ph (8), CH2Ph (1) (2).

82



LInkam3anyed MaAOHOBBIX U alleTOYKCYCHBIX 3(DUPOB la-e ¢ aMUAWHAMHA
¥ THOMOUYEBHHOM 2a-T B aOCOAIOTHOM 3TAaHOAE B IIPUCYTCTBUM 3THAATA HAT-
PHS HOAYUYEHBI COOTBETCTBYIONINE NUPUMUAMHEL 3-8. [1pu moAyueHUUu coepu-
HeHUH 7, 8 alleTOyKCYCHBIM M MAAOHOBBHINM 3(pUPHI IIOCAE aAKMAMPOBAHUS 1-
(2-XAOPATUACYAB(AHUA)IPOIIAHOM U 3TUAOBBIM 3(DUPOM S-XAOPMETUADYPaH-
2-KapOOHOBOM KUCAOTEI Oe3 BEIAEAEHUS BBEAEHBI BO B3aUMOAEUCTBUE C aMU-
AUHaMU. [IponuACYyAB(DAHUATIUPUMHUANH 4 TIOAYYAETCs B Pe3YABTATE aAKUAU-
POBaHUSA NPOMEXYTOYHO OOpAa3yrollerocs 2-THONMMPUMUAMHA 1-OpoMIpoIa-
HOM B BOAHOM 3TaHOAe B npucyrctBuu NaOH.

CTUPHUATIPOM3BOAHOE 9 MOAYUYEeHO KOHAEHCAIMeN KHUCAOTH 3 ¢ 4-Opom-
OeH3anbpperupoM B npucyrcrsuu ZnCly. B3amMopelcTBHEM AUTHUAPOXAOPHUAA
1,3-6ucammpunobenzora 10 ¢ (2,4-AMMeTHUAOEH3HUA)alleTOYKCYCHBIM 3(UpOM
1’x B IPUCYTCTBUM 3THUAAQTAa HATpUA B aOCOAIOTHOM 3TAHOAE CHHTE3WPOBAH
OucnupuUMHUAMHOEH30A 11 o cxeme 2.

Cxema 2

NH NH o o
H,N NH,, + 1K | NH HN |
C,Hs0ONa/ C,HsOH N@N
11

»2HCI

10
ITocaepoBaTEABHLIMU TTPEBPAIEeHUSIMU CIIUPOITUKANIYECKOTO HUTPUAA 12
B aMUHO3(HUP U aMUAMH Oe3 BBIAEAEHHUT U IIOCAEAVIOUIeM KOHAeHcalueu C
3aMellleHHBIMU alleTOYKCYCHBIMU 3dupamMu 1k 1 13 HaMM ¢ HU3KHUMHU BBIXO-
AAMU INOAYUYEHBl MUPUMUAUHBL 132,60 ¢ OOBEMUCTEIM CHUPOIUKAUYECKUAM 3a-
MEeCTUTEAEM B IMOAOKEHUHU 2 KOABIIA IO cxeme 3.

Cxema 3

'\ll 1) C,HsOH / HCI
2) C,HsOH / NHg N
3) 1)K,3, C2H50H / C2H50Na

12 13,6

R = CH,(2',4'-Me;,-C¢H3) (a), CH3 (6) (13)

CoeprHEHMI C aCMMMETPUYECKMM aTOMOM YTAepOAa TOAYYEHBI B BUAE
palleMuuecKkmux cmeced M30MepoB. UMCTOTa CUHTE3UPOBAHHBIX COEAMHEHUM
onpeaereHa ¢ nomoipio TCX, cTpoeHMe — AQHHBIMU DA€MEHTHOI'O aHaAu3a
u IMP 'H crmekrpockonueri.
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JKCIepUMEHTAIbHAA YaCTh

UK-crekTpsl cHITHI Ha mpubope “Nicolet Avatar 330" B Ba3zeAMHOBOM
Macae, crektpel IMP 'H — ma mpmuGope "Varian Mercury-300" ¢ paGoueit
gactoror 300 MIy B pactBope AMCO-dg/CCly:1/3, BHYyTPEeHHUHM CTaHAAPT
— TMC. TCX npoBepeHa Ha mAaacTuHax Mapku “Silufol UV-254" B cucteme
3TaHOA — xaopodopMm (1:10), mpogBUTEeAb — TApbl UOAQ.

