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IIpousBoiHbIE HUKOTMHOBOM KHCJIOTHI MEPCHEK-
TUBHBI MIPHU CO3/IaHUU TpENapaToB AJS JICUEHUs cep-
Je4HO-cocyaucThix [1-3], merounsix [4], TpoTUBOO-
myxosieBbix [S5] 3aboneBanuii 1 BUY [6]. Onn mMoryT
WCTIONB30BATECS B DIIEKTPOHHO-TPAUIECKUX TOHE-
pax B KauecTBE PETyAATOPOB 3JIEKTPUIECKOTO 3apsiia
[7] ¥ B TO3UTHBHBIX CBETOUYBCTBUTEIHHBIX KOMITO3H-
musx [8].

B mponomkenne ucciieIoBaHu B 00JIaCTH XUMHUHN
HUKOTUHOBOM KHUCIIOTHI [9—11] HamMu ucciemoBad HO-
BBI BapHaHT MHOTOKOMIIOHEHTHOH KOHJEHCAIUH,
MIPUBOASIIEH K 00pa30BaHUI0 (DYHKIIMOHAIU3UPOBAH-
HBIX HUTPHWIOB W 3GHUPOB 1,4-IUTHIpOHUKOTHHOBOM
KHCJIOTBL. YCTaHOBIIEHO, YTO MpPH B3aUMOAEWCTBUU
MajoHoHuTpmia 1, cepoBogopomga 2, apomarude-
CKHX WU FeTepOapoMaTHUYECKUX adbACTUI0B 3a—B U
1,3-mukapOOHMITFHBIX COEeMHEHUI 4a—B 00pa3yIOTCs
MPOU3BOIHBIE HUKOTUHOBOM KUCIOTHI — 1,4-1uruapo-
MUPUINH-2-THONIATHl aMMOHHUS Sa, 0 W 3THiI-2-Me-
THi-4-(3-MeTunTHOPEeH-2-11)-6-THOKCO-5-111a-
Ho-1,4,5,6-TeTparuaponupuanHkapOokcunar 6 (cxe-
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Ma 1). [Ipu mepexkpucTamIn3auy Cojii 5a U3 JIeITHON
YKCYCHOU KHCJIOTBI MOJIYYE€H ATHII-2-MPONUII-6-THOK-
co-4-(pypan-2-uin)-5-unano-1,6-TUruIpONUpPUANH-
3-xapOokcunar 7. Kongencanus peanusyercss B dTa-
Houte ripu 20°C mipu Katanm3e anudarndecKUMU aMu-
HaMH — TPUITHIIAMUHOM, WA MOP(OIHHOM.

YBenuueHue Yuciia KOMIIOHEHTOB TAHHOM KOHJCH-
caly, B YaCTHOCTH, NMPHOABICHNE B PEAKIMOHHYIO
CMECh B KaueCTBE aJKIIUPYIOLIEero pearenra 1,2-au-
OpoMaTaHa 8 mpuBeno K 00pa30BaHHUIO THII-S-TIPO-
nui-7-(dypan-2-un)-8-1uano-3,7-nuruapo-2 H-tua-
30510[ 3,2-a|mupuanH-6-kapOokcumara 9 (cxema 1).

Cxema peakIiny BKITIO9aeT 00pa3oBaHUe ITHAHOTH-
oareraMuia A, KOHACHCHUPYIOIIETOCS C ajlbICTHIaMHU
3a—B 10 cOOTBETCTBYIOIMX ankeHOB Knépenarens b.
B nanpneiimem peanusyercs npucoeauHenue CH-
KHUCIIOT 4a—B 110 Muxasmo K apmi(reTapui)MEeTHITH-
IneHnuanotroaneramMmugaMm b ¢ obpazoBaHneM agayK-
ToB B. Ilocnennue B yciaoBUsIX peaklUUH HEYCTONUYH-
BBl U XEMOCEJIEKTUBHO TPaHCHOPMUPYIOTCS B CONH
Sa, 6. B xucnoii cpene onu erko 00pa3yroT YaCTHYHO
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Cxema 1.
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B = Et3N, mopdonun; R!' = Gpypan-2-un (3a), 5-metundypan-2-ui (36), 3-merunruodpen-2-ui (3B);
R?=Pr, R® = OEt (4a); Me, OEt (46); Me, Me (4B); R! = pypan-2-un, R? = Pr, R* = OEt, B = Et;N (5a);
R! = 5-mermndypan-2-mi, R? = R3 = Me, B = moponun (56).

