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IHOCTPOEHHME IMUPUINHOBOI'O IIUKJIA
HA 5-METNJI-6-KAPBOOTOKCUTPUA3OJIOIIMPUMHU/INHAX

A. 1O. Horanos, E. JI. IToayxun, X. C. Illuxanues, B. H. Bepe:xuukos

Boponescckuii eocydapcmeennulil yHusepcumem
Ioctynuna B penakmuro 15.07.2011 .

Annoramus. OkucienueM 2-R-4,7-nuruapo-5-metun-6-kapoo3rtokcu-7-R1-[1,2,4]rpuaszomno[1,5-a]
MUPUMUJINHOB TPEXOKHCHIO XpoMa Moiy4deHsl 2-R-5-meTtun-6-kapbostokeu-7-R1-[1,2,4]rpuazono[1,5-a]
MUPUMHUINHEL, U3 KOTOPBIX JEHCTBHEM IUMETHJIAleTals TUMETHI(popMaMuia CHHTE3UPOBaHbl COOTBET-
ctBytomue 2-R-5-[(E)-2-(numeTniniaMuHO )-BUHII | -6-kapOosToken-7-R2-[ 1,2 ,4]rpurazomno[ 1,5-a|mupumunu-
Hbl. [{UKIM3amus moclenHuX ¢ MEepBUYHBIMA aMWHaMH, MpuBelia kK oOpazoanuto 2-R-9-R1-7-R2-
rupuno[4,3-d][1,2,4]tpuazono[ 1,5-a]mupumuaua-8(7H)-oHam.

KaroueBbie cnoBa: 2-R-4,7-nurunpo-5-mernn-6-kapbostokcu-7-R1-[1,2,4]tpuasomno[ 1,5-aJnupumu-
IuHbI, 2-R-5-meTun-6-kap6o3tokcu-7-R1-[1,2,4]tpuazono[l,5-ajnupumuaunsl, 2-R-5-[(E)-2-
(IMMeTHIIaMUHO)-BUHUI |-6-KapOo3Tokeu-7-R1-[1,2,4]rpuazono[ 1,5-a]mupuMuIuHbI, eHAMUHBI, IEPBUIHbBIE
amuHsbl, 2-R-7-R1-9-R2-tmpuno[4,3-d][1,2,4]rpuazono[1,5-almupumuana-8(7H)-oHEL.

Abstract. Oxidation of 2-R-4,7-dihydro-5-methyl-6-carboethoxy-7-R1-[1,2,4]triazolo[ 1,5-a]pyrimidines
chromium (VI) oxide obtained 2-R-5-methyl-6-carboethoxy-7-R1-[1,2,4]triazolo[1,5-a]pyrimidines, of
which the action dimethilathetal dimethylformamide synthesized corresponding 2-R-5-[(E)-2-
(dimethylamino)-vinyl]-6-carboethoxy-7-R1-[1,2,4]triazolo[1,5-a]pyrimidines. Cyclization of the latter with
primary amines, led to the formation of 2-R-9-R1-7-R2-pyrido[4,3-d][1,2,4]triazolo[ 1,5-a] pyrimidin-8(7H)-
ones.

Keywords: 2-R-4,7-dihydro-5-methyl-6-carboethoxy-7-R1-[1,2,4]triazolo[1,5-a]pyrimidines, 2-R-5-
methyl-6-carboethoxy-7-R1-[1,2,4]triazolo[1,5-a]pyrimidines, 2-R-5-[(E)-2-(dimethylamino)-vinyl]-6-
carboethoxy-7-R1-[1,2,4]triazolo[1,5-a]pyrimidines, enamines, primary amines, 2-R-9-R1-7-R2-pyrido[4,3-

d][1,2,4]triazolo[1,5-a] pyrimidin-8(7H)-ones.