O6mast MeToauka nmoaydenusi nupumuaunos (3-6). K pacreopy 0.02 mons (B
cAydae alneTtoykcycHoro agupa) mau 0.03 mozrs (B cAydae MaAOHOBOTO 3(HU-
pa) HaTpus cooTBeTCTBeHHO B 30 a1 UAM 45 mn aOCOAIOTHOTO 3TAHOAA IIPU-
6asastoT 0.01 mons amupvHa uAu TuomoueBuHBI, 3aTeM 0.01 mons 3amenieH-
HOTO alleTOYKCYCHOT'O MAW MaAOHOBOTO 3(HUPOB, KUISATIAT C OOPATHBIM XOAO-
AUABHUKOM 8 y U ymapuBaloT pocyxa. [Ipu moaydeHum coepmHeHud 3, 6 K
ocratky npubasagioT 50 mz Boawl, 0.4 2 (0.01 mona) NaOH, kungarar 2 vy,
pacTtBop MUALTPYIOT U nopKucAgIioT HCI po pH 5. B caydae S-mponuanpouns-
BOAHOTO 4 ITIOCAe 3aBepIIeHUs KUMISTUYEHUSI K PEaKIIMOHHON CMeCH AOOGABASIIOT
0.4 2 (0.01 mona) NaOH u 1.23 2 (0.01 mons) 1-6pomMnporniaHa, KUISATAT 6 u, OT-
TOHSIOT AOCYXa, K OCTaTKy A00aBAgiOT 50 M1 BOABI U HEHUTPAAU3YIOT S5 % XO-
AoAHBIM pacTBopoM AcOH. I'pu noaydeHuu 3THAOBOrO 3dupa 5 mocae yima-
PWBaHUS 3TAHOAA OCTATOK Cpaldy HEUTPAAM3YIOT XOAOAHBIM 5% pPacTBOPOM
AcOH. TMoayueHHBIE NPOAYKTBEI (PUABTPYIOT, CYIIAT U IePEeKPUCTAAAU3OBBI-
BAIOT U3 ATAHOAQ.

2-(2,4-TumeTni-6-okco-1,6-1UruApo-5-nUPUMHIUHII)IPONIAHOBAsT  KHCJIOTA
(3) moayuena u3z 2.30 2 (0.01 moas) AMITHAOBOTO 3Upa 2-aleTUA-3-MEeTUATH-
TapHOU KUCAOTHI 1a [8] u 0.95 2 (0.01 mons) THAPOXAOPUAA alleTaMUAWHA 2a B
npucyrctBum 0.46 2 (0.02 wmona) HaTpua. Breixop 1.35 2 (68.9%), T.ma. 260-
262°C, R 0.38. HaiipeHo, %: N 14.50. CgH;9N,O3. BrruucaeHo, %: N 14.28.
UK-cmekTp, v, eml: 1720 (CO), 1646 (C=C-C=N). Cnekrp AMP 'H, §, m.
Ao Ty 1.25 (a, 3H, J = 7.0, CHCHj;), 2.17 (c, 3H, CHj), 2.23 (¢, 3H, CHjy),
3.63 (x, 1H, J = 7.0, CHCH3y), 11.60 (11, 2H, OH, COOH).

