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[ocienoBaTenbHOEC B3aMMOJCHCTBUE 2-apHil-4-(IUXIOpMETHINICH)- 1,3-0kca301-5(4H)-0HOB ¢ METWII-2-M30I[HAHOAIICTATOM, a 3aTeM
C THPPOJUIUHOM, MHICPUIMHOM WM MOP(OIMHOM TPUBOIUT K HEU3BECTHBIM paHEe MPOM3BOMHBIM METHI-5-aMUHO-4,5'-0u-1,3-0Kca30-

4'-kapOokcuiaTa.

KiioueBsle cioBa: 2-apui-4-(quxnopmerwinaeH)-1,3-okcazon-5(4H)-oHbl, METHII-2-U301MaHoaneTaT, 1,3-0kca3oi, peunuKiIn3arms.

CucteMaTHueCKO€ HCCIIEAOBAaHIE PEAaKIMOHHON CIIo-
cobHocTH  2-apui-4-(auxyiopMeTinzaeH)- 1,3-okcazon-5(4H)-
onos 17 npu B3ammogeiicteun ¢ N-, O- u S-HyKieo-
(dbuIaMu MO3BOJIMIIO MOJYYUTh Pa3HOOOpa3HbIe alUKINYe-
ckue™ W rerepommkiMueckue coeauHeHus.” ©  Llemb
HacTosmeld paboTel — M3YYeHHE B3aUMOJICHUCTBHUS COEIH-
Henuit 1 ¢ C-Hykneopuiaamu, Tak KaKk TaKUe pEaKIUU
paHee He HCCIIEOBAINCE.

Hamwu mokaszano, 9to coeauHeHus 1 B3aUMOJCHCTBYIOT €
METHII-2-H30I[HaHoaneTaToM (2) B mpucyrcTBum 1,8-mu-
azabunmkio[5.4.0lyanen-7-esa (ABY, DBU), uro mpuso-
IUT K PEIHKIN3AINA U 00pa30BAHUIO HEM3BECTHBIX paHEe
1,3-okca3omnoB 3 (cxema 1). [1o HamreMy MHEHUIO, BHaYaIe
MPOUCXOJUT OTIICIUICHHE TMPOTOHA OT METHICHOBOM
TPYIIBI peareHTa 2, MocieIyromas araka o0pa3yonmMes
kapOanmoHOM 1O aToMy C-5 OKCa30JIOHOBOTO ITHKJIA
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1a, 3a, 4a—c R'= Ph; 1b, 3b, 4d,e R' = 4-CICH,;
4a X = (CH,),; 4b,d X = (CH,),; 4c,e X = CH,0OCH,
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COIIPOBOXKIAETCS €r0 PAacKpPBITHEM, YTO [AaeT AanuKIN-
yeckue uHTepMmenuatel A u B. Ilocnennuil nperepneBaer
TETEPOLMKIIN3ANNIO 32 CUCT BHEAPCHMS aToMa yIiiepoja
M30HUTPUIBHON Tpymmsl B cBi3b O—H (cMm. anamormio B
pa60Telo). Coenunenust 3a,b ObUIH BBIAEIEHBI B MHIUBH-
nyanbHOM coctosiHuu. [lpu HarpeBanuu 1,3-okcazonos
3a,b B MeraHONe ¢ M30BITKOM MUPPOIHINHA, THIICPHIAHA
i MOp(OIMHA TOTy4YeHBl HeW3BeCTHBIE paHee 4,5'-0u-1,3-
OKCa30Jbl 4a—e CO CpeIHMMH BBIXOJaMHU. B maHHOH peak-
UM CHadaya, BEpOATHO, 00pa3yroTcs nMuHHeBbIe comn C,
coflepalllie PeaKIMOHHOCTIOCOOHBIH (parment N'=C,
aToM yriiepoja KOTOPOTO aTaKyeT KapOOKCHIBHYIO IpyII-
Iy, YTO NMPHUBOIUT K MPOMEXYTOUHBIM 5-HMHHO-2-0KCa30-
muHam D. Untepmenuarsr D nox neiictBueM amuHa Ipe-
Bpamatorcs B 4,5'-0u-1,3-okcazomsr 4a—e. IlomoOHBIA
MEXaHM3M OKCa30JbHOM NUKIN3AIUN JETAlBbHO PAacCMOT-
pen B pabote.'' CiiesryeT OTMETHTB, 4TO COeMHEHHs 3a,b ¢
NEPBUYHBIMA aMUHAMM M TuapasuHruapatom npu 20-25 °C
HE pearupyroT, a HarpeBaHWE IPUBOJUT K CMECH HEHICH-
TU(QHULIUPOBAHHBIX IPOAYKTOB.