BBEJIEHHME

KonneHcanum Ha 0CHOBE €HaMHHOB C BULIMHAJIBHO
PacIoIoKeHHBIMU (DYHKIIMOHAIBHBIMY IPYIIIIAMHU OT-
KPBIBAIOT IIMPOKHI JOCTYI K CHHTE3Y pa3HO0Opa3HbIX
reTeponrKINIecKux cTpykryp [1—5]. B padore [6]
MOKa3aHO, YTO B pe3yibTaTe TPEXKOMIIOHEHTHOTO
B3aUMOACUCTBHA 3-aMUHOTPHA30JIOB C JIbIACTHIAMH
1 aIleTOyKCYyCHBIM 3(prpom nomy4datorcs 4,7-Turuapo-
5-metu-6-kap6oatokcu-7-R!-[1,2,4]rpuazomno[ 1,5-a]
MUPUMUIUHBIL.

METO/JUKA 9KCIIEPUMEHTA

KoHTpone Haj XomoM peakuuil 1 MHIUBHIYalb-
HOCTBIO CHHTE3UPOBAHHBIX BELIECTB OCYIIECTBISIN
metonoM TCX Ha mnactunax Silufol UV-254. Crek-
pbl SIMP 'H peructpupoBanu Ha npubope Bruker
AC-300 (300 MI') B IMCO-d6, BHyTpeHHUI CTaH-
napt — Me,Si, macc-cniekTpbl — Ha npubope LKB
9000, sHeprust MOHUZUPYIOIIUX AMEKTpoHOB 70 3B.

© Ioranos A. 0., [Toxyxun E. JI., [Huxanues X. C., Bepex-
nukoB B. H., 2011

DneMeHTHBIN aHajau3 npoBoAuin Ha mpubope Carlo
Erba NA 1500.

HcxonHble IUruAponupuMuIuHbI 1a-¢ nomyyanu
10 OMMCAHHOMY paHee MeToay [6].

2-R-5-mMeTHa-6-kap6o3Tokcu-7-R1-[1,2,4]
Tpua3oJo[1,5-ajnupumuaunbl 2a-c (001aa MeTo-
auka). K xunsmemy pactBopy 0,1mons 2-R-4,7-
AUTHAPO-5-MeTua-6-kap6osTokcu-7-R'-[1,2,4]
Tpuazono[ 1,5-ajnupumuanna la-¢ B 20Ma yKkcycHOH
KHCJIOTHI B TEUCHUHU 15 MUHYT IIPUKAIBIBAJIN PACTBOD
0,1moms xpomoBoro anruapuaa B 10mi 80 % ykcycHo#
KHCJIOTHI U KUIATHIM | yac. OXJIaKAEHHYIO peaKuu-
OHHYIO MacCy BBUIMBAJIM B BOAY, BBHITIABIIMNA OCAIOK
(UIETPOBAIH, POMBIBAIN BOAOH, CyIIMIN. OUuIIaIn
HepeKpUCTaAIM3anueil U3 H30MPOIMIOBOIO CIUPTA.

5-meTuni-6-kap6o3Tokcu-7-penna-[1,2,4]
Tpuaszouo|1,5-ajnupumuaun 2a. Berxon 59 %, T.1ut.
105—107 °C. Haiineno (%):C, 64.32; H, 5.08; N,
20.11.C,;H, )N,O,. Beraucneno (%):C, 63.82; H, 5.00;
N, 19.85. Cniekrp AMP'H (8, m.x., J/Tm): 1,3 (3H, .,
CH,CH,, J=9), 2,68 (3H, c., CH)), 4.18 (2H, k.,
CH,CH,, J=9),7.45—7.62 (5H, M., apom.), 8,53 (1H,
c., Tpuas.). Macc-crekrp, m/z 282[M]".
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5-meTni-6-kap603TOoKCH-7-(4-MeTOKCH P EeHUT)
-[1,2,4]Tpua3ono|1,5-ajmupumumus 2b. Bexon 52 %,
.. 118—120 °C. Haitneno (%):C, 62.54; H, 5.11;
N, 17.72. C, H N,O,. Boraucneno (%):C, 61.53; H,
5.16; N, 17.94. Cnextp AMP'H (8, m.xa., J/T): 1,3
(3H, ., CH,CH,, J=9), 2,67 (3H, c., CH,), 3,91 (3H,
c., OCH,), 4.16 (2H, k., CH CH,, J=9), 7.12 (2H, n.,
apom., J=8), 7.54 (2H, n., apom., J=8), 8,53 (1H, c.,
TpHas.). Macc-crektp, m/z 312[M]".

