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W3BeCTHO, YTO MPOU3BOIHBIE H30KCA30JI0B M H30K-
Ca30JIMHOB 00JIA/IAI0T IUPOKUM CIIEKTPOM OHOJIOTHU-
YyecKoit aktuBHOCTH [1-3].

Panee HaMu OBLIO TIOKA3aHO, YTO XJIOPAHTHIPUT
IUIPOKCUMOBOH kucioThl 1 B mpucyrcTeun EtzN mpu
KOMHATHOHN Temreparype npespamaercs B N-oKuch
HUTpWJIA 2, KOTOpasi JIETKO BCTYMAeT B PEAKIUIO C
aMHHAMH, CIIUPTaMHU U HENpeIelIbHBIMI COCIMHCHH-

smu [4, 5]. B nanHo# pabote cooOraercss 0 CHHTE-
3¢ psja 2-uzokca3zonuHoB 7—10 myTem KoHACHCAIUU
N-okucH HUTpHIIA 2 ¢ COCTUHEHUSMH, COIEPIKAITUMU
AITMIBHYIO KOMIIOHEHTY (cxema 1), n n3okcaszona 12
MPU PEAKIUK C MPOMAPTUIOBBIM CIIUPTOM (cxema 2).

Peakuuu npoBoiniay npyu KOMHaTHOW TeEMIIEpaType
B pactBope MeOH wiu ipu ncnosp30BaHNN peareHTa
Kak pacTBOpHTelsi B TeueHue 5 4. Tak, npu B3auMo-
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neiictBun 1 ¢ ayumminoBeiM criuproM 3 B MeOH Boixos
npoaykra 7 cocraBun 45% (cxema 1, cM. Tabmwuiy,
crpoka 1). Mcrionk3oBanue criupTa 3 M Kak pacTBOPH-
TeJisl, MO3BOJIMIIO YBEIUYUTH BbIX0 7 10 55% (cM. Ta-
oy, crpoka 2). OmHaKo, IpoBeICHNE aHATOTHIHOM
peaxiuu B Tedenre 10 4yacoB, MPUBENO K CHUYKECHHIO
Bbixoga 7 0 22%. IIpoayKT peakiuu MpeicTaBIisil
CO0OH CIOKHYIO CMECh, M3 KOTOPO# yIanoch BbIe-
JUTh ToabKo 7. [IpoBenenue peakiuu 1 ¢ aymmmnare-
TaroM 4 MPHUBOAMT K M30KcazoiauHy 8 (cxema 1). Tak
e, KaK ¥ B CJIydae C aJUTHJIOBBIM CITUPTOM 3, BBIXOJ
8 HeCKOJIBbKO BBIIIIE IIPH HCIIOJIL30BAHMH ajUInjamera-
Ta 4 B kKayecTBe pacTBOpHUTENst (CM. TabmHILy, CTPO-
Ka 4).

HaTepec ¢ TOUKM 3peHUS MEIMIIMHCKOM XUMHUU
MPEACTABISI CUHTE3 M30KCA30JIMHOB, COACPIKALINX B
CBOEH cTpyKType 2 hparMeHTa MUPUMHITAHOBON MPH-
ponsl. B xauecTBe 00OBEKTOB OBLIM BBIOPAHBI THMHH
(Bxomut B cocraB THK u o6iamaer GHOIOrHYECKOi
aKTUBHOCTHIO [6]) 1 5-propyparmn (obnamaer npotu-
BOOITYXO0JIEBOI aKTUBHOCTHIO [7]). COOTBETCTBYyOIITIE
N1-amnmuianpousBonuble 5—6 ObIM  CHUTE3UPOBAHBI
IMyTeM aJKWIUPOBAHUS THMHHA W S-(Topypammia
aumnopomugom B JIM®A B npucyrcteuu /IBY [8].

COCIMHCHUSIMH 5—6 ObLIM BbIACICHBI IPOLYKThI 9—10
¢ BerxoioM 86 u 48% cootercTBeHHO (CxeMa 1, cM.
TabuIy, CTpoku 5-6).