TUAPUPOBAHHBIE MUPUAUMHTHOHBI 6 U 7. BBenenue
B JIaHHYIO pEaKLHI0 SKBUMOJSIPHOIO KOJMYECTBA
1,2-mubpomatana 8 B mpucyrctBun 10%-HOTO BOTHO-
ro pacteopa KOH mnpuBeno x JBOWMHOMY ajIKHJIMPO-
BaHUIO conu Sa. [lepBoHayanbHO 00pa3yIOMIMICS TH-
03¢up I' B ycloBUsAX peaknuyu BHYTPHUMOJCKYISPHO
MIPOAJKMIIMPOBAJICS 10 aTOMY a30Ta JUTHAPOTIUPUIN-
HOBOTO sIZIpa, Pe3yJbTaTOM 4ero sSBHIOCH 00pa3oBa-
HUE YaCTUYHO TMJIPUPOBAHHOM THazoino[3,2-a|nupu-
JTUHOBOM cucTeMbI 9 (cxema 1).

BoBneuenne B OaHHYIO MHOTOKOMIIOHEHTHYIO
KOHJICHCAIIMIO B Ka4eCTBE AJIKMJIMPYIOIIETO peareHTa
1,2-gubpomMaTana 8 B HOITYMOJIIEHOM KOJIMYECTBE MPH-
BOJHT K 00pa3oBaHMIO MPOU3BOAHBIX 1,2-6uc(1,4-nu-
TUAPONUPUIUH-6-1icyibdanmwn)dTanoB 10a, 6 u
nU3TUI-6,6'-[3Tan-1,2-nuunouc(cyabhanuun) |-
ouc[2-nponun-4-(hypan-2-ui)-5-MHaHOHUKOTHHATA |
11 cooTBeTcTBEHHO (CXema 2).

[IpuMeHeHne MOHOTAJIOTCHAIKHUINPYIONINX pea-
reaToB 12a—3 B 3TOH peaKITiy B OJHOTUITHBIX YCIIOBH-
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Cxema 2.
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R!= 2-MeOCH, (3r), 2-Me-4-FC H, (3n), nupuun-3-un (3e), 2-CICH, (3x), 4-CICH, (33), Ph (3m); R?= Ph, R?= OEt (4r);
R? = i-Pr, R = MeO (4n); R? = Me, R? = CH,=CHCH,O (4e); R! = 3-meturrnen-2-un, R? = Me, R3 = OEt (10a); R! =
2-MeOC(H,, R2="Ph, R*= OEt (106); Hlg=Br, Z = 4-CIC,H,C(O)CH, (12a); Hlg = CI, Z = CH,C(O)NH, (126); Hlg=Br, Z =
Kymapun-3-unkapoorunvernien (128); Hlg = Cl, Z = 2-MeC H,NHC(O)CH, (12r); Hlg = Br, Z = CH(COPh)(i-Pr) (12m);
Hlg = Br, Z = uuknorekc-2-eu-1-un (12e); Hlg = Br, Z = CH,C=CH (12x); Hlg = Cl, Z = CH,Ph (123); Hlg = Cl, Z =
PhCH,O0C(O)CH, (12m); Hlg = Cl, Z = rtnason-2-unkapbamounmerunen (12x); Hlg = I, Z = Me (12a); Hlg = Br, Z =
CH,=CHCH, (12m); R! = 2-Me-4-FC(H,, R? = i-Pr, R* = MeO, Z = 4-CIC(H,C(O)CH, (13a); R! = 2-Me-4-FC(H,, R* = i-Pr,
R? =MeO, Z = CH,C(O)NH, (130); R! = 2-Me-4-FC H;, R? = i-Pr, R? = MeO, Z = xymapus-3-mikap6ormmernies (138);
R!' = dpyp-2-nn, R? = Me, R} = CH,=CHCH,0, Z = 2-MeCH,NHC(O)CH, (13r); R! = 2-MeOCH,, R? = Ph, R® = OEt, Z =
CH(COPh)(i-Pr) (13n); R! = nupuaun-3-un, R? = Ph, R® = OEt, Z = umxnorexc-2-en-1-nn (13e); R! =2-CICH,, R? =R’ = Me,
Z = nuknorekc-2-en-1-un (13x); R! = nupuaun-3-um, R2=Ph,R}*=O0Et,Z= CH,C=CH (133); R! = 5-metundyp-2-un, R2=Me,
R?= Me, Z = CH,C=CH (14a), R! = 4-CIC(H,, R* = R? = Me, CH,Ph (146); R! = Qyp-2-un, R* = Pr, R® = OEt, Z =
KyMapuH-3-unkapGormimeruneH (14B); R! = mupuaun-3-un, R? = Ph, R3 = OEt, Y = C(O)NH, (15a); R! = 3-mermnTHen-2-1m,
R?=Me, R?= OEt, Y = C(O)NH, (156); R! = mupnmnn-3-un, R? = Ph, R*= OEt, Y = PhCH,0C(O) (158); R! = ¢yp-2-un, R? =
Me, R3= CH,=CHCH,0, Y = trazon-2-unkapbamonnmeTnieH (15r).
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SIX TIO3BOJISIET CHHTE3UPOBATh APHUPHI 6-aTKUICYTh(a-
HUJ-1,4-TUTUAPOHUKOTUHOBOM KUCTOTHI 13a—K 1 HU-
KOTHHOBOM KHCIOTHI 14a, 6. [loBBIIIIEHNE OCHOBHOCTH
peakIoHHON cMecu myTem npubasnenus 10%-Horo
BogHoro pactBopa KOH mocne cramum mpubasie-
HUS aJKWiITanoreHuaoB 126, u, K IpuBoauT K Oojee
DIyOOKOMY MPOTEKAaHHIO PEaKLUUH, HE OCTaHABIMBa-
IOIIeiicsl Ha CTaJul COOTBETCTBYIOIIMX THOA(PHUPOB
13. TlocnenHue BHYTPHUMOJEKYISPHO LHKINU3YIOTCS
B 3aMemieHHbIe 1,4-muruaporueno|2,3-b | mupuanHb
15a-r — nepcneKTUBHbBIE MOIYIPOAYKTHI IS CO3/a-
HUS POTUBOOMYXOJNIEBBIX [ 12—15] 1 mpoTnBOMHUKPOO-
HBIX nipenaparos [16, 17], a Taxke 1uist nedeHus 3a60-
JIEBaHUU LEHTPaJIbHON HEPBHOU cucTeMsl [18].