CocraB U cTpoeHHE NOJIYYEHHBIX coequHeHui 3a.b, 4a—e
noareepxkaeHo WK cnekTtpockomuer, CHEKTpOCKOMUen
AMP 'H, "C, Macc-crekTpoMeTpueli M 3IEeMEHTHBIM
aHain3oM. Tak, B cnekrpax SIMP "H coennnenmuii 3a,b u
4a—e TPUCYTCTBYET XapakTEpHbIH CHTHAJ TPOTOHA B
MIOJIOXKEHUH 2 OKCA30JIbHOTO KA npu 8.48—8.65 M. 1.

TakuM o00pa3oMm, MOCIIEOBATENFHOE B3aUMOACHCTBHUE
2-apun-4-(auxyopMeTIiInaeH)- 1,3-okca3on-5(4H)-0oHoB ¢
METWI-2-M30[MaHOAeTaTOM ¥ IHPPOIHUIWHOM, IMHUIIEPH-
JVHOM WIJIM MOP(OJIMHOM IIPUBOJUT K HEM3BECTHBIM paHee
NPOM3BOIHBIM 1,3-0kcazosa. [lomydeHHBIE pe3yIbTaThI
CBHJICTETIECTBYIOT O TIEPCIIEKTUBHOCTH JaJbHEHIINX HCClle-
JOBaHUI peakuuil 4-(ouxiopMeTruaeH)-1,3-okca3on-
5(4H)-oHoB ¢ npyrumu tuniamu C-HyKI1eo(QHios.

