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3PYYHHH MIAXIA 10 CHHTE3Y HOBUX 4-AMIHO3AMINIIEHUX
MNOXIAHUX IIIPUAO[2,3-d]TITPUMIAUH-7-OHY
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Kamwwuosi caoea: nipudof2,3-dnipumioun-7-onu; emua 3-(4,6-0uxaoponipumiouH-5-is)akpuiam;
4,6-duxsnoponipumiduH-5-kapbaavdezio; yukaizayis

Cmamms npucesiyeHa po3pobyi 3py4Ho20 nidxody 00 cuHmMe3y HO8UX MOXiOHUX nipudo[2,3-dJnipumiduH-7-oHy,
Kompi Micmsimb arikifiaMiHo2pyru 8 rosioxeHHi 4 2emepoyukiiyHoi cucmemu. [pu e3aemodii 4,6-0uxnoponipumiouH-
5-kapbanbdeeidy 3 (2-emokcu-2-okcoemun)mpugeHingocgoHito 6pomidom 8 emaHori 8 MpucymHocmi mpu-
emunamiHy ymeoptoembscs emun (2E)-3-(4,6-0uxnoponipumiouH-5-in)akpunam. HaepieaHHs1 6-amiHo3amileHUX
MoxiOHUX nipumMidOuHinakpunamy 3 Memunamom Hampito rnpueodums 00 8HYMPIWHbOMONEKYNAPHOI Yyukizayii i
3aMiHU amoma XI1opy Ha MemoKcuzpyny 3 ymeopeHHsIM 4-memokcunipudo[2, 3-dJnipumiouH-7-oHie. s eeedeH-
HS PiBHOMaHImHUX a30moeMICHUX 3aMiCHUKI8 Y MOMOXEeHHS 4 eemepoyuKIiYHOI cucmemMu ompumMaHi cronyku
6ynu nepemeopeHi Ha noxioHi 4-xnoponipudo[2,3-djnipumiduH-7-oHy dieto xropokcudy gpocghopy. Po3pobreHul
egekmugHuli Memod cuHme3y HU3KU amiHo3amiweHux nipudo[2,3-d]nipumiOuH-7-oHy 6e3nocepedHbOor 83a-
emodiero emun (2E)-3-(6-amiHo-4-xnoponipumiduH-5-in)akpunamy i3 8mMOpPUHHUMU aMiHaMu 8 rnpucymHocmi
mpuemurnamiHy ma nodasnblwo 06pobKo ymeopeHUX emuriakpunamie MemuiamoM Hampito rMpu HazpieaHHi
8 memaHorni. CuHme308aHi cipkosmicHi noxioHi nipudo[2,3-dJnipumiouH-7-oHy makox 6ynu eukopucmadi ons
ompumaHHs nipudo[2,3-djnipumiOuH-7-0Hig, SKi Micmsamb 3anuwKu 8MOPUHHUX aMiHi8 y NMonoxeHHi 4 2emepo-
yukniyHoi cucmemu. Cmpykmypa ompumaHux crionyk dogedeHa 3 sukopucmaHHsim memodie SAMP cnekmpo-
cKonii, XxpomMamomac-criekmpomempii ma efieMeHmMHoO20 aHarnisy.

A CONVENIENT APPROACH TO THE SYNTHESIS OF NEW 4-AMINO SUBSTITUTED DERIVATIVES
PYRIDO[2,3-D]JPYRIMIDIN-7-ONE

H.M.Zinchenko, L.V.Muzychka, Ye.V.Verves, O.B.Smolii

Key words: pyrido[2,3-d]pyrimidin-7-one; ethyl 3-(4,6-dichloropyrimidin-5-yl)acrylate; 4,6-dichloropyrimidine-
5-carbaldehyde; cyclisation

This paper is devoted to development of a convenient approach to the synthesis of new pyrido[2,3-d]pyrimidin-
7-one derivatives that contain alkylamino groups at position 4 of the heterocycle. The interaction of 4,6-dichloro-
pyrimidine-5-carbaldehyde with (2-ethoxy-2-oxoethyl) triphenylphosphonium bromide in ethanol in the presence
of triethylamine leads to formation of ethyl (2E)-3-(4,6-dichloropyrimidin-5-yl)acrylate. Heat treatment of 6-amino
substituted pyrimidinylacrylate derivatives with sodium methylate leads to the intramolecular cyclization and
replacement of the chlorine atom with the methoxy group forming 4-methoxypyrido[2,3-d]pyrimidin-7-ones. In
order to introduce various nitrogen-containing substituents at position 4 of the heterocyclic system the aforemen-
tioned compounds were converted into 4-chloropyrido[2,3-d]pyrimidin-7-one derivatives using phosphorus oxy-
chloride. The effective method has been developed for the synthesis of a series of amino substituted pyrido[2,3-
dJpyrimidin-7-one by a direct reaction of ethyl (2E)-(4-chloro-6-aminopyrimidin-5-yl)acrylate with the secondary
amines in the presence of triethylamine. Then ethyl acrylate formed was treated by heating with sodium methylate
in methanol. Sulphur-containing derivatives of pyrido[2,3-d]pyrimidin-7-one were also synthesized. These de-
rivatives were used to obtain pyrido[2,3-d]pyrimidin-7-ones containing the secondary amines at position 4 of
the heterocyclic system. The structure of the compounds obtained has been proven using NMR-spectroscopy,
mass-spectra and elemental analysis.

YOOBHbIA nogxon K CUHTE3Y HOBbIX 4-AMUHO3AMELLEHHbLIX NMPOU3BOAHbLIX MUPULO[2,3-d]
MAPUMULNH-7-OHA

A.H.3uH4eHko, J1.B.My3bi4ka, E.B.Bepeec, O.5.Cmonuii

Knroyeeslie cnoea: nupudo[2,3-djnupumuduH-7-oHbl; amun 3-(4,6-0uxnopnupumuduH-5-un)akpunam; 4,6-
OuxnopnupumuduH-5-kapbans0eaud; yuknusayus