2-(4-MeTuii-6-okco-2-nponuicy ibpanui-1,6- Turuapo-5-nupuMuIn HUJI)reK-

caHoBasi kuciaora (4) noaydeHa us 2.72 ¢ (0.01 mons) pu3TUAOBOTO 3pupa 2-
aneTuA-3-6yTuAsHTapHOU KUCAOTEL (16) [9] u 0.76 2 (0.01 mons) THOMOUEBH-
HBI (20) B npucyrctBun 0.02 wmons Hatpusa. Beixop 1.9 2 (63.8%), T.mA. 170-
172°C, R 0.65. Hatipeno, %: N 9.56. C{4H9,N,O3S. Brerunicaeno, %: N 9.39.
VK-crektp, v, em’l: 1688 (CO), 1620 (C=C-C=N). Cunekrp SIMP !H, §, m.
Ao Iy 089 (r, 3H, J = 7.0, CH3(CHy)3CH), 1.04 (r, 3H, J = 74,
CHj3(CHy)5S), 1.10-1.39 (M, 4H, CH3(CHy)y CHy), 1.56-1.70 (M, 1H, CH,CH),
1.66-1.79 (M, 2H, CH3CH,CH,S), 1.95-2.07 (M, 1H, CH,CH), 3.07 (1, 2H, J =
7.1, CH,S), 3.51 (1H, ap, J = 8.7, 5.6, CH), 12.05 (mic, 2H, OH, COOH).