3KC]’[epPlMel—[TaJ’leaﬂ HacThb

WK crekTpsl 3aperncTpupoBaHbl Ha CIIEKTPOMETpe
Vertex-70 B tabnetkax KBr. Crmekrpsr SIMP 'H u "C
3ammcadbl Ha npubope Varian Mercury (400 m 100 MI'ng
cootBercTBeHHO) B JMCO-ds, BHYTpEHHHWI CTaHAAPT
TMC. Macc-cnieKkTpbl 3amucaHbl OpPHU  UCIOJb30BAaHUU
XKHUJIKOCTHOW XPOMAaTO-Macc-CIIEKTPOMETPHUYECKOH CHCTe-
MBI Ha BBICOKO3()()EKTHBHOM JKHAKOCTHOM Xpomarorpade
Agilent 1100 Series, ocHaIIeHHOM AHOIHOW MATpHUICH C
Macc-celneKTUBHbIM jieTekropoM  Agilent LC/MSD  SL
(MeTox MOHM3ALMM — XMMHYECKas MOHM3AIHs IpPH aTMO-
cepHOM [IaBleHNH). DJIEMEHTHBIH aHajIW3 BBHIIOJIHEH B
nmaboparopun  aHanuTHYeckod — xuMuu  MHcruryrta
O6nooprannyeckoit xumun u Herexumun HAH YkpanHsl.
CopneprxaHue yriaepoaa U BOJOPOJA ONPENIEIICHO BECOBBIM
MeronoM [lperns, asora — ra3oMeTPHYECKUM MHKPO-
MeronoM /[ioma, a Xjopa — MEpPKypUMETPUUECKHM METO-
nom."? TemmepaTypsl IIIaBIEHHs ONPEIENeHbl Ha IpHOope
Fisher-Johns. [lns konmoHO4HOW XpoMmarorpaduu HCIOJb-
30BaH cwimkarens Merck Grade 9385, 60 A, 230-
400 menr. B paboTe ucnonb30BaHbl KOMMEPYECKH JOCTYII-
HBIE PpEAaKTUBBl M PAaCTBOPHUTENH, 2-apuil-4-(aUXIIOp-
MetwimaeH)-1,3-okca3on-5(4H)-ousl 1a,b cuHTE3MpOBaHBI
110 M3BECTHOM MeTouKe.
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CuHTe3 coequHeHuii 3a,b (obmas meroauka). K cmecu
0.80 T (8 MMomIB) MeTHI-2-U30IMadoaneTaTa (2) mw 2.45 r
(16 mmome) ABY B 20 mn THF mpm 20-25 °C =
MepeMeIInBaHAN T00ABISIFOT 1O KaIlIsiM PacTBOp 8 MMOJb
2-apui-4-(auxsopMeTHinaeH)- 1,3-okca3on-5(4H)-ona
la,b B 5 v THF. Cmecr nepememmBaroT B TeUeHHEe 2 U,
3areM n00aBiAr0T 0.97 T (16 MMOJNB) YKCYCHOW KHCIIOTHI,
pacTBOpUTENH YIAISIOT B BaKyyMe BOIOCTPYWHOTO Hacoca
npu 20-25 °C, k ocratky nobasmsitor 10 mi (0.17 Mmoib)
6% CONAHON KHCJIOTBI M  OKCTPArHpYIOT  mpem-
OyrinmeTnnoBeM ddupom (3 x 30 mir). DKCTpaKT Cymar
Hax cynbhaToM HATpus, mpem-OyTHIMETHIOBBIA 3(Qup
OTTOHSIOT, 0CTaTOK OYHUINAIOT KOJIOHOYHOI
xpomarorpadueit (amoent CH,Cl).

Metua-5-[1-(6enzonnamuuo)-2,2-nuxaopsuHui]-1,3-
okca3oj-4-kapooxcmiaar (3a). Brxog 1.69 1 (62%),
CBETJIO-KOPUYHEBBIE KpHCTaubl, T. Iul. 147-148 °C.
UK crektp, v, cM 1 1052, 1094, 1157, 1198, 1274, 1304,
1374, 1474, 1500, 1652, 1740, 3313. Cnextp SIMP 'H,
5, M. 1.: 3.78 (3H, ¢, OCHjy); 7.48-7.61 (3H, m, H Ar); 7.86—
7.90 (2H, M, H Ar); 8.65 (1H, c, H-2); 10.47 (1H, ¢, NH).
Cnektp SIMP “C, 8, m. a.: 52.7 (OCH,); 122.6; 123.5;
128.4; 129.0; 130.3; 132.8; 133.2; 148.7; 152.7; 161.1;
165.4. Macc-cniektp, m/z: 341 [M(*°’Cl)+H]". Haiineno, %:
C 49.17; H 2.65; Cl 21.01; N 8.05. C;4sH;(CLLN,O,.
Breruncaeno, %: C 49.29; H 2.95; C1 20.78; N 8.21.

Metua-5-{1-[(4-x10pOeH30M1)aMUHO]-2,2- AU XJI0P-
BUHWI}-1,3-0kca3001-4-kapOokcunaar (3b). Beixon 2.07 r
(69%), cBeTIO-KOpUYHEBBIE KpUCTAILIBL, T. M. 146-149 °C.
UK crektp, v, cM 'z 1058, 1098, 1301, 1479, 1509, 1593,
1678, 1720, 3229. Cnextp AMP H, 5, M. 1. (/, Tm): 3.78
(3H, ¢, OCH,); 7.59 (2H, 1, °J = 8.5, H Ar); 7.90 (2H, n,
3J = 8.5, H Ar); 8.65 (1H, ¢, H-2.); 10.56 (1H, ¢, NH).
Cnektp SIMP “C, &, m. a.: 52.7 (OCH;); 122.9; 123.3;
129.2; 130.3; 131.6; 131.9; 137.7; 148.5; 152.8; 161.0;
164.4. Macc-cniextp, m/z: 375 [M(*°’C1)+H]". Haiineno, %:
C 44.82; H 2.35; C1 28.51; N 7.49. C14HyCI3N,04. Brrunc-
neHo, %: C 44.77;, H 2.42; C128.32; N 7.46.