Cmamps nocssweHa paspabomke ydobHo20 nodxoda K CUHMEe3y HOBbIX MPOU3B0OHbIX Mupudo[2,3-dinupumuduH-
7-0Ha, Komopbie codepxxam ankunamMuHo2pynrbl 8 MoIoKeHUU 4 eemepoyuknuyeckol cucmemsi. [pu e3aumo-
deticmsuu 4,6-0uxnopnupumuduH-5-kapbansdeauda c (2-amokcu-2-okcoamuisi)mpughbeHurghocehoHuss bpomudom
8 amaHorsie 8 npucymemeuu mpusmunamuHa obpadyemcsi amun (2E)-3-(4,6-0uxnoprnupumuduH-5-us)akpunam.
HazpesaHue 6-amuHo3ameueHHbIX MPOU3B800HbIX MUPUMUOUHUIaKpuUiama ¢ Memusnamom Hampusi npueooum
K 8HYMPUMOIEeKynspHoU YUKu3auyuu U 3aMeHe amoma XJiopa Ha MemoKkcuepyrry ¢ obpasosaHuem 4-Memokcurnupudo
[2,3-d]nupumuduH-7-oHos. s eeedeHust pasnuyHbIx a3omcodepxaujux 3amecmumernel 8 MosioxeHue 4 eeme-
POYUKIUYecKol cucmemMbl MofyYeHHble cOeOUHeHUs Bbinu npespawieHbl 8 MPou3eo0HbIe 4-xnopnupudof2,3-d]
nupumuduH-7-oHa OelicmeuemM xsiopokcuda ¢pocghopa. PaszpabomaH sghghekmueHbIt Memod cuHmesa psida
amMuHo3amMeweHHbIX nupudo[2,3-djnupumuduH-7-oHo8 HernocpedcmeeHHbIM 83aumodelcmeauem amun (2E)-
3-(6-amuHo-4-xmopnupumuduH-5-usn)akpunama ¢ 8mopUYHbIMU aMUuHaMu 8 rpucymcmeuu mpuamuiamuHa u
rnocnedyrouweli obpabomkoli 0bpa3oeasUIUXCs smunakpuiamos MmemunamomMm Hampusi fNpu HagpesaHuu 8 Me-
maHone. CuHme3uposaHHbie cepocodepxkaujue npou3sooHbie nupudo[2,3-djnupumuduH-7-0Ha makxe 6blnu
ucrnosnb308aHbl 07151 roslydeHus1 NUpudo[2,3-dJnupumuduH-7-0Ho8, KOmopble codepxxam ocmamku 8MmopuUYHbIX
aMuHOo8 8 MoroXXeHUU 4 eemepoyuknuyeckol cucmeMbl. CmpyKkmypa rnosy4eHHbIX coeduHeHul Ooka3aHa C ro-
mouwbto Mmemodos SIMP criekmpockonuu, XpoMamomac-crieKmpomMempuu U 371eMeHMHO20 aHanu3a.
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BripoioBx 0CTaHHBOTO IeCATHUPIYYA NMOXiAHI TipHUA0
[2,3-d|nipuMignHy € BOXXJIMBUMHU 00'€KTaMH JOCi/-
»KeHb opraHiyHoi Ta papmaneBTHYHOI XiMil. [TocunieHa
yBara Jio nipuzao[2,3-d|nipuMinH-7-0HiB 3yMOBJIeHa
IIMPOKHUM CIIEKTPOM Ix 6ioJsioriyHoi fil. BctaHOBJIEHO,
1110 CIOJIYKH JAAHOTO KJacy BUSBJSIOThH NPOTUIYX-
JUHHY [1], anTunposidepaTuBHy [2] Ta npoTUrep-
necHy [3] aKTUBHICTb, a TakoX € iHribiTopamu EGFR
KiHa3u [4-6], nukJiHsanexHol KiHasu [7, 8], Src tu-
po3uHkiHasu [9, 10], docdogiectepasu (PDES) [11]
Ta JNK kiHasu [12, 13]. Cepep, 2-amiHO3aMiLeHUX MO~
xiiHuX nipuao|2,3-d|nipuMianH-7-0Hy 3Hal/IEHI CUJIBbHI
cesiekTrBHi iHri6iTopu CDK4/6 kinasu (Palbociclib) [7],
Abl kinasu (PD173955) [14, 15] Ta p38 MAP kiHazu
(Pamapimod) [16], siki € ebeKTHUBHUMHU JIJIs1 JIIKYBaH-
Hsl aBTOIMYHHMX Ta OHKOJIOTIYHUX XBOpo6 (cxeMa 1).

O HUM i3 OCHOBHUX MiAXO/IB AJi CAHTE3Y MipU-
J10 [2,3-d|nipuMiauH-7-0Hy € 100ya0Ba MipHI0HOBOIO
dparMeHTy J10 MipHUMiIMHOBOTO Kisblis, KOTpa 3/ilCHIO-
€TbCA 32 y4acTio QyHKI[iOHA/Ti30BaHUX 4-aMiHOMipHU-
MiJIUH-5-Kap6abAerifiiB Ta CIOMYK, 1110 MiCTATb aK-
THUBHY MeTUJIEHOBY rpyny (peakuii KHboBeHareJs,
XopHepa-EMMoHCca, BiTTtira) [17-21].

Hamu po3po6/ieHu# 3pyyHU# MiJXiJL 10 CHHTe3y
noxigHux nipuao[2,3-d|nipumiguH-7-oHy, ki MicTATb
aJIKiJIaMiHOTPYINU B MOJIOKEHHI 4 reTepOLUKJIiYHOI
CUCTEMHU.

BuxigHoto crioJiykoto 6yB 06paHuii 4,6-1UXJI0PO-
nipuMiguH-5-kap6anpaeria 1, mpu B3aeMoii SKoro
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3 (2-eTokcu-2-okcoetu)Tpudeniidocdoniro 6po-
MIJIOM B €TaHOJ1i B IPUCYTHOCTI TPUETUIAMIHY YTBO-
proeTbces etua (2E)-3-(4,6-auxioponipuMignH-5-1)
aKpuJaT 2 3 BUCOKMM BUX0/0M (cxeMa 2). 3aMiHa
aToMa XJIOPY B CIIOJIYIi 2 Ha 3aJIUIIKH alipaTUIHUX
aMiHiB NPUBOJUTH A0 YTBOPEHHS aMiHO3aMillleHUX
MOXiZIHUX MipUMiJUHIIaKpuaaTy 3. BcTaHOBJIEHO, 1110
npu HarpiBaHHi crosyk 3a-d B MeTaHOJIi 3 MeTHJIA-
TOM HaTpilo NPOXOJUTh BHYTPILIHbOMOJIEKYJISIPHA
LUKJIi3allid | 3aMiHa aToMa XJI0py Ha METOKCUTPYIY
3 YTBOpPEHHSAM 4-MeTokcunipuzao[2,3-d|nipumiauu-
7-0HiB 4-a-c 3 BUxogaMu 79-86%.

YTBopeHHs nipuao[2,3-d|nipuMiJTUHOBOTO UKy
nigTBepKkyeTbes JaHuMu SAIMP 'H ta 3C cnekTpiB.
Tak, y cnektpi AMP 'H curnanu npoToHiB nipuau-
HOBOTO L[UKJIy MPOSIBJSIIOTHCS Y BUIVIAAL y0J1eTiB
npu 6,62-6,65 m.u. Ta 7,91-7,95 Mm.u., a curHasa OMe
rpynu crocrepiraetbcs npu 4,07 m.u.