5-meTna-6-kap6o3Tokcu-7-(4-xaopdennna)
-[1,2,4]Tpuazoso[1,5-a|jmupumuaun 2¢. Berxox 50 %,
.. 127—129 °C. Hatineno (%):C, 55.95; H, 4.18;
N, 17.61. C H ,CIN,O,. Beruucneno (%):C, 56.88; H,
4.14; N, 17.69. Cnexrp SIMP'H (8, m.xa., J/T): 1,33
(3H, ., CH,CH,, J=9), 2,69 (3H, c., CH,), 4.19 (2H,
x., CH CH,,J=9),7.14 (2H, 1., apom., J=8), 7.59 (2H,
I., apom., J=8) 8,53 (1H, c., Tpuas.). Macc-criekrp,
m/z 316[M]".

2,5-nuMeTn-6-kap603ToKkcu-7-penni-[1,2,4]
Tpua3oJo[1,5-alnmpumuann 2d. Bexon 45 %, 1.0
125—127 °C. Haiineno (%):C, 64.99; H, 5.38; N,
19.01. C, H N,O,. Beraucneno (%):C, 64.85; H, 5.44;
N, 18.91. Cuexrp AIMP'H (3, m.x., J/Tm): 1,3 (3H, .,
CH,CH,,J=9),2,06 (3H, c., CH,), 2,68 (3H, ¢., CH,),
4.18 (2H, x., CH,CH,, J=9), 7.44—7.61 (5H, m.,
apom.). Macc-criektp, m/z 296[M]".

2,5-numeTHni-6-kap0603TOKCU-7-(4-METOKCH-
dennn)-[1,2,4]Tpuazono|1,5-ajnupumuaun 2e. Bi-
x071 49 %, .. 118—120 °C. Haiigeno (%):C, 62.54;
H, 5.11; N, 17.72. C, H, N,O,. Beruucneno (%):C,
61.53; H, 5.16; N, 17.94. Cuexrp SIMP'H (3, m.1., J/
I'm): 1,3 3H, ., CH,CH,, J=9), 2,06 (3H, c., CH,),
2,67 (3H, c., CH,), 3,91 (3H, c., OCH,), 4.16 (2H, k.,
CH,CH,, J=9), 7.12 (2H, n., apom., J=8), 7.53 (2H,
I., apoM., J=8). Macc-criektp, m/z 312[M]*

2-R-5-[(E)-2-(nuMeTHJIaMHHO)-BUHUI]-6-
Kap6o3Tokcu-7-R!-[1,2,4] Tpua3zoiio[1,5-a]nupumu-
JAMHBI 4a-¢ (001asi METOAUKA).

Cmech 25MMONb 5-MeTHII-6-KapOOITOKCUTPH-
azoonupuMuarHa 2a-e, 60MMons 3 u 10mir TumeTHII-
dopmamma kunsaTHan 44aca, oxyaxaanm 10 ~20 °C,
nmo6aBsu 10MII H30TIPOITMIIOBOTO CITUPTa. BEImaB-
1M 0Ca0K (PUIBTPOBAIIH, TPOMBIBAIA U30IPOTIHIIO-
BBIM CITUPTOM. UepHO-3eNeHYI0 KPUCTAIITHIECKYIO
Maccy pacTBOpsUIM B Xjopodopme u xpomarorpadu-
poBaju Ha KoJIOHKe ¢ SiO, (3:m0eHT — X10podhopm).
PactBopuTeNns yaansum U KpUCTaJUTH30BAIIA U3 U30-
MPOIMUIOBOTO CIUPTA.