OruaoBelii  3¢up 4-(4,6-AMruapoxcu-2-geHuns-5-mMUPUMUTHHIII)0YTAHOBOI
KHCJIOTHI (5) moayueH u3 2.74 2 (0.01 wmona) tpustuaosoro asdwupa 1,1,4-0y-
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TaHTPUKApPOOHOBOU KHCAOTHL (1B) [10] m 1.56 2 (0.01 wmona) ruppoxaopupa
Oenzamuputa (2B) B npucyrcrsuu 0.69 2 (0.03 mona) mHatpua. Beixop 2.2 2
(72.8 %), T.mA. 265-267 °C, R 0.66. Hatipeno, %: N 9.12. C;gHgN2O,. Boruuc-
AeHO, %: N 9.27. UK-cmektp, v, em’l: 1732 ( CO), 1612 (C=C-C=N).
Cnektp AMP 'H, §, m. a., Iy: 1.23 (r, 3H, J = 7.1, CHj), 1.73-1.84 (M, 2H,
CH,CH,CH,), 2.28 (t, 2H, J = 77 CH,CH,C(O)), 2.41 (1, 2H, J = 7.3,
CH,CH,CH,(CO)), 4.04 (x, 2H, J = 7.1, OCH,), 7.38-7.51 (M, 3H) u 8.09-
8.15 (m, 2H, CgHg), 11.45 (mc, 2H, 4,6- OH).
2-(2-Ben3ui-4,6-AMruIPOKCH-5-MUPUMUAMHUAI)IPONAHOBAS KHCJIOTa (6)
noaydeHa u3 2.60 2 (0.01lmona) tpustuaosoro adupa 1,1,2-nponantTpukapoo-
HOBOM KUCAOTHL Ir [11] u 1.70 2 (0.01 mona) ruppoxropupa deHUAALLETAMUAN-
Ha (2r) B npucyrcruu 0.69 2 (0.03 mons) nHaTpusa. Beixop 2.3 2 (83.9%), T.oA.
238-240°C, R; 0.44. Haiipeno, %: N 10.48. C{4H4]N,O4. Breruucaeno, %: N
10.21. UK-cnekrp, v, cul: 3344 (OH), 1728 ( CO),1644 (C=C-C=N).
Cnextp SIMP 'H, §, m. a., Ty: 1.23 (A, 3H, J = 7.1, CHj3), 3.65 (x, 1H, J =
7.1, CH), 3.80 (c, 2H, CH,), 7.18-7.38 (M, 5H, CgHjs), 11.68 (mc, 3H, OH).
5-(4,6-Aurnapokcu-2-(peHuiI-5-nupuMuINHUIMETI)-2-pypankapooHoBas
kuciaora (7). K pactsopy 0.23 2 (0.01 mona) HaTpus B 20 m1 aBCOAIOTHOTO 3Ta-
HOAAQ IIPU IlepeMelIMBaHUU IMTOCAEAOBATEABHO A00aBAgiOT 1.60 2 (0.01 mona)
AVITUAOBOTO 3(pupa MaAOHOBOM KUCAOTHI U 4yepe3 5 mun 1.74 2 (0.01 mons)
MeTHAOBOIO 3upa S5-xAopMeTUADYpaH-2-KapOOHOBOM KHUCAOTHL [12]. Peak-
IMOHHYIO CMECh KUIISITAT C OOPATHBIM XOAOAUABHUKOM 5 4 M OT(OUABTPOBHI-
BatoT. OuabTpaT mpuKamkiBaloT K cMecu 0.69 2 (0.03 wmons) maTpus u 1.56 2
(0.01 monsa) ruppoxropupa O0enzamupmsa B 40 mz abconrroTHOoro crnmpra. Iloc-
Ae 8 y KUTITYeHUsI C OOPAaTHBIM XOAOAMABHUKOM PEaKIIMOHHYIO CMeCh yIlapu-
BAlOT AOCYXd, K OCTaTKy HnpuOaBAsdioT 50 mn BoAbl m 0.44 2 (0.011 wmoxns)
NaOH u rungarar 2 v ¢ oOpaTHBIM XOAOAUABHUKOM. [TOAy4YeHHBIU pacTBOP
GUABTPYIOT, NOAKUCASAIOT AcCOH po pH 5, BrIaBmINM IPOAYKT OT(MUABTPO-
BBIBAIOT, CYIIAT W NePeKPUCTAAAN30BBIBAIOT U3 AMOKcaHa. Beixop 1.9 2 (60.9
%), T.iA. 310-312°C, R¢ 0.48. Haripeno, %: N 8.63. CgH2N2O5. BeruucaeHno,
%: N 8.97. K-cmektp, v, cv’l: 3491 (OH), 1696 (CO),1620 (C=C-C=N).
Cnektp AMP H, 6, m. a., Iy: 3.77 (¢, 2H, CHy), 6.14 (a, 1H, J = 3.3,
C(COOH)CHCH), 6.97 (a, 1H, J = 3.3, C(COOH)CHCH), 7.42-7.53 (M, 3H)
u 8.11-8.16 (m, 2H, CgHs), 8.60-14.30 (mic, 3H, NH,OH, COOH).
2-Ben3uii-6-meruii-5-(2-npommicyabpanuadtin)-4-nupumuganoa  (8). K
pactBopy 0.23 2 (0.01 mona) HaTpua B 20 ma aDCOAIOTHOIO 3TAaHOAAQ IIPU Ilepe-
MeIINBaHUU ITOCAeAOBaTeAbHO A00aBAsAiOT 1.30 2 (0.01 mons) aneToyKCyCHOTO
scupa u yeped 5 mun 1.38 2 (0.01 mona) 2-xropsTUAnponurcyAbdupa [13].
PeakiuonHyi0 cMeCh KUIATAT 8 v U OTPUABTPOBBLIBAIOT. DUABTPAT IIpHUKa-
nbIBatoOT B cMech 0.46 2 (0.02 mona) Hatpua u 1.70 2 (0.01 morsn) TUAPOXAOPU-
Aa (penmrarietamuara B 40 mr abcoaroTHOTO criupTa. [locae 8 y KungueHUs
C OOpaTHBIM XOAOAMABHUKOM PEaKIMOHHYIO CMeCh YIapuBalOT AOCYyXa, K OC-
TaTKy NpHUOaBAgioT 50 mz BOABI, PUALTPYIOT U mopKucAsIioT AcOH apo pH 5.
85



BeImaBmmi NPOAYKT (DUABTPYIOT, CYIIAT U IIEPEKPUCTAAU3OBBIBAIOT. BEIX0OA
1.7 2 (56.3%), T.ma. 121-123°C, R¢ 0.78. Hatipeno, %: N 9.45. C;7H{,N,OS.
Beruncaeno, %: N 9.26. MK-cuekrp, v, cv’l: 1652 (CO), 1628 (C=C-C=N).
Cnektp SIMP 'H, §, m. a., I'y: 0.98 (1, 3H, J = 7.3, CH,CHjy), 1.53-1.66 (1,
2H, CHyCH3), 2.23 (c, 3H, 6-CHj), 2.47-2.64 (M, 6H, CH,CH,;SCH>), 3.75 (c,
2H,_CH,CgHs5), 7.14-7.28 (M, 3H, CgHs), 7.31-7.36 (M, 2H, CgHy).