[locnenoBarenpHOE MPUMEHEHUE [JBYX pa3iuy-
HBIX aNKWIAPYIOIUX PEareHTOB — METHIHOANIA
121 u Oensmnxnopuna 123 — B KOHAEHCAIIMN MaJo-
HouuTpmia 1, cepoBomopona 2, OeHzampaeruaa 3u,
sTmnbeH3omnanerata 4r 1 MopdoluHa MPUBOTUT K
00pa3oBaHUIO S-anerwi- 1-6eH3un-6-metui-4-de-
HWI-1,4-muruaponukoTnHOHUTpriIa  16.  Jlornuno
MPEANONoKUTE 00pa3oBaHre B PEakMOHHON cMecH
B KaueCTBE MHTEPMEHATa IMOJHOCTHIO 3aMEIEHHOTO
1,4-nuruaponupuauna /.

HeoObruHO mpoTekaeT, Mo CPaBHEHHUIO C MPEIbI-
OYLUMMU TIPUMEpaMH, MHOTOKOMIIOHEHTHAasl KOHAEH-
canus MajoHoHuTpmia 1, cepoBomopoma 2, 3-TH-
punuHkapOanbpaeruaa 3e, STunOeH30MIaLeTaTa 4T,
MopdonuHa 1 ammiopomuaa 12mM. BeimeauTs 0ku-
JaeMblid cooTBeTCTBYIoUMi THOAQUp E He ymaercs
BCIIEACTBUE €ro Jerkoil [3,3]-curmarponHoi mepe-
IPYIIUPOBKH B ATHI-5'-amii-6'-Tuokco-2'-heHns-
5'-nmano-1',4",5',6'-terparunpo-[3',4'-ounupunuu]-3-
kapOokcuiat 17 (cxema 2).

IlonTBepxacHNEM peanu3aliy yKa3aHHOM BBILLIE
MeperpynmnupoBKy ciyxuT Hannuue B UK cmexrpe
MIONTyYEHHBIX COEMHEHUIN XapaKTePUCTUYECKON TI0-
JIOCHI TIOTJIONIEHHS BAJIEHTHBIX KOJeOaHU Hecomps-
JKEHHON 1maHorpymnsl npu 2244 cml. B crnekrpe
SIMP 'H coenunenus 17 curnan nporona NH cwme-
ImeH B ciaboe Ioiie M0 CPaBHEHHWIO C TAKOBBIM JIJIS
1,4-muruaponupuanaoB 13a—3 u mposiBiseTcs B
BHJIE YITUPEHHOTO cHHIIIeTa B obmactu 12.49 m. 1. B
psny GYHKIMOHAIBHO 3aMEIEHHBIX 2-aJTHITHO(Ce-
neHo)-1,4-guruaponupunnHoB  [3,3]-curmarporHas
MeperpynInupoBKa BIepBble O0OHAPYEHAa HAMU paHee
[19].