5-[(E)-2-(amMeTHUIaMHUHO)-BUHHIJI]-6-Kkap0o-
3TOKCU-7-Ppennii-[1,2,4]Tpuazono[l,5-ajnupumun-
auH 4a. Berxox 68 %, .. 158—160 °C. Haitneno
(%):C, 64.72; H,5.71; N, 20.81. C_H N_O,. Boruuc-

1877197 5720

neno (%):C, 64.08; H, 5.68; N, 20.76. Criextp SIMP'H
(8, m.x., J/Tm): 1,3 3H, 7., CH,CH,, J=9), 2,88, 3,10
(obac,mo 3 H,N(CH,),), 4.18 (2H, x., CH CH,, J=9),
7.43—7.60 (5H, m., apom.), 8,54 (1H, c., Tpua3s.).
Macc-criextp, m/z 337[M]".
5-[(E)-2-(auMeTUIaMHHO)-BUHUJ |-6-Kap0o-
3TOKCH-7-(4-MeTokcupenm)-[1,2,4] rpuaszono [1,5-
aJmupumuaun 4b. Berxon 71 %, t.mr. 162—164 °C.
Haiineno (%):C, 62.56; H, 5.68; N, 19.22. C ;H, N.O..
Brraucneno (%):C, 62.11; H, 5.76; N, 19.06. Cniextp
SMP'H (3, m.a., J/Tw): 1,3 3H, T, CH,CH,, J=9),
2,88, 3,10 (ob6a c, mo 3 H, N(CH,),), 3,91 (3H, c.,
OCH,), 4.16 (2H, x., CH CH,, J=9), 7.10 (2H, n.,
apom., J=8), 7.51 (2H, n., apom., J=8), 8,53 (1H, c.,
TpHuas.). Macc-criektp, m/z 367[M]".
5-[(E)-2-(auMeTHIaMHUHO)-BUHUI |-6-Kap0o-
aToKCcH-7-(4-xJ10pdennn)-[1,2,4]Tpuazono[1,5-a]
nupumuaun 4c. Beixon 78 %, t.mi. 169—171 °C.
Haiineno (%):C, 55.95; H, 4.18; N, 17.61. C H CI-
N,O,. Beruucneno (%):C, 58.15; H, 4.88; N, 18.83.
Cnexrp IMP'H (3, m.z1., J/Tn): 1,33 3H, ., CH,CH
J=9), 2,88, 3,11 (06a ¢, mo 3 H, N(CH,),), 4.19 (2H,
k., CH CH,,J=9),7.13 (2H, 1., apom., J=8), 7.57 (2H,
I., apom., J=8) 8,53 (1H, c., Tpuas.). Macc-cnexrp,
m/z 371[M]".
2-metui-5-[(E)-2-(nmMeTH1aMHHO)-BUHIII | -6-
Kap003ToKcH-7-penni-[1,2,4]Tpuazoso[1,5-a]nu-
pumuaus 4d. Beixon 73 %, .. 155—157 °C. Hait-
neno (%):C, 65.86; H, 5.98; N, 19.82. C H, N.O,.
Brraucneno (%):C, 64.94; H, 6.02; N, 19.93. Cnektp
SIMP'H (8, m.1., J/Tm): 1,3 3H, ., CH,CH,, J=9),
2,06 (3H, c.,CH,), 2,88, 3,10 (06a ¢, no 3 H, N(CH,),),
3,91 (3H,c.,OCH,),4.17 2H, x., CH CH,,J=9),7.10
(2H, 1., apom., J=8), 7.51 (2H, x., apom., J=8). Macc-
cnekTp, m/z 351[M]*.
2-meTnJ-5-[(E)-2-(nuMeTHIaMUHO)-BUHUI |-6-
Kap0osToKkcu-7-(4-meTtokcudenna)-[1,2,4]Tpu-
azouo[l,5-alnupumuaun 4e. Brixon 79 %, T.mi.
160—162 °C. Haiineno (%):C, 62.10; H, 6.13; N,
18.44. C, H,,N,O,. Boraucneno (%):C, 62.98; H, 6.08;
N, 18.36. Cnekrp AMP'H (8, m.x., J/T): 1,3 (3H, .,
CH,CH,, J=9), 2,06 (3H, c., CH,), 2,88, 3,10 (o0a c,
no 3 H, N(CH,),), 3,91 3H, c., OCH,), 4.16 (2H, k.,
CH,CH,, J=9), 7.10 (2H, n., apom., J=8), 7.51 (2H,
1., apom., J=8). Macc-cniektp, m/z 381[M]".
2-R-9-R'-7-R2-nupuno|[4,3-d][1,2,4] Tpua3oio
[1,5-almupumuann-8(7H)-onsbl 6a-g (o0masi meTo-
auka). Cmech 4MMOIIsl eHaMuHa 4a-e, SMMOJIbL aMUHA
(aMMMaK ¥ METHUIIAMUH WCIIOJIb30BAJIU B BUJE YKCYC-
HOKHCIIBIX coiieid) 5 u 1M qumetundopMaMua Ku-
ATHIM 49aca. BeImaBmmid mpu OXIaKIEHUH 0CaTIO0K