Cuip 3a3HaUUTH, L0 NPOAYKTU LUKJi3auil 4a-c
BUSIBUJIMCh KOPUCHUMM [IJIsl CHHTEe3y HOBUX 4-aMiHo-
3aMillleHUX MOXiAHUX Nipu1o[2,3-d|nipuMiguH-7-0Hy 5
Ta 7a-0 (cxema 3). JlocnigkeHHs oKa3aJ/y, 1o Ha-
rpiBaHHs 8-MeTHI-4-MeToKCcUTipUA0|[ 2,3-d|nipuMiguH-
7-0Hy 4a 3 aLeTaToOM aMOHII0 IPUBOAUTD J10 YTBOPEH-
Hf1 4-amiHomipuzo[2,3-d|nipumiguH-7-oHy 5. [/151 BBe-
JeHHS pi3HOMaHITHUX a30TOBMICHUX 3aMiCHHUKIB y
MOJIOXKEHHS 4 reTepOLMKJ/IIYHOI CUCTEMU CIIOJIYKU 4a-C
OyJiu epeTBOPeHi Ha NOXiiHi 4-x10ponipuao[2,3-d]
nipuMiZiuH-7-0HYy 6 06p0OOKOI0 XJIOPOKCUIOM doC-
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4, 6 Alk = Me (a), Et (b), n-Pr (c); 7a Alk = Me; R,R,N = i-PrNH, b Alk = Me, R,R,N = CH,0(CH,),NH, ¢ Alk = Me,
R,R,N = OH(CH,),NH, d Alk = Me, R,R,N = 4-methylpiperazin--yl, e Alk = Me, R,R,N = piperidin-I-yl, f Alk = Et,
R,R,N = EtNH, g Alk = Et, R,R,N = n-BuNH, h Alk = n-Pr, R,R,N = EtNH, i Alk = n-Pr, R,R,N = OH(CH,),NH, j Alk = n-Pr,

R;R,N = pyrrolidin-I-yl k Alk = n-Pr, R,R,N = morpholin-4-yl, | Alk = n-Pr, R,R,N = 4-meihylpiperazin-I-yl, m Alk =

(CH,),OCHj,

R,R,N = pyrrolidin-l-yl, n Alk = (CH,),0CH,, R,R,N = piperidin-I-yl, o Alk = (CH,),OCH,, R;R,N = morpholin-4-yl.

Cxema 3

dopy. Bzaemogist cnonyk 6a-c 3 anidaTU4YHUMU aMi-
HaMHU B MPUCYTHOCTi TpUETUIaMiHy NPUBOJUIA [0
yTBOPEHHA L[IJIbOBUX NPOAYKTIB 7a-0.

3ayBaKHUMO, 110 MOXi/Hi mipuao[2,3-d|mipumiuH-
7-0Hy 7 TaKoX OY/IM OTPUMaHi MpH B3aEMOJII CIIOJTYK
3a,d i3 BTOpUHHUMH aMiHaMU B IPUCYTHOCTI TpHU-
eTWJIaMiHy Ta [10Ja/bLIO 06POOKOI0 YTBOPEHHX ETUI-
aKpuJaTiB 8 MeTU/IaTOM HATpilo NpHU HarpiBaHHI B
MeTaHoJIi (cxeMa 4). lle gasio 3mMory 6e3mocepeIHbO
cuHTe3yBaTH 3 eTuJ (2E)-3-(6-amiHo- 4-x10ponipu-
MiauH-5-i1)akpuiaty 3a,d psi/; aMiHO3aMilleHUX Ii-
puzo[2,3-d|nipumiguH-7-oHy 7. KpiM Toro, mokasaHa
MO>KJIMBICTb CHHTE3Y LIMX CIIOJYK i3 4-TiOKCOMipUI0
[2,3-d]nipumiguH-7-0oHy 9a,b (cxema 4). [Ipu Harpi-
BaHHI NoxiHUX nipuMiguHinakpuaaty 3a,d i3 rigpo-
cy/1bdiIoM HATPit0 MPOXOAUTH BHYTPILIHbOMOJIEKY-
JIApHA LMKJIi3alid Ta 3aMiHa aToOMa XJI0py Ha CipKy
3 yTBOpeHHAM 4-Tiokconipugo[2,3-d|nipumigun-7-
oHy 9a,b, 1110 MOy Tb iCHyBaTH B IBOX TAyTOMEPHUX
dopmax (TioHHiH Ta TiosbHIN). [Y-cieKTpU Takux
CIIOJIYK XapaKTepU3yThCA BiICYTHICTIO CMYTH I10-
rinHaHHA rpynu SH npu 2550-2600 cM™, o cBifg-

YUTbH MPO HAABHICTb TioHHOI GopMU. ANKiNIOBaHHSA
4-tiokconipuo[2,3-d|nipumiauH-7-oxiB 9a,b meTu1-
HMO/IM/IOM B alleTOHITPWJIi MPOXOIUTh PeriocesieKTHBHO
3 YTBOpPEHHSM S-MeTU/IbHUX MoXxigHux 10a,b, 110 no-
SICHIOETBCSI GI/IBIIOI0 MOJIIPU30BAHICTIO aTOMa CipKU
MOpiBHSAHO 3 aTOMOM a30Ty. 06pob6ka 4-MepKamnTo-
nipugo[2,3-d|nipumiguH-7-oHis 10a,b BropuHHUMU
aMiHaMM NPUBOAHUTD 10 3aMilleHUX MOXiJHUX iPUA0
[2,3-d|nipumignu-7-ony 7.

TakuM 4YMHOM, IIJITXOM HECKJIaJHUX IepeTBOPEHD
Oy/IM CHHTe30BaHi noxiaHi nipuao|2,3-d|nipumiguH-
7-0HY, AKi MICTATb a30TOBMIiCHi 3aMiCHUKH B M0JIO-
»KEHHI 4 reTepOLUKJIIYHOI CUCTEMHU.

ExcnepuMeHTasibHa YaCTUHa

Cnektpu AMP oTpumani Ha npuaagax Bruker
Avance DRX 500: 'H (500 MI'y) (151 criosiyk 4b, 7b, f h,
i), 3C (125 MT'n), Varian Unity plus 400: *H (400 MT'w),
B po3uuHi JIMCO-d, a6o CDCl,. XimiuHi 3cyBuU npu-
BeJieHi BifHocHO TMC (BHyTpimHi# cTanaaprt). [4-
cnekTpu orpuMaHi Ha Bruker Vertex 70 FTIR B Ta6-
JeTkax KBr. XpomaToMac-CieKTpHU 3anucaHi 3 BUKO-
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3 Alk = Me (a), (CH,),0CH, (d); 7d Alk = Me, R'R®N = 4-methylpiperazin-l-yl, e Alk = Me, R'R?N = piperidin-I-yl,

(CH,),0CHj,, R'R?N = piperidin-I-yl, o Alk =(CH,),OCH,,

R'R2N = morpholin-4-yl; 9, 10 Alk =Me (a), (CH,),0CH; (b).