CriekTpallbHble XapaKTEPUCTUKA CHHTE3UPOBaH-
HbIX coeauHeHuit 57, 9-11, 13—-16 moaTBepKaarOT
UX cTpoeHne. XapakTepHbIM [yt criektpoB SIMP TH
3aMelleHHbIX 1,4-nuruaponupunuHoB Sa, 0, 10a, 0,
13a, 3, 15a, r gBiIsIeTCA HAIMYKME CUTHAJIOB MMPOTOHOB
JUTHAPOTIMPUAMHOBOTO SI7pa B BHJIE CHHIJIETOB B 00-
nactv 4.64-5.18 (C*H) u 8.91-11.95 (N'H) m. x., uc-
Yye3alolluX B CIeKTpax nupuauHoB 14a—B. OTMeTHM
pacuieneHne CursainoB npotoHoB rpynmnsl SCH, Ha
nBa myonera B obomacty 3.58-3.94 u 3.75-3.99 m. 1.
¢ KCCB 2J = 14.8-16.7 T'i, uT0 yKa3bIBacT Ha OT-
CYTCTBHE CBOOOIHOTO BpalleHUs 3amectutens Z. B
pou3BOIHEIX 1,4-murunpormmpuanHos 13a, 6 mpoto-
HBl METHJIBHBIX TPYII HW30HPONIIFHOTO 3aMECTHTE-
JIsl IPOSIBIISIFOTCS. B BUJE JBYX QyOJICTOB B OOJIACTSIX
0.99-1.13 u 1.08-1.24 M. ., 9TO TaKXe yKa3bIBaeT
Ha OTCYTCTBHE CBOOOIHOIO BPAIICHHS BOKPYI CBSI3U
CzpnyH(Me)z W, KaK pe3yibTaT, TMPOTOHB METHIIh-
HBIX TPYIII MATHUTHO HEIKBUBAJICHTHBI.

B cnekrpe IMP 'H coenunenus 13e naGnronaercs
PaBHOMHTEHCUBHOE yIBOECHUE CUTHAJIOB IIPOTOHOB H4
u NH 1,4-muruaponupuinHOBOTO SApa B BUIEC CHH-
rnetoB npu 4.68 u 4.71 M. 1., 10.02 u 10.16 M. 1. co-
OTBETCTBEHHO, YTO, BEPOSATHO, CBSI3aHO C PAa3IUYHOMN
KkoH(popmarueil 1,4-AUruIpONUPHINHOBOTO SIpa.

Takum 00pa3oM, MHOTOKOMIIOHEHTHAsI KOH/ICHCA-
1Sl MAIOHOHUTPHIIA, CEPOBOAOPOIA, APOMATHIECKUX
WIH TeTepOoapoOMaTHUECKUX ajbAeTHIOB, l,3-muKap-
OOHWJIBHBIX COENWHEHWH W aJKWIHPYIONINX pearcH-
TOB SIBIAETCS yAOOHBIM METOIOM CHHTe3a (hyHKIIH-
OHAIIM3UPOBAHHBIX HUTPUJIIOB ¥ J(PHUPOB 6-aJIKUI-
cynbpanui-1,4- AT IPOHUKOTHHOBOM KHCIOTHI U UX
apoOMaTHYeCKUX aHaJIOTOB, THa30j0[2,3-b|mupuanHa
u 1,4-nmuruaporueHo|2,3-b | MupuanHOB.

OKCIIEPUMEHTAJIBHA S YACTD

UK cnexrprl nomyudanu Ha npudope MKC-40 B Ba-
semuHOBOM Macite. Criekrpet SIMP 1H u 13C peructpu-
poBanu Ha cnekrpomerpe Varian VXR—400 (399.97 u
100 MI'u coorBercTBeHHO) B pactBopax JMCO-dq,
BHyTpeHHUI ctannapt — TMC. Macc-ciekTpsl CHH-
Main Ha cnekrpometpe Agilent 1100 Series ¢ cenek-
TuBHBIM JetektopoM Agilent LS/MSDLS (o6pasen
Beoaunu B Marpune CH;COOH, 3V, 70 »3B). s
coenuHenni 10a, 150, B Macc-CIIeKTphI NOTyYaln Ha
Macc-CIIeKTPOMETPE BBICOKOTO pasperieHust Orbitrap
Elite. DneMeHTHBIM aHaNM3 BBHIIONHSIM HA MpUdope
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PerkinElmer CHN-analyser. Temneparypsr mnaBie-
HuUs onperesin Ha O6ioke Koduepa. Xon peakiuu u
YUCTOTY MOJYYCHHBIX COGI[I/IHGHI/II\/'I KOHTPOJIMPOBA-
au MetogoM TCX na mractunkax Silufol UV-254 B
cucreMme arneToH-TekcaH (3:5), mposBIIEHHUE TapaMu
nona u YO o0irydeHreM.