q)HJII)TpOBaJ'II/I, IIPpOMBIBAJIU CIIUPTOM U IICPCKPUCTAJI-
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Ilocmpoenue nupuouHo8020 Yyukia Ha S-memui-6-kapbo3mMoOKCUMpUA30NONUPUMUOUHAX

JIN30BBIBAJIM U3 CMECH M30ITPOITUIIOBBINA CITUPT — JH-
MeTHIPOpMaMHU/.
9-pennn-nupuno|4,3-d][1,2,4] Tpuazono[1,5-a]
nupumuanH-8(7H)-on 6a. Brixon 64 %, T.m. 298—
300 °C. Haiineno (%):C, 64.02; H, 3.49; N, 26.51.
C, ,H,N,O. Beruucneno (%):C, 63.87; H, 3.45; N,
26.60. Crnextp SIMP'H (8, m.1., J/T): 6,70 (1H, n., H
nupun., J=7), 7,48—7,61 (5H, M., apom.), 7.70 (1H,
n., H mupun., J=7), 8,12 (1H, c., Tpuas.), 12,30 (1H,
ymi.c., NH). Macc-criektp, m/z 263[M]".
9-penna-7-merna-nupunol4,3-d][1,2,4]Tpu-
azouio[1,5-a|lmupumuaun-8(7H)-on 6b. Beixon 75 %,
1.1 221—223 °C. Haiineno (%):C, 66.01; H, 3.92;
N, 20.32. C H N.O. Boraucieno (%):C, 66.97; H,
4.00; N, 25.26. Cnexrp SIMP'H (8, m.x., J/T'm): 3,58
(3H,¢c.,CH,), 6,70 (1H, 1., H mupun., J=7), 7,48—7,61
(5H, M., apom.), 7.70 (1H, n., H mupun., J=7), 8,12
(1H, c., Tpuas.). Macc-criektp, m/z 277[M]".
7,9-nu¢pennn-nupunol4,3-d][1,2,4] Tpuasoio
[1,5-almupumvuaun-8(7H)-on 6¢. Bexon 72 %, 1.1
201—203 °C. Haiineno (%):C, 69.86; H, 3.91; N,
20.39. C, H ,N,O. Beraucrneno (%):C, 70.79; H, 3.86;
N, 20.64. Criektp SIMP'H (8, m.1., J/T'): 6,70 (1H, 1.,
H mwapun., J=7), 7,48—7,65 (8H, m., apom.), 7.68—
7,75 (3H, m., 2H, apom. + H mupwun.), 8,13 (1H, c.,
TpHas.). Macc-cnekrp, m/z 339[M]".
9-(4-meTokcu(peHNN)-7-(2-THAPOKCHITHUI)-
nupuno[4,3-d][1,2,4] Tpua3oso[1,5-a|nupumMuguH-
8(7H)-on 6d. Beixon 83 %, .. 152—154 °C. Haii-
neno (%):C, 65.86; H, 4.13; N, 22.61. C H N.O,.
Beruncneno (%):C, 65.53; H, 4.26; N, 22.79. Cnextp