Cxema 4
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Ta6nuuya 1

Buxoawn, TemnepaTypu NnaBfieHHA Ta pPe3ysnbTaThi e/IeMEHTHOrO aHanidy CMHTe30BaHWX Cnonyk (3, 4, 6, 7)

Buxin, . 3HangeHo, % BupaxysaHo, %
Cnonyka T.nn., °C ®opmyna
(%) C H cl N C H a N

3a 87 104-106 49,77 | 508 | 1464 | 17,32 | C,H,,CIN,O, | 49,70 | 500 | 14,67 | 17,39
3b 89 119-121 51,73 | 559 | 13,80 | 1637 | C,H,,CIN;O, | 51,67 | 552 | 13,86 | 1643
3¢ 93 73-75 53,51 | 6,02 | 12,11 | 1549 | C,H,CIN,O, | 53,44 | 598 | 13,14 | 15,58
3d 91 98-100 50,47 | 5,71 12,32 | 14,65 C,,H,CIN,O, 5044 | 564 | 12,41 | 14,71
4a 79 159-161 56,63 | 4,76 - 21,93 C,HgN,0, 56,54 | 4,74 - 21,98
4b 86 123-125 58,60 | 543 - 20,42 C,oH::NSO, 58,53 | 5,40 - 20,48
4c 85 107-109 60,35 | 6,01 - 19,11 C,,H3NL0, 60,26 | 5,98 - 19,17
6a 61 123-125 49,21 | 3,15 | 18,06 | 21,42 CHCIN,O 49,12 | 3,09 | 18,12 | 21,48
6b 63 269-271 51,63 | 391 | 16,85 | 19,97 C,HgCIN,O 51,57 | 3,85 | 16,91 | 20,04
6c¢ 64 78-80 53,77 | 4,56 | 15,79 | 18,68 C,,H,,CIN,O 53,70 | 4,51 | 15,85 | 18,79
7a 84 223-225 60,58 | 6,52 - 25,61 C,,H,,N,O 60,53 | 6,47 - 25,67
7b 87 165-167 56,46 | 6,08 - 23,84 C,;H..N,O, 56,40 | 6,02 - 23,92
7c 85 215-217 | 54,59 | 5,53 - 2537 | CH,N,0, |5454]| 549 - | 2544
7d 82 101-103 60,34 | 6,65 - 26,93 C,;H,;N.O 60,21 | 6,61 - 27,01
7e 83 90-92 63,97 | 6,69 - 22,86 C,5HgN,O 63,92 | 6,60 - 22,93
7f 81 199-201 60,58 | 6,51 - 25,62 C,,H,,N,O 60,53 | 6,47 - 25,67
79 86 160-162 63,42 | 7,44 - 22,68 C,;HgN,O 63,39 | 7,37 - 22,75
7h 88 205-207 62,09 | 6,98 - 24,06 C,,H(N,O 62,05 | 6,94 - 24,12
7i 82 164-166 58,10 | 6,53 - 22,51 C,,H6N,O, 58,05 | 6,50 - 22,57
7j 84 96-98 65,13 | 7,05 - 21,63 C,,H;gN,O 65,09 | 7,02 - 21,69
7k 81 78-80 61,39 | 6,67 - 20,34 C,,HgN,O, 61,30 | 6,61 - 20,42
71 85 75-77 62,76 | 7,41 - 12430 C,.H,,N;0 62,70 | 7,37 - | 2437
7m 87 103-105 61,35 | 6,64 - 20,37 C,,HsN,O, 61,30 | 6,61 - 20,42
7n 84 89-91 62,54 | 7,06 - 19,38 C,sH,N,0, 62,48 | 6,99 - 19,43
70 86 108-110 5793 | 6,28 - 19,26 C,,HgN, O, 5792 | 6,25 - 19,30

PUCTaHHAM PiIAUHHOI XpOMaTOMac-ClIeKTPOMeTpUY-
HOI CUCTeMHU Ha BUCOKOe(pEKTUBHOMY PiZIUHHOMY XPO-
marorpadi Agilent 1100 Series, ocHaleHOMY Jioj-
HOI0 MaTpULEIO 3 Mac-CeJIeKTUBHUM JIeTEKTOPOM
Agilent LC\MSD SL; meTop ionizauii - xiMiuHa ioHi3a-
uist npu atmocdepHomy Tucky (APCI), fianazon cka-
HyBaHHs - m/z 80-1000. KouTposib 3a nepebirom pe-
aKii 3/1iCHIOBABCS METO/IOM TOHKOLIAPOBOI XpOMAaTO-
rpadii Ha mactunkax Silufol, UV-254 (Ta6u. 1-3).
Etun (2E)-3-(4,6-auxjaoponipumigun-5-ia)
akpuiar 2. Jlo cymimi 4 r (23 MMoJib) anbjeriay 1
Ta 10 r (23 MMoub) docdoHieBoi cosi B 50 M eTa-
HOJIy IIPU OXOJIOJ>KEHHI JIbOZ,OM [06aBJISIOTh 110
KpamJisix po34uH 4 M (25 MMoJib) TpUeTUIaMiHy B
20 mu1 eTaHoJy. Peakuiliny Macy nepeMilyoThb Npu
20-25°C npoTsarom 1 roj. Ocag, 1110 YTBOPUBCS, BiJI-
bIIBTPOBYIOTH, NEPEKPUCTAJI30BYIOTh 3 POMAH-2-
oay. Buxin - 4,97 r (89%). T. 1. - 71-73°C. AIMP 'H
(400 MTI'y, CDCL,), 6, M. u.: 1,34 T (3H,J 7,2 T'y, CH,),
4,30 x (2H,] 7,2 Ty, CH,), 6,72 1 (1H, ] 16,4 'y, CH),
7,67 n (1H,] 16,8 I'y, CH), 8,69 c (1H, H-2). MS: m/z
248 MH*. 3naiineno, %: C 43,83; H: 3,31; Cl: 28,56;

N:11,25. C,H,CLN,O,. BupaxysaHno, %: C43,75; H 3,26;
C128,70; N 11,34.

Etui (2E)-3-[6-(ankisiamino)-4-x10ponipumi-
AMH-5-L1]akpuaaru 3a-d. [lo cycnieHsii 5 MMoJib crio-
JIYKY 2 B alleTOHITPHUJIi pU NlepeMilllyBaHHI Ta 0X0-
JIO/PKEeHHI JIbOJIOM J106aBJSAI0TD 0 KPamJsx cyMill
5,2 MMoJb TpHeTWIaMiHy Ta 5,2 MMOJIb BiAOBiAHOTO
aMmiHy. PeakniiiiHy Macy 3a/M11a0Th Ha 1 roff Ipu KiM-
HaTHIN TeMnepaTypi. POSUMHHUK BUAAISAIOTH Y Ba-
KyyMi, 3a/IMILIOK 06P006JISTIOTh Boj1or0. Oca BidinbTpo-
BYIOTb, IEPEKPUCTAJII30BYIOThH i3 MpONaH-2-0Jy.