TpusTnnammonusi  6-nponui-4-(pypan-2-mi)-
3-nuaHo-5-3TOKCHKapOOHWII-1,4-TuruaAponupu-
auH-2-TtHonaar (5a). Yepes pactop 0.7 r (10 Mmmoib)
MasjoHoHHATpHIA 1 1 3 Karens TpudTHIaMuHA B 50 MI
stanona npu 20°C 6apOoTHpOBaIU yMEpEHHBIH TOK
cepoBonopoAa B TeueHue | 4 1o Havajga KpUCTaJUIH-
3alyy [HaHOTHOoAIleTaMuIa A, rmocie yero 0apooTu-
poBanue npekpamani. K cmecu npubasisim 0.83 Mt
(10 mmoinb) ¢ypdypona 3a, 3areM HepeMeIIMBaIN
30 MuH 10 Havaja KpHcTauu3auuu 2-Qpypdypuiu-
JeHIaHoTHoalueTaMuaa b u mocnexoBarensHO NpH-
Oamsir 1.6 mi (10 MMmonp) atunOyTuiamnerara 4a
u 1.4 v (10 mmonp) TpudTHIamMuHa. [lomydeHHyO
CMECh IepeMeIInBaii 15 MUH U OCTaBIsUIM Ha 2 CyT.
O6pa3oBaBimiicss 0cagok OTQUIBTPOBBIBANU, MHPO-
MBIBAJIM 3TAHOJIOM M TekcaHoM. Berxon 3.9 r (71%),
JKENTHIM METKOKPUCTAIUTMYECKUH MOPOIIOK, T. ILI.
96-98°C. UK cmekrp, v, cml: 3212, 2960 (NH),
2179 (C=N), 1683 (C=0). Cnexrp SIMP H, 5, m. 1.:
0.87 T (3H, Me, J = 6.9 IT'n), 1.08 T (3H, MeCH,O,
J=7.0Tn), 1.6 T (9H, Me, J = 7.3 I'n), 1.33-1.59
M (2H, CH,), 2.61 T (2H, CH,, J = 7.0 I'y), 3.08
[6H, (MeCH,);N*, J = 7.3 T'], 3.94 x (2H, CH,O0,
J=69TIm), 439 c (1H, H4Py), 5.74 n (1H, H3¢ypaﬂ,
J=29Tn), 6.23 n. x (1H, H4¢ypaH, J=4.6ITn), 7.40
o (1H, H5cbypaﬂ, J =12 Tm), 823 ym. ¢ (1H, NH).
Curnan nporona HN* He mposiBisieTcsi, mo-BUAMMO-
My, BCIEICTBHE OBICTpOro aeWTepooOMeHa. Macc-
cnextp, m/z (I, %): 102.2 (10) [E4;NH + 1]+ 319.0
(100) [Mpon T 117 Haiineno, %: C 62.85; H 7.84; N
9.96. C5,H;33N;058S. Beruucaeno, %: C 62.98; H7.93;
N 10.02. M 419.6.

Mopdoaun-4-usi  S-anerwin-6-meruin-4-(5-me-
THJIgypaH-2-mi)-3-unano-1,4-1TuruponupuauH-
2-tuogar (50) momyyanu aHaIOrM4YHO M3 1 M
(10 mmonb) 5-metundypdyporna 36, 1.23 mu (10 mm-
Moutb) antetriareTona 48 u 0.87 mi (10 Mmmoms) Mop-
dhomuna. Beixon 2.8 1 (77%), OeCIIBETHBIN MOPOIIIOK,
T. . 118-120°C. UK cnekrp, v, cm1: 3316 (NH),
2170 (C=N), 1714 (C=0). Cuextp SIMP H, 8, m. 1.:
2.11 ¢ (3H, Me), 2.43 ¢ (3H, Me), 2.52 ¢ (3H, Me),
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3.08 T (4H, CH,N*CH,, J = 4.4 I'n), 3.74 T (4H,
CH,OCH,, J =4.4T), 4.36 ¢ (1H, H4p,), 5.68 1 (1H,
H3 popas / = 2.9 T, 5.88 1 (1H, H4yy 0, J = 2.9 T),
8.31 ymr. ¢ (1H, NH). Curnanel nporoHoB H,N* e
MPOSIBIISIIOTCSA, TO-BUAMMOMY, BCIEACTBUE OBICTPOTO
neiitepooomena. Macc-cekrp, m/z (1, %): 274.0
(100) [Myypon T 117. Haitneno, %: C 59.72; H 6.35;
N 11.52. C;gH,3N30;S. Boruucneno, %: C 59.81; H
6.41; N 11.63. M 361.5.