Cunre3 coemuneHnii 4a—e (o6mas meroanka). K pacteopy
1.0 r (3 mMmonp) metmi-5-[1-(apomraMuHO)-2,2-AUXIIOP-
BuHUI|-1,3-0kcazon-4-kapbokcmwiara 3ab B 10 Mx
MeTaHoNla J00aBIAIOT 12 MMOIB MUPPONUANHA, MUICPHU-
IUHA Win MOp(QoirHA, CMECh KHUIATAT B TEYEeHHE & d.
MeTtaHON yAaNSIOT B BaKyyMe BOJOCTPYHHOTO Hacoca mpu
20-25 °C, k ocratky n00aBustoT 10 Mu1 BOABI U 3KCTpa-
THPYIOT mpem-0yTHIMETHIOBEIM 3dupoM (3 x 30 mi).
DKCTpaKT Ccymar Haja cyinb(paToM HATpHS, mpem-OyTHI-
METWIOBBIA 3(QHUp OTrOHSAIOT, OCTATOK OYHIIAIOT KOJIO-
HOYHOH xpomarorpadueit (amroeHT CH,Cly).

Metun-5-(muppoanaun-1-un)-2-penna-4,5'-6u-1,3-
okca3on-4'-kapookcunar (4a). Berxon 0.73 r (72%), xento-
BaTble KpucTauibl, T. 1. 103—-105 °C. UK cnektp, v, em
1022, 1063, 1095, 1157, 1198, 1313, 1350, 1455, 1618,
1708. Cnextp AMP 'H, 3, . 1.0 1.85-2.00 (4H, m, 2CHy);
3.40-3.45 (4H, M, 2CH,); 3.73 (3H, ¢, OCHz3); 7.41-7.50
(3H, m, H Ar); 7.83-7.86 (2H, m, H Ar); 8.48 (1H, c, H-2").
Cnektp SIMP °C, 8, m. 1.: 25.5 (CH,); 48.6 (CH,); 52.0
(OCHj); 99.4; 125.4; 127.2; 129.5 (2C); 129.8; 149.6;
150.4; 151.6; 154.1; 161.9. Macc-cniektp, m/z: 340 [M-+H]".
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Haiineno, %: C 63.47; H 5.01; N 12.16. C;sH;7N;0,.
Brruucaeno, %: C 63.71; H 5.05; N 12.38.
MeTtna-5-(munepuaun-1-nia)-2-pennn-4,5'-6u-1,3-
okca3zou-4'-kapookcunar (4b). Brixon 0.69 (65%),
JKenToBaThle kpucrtauiel, T. i 98—-100 °C. UK cnektp,
v, eM 1 1023, 1061, 1156, 1196, 1280, 1445, 1586, 1628,
1721. Cnektp SIMP 'H, §, m. 1.: 1.54 (6H, ¢, 3CH,); 3.16
(4H, c, 2CHy); 3.77 (3H, c, OCHj); 7.42-7.51 (3H, M,
H Ar); 7.86-7.88 (2H, m, H Ar); 8.53 (1H, c, H-2"). Cnektp
AMP C, §, m. 1.: 23.7 (CH,); 25.2 (CH,); 47.9 (CH,);
52.3 (OCH,); 102.1; 125.4; 127.0; 129.6; 130.2; 149.3;
151.4; 152.1; 155.5; 161.7. Macc-cnektp, m/z: 354 [M+H]".
Haiineno, %: C 64.55; H 540; N 11.99. C;oH;gN;O,.
Brruucaeno, %: C 64.58; H 5.42; N 11.89.
Metna-5-(mopdonaun-4-uin)-2-penni-4,5'-6u-1,3-
okca3oi-4'-kapookcmiar (4¢). Bexon 0.74 1 (72%), ceetsio-
KOpHYHEBbIe KpucTamuibl, T. mi. 95-97 °C. UK cnekrtp,