2-{4-[(E)-2-(4-Bpomdpenunn)-1-3TeHna]-6-ruapoKcu-2-MeTHI-5-nup UM AU
HIwI}mponanoBasi kucjaora (9). Cmecr 1.96 2 (0.01 mons) rucaotmr 3, 1.86 2
(0.01 monn) 4-6pombenzarbpervpa u 1.36 2 (0.01 mons) cBekelAaBAEHHOTO
ZnCl, marpeBaroT 2 u Ha O0aHe Byaa nmpm 160°C, oxnrakpaloT AO KOMHATHOM
TEeMIIepaTyphl, 3aTEM PACTHPAIOT CIUPTOM, (PUABTPYIOT, BBICYIIUBAIOT M IIe-
PEKPUCTAaAAN30BBIBAIOT M3 3TaHOAA. Beixop 2.8 2 (77.1%), T.A. 272-274°C, R¢
0.61. Haiipeno, %: N 7.55. CgH;5BrN,O3. Brnruucaeno, %: N 7.71. UK-
cmekTp, v, em’l: 1732 (CO), 1668 (C=C-C=N). Cuekrp SIMP H, §, m. a., Ty
1.32 (a, 3H, J = 7.1, CHCHj), 2.43 (c, 3H, 2-CHj3), 3.74 (x, 1H, J = 7.1,
CHCHs3), 5.47 (1, 2H, OH, COOH)", 7.19 (ymr.a, J = 16.2, =CH), 7.49-7.62
(M, 4H, CgHy), 8.13 (ymr.a, 1H, J = 16.2, =CH).

1,3-(4-Tuapoxcu-5-(2,4-1uMeTHIGEH3UT )-6-Me THIIMHPUMHTHH-2- 1) 0 €H30.1
(11). K pactBopy 0.96 2 (0.04 mons) HaTpus B 50 mz aBCOAIOTHOTO 3TAHOAA AO-
6aBastoT 2.35 2 (0.01 mons) aurumppoxnropupa 1,3-6ucammpnrobersonra 10 [14]
u gepe3 10 mun 4.96 2 (0.02 mona) 2,4-piMeTUAOEH3UAALIETOYKCYCHOTO 3dHpa
1. CMech KHUOATAT C OOPATHBIM XOAOAMABHUKOM 8 u, 3aTeM yIapHUBalOT AO-
CyXa, OCTaTOK pacTBOPAIOT B 50 mz BoABI n nopkucasaioT HCI po pH 4. Tloc-
A€ CTOSIHHSI Ha XOAOAY BBINABIINM IPOAYKT OT(UABTPOBBIBAIOT, BBLICYIIU-
BAlOT U II€PEKPUCTAAAU30BBIBAIOT U3 AMOKcaHa. Beixop 2.0 2 (37.7 %), T.oA.
>350°C, R 0.69. Haiipeno, %: N 10.68. C3,H34N,O5. Brruricaeno, %: N 10.56.
UK-cuextp, v, cm'l: 3397, 3286 (OH), 1634 (C=C-C=N). Cuekrp IMP !H,
S, M. A, Ty 2.25 (c, 6H, CHjy), 2.26 (c, 6H, CHy), 2.37 (c, 6H, CHj3), 3.75 (c,
4H, CH,), 6.70 (p, 2H, H-6,6', J = 7.8, CgHj3), 6.80 (ap, 2H, J = 7.8, 1.7, H-
59", CgHj), 6.93 (o, 2H, J = 1.7, H-3,3', CgHj), 7.61 (T, 1H, J = 7.9, H-5
CegHy), 8.34 (pa, 2H, J = 7.9, 1.4, H-4,6, CgHy), 8.80 (T, 1H, H-2, J = 1.4,
CeHy), 12.15 (mc, 2H, NH).