ITHia-2-metna-4-(3-meruaruoden-2-mia)-6-
THOKCO-5-unano-1,4,5,6-terparuaponupuaus-3-
KapOokcuaar (6) momydanu aHanorudHo u3 1.1 mu
(10 mmomnp) 3-mMeTunTHO(EH-2-UIKapOOKCAIbICTH A
38 u 1.3 mu (10 Mmozb) aneroykcycHoro a¢upa 46.
[lepen cragueit GuIBTPOBaHUS PEAKIHOHHYIO CMECH
pasbaBmsn 10%-Hoi constHON Kucmotoit no pH = 5
W OoCTaBIsIM Ha cyTkU. OOpa3oBaBIIUIiCsS OCAIOK OT-
(UIBTPOBBIBAJIM, MPOMBIBAJIM MOCIIEAOBATENHFHO BO-
IIO#, TaHOJIOM | rekcanoM. Brixox 2.2 T (68%), xei-
THIH OpoIoK, T. 1. 135-137°C (EtOH). UK crmekrp,
v, em1: 3335 (NH), 2247 (C=N), 1711 (C=0), 1188
(C=S). Cnextp SIMP H, §, m. 1.: 1.20 T (3H, MeCH,,
J=7.0Tm), 2.31 c (3H, Me), 2.36 c 3H, Me), 4.11
(2H, CH,O, J = 7.0 I'n), 4.29-4.44 m (2H, H3Py +
H4Py), 6.76 1 (1H, H4TI/IOCI)CH> J =52Tm), 7.11 g
(1H, H3opem J = 5.2 Tw), 12.08 ym. ¢ (1H, NH).
Macc-cnekrp, m/z (I, %): 321.0 (100) [M + 1]
Haiineno, %: C 56.02; H4.96; N 8.66. C,sH;(N,0,S,.
Beruucneno, %: C 56.23; H 5.03; N 8.74. M 320.4.

ITHa-2-nponua-6-tuokco-4-(pypan-2-uma)-5-
umMano-1,6-muruaponupuaun-3-kapooxuiaar  (7)
MOJTyYajy MpH NepekpucTamin3anuu 1 r (2.4 MMonb)
conu Sa u3 25 Mil IeAsTHOM YKCYCHOM KUCIO0ThI. Beixoz
2.4 1 (75%), xenrteie KpucTaLIbL, T. 1. 185-183°C
(AcOH). UK cnektp, v, cm—1: 3157 (NH), 2223 (C=N),
1724 (C=0), 1029 (C=S). Cnektp SIMP H, 6, m. n.:
0.88 T (3H, MeCH,0, J = 7.3 I'y), 1.09 T (3H, Me,
J=7.0Im), 1.51-1.56 m (2H, CH,), 2.67 T (2H, CH,,
J=7.0Tn),4.14x (2H, CH,0,J=7.3T1), 6.80c (1H,
H3 opan)> 7-38 ¢ (1H, H4o00,), 8.03 ¢ (1H, Ho g0,
14.24 yu. ¢ (1H, NH). Cnekrp SIMP 13C, 8., m. 1.:
13.60, 13.83, 22.95, 32.78, 61.92, 109.74, 113.03,
115.58, 116.30, 117.16, 140.85, 145.88, 147.25,
155.83, 164.96, 179.10. Macc-cniextp, m/z (I, %):
315.0 (100) [M + 1]*. Haitneno, %: C 61.01; H 5.10;
N 8.84. C;cH;(N,O5S. Boruucieno, %: C 61.13; H
5.13; N 891. M 314.4.
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Itua-S-nponua-7-(gypan-2-ni)-8-uuano-3,7-
auruapo-2H-tuazo0no0[3,2-alnupuann-6-kapook-
cunar (9) momydanu aHajormdHo conm Sa. Ilocne
cTaany o0pa3oBaHUs CONM Sa ee OT(UIBTPOBHIBAIIH,
pactBopsuin B 25 mu JIM®A u npu nepeMenInBaHuu
nocienosarenbHo nobasmsi 0.9 mim (10 MMonb)
1,2-mubpomatana 8 u 5.6 mia (10 mmomnp) 10%-HOTO
BoaHoro pactsopa KOH, nepememuBanu 1 4 u octas-
nsii Ha 2 cyT. PeaknmoHHyl cMech pasz0aBisuiu
paBHbIM 00BbeMOM Boabl. OTduasTpoBBIBANKM 00pa-
30BaBIIMKACS OCAJIOK, ITPOMBIBAJIA BOJOH, 3TaHOJIOM
u rekcaHoM. Bexon 2.7 T (78%), GecuBeTHBINH TIOPO-
oK, T. wi. 112-114°C (EtOH). UK cnekrp, v, cm1:
2191 (C=N), 1694 (C=0). Cnektp SIMP !H, 3, m.
n.:0.94 v (3H,Me, J =72 Tm), 1.11 Tt 3H, Me, J =
7.1 I'm), 1.39-1.64 m (2H, CH,), 2.58-2.77 m (1H,
CH,), 2.79-2.92 m (1H, CH,), 3.42 T (2H, CH,, J =
7.4 T'nm), 4.05 x (2H, CH,O, J = 7.2 '), 4.08—4.12
M (1H, CH,), 4.194.26 m (1H, CH,), 4.74 ¢ (1H,
H7Py), 6.02 x (1H, H3¢ a J = 2.9 I'm), 6.35 ¢ (1H,
H4¢,ypaH), 7.53 ¢ (1H, H5¢,ypaH). Crektp SIMP 13C, &,
M. a.: 13.77, 14.00, 21.53, 28.27, 31.21, 35.13, 51.95,
59.83, 74.84, 100.76, 105.39, 110.61, 119.52, 142.39,
149.79, 153.74, 156.74, 166.14. Macc-cuexTp, m/z
(Zygw> %0): 345.2 (100) [M + 1]*. Haiineno, %: C 62.61;
H 5.70; N 7.97. C;3gH,oN,0O5S. Bsruucneno, %: C
62.77; H 5.85; N 8.13. M 344 .4.