C menplo cWHTE3a yparmia ¢ GparMeHTOM H30K-
cazona, XJOPAHTHAPH] THIPOKCHMOBOH KHCIOTHI 1
BOBJIEKAJIM B PEAKIIMIO C MPOTMAPTUIOBBIM criupToM 11
(cxema 2). Ilpu sTOM ObLT BBIAEIEH M30Kcazon 12 ¢
BbIXOZIOM 27% mpu npoBenennu peaknud B MeOH u
64% mipu ucrionp3oBaHnK 11 B KayecTBe pacTBOpHTE-
TS

Panee ObLI0 MOKa3aHO, YTO B3aMMOJCHCTBHE XJIO-
paHruapuia ruapokcumMoBoit kuciotsl 1 ¢ EtzN B
MeOH npuBoIUT K COOTBETCTBYIOIIEMY METHIOBOMY
a¢upy [6]. OnHako B peakIIHOHHOM cMeCH He OB 00-
Hapy’>keH METUJIOBBIHN 3(UpP THIPOKCUMOBON KHUCIIOTHI
win apyrue npoayktel. [lpu 3amene MeOH na are-
TOH peakuysi UUKIONPUCOSINHEHUSI HE TpOTeKasa.
CrtpoeHune BceX COSAMHEHNH YCTaHOBICHO METO/IaMHU
crekrpockonuu SIMP ¢ mpumMeHEeHHEM ABYMEPHBIX
meroauk HH Cosy, CH HSQC u HMBC, NH HSQC
n HMBC.

OO0t MeTox CHHTE3a 2-H30KCA30JIMHOB /—
10 u m3oxcaszona 12. K romorennoi cmecu 0.10 r

ITocne npoBeaeHMs peakMU LUKJIOIPUCOESIUHEHUS C XJIOpAaHTHIpHUJA  THAPOKCHMOBOW  KHUCIOTHI 1
PeareHTbl B peakuusix [UKIONPUCOSTUHEHHS U BBIXO/ TpoaykToB 7—10, 12
Ne /it Pearent PacrBopurens IIponyxr Brixon

1 3 MeOH 7 45%
2 3 - 7 55%
3 4 MeOH 8 31%
4 4 - 8 38%
5 5 MeOH 9 86%
6 6 MeOH 10 48%
7 1 MeOH 12 27%
8 1 - 12 64%
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(0.50 mmoms) u 1.00 mmons 3-6, 11 B 2.00 mx
MeOH npubasnsmu oxnoi nopuueit 0.15 mu EtzN
(1.06 MMOJIB) ¥ MEpEMEIINBATH TPU KOMHATHON TEM-
nieparype 5 4. Beinapiuii ocajjok oT(UIBTPOBBIBAIIH,
npombiBann MeOH, nucTuimpoBaHHON BOMOH, Cy-
IITAITH.

5-[5-(TuapoxkcumeTJa)-4,5- TUruApoON30KCA30JI-
3-ui]-6-meruamupumuanu-2,4(1H,3H)-quon (7).
Beixox 0.05 r (45%) u 0.06 r (55%) npu mposee-
HUU PEaKIUd B aJUIMJIOBOM CHHUpTE 3, OCNbIi mOpo-
mok. Crektp SIMP 'H (JIMCO-dg), 8, M. 2.17 ¢
(3H, CHy), 3.03 m.x (1H, HA, 23 17.3, 30,05 7.4 T'm),
3.29 n.a (1H, HE, 23 17.3, 345 10.6 '), 3.44 1.1
(IH,Hf,2111.7,3gp.5 5.1 ), 3.46 m.u (1H, HE', 2
11.7, 3Jgp.5 5.1 I'm), 4.58 n.1 (1H, HY, 3Jc 45 10.6,
83 yn 74,05 g 5.1, %) 55 5.1 1), 4.94 T (1H, OH,
3Jon-6a 5.6, 3Jop.eg 5.6 T'm), 11.19 ym.c (1H, NHY),
11.26 ym.c (1H, NH®). Cniexrp SIMP 13C (IMCO-dj),
8, m.i1.: 17.76 (CH,), 38.88 (C*), 62.29 (CF), 80.59
(C®), 100.92 (C5), 150.21 (C?), 152.74 (C?), 152.74
(C®), 162.63 (C*). Cnektp SIMP N (IMCO-dg), 3,
M. 140.63 (N1), 156.17 (N), 368.31 (N?). Haii-
neno, %: C 47.97; H 4.90; N 18.70. CgqH;;N30,.
Brruncaeno, %: C 48.00; H 4.92; N 18.66; O 28.42.
M 225.20.