8-AsiKin-4-MmeTokcunipuao|2,3-d|nipumiguH-
7(8H)-oHu 4a-c. Cymiu 5 MMoJib 0fiHi€l 31 cniosiyk 3a-c
Ta 15 MMosb MeTuaTy HaTpito B 10 MJ1 abcostoT-
HOT'0 MeTAHOJy KUII'ATATb BIPoAoBX 1 roz. Peak-
LiHYy Macy OXO0JIO[KYIOTb, PO3YHNHHUK BUJA/ISIOTh
y BaKyyMi, 3aJI1II0K 06p0o6JsiI0Th Bogoto. Ocaz Bij-
GIIBTPOBYIOTH, IEPEKPHCTATI30BYIOTD 3 IPONAH-2-0J1y.

4-AmiHo-8-MeTnanipugo[2,3-dlnipumigun-
7(8H)-o0H 5. Cymiu 1,9 r (10 MMosib) costyku 4a Ta
2,22 1 (30 MMoOJIB) aLleTaTy aMOHiI0 HarpiBarwTh MpU
110°C BupozoB:x 3 rof,. PeakiiiiHy Macy 0X0JI0/pKYIOTb,

43



ISSN 2308-8303 Journal of Organic and Pharmaceutical Chemistry. — 2016. — Vol. 14, Iss. 4 (56)

Ta6bnuua 2

AMP "H cnekTpu cuHTe30BaHMX cnonyk (3,4, 6, 7)

Cronyka Cnektpu AMP 'H, 400 My, AMCO-d,, 5, m.u. (J, ')

3a 1,27 7 (3H,J 6,8 Ty, CH,), 2,86 g (3H, J 4,8 'y, NCH,), 4,21 k (2H, J 6,8 'y, CH,), 6,47 n (1H, J 16,8 Ty, CH),
7,45 0 (1H,J 16,8 'y, CH), 7,53 w.c (C), 8,27 c (1H, H-2)

3b 1,11 1(3H,J6,4Tuy, CH,), 1,27 1 (3H, J 6,4 Ty, CH,), 3,427 (2H, J 6,4 Tu, CH,), 4,21 K (2H, J 6,4 Ty, CH,),
6,46 n (1H, 16,8 'u, H-6), 7,44 o (1H, J 16,8 'y, H-5), 7,59 w.c (1H, NH), 8,25 c (1H, H-2)

3c 0,857 (3H,J7,2Ty, CH,), 1,26 T (3H, J 7,2 Ty, CH,), 1,49-1,58 m (2H, CH,), 3,33-3,36 M (2H, NCH,), 4,21 K
(2H,J7,2Ty, CH,), 6,45 5 (1H, J 16,8 Tu, CH), 7,44 1, (1H, J 16,8 Ty, CH), 7,58 w.c (TH, NH), 8,23 c (1H, H-2)

3d 1,27 1(3H,J7,2 Ty, CH,), 3,24 c (3H, OCH,), 3,46 T (2H, J 5,2 Ty, CH,), 3,55 T (2H, J 5,2 Ty, CH,), 4,21 K (2H,
J72Tuy,CH,),645a(1H,J16,4Tu, CH), 7,44 5 (1H, J 16,4 Ty, CH), 7,58 w.c (1H, NH), 8,25 c (1H, H-2)

4a 3,60 c (3H, NCH,), 4,07 c (3H, OCH,), 6,65 g (1H, J 9,2 Ty, H-6), 7,95 g (1H, J 9,2 Ty, H-5), 8,73 ¢ (1H, H-2)

ab J; 2 'F(3:,;)7,807r;l,, C(I:'iz :1'027) ¢ (3H,0CH,), 4,32k (2H,J7,0Tu, CH,), 6,62 o (1H, 9,5 Tu, H-6), 7,92 o (1H,

1 L'u =), O, C AL

ac 0,881 (3H,J7,2Ty, CH,), 1,57-1,66 m (2H, CH,), 4,06 c (3H, OCH,), 4,23 1(2H, J 7,2 Ty, CH,), 6,62 o (1H,
19,6 'y, H-6), 7,91 g (1H, J 9,6 'y, H-5), 8,70 c (1H, H-2)

6a 3,63 ¢ (3H, NCH,), 6,87 g (1H, J 9,6 Ty, H-6), 8,07 # (1H, J 9,6 Ty, H-5), 8,93 c (1H, H-2)
1,257 (3H,J6,8Tu, CH,), 4,54  (2H, J 6,8 Ty, CH,), 7,03 g (1H, J 9,6 'y, H-6), 8,44 f (1H, J 9,6 Ty, H-5),

6b 1855 (1H, H-2)

6¢ 0,901 (3H,J7,2 Ty, CH,), 1,60-1,69 m (2H, CH,), 4,26 T (2H, J 7,2 Tu, CH,), 6,85 o (1H, J 9,2 Ty, H-6),
8,07 n (1H, J9,2 T'u, H-5), 8,93 c (1H, H-2)

7a 1,21 g (6H, J 6,8 Ty, 2CH,), 3,53 ¢ (3H, CH,), 4,37-4,45 m (1H, CH), 6,48 5 (1H, J 9,6 Tu, H-6), 7,71 a (1H, J 8,8 Ty,
NH), 8,21 g (1H, J 9,6 'y, H-5), 8,37 c (1H, H-2)

7b 3,34 c (3H, CH,), 3,50-3,54 m (5H, OCH,,CH,), 3,64 k (2H, J 5,5 Tu, CH,), 6,50 A (1H, J 9,0 'y, H-6),
8,13-8,17 m (2H, H-5, NH), 8,39 c (1H, H-2)

7c 3,85-4,07 m (3H, OH, CH,), 6,48 o (1H, J 9,6 Ty, H-6), 8,04 w.c (1H, NH), 8,16 g (1H, J 9,6 Ty, H-5), 8,37 c (TH,
H-2). Curnanu CH,, CH, nepekprBatloTbCA BOJOI0

7d 2,22 c (3H, CH,), 2,42-2,45 m (4H, 2CH,, ninepasuH), 3,56 ¢ (3H, CH,), 3,62-3,66 m (4H, 2CH,, ninepasuH),
6,49 n (1H,J10,0 'u, H-6), 7,83 g (1H, J 10,0 'y, H-5), 8,49 c (1H, H-2)

7e 1,62-1,66 m (6H, 3CH,, ninepnaun), 3,56 ¢ (3H, CH,), 3,56-3,61 m (4H, 2CH,, ninepnanH), 6,49 g
(1H,J9,6 Tu, H-6), 7,79 o (1H, J 9,6 Tu, H-5), 8,47 c (1H, H-2)

7f 1,13-1,96 m (6H, 2CH,), 3,46-3,52 m (2H, CH,), 4,30 K (2H, J 7,0 Ty, CH,), 6,48 A (1H, J 9,5 Ty, H-6), 8,02 w.c
(TH, NH), 8,12 a (1H, J 9,5 Ty, H-5), 8,39 c (1H, H-2)
0,897 (3H,J6,8 Ty, CH,), 1,151 (3H,J6,8 Ty, CH,), 1,29-1,38 m (2H, CH,), 1,52-1,59 m (2H, CH,),