AurTtna-6,6'-[3rtan-1,2-punaduc(cyiab-
bananun)|ouc[2-meTua-4-(3-meTuaTuodeH-
2-uia-5-unano)-1,4-nuruaponupuauH-3-kapook-
cuaar| (10a) momyyanu aHAJIOTHYHO COCAMHEHUIO 9
u3 1.1 mu (10 mmons) 3-metuntrHodeH-2-nIKapOOK-
cuanpaernga 3B u 0.45 mur (5 mmons) 1,2-mubpom-
staHa 8. Beixox 2.3 r (68%), ®KenThIi MOPOIIOK, T. TLL.
263-265°C (BuOH). UK cnekrp, v, cm1: 3330 (NH),
2198 (C=N), 1716 (C=0). Cuekrp SIMP H, 3, m. 1.:
1.06 T (6H, Me, J = 7.1 I'n), 2.18 ¢ (6H, Me), 2.21 ¢
(6H, Me), 2.98 T (2H, CH,, J = 7.3 '), 3.14 T (2H,
CH,,J=7.3Tn),3.95k (4H, CH,0,J=7.1Tm), 4.89
c (2H, H4Py), 6.75 n (2H, H4T1/10(1)eH’ J=51Tn), 7.19
A (2H, H3yopens J = 5.1 Tw), 9.65 ym. ¢ (2H, NH).
Crnektp SIMP 13C, 8, M. 1.: 13.73 (2C), 14.42 (20),
18.11 (2C), 32.76 (2C), 35.75 (2C), 59.96 (2C), 92.51
(2C), 101.17 (2C), 119.50 (2C), 123.92 (2C), 130.25
(2C), 132.35 (2C), 141.14 (2C), 144.46 (2C), 145.93
(20), 166.36 (2C). Macc-cnextp, m/z: 665.1392 [M —
H]* (Beruncneno ps C3,H34N,O4S,: 665.1463).

Au3THa-6,6'-[3ran-1,2-nud3THaA6uc(Cyab-
bangunn)|oucl[4-(2-meTtoxkcudenn)-2-penun-