SAMP'H (8, m.z1., J/Tm): 3,71 (2H, 1., CH,, J=10), 3,91
(3H, c.,OCH,),4,22 (2H, 1., CH,,J=10), 5,73 (1H, T,
OH), 6,69 (1H, x., H mupun., J=7),7.12 (2H, 1., apom.,
J=8), 7.53 2H, n., apom., J=8), 7.70 (1H, n., H nu-
pun., J=7) 8,13 (1H, c., Tpuas.). Macc-cexrp, m/z
307[M]".
9-(4-xaopdenunn)-7-metua-nupugo(4,3-d]
[1,2,4]Tpua3zoio[l,5-ajmupumuaun-8(7H)-on 6e.
Beixon 75 %, 1. 237—239 °C. Haiigeno( %):C,
57.23; H, 3.19; N, 22.32. C ,H, /N,O. Beraucieno
(%):C, 57.80; H, 3.23; N, 22.47. Cnextp IMP'H (3,
m.x., J/I'm): 3,58 (3H, ¢., CH,), 6,70 (1H, 1., H mapun,.,
J=7), 7.12 (2H, n., apom., J=8), 7.53 (2H, n., apom.,
J=8), 7.70 (1H, n., H nupun., J=7), 8,12 (1H, c.,
TpHas.). Macc-criekrp, m/z 311[M]".
2-MeTnI-9-penna-7-(2-MoppoauHITHI)-TUPHU-
n0[4,3-d][1,2,4] Tpua3oso[1,5-ajJmmpumugun-8(7H)-
on 6f. Brixon 41 %, t.nn. 174—176 °C. Haiigeno
(%):C, 64.05; H, 5.75; N, 21.61. C, H, N O,. Berauc-
nero (%):C, 64.60; H, 5.68; N, 21.52. Cnexrp IMP'H
(6, m.1., J/T'm): 2,05 (3H, c., CH)), 2,45 (4H, r,

CH,NCH,, J=10), 2.53 (2H, m., CH,N), 3,54 (4H, T,
CH,0CH,,J=10), 3,93 (2H, 1., CH,, J=10), 6,69 (1H,
n., H mapun., J=7), 7,48—7,61 (5H, M., apom.), 7.70
(1H, n., H mupun., J=7). Macc-criektp, m/z 390[M]".

2-meTu-9-(4-MeTokcupenn)-7-(mupuauH-3-
ua)-nupunol4,3-d][1,2,4] Tpua3zonao[1,5-ajnupu-
muauH-8(7H)-on 6g. Beixoxa 64 %, T.m1. 283—285 °C.
Haiineno (%):C, 64.79; H,4.15; N, 21.51.C, H N O,.
Brruucneno (%):C, 65.62; H, 4.20; N, 21.86. Cnektp
SIMP'H (8, m.n1., J/Tm): 2,06 (3H, ¢., CH,), 6,71 (1H,
n., H mupun., J=7),7.10 (2H, x., apom., J=8), 7.51—
7,63 (3H, m., 2H apom. + H mpun.), 7.75 (1H, x., H
mupun., J=7), 8,32 (1H, m., mupun), 8,75 (1H, n.,
mupun., J=8), 9,14 (1H, c., nmupua.). Macc-cniekrp,
m/z 384[M]*