v, eM 'z 1005, 1065, 1093, 1113, 1171, 1210, 1269, 1308,
1340, 1446, 1485, 1516, 1593, 1643, 1732. Cnextp SIMP 'H,
6, M. m.: 3.12-3.25 (4H, m, 2CH,); 3.55-3.65 (4H, wm,
2CH,); 3.80 (3H, c, OCH3); 7.40-7.51 (3H, m, H Ar); 7.86—
7.95 (2H, M, H Ar); 8.55 (1H, ¢, H-2".). Crextp SIMP °C,
5, M. n.: 47.1 (CH,); 52.4 (OCHj); 65.9 (CHp); 102.9;
125.5; 126.9; 128.5; 129.6; 130.4; 148.8; 151.9; 152.3;
155.0; 161.7. Macc-cniektp, m/z: 356 [M+H]". HaiineHo,
%: C 60.67; H4.69; N 11.77. C,sH7N30,4. Beruucneno, %:
C60.84; H4.82; N 11.83.
MeTuia-5-(nunepuaun-1-ui)-2-(4-xuopdennn)-4,5'-
0u-1,3-okcazon-4'-kapookcunar (4d). Brixon 0.81 1 (70%),
XKeJNToBaThle KpucTauiel, T. mi. 145-147 °C. UK cnektp,
v, eMm 1 1071, 1097, 1194, 1280, 1308, 1448, 1592, 1628,
1716. Criextp SIMP 'H, §, m. 1. 1.54 (6H, ¢, 3CH,); 3.17
(4H, ¢, 2CH,); 3.77 (3H, ¢, OCHs); 7.54 (2H, n, °J = 8.5,
H Ar); 7.87 2H, n, °J = 8.5, H Ar); 8.55 (1H, ¢, H-2.
Crextp SIMP C, §, M. 11.: 23.6 (CH,); 25.2 (CH,); 47.9 (CH,);
52.3 (OCHj); 102.2; 125.8; 127.1; 129.6; 134.7; 149.1; 150.4;
152.1; 155.6; 161.6. Macc-criextp, m/z: 388 [M(>CI)+H]".
Haiineno, %: C 58.88; H4.60; C19.27; N 10.71. CoH;gCIN;Oy,.
Brruncieno, %: C 58.84; H 4.68; C19.14; N 10.83.
Metui-5-(mopdoann-4-ui)-2-(4-xaopdenuni)-4,5'-ou-
1,3-okca3zou-4'-kapookcunar (4e). Beixon 0.88 1 (75%),
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CBETJIO-KOPHYHEBBIE KpHUCTAUTBI, T. Tur. 143-145 °C.
WK crextp, v, cM ' 1004, 1072, 1096, 1116, 1198, 1274,
1308, 1454, 1479, 1593, 1629, 1717. Cnexrp SIMP 'H,
3, M. 1.: 3.19 (4H, ¢, 2CH,); 3.65 (4H, ¢, 2CH,); 3.78 (3H,
¢, OCHs); 7.55 (2H, n, °J = 8.5, H Ar); 7.88 (2H, n,
3J=8.5, H Ar); 8.56 (1H, ¢, H-2'). Criextp SIMP °C, 8, m. 11.:
47.0 (CH,); 52.4 (OCH3); 65.9 (CH,); 102.9; 125.7; 127.2;
129.7; 135.0; 148.7; 150.9; 152.3; 155.1; 161.6. Macc-
criextp, m/z: 390 [M(*>Cl)+H]". Haiinero, %: C 55.51; H 4.10;
C19.00; N 10.87. C;3H;4CIN;Os. Beruucneno, %: C 55.46;
H 4.14; C19.10; N 10.78.
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