79 3,45k (2H,J6,8 'y, CH,), 4,29 k (2H, J 6,8 Ty, CH,), 6,48 o (1H, J 9,6 Ty, H-6), 8,00 w.c (1H, NH), 8,13
(1H,J9,6 T'u, H-5), 8,38 c (1H, H-2)

7h 0,871(3H,J7,5Ty, CH,), 1,17 7 (3H,J 7,0 Ty, CH,), 1,56-1,62 m (2H, CH,), 3,45-3,51 m (2H, CH,), 4,19 T (2H,
J7,5Tuy,CH,), 6,48 o (1H,J 10,5 'y, H-6), 8,04 w.c (1H, NH), 8,11 a (1H, J 10,5 'y, H-5), 8,38 c (1H, H-2)

7i 0,87 1(3H,J 7,2y, CH,), 1,54-1,64 m (2H, CH,), 3,53-3,58 m (2H, CH,), 4,20 T (3H, J 7,2 Tu, CH,), 4,77 T (TH,
J5,2 Ty, OH), 6,48 o (1H, J 10,0 Iy, H-6), 8,09 w.c (1H, NH), 8,15 a (1H, J 10,0 'y, H-5), 8,38 c (1H, H-2)

7i 0,881 (3H,J7,5Ty, CH,), 1,55-1,63 m (2H, CH,), 1,90-1,94 m (4H, 2CH,, niponiguH), 3,70-3,74 m (4H, 2CH,,

) niponianH), 4,22 1 (2H,J 7,5y, CH,), 6,38 g (1H, J 10,0 Ty, H-6), 8,13 A (1H, J 10,0 'y, H-5), 8,36 ¢ (1H, H-2)

7k 0,881 (3H,J7,8Tu, CH,), 1,55-1,63 m (2H, CH,), 3,61-3,73 m (4H, 2CH,, mopdoniH), 3,70-3,73 m (4H, 2CH,,
mopdoniH), 4,22 k (2H, J 7,6 Ty, CH,), 6,49 n (1H, J 9,6 Ty, H-6), 7,87 p, (1H, J 9,6 'y, H-5), 8,52 ¢ (1H, H-2)
0,881 (3H,J7,2Ty, CH,), 1,55-1,65 m (2H, CH,), 2,21 ¢ (3H, CH,), 2,41-2,44 m (4H, 2CH,, ninepa3uH),

71 3,62-3,65 m (4H, 2CH,, ninepasuH), 4,22 7 (2H,J 7,2 Tu, CH,), 6,48 o (1H, J 9,6 Tu, H-6), 7,83 g (1H, J 9,6 'y, H-5),
8,49 c (1H, H-2)

7m 1,90-1,94 m (4H, 2CH,, niponigun), 3,25 ¢ (3H, CH,), 3,54 T (2H, J 6,4 Ty, CH,), 3,71-3,74 m (4H, 2CH,,
niponiguH), 4,49 17 (2H, J 6,4 Tu, CH,), 6,38 8 (1H, J 10,0 Ty, H-6), 8,15 A (1H, J 10,0 'y, H-5), 8,36 c (1H, H-2)
1,61-1,68 m (6H, 3CH,, ninepnguH), 3,25 ¢ (3H, CH,), 3,54-3,63 m (6H, CH,, 2CH,, ninepuawnH), 4,48 T (2H,

7n 3
J6,4Tu, CH,), 6,48 o (1H,J 10,0 'y, H-6), 7,79 g (1H, J 10,0 'y, H-5), 8,46 c (1H, H-2)

70 3,25c(3H, CH,), 3,57 1 (3H, J 6,4 Ty, CH,), 3,58-3,72 m (8H, 4CH,, mopdoniH), 4,49 k (2H, J 6,4 Ty, CH,), 6,50 A

(1H,J10,0 'y, H-6), 7,89 A (1H, J 10,0 'y, H-5), 8,53 ¢ (1H, H-2)
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Ta6bnuuya 3

AMP 3C cneKTpu CMHTE30BaHMX CNonyk (3, 4, 6¢, 7a-e, g-o0)

Cnonyka

CnekTpun AMP 3C, 125 MIy, AMCO-d,, 6, m.u.

3a 14,7 (C

5, 29,0 (CH,), 60,9 (CH,), 110,1 (C-5), 125,4 (CH), 134,8 (CH), 157,1 (C-6), 157,2 (C-2), 161,1 (C-4), 166,1 (C=0)

H
H

(
3b 14,6 (CH,), 36,5 (CH,), 60,9 (CH,), 109,9 (C-5), 125,6(CH), 134,9 (CH), 157,2 (C-4), 157,2 (C-2), 160,5(C-6), 166,1 (C=0)

3¢ 1(c2),160,7 (C-6), 166,1 (C=0)

11,5 (CH,), 14,3 (CH,), 22,3 (CH,), 43,3 (CH,), 60,9 (CH,), 109,9 (C-5), 125,5 (CH), 134,9 (CH), 157,2 (C-4), 157,2

3d 157,3 (C-2), 160,7 (C-6), 166,1 (C=0)

14,4 (CH,), 41,0 (CH,), 58,1 (OCH,), 60,9 (CH,), 70,3 (CH,), 110,1 (C-5), 125,4 (CH), 134,9 (CH), 157,3 (C-4),

4a 28,3 (NCH,), 54,8 (OCH;), 100,3 (C-4a), 121,8 (C-6), 132,0 (C-5), 155,6 (C-8a), 157,9 (C-2), 162,6 (C=0), 166,3 (C-4)

4b 13,5 (CH,), 36,7 (CH,), 55,2 (OCH;,), 100,5 (C-4a), 122,2 (C-6), 132,4 (C-5), 154,5 (C-8a), 158,1 (C-2), 161,8 (C=0), 166,1 (C-4)

Ac 11623 (C=0), 166,4 (C-4)

11,4 (CH,), 21,3 (CH,), 42,7 (CH,), 55,0 (OCH,), 100,3 (C-4a), 122,1 (C-6), 132,2 (C-5), 155,3 (C-8a), 158,1 (C-2),

6c¢ 11,6 (CH,), 21,0 (CH,), 42,9 (CH,), 111,5 (C-4a), 125,3 (C-6), 134,0 (C-5), 155,5 (C-8a), 157,6 (C-2), 159,0 (C-4), 162,0 (C=0)

7a 22,6 (2CH,), 28,3 (CH,), 42,8 (CH), 97,2 (C-4a), 118,5 (C-6), 133,2 (C-5), 154,6 (C-8a), 158,4 (C-2, C-4), 162,2 (C=0)

b 159,5(C-4), 162,6 (C=O)