OBCY/KJAEHUE PE3YJIBTATOB

B nacroseit pabore ycTaHOBIIEHO, YTO OKHCIIE-
HUE TUTHAPONUPUMHUIMHOB la-c (cxema 1) Tpexoku-
CBIO XpOMa B YKCYCHOW KHCIIOTE MPUBOAUT K apoMa-
THYeCKUM 2-R-5-MeTwii-6-kap6ostokcu-7-R1-[1,2,4]
Tpuazono[ 1,5-ajnupumuannam 2a-c. Kpucraminue-
CKH€ COEMHEHHUS 2a-C XOPOIIO PAaCTBOPUMBI B XJIO-
podopme, arieToHe, yMEPEHHO — B CITUPTaX H TIOXO
B yIiIeBooponax. Mx ctpoeHue moaTBep kK IeHO CTIeK-
TpaJbHBIMU JaHHBIMU (Macc- u SIMP 'H-criekTpsi).
Tak SIMP 'H-cnekTpsl BeliecTB 2a-C, CHIATHIC B
JAMCO-d, xapakrepusyrorcs orcyrctBuem NH-u CH-
MIPOTOHOB IUTUAPOITMPUMHUINHOBOTO IMKIIA, & ©X Macc
CHEKTPBI cofieprKaT MUK MOJIEKYJISIPHOTO HOHA.

[IpencraBneHHbI B HacTOsIIEH paboTe CHHTE3
4-MeTHIT-5-KapOO03ITOKCUTPHA3OIOTTHPUMHINHOB, HE-
CMOTpS Ha yMepeHHbIE BBIXOABI (45—59 %), oTnmua-
€TCs TOCTYITHOCTBIO UCXOMHBIX coeraeHmi. Hamane
e y TUPUMHUIMHOBOTO IIKJIa BULIMHAIBHO PAcIIoio-
KCHHBIX METUJIHHOU U CIIOXKHOX(UPHBIX TPYII TO-
3BOJISIET pacCCMaTPUBATh 3TH COENNHEHNS KaK MepPCIIeK-
THBHBIE PEareHThl IS IOCTPOEHUS MUPUIMHOHOBOU
cucteMbl. HaMu HalmeHO, 9TO B3aUMOJCHCTBUC
4-MeTHi-5-kap603ITOKCUTPHA30IONTUPUMHUIIHOB 2 a-¢
C AUMeTWIaneTaneM auMetuidopmamua 3, X0t U
HECKOJIBKO MeJIICHHEee YeM JUIs 6-METHUIIbHBIX aHaJlo-
roB onucaHHEIX B [3,4], npuBoaut k 2-R-5-[(E)-2-
(muMeTHITaMUHO)-BUHIII |-6-KapOosToKcH-7-R!-[1,2,4]
Tpuazono[ 1,5-aJmupumununam 4a-c. O6paboTka 4a-c
aMMHAKOM WM TIEPBUYHBIMHA aMUHAMH 5a-¢ B KHIIA-
el YKCYCHOM KUCIIOTE MO3BOJISIET CUHTE3UPOBATh
2-R-9-R!-7-R*-mupuno[4,3-d][1,2,4]tpuazomno[ 1,5-a]
nupuMuauH-8(7H)-oHEI 6a-e.