[3-(6-MeTua-2,4-quokco-1,2,3,4-teTparuapo-
NUPUMHAANH-5-1J)-4,5-TuruApon30Kca3oa-5-uil-
merna amerar (8). Bexox 0.04 r (31%) u 0.05 r
(38%) mpu mpoBeacHUN peakiuy B ayuianeTare 4,
6enbiit mopomok. Crekrp AMP H (IMCO-dg), 3,
M. 2.02 ¢ (3H, H?Y), 2.17 ¢ (3H, CHy), 3.03 .1
(1H, HA', 23 17.5, 345 6.8 T), 3.40 m.x (1H, HE,
2J 17.5, 33,55 11.0 Tu), 4.06 n.1 (1H, HS', 23 12.0,
3‘J6'A—5' 53 FH), 4.08 .0 (1H, HBG‘, ZJ 120, 3‘]6'5—5'
4.0Tm), 481 n.aaxa (1H, H, 3Js 45 11.0, 335 40 6.8,
8)c ga 5.3, 3Jsgp 4.0 Tu), 11.23 yur.c (1H, NHD),
11.29 ymr.c (1H, NH3). Cnexrp SIMP 13C (IMCO-dj),
8, m.i1.: 17.87 (CHy), 20.57 (C?), 39.16 (C*), 64.81
(C%), 77.11 (C®), 100.56 (C®), 150.25 (C?), 152.98
(C?), 153.09 (CP), 162.69 (C*), 170.26 (C1"). Crexrp
AMP BN (JIMCO-dg), 5, m.a.: 140.86 (N%), 155.51
(N3), 367.47 (N?). Haiizeno, %: C 49.42; H 4.87; N
15.75. C1;H13N30s. Beruncneno, %: C 49.44; H 4.90;
N 15.72; O 29.93. M 267.24.

5-Metuiu-1-{[3-(6-meTns-2,4-quokco-1,2,3,4-
TeTParuaponupUMHUINH-5-11)-4,5-THr 1P on30K-
ca3ou-5-uiamerun}tnupumuann-2,4(1H,3H)-1non

(9). Beixon 0.14 t (86%), Genbiii moporiok. Criektp
AMP H (IMCO-dg), 8, M. 1.76 ¢ (3H, H'),
2.16 ¢ (3H, CHy), 3.08 n.n (1H, HA', 20 17.6, 3J,a5
6.2 '), 3.44 n.n (1H, HE, 2 17.6, 3,55 10.7 '),
3.79 na (IH, HE, 2 14.7, 3Jgp5 6.2 Tm), 3.81 1.1
(1H, HS, 20 14.7, 3)5g.5 5.1 Tm), 4.85 nra (1H,
H% 33545 10.7, 3J54a 6.2, 35 5a 6.2, 3sgp
5.1Tm), 7.47 ¢ (1H, H®"), 11.26 ym.c (1H, NHY), 11.30
ymc (1H, H%), 11.31 yur.c (1H, NH3). Cnexrp SIMP
13C (IMCO-dg), 5, m..: 11.83 (C™), 17.77 (CHy),
39.93 (C%), 49.61 (C®), 77.26 (C®), 100.38 (CY),
108.25 (C%"), 141.90 (C®"), 150.14 (C?), 151.08 (C?"),
153.18 (C9), 153.32 (C?), 162.57 (C*), 164.13 (C*).
Crnextp AMP N (JIMCO-dg), 8, m.i.: 128.48 (NY),
141.27 (NY), 156.02 (N3), 156.87 (N2"), 365.89 (N?).
Haiineno, %: C 50.44; H 4.51; N 21.05. C14H5N50s.
Brruuciaeno, %: C 50.45; H 4.54; N 21.01; O 24.00.
M 333.30.

5-®dr1op-1-{[3-(6-mMeTna-2,4-110KC0-1,2,3,4-
TeTPAruAponupUMHUINH-5-11)-4,5- THTr HAPON30K-
ca3ou-5-uia]meruwinnupumuanu-2,4(1H,3H)-1uon
(10). Beixox 0.08 r (48%), Genbiit moporiok. Criektp
SAMP H (IMCO-dg), §, m.z1.: 2.16 ¢ (3H, CHj), 3.09
aa (IH, HA, 2 17.6, 34a5 6.1 Tn), 3.41 na (1H,
Hg, 2 17.6, 3J4g.5 10.7 Tu), 3.78 n.a (1H, HS, 2
12.7,3)g a5 5.1 T1), 3.80 m.x (1H, HE', 20 12.7, 33555
6.1 I'n), 4.85 n.ra (1H, HY, 3354 10.7, 3J5 4a 6.1,
3s.6p 6.1, g ga 5.1 Tu), 8.00 1 (1H, HY, 23,
6.8 '), 11.31-11.97 M (3H, NH3, NHY, H®"). Cnexrp
SAMP 13C (IMCO-dg), 8, m.11.: 17.94 (CH5), 40.01 (C#),
49.94 (C%), 77.11 (C), 100.42 (C%), 130.72 n (C*
2)p 33.5 Tm), 139.43 51 (C%', L) 228.9 T'u), 149.86
(C%), 150.25 (C?), 153.35 (CP), 153.50 (C¥), 157.40
1 (C*, 2)cp 25.6 Tm), 162.69 (C*). Crnextp SIMP 5N
(IMCO-dg), &, m.1.: 119.41 (NY), 141.11 (N?), 155.57
(N3), 365.86 (N?). Cniektp SIMP '°F (IMCO-dg), 3,
m.a.. =170.13 1 (ZJFH 6.8 I'). Haiineno, %: C 46.29;
H 3.57; N 20.80. C;3H;,FN5Os. Brruncneno, %: C
46.30; H 3.59; F 5.63; N 20.77; O 23.72. M 337.26.