28,0 (CH,), 40,8 (CH,), 58,4 (OCH,), 70,7 (CH,), 97,6 (C-4a), 118,8 (C-6), 132,9 (C-5), 154,5 (C-8a), 158,1 (C-2),

7c 28,5 (CH,), 43,9 (CH,), 59,8 (CH,), 97,6 (C-4a), 118,5 (C-6), 132,6 (C-5), 154,4 (C-8a), 157,9 (C-2), 159,5 (C-4), 162,7 (C=0)

7d

28,4 (CH,), 45,7 (CH,), 49,3 (2CH,, ninepasuH), 54,9 (2CH,, ninepa3uH), 99,7 (C-4a), 118,5 (C-6), 134,8 (C-5),
156,4 (C-8a), 156,4 (C-2), 162,4 (C-4), 163,0 (C=0)

7f 13,7 (CH,), 15,0 (CH,), 35,9 (2CH,), 97,1 (C-4a), 119,0 (C-6), 133,0 (C-5), 153,8 (C-8a), 158,5 (C-2), 159,1 (C-4), 162,0 (C=0)

g | 135 (CH), 139 (CHy), 20,1 (CH,), 31,4 (CH,), 36,0 (CH,), 40,8 (CH,), 97,5 (C-4a), 1188 (C-6), 132,8 (C-5),
9 1153,9(C-8a), 158,2 (C-2), 159,5 (C-4), 162,1 (C=0)

11,3 (CH,), 15,0 (CH,), 21,3 (CH,), 36,0 (CH,), 42,3 (CH,), 97,5 (C-4a), 118,5 (C-6), 132,8 (C-5), 154,1 (C-8a),

7h 1158,3(C2), 159,3 (C-4), 162,4 (C=0)

7i 11,4 (CH,), 21,4 (CH,), 42,3 (CH,), 43,9 (CH,), 59,9 (CH,), 97,6 (C-4a), 118,7 (C-6), 132,9 (C-5), 154,2 (C-8a),
157,7 (C-2), 159,6 (C-4), 162,3 (C=0)

7j 11,7 (CH,), 21,1 (CH,), 25,7 (2CH,, niponigunn), 42,6 (CH,), 50,5 (2CH,, niponiann), 98,6 (C-4a), 117,4 (C-6),
135,8 (C-5), 155,7 (C-8a), 158,9 (C-2), 158,2 (C-4), 161,9 (C=0)

7k 11,6 (CH,), 21,3 (CH,), 42,7 (CH,), 49,9 (2CH,, mopdoniH), 66,5 (2CH,, mopdoniH), 99,8 (C-4a), 119,2 (C-6),
134,8 (C-5), 156,0 (C-8a), 156,7 (C-2), 162,1 (C-4), 163,2 (C=0)

71 11,7 (CH,), 21,3 (CH,), 42,6 (CH,), 46,2 (CH,), 49,4 (2CH,, ninepasuH), 54,9 (2CH,, ninepasuH), 99,7 (C-4a),
119,2 (C-6), 135,0 (C-5), 156,1 (C-8a), 156,9 (C-2), 162,1 (C-4), 163,1 (C=0)

7m 25,5 (2CH,, niponiguh), 51,0 (CH,, 2CH,, niponigun), 58,2 (OCH,), 69,1 (CH,), 98,5 (C-4a), 117,0 (C-6),
136,0 (C-5), 156,0 (C-8a), 156,4 (C-2), 158,5 (C-4), 161,9 (C=0)

7n 24,4 (CH,, ninepuawnH), 26,0 (2CH,, ninepuawnH), 50,6 (2CH,, ninepnpaun), 58,5 (OCH,), 69,1 (CH,), 99,5 (C-4a),
118,6 (C-6), 135,7 (C-5), 156,2 (C-8a), 156,4 (C-2), 162,1 (C-4), 163,2 (C=0)

70 49,9 (CH,, 2CH,, mopdonin), 58,3 (OCH,), 66,5 (2CH,, mopdonin), 69,1 (CH,), 99,8 (C-4a), 118,7 (C-6),

135,1 (C-5), 156,3 (C-8a), 156,7 (C-2), 162,1 (C-4), 163,1 (C=0)

fopawTb 20 mu Boau. Ocaz BigdinibTpoOBYIOTH, Ne-
PEKPHUCTaNi30BYIOTh 3 UKJ/I0TreKcaHy. Buxing — 1,48 r
(78%). T. 1. - 254-256°C. AMP 'H (400 MI'y, IMCO-d,),
6, M. 4.: 3,53 ¢ (3H, CH,), 6,49 1 (1H, ] 9,6 'y, H-6),
7,73 mw.c (2H, NH), 8,10 g (1H, ] 9,6 I'y, H-5), 8,70 ¢
(1H, H-2). AMP 3C (100 MI'y, AMCO-d,): 28,1 (CH,),
96,9 (C-4a), 118,4 (C-6),133,5 (C-5), 154,9 (C-8a), 158,5
(C-2),161,5 (C=0), 162,8 (C-4). MS: m/z 177 MH+.
3HaizeHo, %: C 54,57; H4,63; N 31,85. C;HgN,O. Bu-
paxyBaHo, %: C 54,54; H 4,58; N 31,80.
8-Ankin-4-xaoponipugo[2,3-djnipumignn-
7(8H)-oHu 6a-c. Cymiur 5 MMoJib OJHIET 3i criOyK
4a-ci 10 mmosb POCL, HarpiBatoTs npu 100°C Bopo-
ok 1-1,5 rofi. PeakuifiHy Macy 0Xo/10KyOTb i BU-

JIUBAIOTh Ha JiiJ. Ocaz, 1110 BUMNaB, BiAQiAbTPOBYIOTH,
NePEeKPUCTANTI30BYIOTh 3 [IUKJIOTEKCaHY.

8-Askin-4-aminonipupo[2,3-d]nipumignH-
7(8H)-oHu 7a-o.

Memod A (cnionyku 7a-0). Cymim 1 MMouib ofHi€l
3i crosiyk 6 a-c, 1,2 MMoJ1b TpUeTWIaMiHy Ta 1,2 MMOJIb
Bi/ITOBiZTHOTO aMiHy B alleTOHITPUJI KUIT'AITATH BITPO-
JoBx 1-3 roj. PO3YMHHUK BUANAIOTh ¥ BaKyyMi,
3a/IMII0K 06p0o6J1st0Th Bojio10. Ocaf BiadiabTpoBy-
I0Th, IEPEKPUCTANTI30BYIOTh 3 IPONAH-2-0J1y.

Memod b (cnonyku 7d,e,m-0). /lo cycrieHsii 1 MMoJib
ofiHi€l 3i cosiyk 3a,d B alleTOHITPUIII A0JA0Th CY-
Miw 1,2 MMoJIb TpUeTUIaMiHy Ta 1,2 MMoJIb Bifjo-
BiZJHOr0 BTOPUHHOTO aMiHy i KUII'SITATh BOPOJOBXK
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2-3 roi. PO3YUMHHUK BUAAJISIOTh Y BAKYyMi, 3a/IMLLIOK
06p006JsI0TE BoA010. Ocajl BiAdibTPOBYIOTH, IEepe-
KPHUCTaJli30BYIOTH i3 IpomnaH-2-0Jy.