B aHanuTH4ecKkw YUCTOM BHJE €HAMUHBI 4 BBI-
JIEJIEHBI C TIOMOIIBI0 KOJOHOYHOH XpoMaTtorpaduu u
MepeKpUCTANIM3allMM U3 U30TPONMIOBOTO CIUPTA.
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R=H (1a-c, 2a-c, 4a-c, 6a-e), Me (1d,e, 2d,e, 4d,e, 6f,g)
R'=Ph (1a,d, 2a,d, 4a,d, 6a-c,f), 4-McOC H, (2b,e, 3b,e, 6d,g), 4-Cl C H,(2¢, 3¢, 6¢)
R*=H (5a, 6a), Me (Sb, 6b, e), Ph (Sc, 6¢), HOCH,CH, (5d, 6d), MorfCH,CH, (Se, 6f), 3-Py (5f, 6g).

Cxema 1

OTH coeqUHEHUS IPEACTABISIIOT COO0H JKenThle Kpu-
CTaJUIMYECKHE BELIECTBA, IJIOXO PACTBOPSIOLINECS B
apoMaTHUYeCKUX YITIEBOJOPOJAX M XOPOIIO PacTBO-
psromuecs 8 CHCL, u ropsuem crpre. B SIMP 'H
CIEKTPax COeIMHEHHH 4a-C UMEIOTCSI CUTHAJBI MPO-
TOHOB BUHWJIBHOTO (hparMeHTa B BUjE ABYX 1yOJeToB
Y CUTHAJIBI IPOTOHOB JuMeTUIaMuHorpynnsl. [Tupu-
MUJUHOHBI 6a-e — elToBaTble KPUCTANINYECKUE
BEILIECTBA IJIOXO PACTBOPUMBIE B OOJIBIIMHCTBE Opra-
HUYECKUX PacTBOpPUTENICH, pacTBOPSIIOTCS BCE ke B
nonorpetsix JIM®A n IMCO. B criekrpax AMP 'H
9THUX TPUIMKINYeCKuX coenauuennii B JIMCO-d® ot-
CYTCTBYIOT CUTHAJIbl IPOTOHOB STOKCHUKAPOOHMIIBHBIX
U JUMETHIaMHHHBIX PYII, HO HAaOJIOAAI0TCS /1Ba
JYTJIETHBIX CUTHAJIA TUPUANHOBOTO LIMKJIA U CUTHAJIBI
MPOTOHOB (PparMeHTOB NEPBUYHBIX AMHHOB.

3AKIIOYEHUE

N3BecTHO, YTO HEKOTOpPbIE MPOU3BOIHBIC
nupugo[4,3-dlnupumuannS(6H)-ona nposBasioT
AHTUTUIIEPTEH3UBHBIC U NMPOTHBOAJIIEPTUUECKUE
cBotictia [7,8]. IIpennoxeHHbBII HAMU METOJ] CHHTE-
3a COEQUHEHUN THNa 6, MO-BUIUMOMY, MO3BOJISAET
HapaboTaTh OmOnmoreky mupuno[4,3-d][1,2,4]
tpuaszono| 1,5-a]nupumuann-8(7H)-onoB, uTo npea-
CTaBJISETCS CYIIECTBEHHBIM JIJIS JATBHEHUIIETO TOHC-
Ka OMOJIOTUYECKY AKTUBHBIX COCTUHEHU B 3TOM PSLY.

Paboma evinonnena npu noodepaicke edepanvhoti
yenesoti npoepammol Munobprnayku PO «Hayunvle u
HayuHo-nedazozuyeckue kaopvl unHogayuouHou Poc-
cuuy Ha 2009—2013 20061, cockoumpakm Ne
14.740.11.0368, anarnumuueckoi 6e00MCMEEHHOU
yenesoii npocpammel Munobpnayxu PD «Pazeumue
HayuHo2o nomenyuana evicuieli wikonvl (2009—2011
200w1)», npoexm Ne 2.1.1/11994 u pedepanvoii yene-
801l npoepammel «Hccredosanus u papabomku no
NpUOPpUMEMHbIM HANPABTIEHUAM PA38UMUSA HAYYHO-
mexuHuueckozo komniekca Poccuu na 2007—2013
200b1y, 2ockoumpaxkm Ne 16.512.11.2205.
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