OO0mas mMeroquka moJjydyeHuss nupummuauHos (13 a,6). B pacrBop 2.31 2
(0.01 mons) 2-[2-0rco-1-(1-1UKAOTEKCEHUA)|3TUAIMAHUAG 12 [15] m 0.5 @
(0.011 mons) aBCOAIOTHOTO 3TAHOAA TMPU OXAAKAECHUU AEASHOM BOAOM MpPO-
nyckaroT cyxot HCl po nmpuBeca 0.5 2 1 OCTaBAAIOT IIpX KOMHATHOU TeMIIe-
parype Ha 3 cymok. O6pa3oBaBIIeecs TyCTOe TEMHO-KpPAaCHOE MaCAO OXAaK-
DAIOT AEATHOU BOAOM M K HEMY MeAAEHHO A00aBASIOT 30 mz HACBIIEHHOTO
CIUPTOBOTO pacTBOopa amMMuaka. CMecCh OCTaBASIIOT Ha 2 cymok IPU KOMHAT-

*
Xum. capuru nporoHoB OH u COOH-rpynn B cuAbHOe IOAe OOYCAOBAEHBI IIOBBI-
LIEHHBEIM COoAep>kaHueM Bopabl B AMCO-dg.
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HOM TeMIlepaType, II0CAe Yero 3TaHOA YIIapUBAIOT B BaKyyMe MAacCASHOIO Ha-
coca u 1.42 2 MOAYYEHHOTO MAacAOOOPA3HOTO MPOAYKTAa HPUOABAKIOT K PacT-
Bopy 0.23 2 (0.01 mona) HaTpusa B 20 mz aOCOAIOTHOTO 3TAHOAA IIPU OXAAKAE-
HUM AepdHOU BoAOHU. Hepesd 10 mun k cycnensum npuaubBaroT 0.005 wmons
COOTBETCTBYIOIIErO alleTOYKCYCHOTO 3dupa 1k mam 13 m KUOATAT C oOpart-
HBIM XOAOAMABHHUKOM 8 u. YIIapuBaIOT AOCyXa 3TAHOA, K OCTATKy AOOaBASIOT
30 ma Bopwl u nmopkucAsaroT AcOH pao pH 5. Tlocae cTOAHMA Ha XOAOAY BEI-
MABIINU IPOAYKT (DUABTPYIOT, CYIIAT U e PEKPUCTAAAN3OBBIBAIOT.

2-{2-[5-(2,4-AumeTnn0en311)-4-ruIpOKCH-6-MeTHII-2- TAPHUMHTHHUII | ITHT }-2-
(1-muxstorexcenui)-1-uukiorekcanon (13a). Broixop 0.7 2 (37.0%), T.mA. 158-
159°C, Rf 0.90. Hatipero, %: N 6.63. CogH3zgNoO,. Brruamcaeno, %: N 6.48.
UK-cmekTp, v, em’l: 1712, (CO), 1636 (C=C-C=N). Cnekrp IMP H, §, m.
A Ty 1.35-1.80 (m, 10H, CH,), 1.90-2.56 (M, 10H, CH,), 2.07 (c, 3H, CHjy),
2.25 (¢, 3H, CHj), 2.32 (c, 3H, CHj), 3.61 (c, 2H, CHyCgH3), 5.49 (1, 1H, J =
3.7, C=CH), 6.61 (p, 1H, J = 7.8, 6-H, CgHj), 6.76 (apn, 1H, J = 7.8, 1.7, 5-
H, CgHj), 6.89 (a, 1H, J = 1.7, 3-H, CgHj3), 12.05 (m.c, 1H, OH).