Memod B (cnonyku 7d,e,m-o0). Cymim 1 MMosib
ofHi€l 3i cmostyk 10a,b Ta 5 MMOJIb BTOPUHHOTO aMiHy
KUII'ITATHh BOPOAOBXK 2-4 roJ. PeakniliHy macy 06-
po6JIsII0Th Bozot0. Ocaf, 1110 yTBOPUBCS, BidiibTpo-
BYIOTb, IEPEKPUCTAJI30BYIOTh i3 MpONaH-2-0J1y.

8-Askin-4-Tiokco-4,8-gurigponipugo|2,3-d]
nipumiguH-7(3H)-oHu 9a, b. Cymim 1 MMoJb 0/-
Hiel 3i ciosyk 3a,d Ta 3MmMoub NaHS-H,0 HarpiBa-
toTb npu 100°C npoTtsirom 6-8 rog. Peakuiliny macy
06p0o06JsaI0TE BoA010. Ocaj BiAdiibTPOBYIOTE, IEepe-
KPUCTAJi30BYIOThD i3 alleTOHITPUIY.

8-MeTua-4-tiokco-4,8-gurigponipuao[2,3-d]
nipumiguH-7(3H)-oH (9a). Buxia - 0,13 r (69%).
T. 1. — 274-276°C. I4-cniektp, KBr, v, cM: 1644 (C=0),
3051 (NH). AMP 'H (500 MTu, AMCO-d,), 6, M. 4.
3,56 c (3H, CH,), 6,61 a (1H, ] 9,5 'y, H-6), 8,35 1
(1H, J 9,5 I'y, H-5), 8,39 c (1H, H-2), 13,97 m.c (1H,
NH). AMP *C (125 MTI'y, IMCO-d;): 29,0 (CH,), 114,6
(C-4a), 121,0 (C-6), 137,4 (C-5), 149,6 (C-2), 151,8
(C-8a), 162,7 (€C=0), 181,3 (C=S). MS: m/z 194 MH".
3HakgeHo, %: C 49,70; H 3,69; N 21,72; S 16,52.
C¢H,N,OS. Bupaxysano, %: C 49,73; H 3,65; N 21,75;
S 16,59.

8-(2-MeTokcieTn)-4-Tiokco-4,8-guriapo-
nipupo[2,3-dlnipumignn-7(3H)-oH (9b). Buxiz -
0,16 T (67%). T. 1. - 205-207°C. I9-cniextp, KBr, v, cM:
1654 (C=0), 3056 (NH). AMP 'H (400 MI'y, AMCO-d,):
3,23 ¢ (3H, OCH,), 3,55 T (2H, /5,8 'y, CH,), 4,45 T
(2H,75,8 'y, CH,), 6,61 n (1H, ] 9,6 'y, H-6), 8,36
(1H, J 9,6 'y, H-5), 8,38 ¢ (1H, H-2), 13,94 m1.c (1H,
NH). AMP *C (125 MI'y, IMCO-d,): 58,5 (OCH,), 69,1
(2CH,), 115,6 (C-4a), 121,3 (C-6), 137,5 (C-5), 149,1
(C-2),151,6 (C-8a),162,4 (C=0),181,1 (C=S). MS: m/z
238 MH". 3naiigeHo, %: C 50,58; H 4,62; N 17,74;

NitepaTtypa

$13,48.C,,H,,N;0,S. BupaxyBaHno, %: C 50,62; H 4,67;
N17,71; S13,51.

8-Askin-4-(Metwrrio)nipugo|2,3-d|nipumiaun-
7(8H)-onm 10a, b. Cymim 1 MMos1b 0fHi€l 31 ciosiyk
9a,b, 1,2 Mmmosib CH,I ta 1,2 Mmosis K,CO, B 5 Mt aneTo-
HITpUJIY epeMilllyI0Th BIPOAOBXK 3-5 roj. Po34uH-
HUK BUJAQJISIOTh Y BAKyyMi, 3aJIUIIOK 06POOBJISIOTH
eTaHoJsioM. Ocaz BigdinbTPOBYIOTH, epeKpUCTaIi-
30BYIOTb 3 ETAHOJY.

8-MeTu-4-(Mmetuario)nipuao[2,3-d]nipu-
MiguH-7(8H)-oH 10a. Buxig - 0,18 r (87%). T. 1. -
153-155°C. AMP 'H (500 MI'y, IMCO-d,), §, M. u.: 2,64 c
(3H,SCH.,), 3,58 ¢ (3H, CH,), 6,69 1 (1H,/ 9,5 'y, H-6),
7,89 1 (1H, ] 9,5 'y, H-5), 8,84 c (1H, H-2). AMP 3C
(125 MI'n, IMCO-d,): 12,7 (SCH,), 28,4 (CH,), 110,3
(C-4a), 123,0 (C-6), 132,8 (C-5), 152,9 (C-8a), 156,8
(C-2),162,2 (C=0),168,5 (C-4). MS: m/z 208 MH". 3Haii-
neHo, %: C 52,21; H 4,45; N 20,21; S 15,44. C,H,N,0OS.
BupaxyBano, %: C 52,16; H 4,38; N 20,27; S 15,47.

8-(2-MeTtokcieTn)-4-(MeTuirrio)nipuao|2,3-d]
nipumiguH-7(8H)-oHiB 10b. Buxig - 0,21 r (84%).
T. 1. - 108-110°C. AMP 'H (400 MTI'y, IMCO-d,), §,
M.4.: 2,65 ¢ (3H, SCH,), 3,24 c (3H, NCH,), 3,58 T (2H,
J 6,4 'y, CH,), 4,50 T (2H, ] 6,4 'y, CH,), 6,70 g1 (1H,
J 9,6 I'y, H-6), 7,93 1 (1H, J 9,6 'y, H-5), 8,86 ¢ (1H,
H-2); AMP '3C (100 MI'n, IMCO-d,): 12,4 (SCH,), 58,7
(OCH,), 68,9 (2CH,), 110,1 (C-4a), 122,9 (C-6),132,9
(C-5), 153,0 (C-8a), 156,7 (C-2), 162,1 (€C=0), 169,0
(C-4).MS: m/z 252 MH*. 3naiigeno, %: C 52,64; H 5,27;
N 16,63;S12,71. C,;H,;N,0,S. Bupaxysano, %: C 52,57;
H5,21; N 16,72; S 12,76.

BUCHOBKM

Po3po06JieH0 3py4yHUl Niaxin 10 cuHTe3y 4-aMiHo-
3aMillleHUX MOXiAHUX Mipuo[2,3-d|nipuMiguH-7-oHy
Ha ocHOBI eTuJ (2E)-3-(4,6-auxaoponipuMianH-5-
is)akpusary.
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