5-[5-(TuapoxcumMeTHI)H30KCca30a-3-Uia]-6-Me-
Twmapumuaun-2,4(1H,3H)-mmon  (12).  Beixon
0.03 r (27%) u 0.07 r (64%) npu npoBeeHUN peak-
MU B TIpoNapruiioBoM crupte 11, Oenblii moporox.
Cnextp AMP 'H (IMCO-dg), 8, m..: 2.20 ¢ (3H,
CHy), 4.57 1 (2H, H®, 3J5 o 5.7 Tn), 5.64 T (1H, OH,
3Jon.65.7T), 6.54 ¢ (1H, H*), 11.25 yur.c (1H, NHY),
11.31 ymr.c (1H, NH3). Cnexrp SIMP 13C (JIMCO-dg),
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8, m.1.: 18.10 (CHy), 54.75 (CF), 99.98 (C®), 103.97
(C%), 150.38 (C?), 153.26 (C%), 156.78 (C?), 162.66
(C%, 171.72 (C®). Crextp SIMP °N (JIMCO-dg), 3,
m.x.: 140.79 (N1, 155.16 (N3), 373.65 (N?). Haiinero,
%: C48.41; H4.04; N 18.86. CgHgN3O,4. Beruncneno,
%: C 48.43; H 4.06; N 18.83; O 28.67. M 223.19.

Crnektpsl SIMP 3apernctpupoBaHbl Ha HMITYJb-
caom crexrpomerpe Bruker Avance-l111 500 MHz ¢
paboueit wactoroit 500.13 (*H), 470.59 (*°F), 125.76
(*3C) 1 50.68 (1°N) MI11 ¢ ucrionb30BanmeM 5 MM gat-
yrka ¢ Z-rpaguearoM PABBO npu nocTosHHO# TeM-
neparype obpasua 298K B IMCO-dg. Xumuueckue
cupurn B criektpax IMP H, 13C npusenenst B m.1.
OTHOCHUTEJILHO CHTrHasa pactBoputens (dy 2.50 u d¢
39.52 m.1.) XuUMHUYECKHE CIOBUTH JUISL SLIEP N mo-
nydenst 3 Fp-npoextmn {*H, N} HMBC crnek-
TPOB, 3HAYCHUSI NPUBEICHBI B aMMHMAuHOW MIKaje.
XuMIUecKre CIBUTH szep ~°F IpHBeIeHB B M.1. OT-
HocurenbHo curnana CFCly (6g 0.0 m.a.). dns sinep
N u °F ncnons3oBamace nponemypa KaiuGpoBKH
o y-stanony [9-10]. DaeMeHTHbIH aHATH3 BBITTOIHS-
nu Ha nipubope «EURO-3000».

3AKJIIOYEHUE

Taxum oOpa3oM, BIepBbIeé CHHTE3UPOBAHBI MU30K-
ca3oi M 2-M30KCA30JIMHBI, copeprKalue (GparMeHTsl
METHJI- U (PTOPYPALIIOB, C BHIXOAAMH OT YMEPEHHBIX
110 BbIcOKUX. ITomyueHHbIe coenHeHHs MpeICTaBIIsA-
10T MHTEPEC C TOUKH 3PEHUS MEIUIUHCKON XUMUH.
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Synthesis of 2-1soxazolines and Isoxazoles
with Uracil Fragments
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By 1,3-dipolar cycloaddition to nitrile N-oxide obtained from 6-methyluracyl-5-carboxymidoyl chloride, com-
pounds containing an allyl component or propargyl alcohol, a number of 2-isoxazolines and isoxazole with
uracil fragments were synthesized.

Keywords: 2-isoxazolines, 6-methyluracil, 1,3-dipoles, N-nitrile oxide, cycloaddition
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