2-[2-(4-T'uapokcu-5,6-1uMeTHII-2-TUPUMHIHHIIT)ITH]-2-(1- M KI0reKCeH I )-
1-mmkaorekcanon (136). Beixop 0.6 2 (36.6%), T.mA. 210-212°C, R 0.75. Hatipe-
HO, %: N 8.39. C9oHygN,O,. Beruncaeno, %: N 8.53. MK-cuekrp, v, cv'l: 1704,
1656 (CO), 1608 (C=C-C=N). Cnekrp IMP H, §, m. a., Iy: 1.32-1.79 (m,
10H, CH,), 1.89(c, 3H, CHj3), 2.16 (¢, 3H, CHjy), 1.94-2.53 (M, 10H, CH,), 5.48
(ym.t, 1H, J = 3.7, C=CH), 11.96 (ym.c, 1H, NH).

uar 2,4,5,6-LUN-SEOLNGULI U NhChU PP L ULELD URLEGAL
U W NUMNFE-83NAFL3WL

Uglanudfugfisp, pligudffif, $lufymglbmudpypbf o [FhodpguiynFh fiopuogpb-
gyl mpqynihpacd whqulmplud aglhnnpugupua@Ph oo duagphaf@dh fa@hphbpp
Cban  wffFhqly b Qunfugqummufuuts ubyuidyuyfud - wyfpfolffipy-5-wyubiluppa-
bwfFnitilip:  2-(4-fuppopufr-2,6-hidbfdfympppidfubi-5-fy) yprupru@@dp b d-ppd-
plitngup b pof frtgbududp ufiif@lhqdly § 6-(4-ppod pupy) dfipy wdubgguyp: Uk
bt Sl anliqpuslpusyfnd 5-(2-wypmgpyuncy Gustsfy) L pyspppidfob, 1,3-phugpppdpyfipbinge
b wypppdfppty b oquilp 2-py gfppnd uwppngflyply mbquleyps supcdg spppp-
lH‘lilflbp.'
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SYNTHESIS OF NEW 2,4,5,6-TETRASUBSTITUTED PYRIMIDINES

A. A. HARUTYUNYAN

The Scientific Technological Centre of Organic
and Pharmaceutical Chemistry NAS RA
A.L.Mnjoyan Institute of Fine Organic Chemistry
26, Azatutyan Str., Yerevan, 0014, Armenia
E-mail: harutyunyan.arthur@yahoo.com

By the condensation of the substituted acetoacetic and malonic esters with
acetamidine, benzamidine, phenylacetamidine and thiourea 2-(2,4,6-trisubstituted
pyrimidin-5-yl)propanoic and hexenoic acids, 4-(2,4,6-trisubstituted pyrimidin-5-yl)
butanoic acid ethyl ester were synthesized, which are viewed as simple acyclic C-
nucleoside analogs. 2-(2,6-Dimethyl-4-hydroxypyrimidin-5-yl)propanoic acid was
transformed into its 6-(4-bromophenyl)vinyl derivative by melting with 4-
bromobenzaldehyde and ZnCl, mixture. By ordinary methods were also prepared new
pyrimidines:  2,6-dimethyl-4-hydroxy-5-(2-propylsulfanyl)ethylpyrimidine,  5-(4,6-
dihydroxy-2-phenylpyrimidin-5-ylmethyl)-2-furoic acid, 1,3-[5-(2,4-dimethylbenzyl)-4-
hydroxy-6-methylpyrimidin-2-yl]benzene, 2-(1-cyclohexenyl)-2-[2-(5,6-dimethyl-4-
hydroxypyrimidin-2-yl)ethyl]-1-cyclohexanone and 2-(1-cyclohexenyl)-2-{2-[5-(2,4-
dimethylbenzyl)-4-hydroxy-6-methylpyrimidin-2-yl]ethyl}-1-cyclohexanone. The
structures of synthesized compounds have been established by IR and *H NMR methods.
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