5-umano-1,4-guruaponupuann-3-kapookcuar]|
(100) momyyau aHaJOTHIHO coequHeHn0 9 u3 1.21 Mt
(10 MMmomb) o-MeTokcuOeH3anpaeruga 3r, 1.73 mu
(10 mmomp) stunbenzomnanerara 4r u 0.45 wmn
(5 mmoms) 1,2-mubpomsTana 8. Bexon 2.8 T (70%),
JKEJIThIE TUTACTUHYATBIE KPUCTAIIBL, T. TUL. 225-227°C
(i-PrOH). UK cnekrp, v, cml: 3311 (NH), 2202
(C=N), 1707 (C=0). Cuextp SIMP 'H, 3, m. 1.: 0.68 T
(6H, Me, J = 7.0 I'n), 2.91-3.02 m (2H, CH,), 3.24-
3.29 M (2H, CH,), 3.65 x (4H, CH,0,J =7.0 '), 3.76
¢ (6H, MeO), 4.97 ¢ (2H, H4Py), 6931 (2H, Hp, J =
7.4 I'm), 7.02 1 2H, Hp,, J = 8.2 I'm), 7.20 n (3H,
Hy,J =74Tn), 723 1 2H, Hy,, J = 7.8 T'm), 7.34
n(4H, Hy,, J = 7.0 I'n), 7.38-7.47 m (S5H, Hy,), 9.86
yur. ¢ (2H, NH). Crekrp SIMP 13C, 8, M. x.: 13.77
(2C), 32.43 (2C), 36.72 (2C), 55.88 (2C), 59.62 (20),
90.23 (2C), 100.40 (2C), 111.81 (2C), 119.43 (20),
121.07 (2C), 128.40 (4C), 128.49 (2C), 128.88 (2C),
129.24 (4C), 129.50 (20), 132.77 (2C), 136.10 (20),
143.09 (20), 148.06 (2C), 156.73 (2C), 166.31 (2C).
Macc-cnexrp, m/z (I, %): 811.2 (100) [M + 1]*.
Haiineno, %: C 68.02; H 5.14; N 6.78. C4sH4,N404S,.
Brruncneno, %: C 68.13; H 5.22; N 6.91. M 810.991.

AudTtna-6,6"'-[rran-1,2-gruuadéuc(cyianb-
panaunn)|ouc|[2-nponni-4-(pypan-2-uia)-5-uu-
aHoHukotunar| (11) momydanu aHaAIOTHYHO CO-
enmuaeHIIO 9 w3 0.45 Ma (5 mmons) 1,2-mubpoma-
taHa. Beixom 2.2 r (66%), OeCUBETHBIN MOPOIIOK,
T. 1. 148-150°C (AcOH). UK cnekrp, v, cm1: 2222
(C=N), 1739 (C=0). Cnektp SIMP H, 8, m. x1.: 0.88
T (6H, Me, J = 7.2 I'n), 1.18 T (6H, MeCH,O0, J =
7.3 I'm), 1.57-1.76 m (4H, CH,), 2.69 1 (4H, SCH,,
J =170Tn), 3.72 T (4H, CH,, J = 7.3 Tn), 4.28
(4H, CH,0O, J = 7.3 I'm), 6.77 c (2H, H3¢ypaH), 7.25¢
(2H, H4yy 00> 7.99 ¢ (2H, H3 g ,)- Criextp SIMP 13C,
d¢, M. 1.2 13.64 (2C), 13.88 (2C), 21.36 (2C), 29.82
(20), 37.39 (20), 61.95 (2C), 100.01 (2C), 112.91
(20), 115.03 (2C), 115.54 (2C), 122.09 (2C), 138.35
(2C), 145.44 (2C), 146.75 (2C), 161.82 (2C), 163.01
(2C), 166.34 (2C). Macc-cnextp, m/z (I, %): 659.2
(100) [M + 1]*. Haitneno, %: C 61.85; H5.07; N 8.41.
C34H34N4O¢S,. Beraucieno, %: C 61.99; H 5.20; N
8.50. M 658.8.

3amenieHHble  2-aakumiacyiabpanuia-1,4-quru-
aponupuauHbl (13a—3) u mupuanasl (14a—B) nomy-
YJaJld aHAJIOTUYHO COETUHEHHMSM 5 M3 COOTBETCTBY-
ronmx anbaerunoB 3a—3 u CH-kucnor 4a—e. Ilocie
cTanuu 00pa3oBaHUs OCaIKa CONH 5 MpU MepeMelu-
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BaHMM TpHOaBISLIN anmkmwiranorennn 12a—3. Cmech
TIepEeMEeNINBAIIN 2 9 U OCTABJISUIA Ha CYTKH, 3aTE€M pa3-
0aBISIIH paBHBIM OObEMOM BOZBI U BHOBH OCTaBIISLTH
Ha cyTku. OOpa30oBaBIIHICS 0Ccal0OK OT(QHIETPOBHIBA-
7Y, TIOCIIEIOBATEIHHO MPOMBIBAII BOMIOM, 3TaHOIOM
Y TEKCAHOM.
MeTua-2-uzonponui-4-(2-meruia-4-gprop-
penn)-6-[2-(4-xa0p¢enunn)-2-0KcoO3ITUIATHO)]-
5-muano-1,4-muruaAponupuaIuH-3-KapooKcuIaT
(13a). Beixon 4.1 1 (82%), skenThle KPUCTAJLTBL, T. T
134-136°C (AcOH). UK cnekrp, v, cm~1: 3310 (NH),
2200 (C=N), 1719 (OC=0), 1698 (C=0). Cuektp
SIMP 1H, 8, m. x.: 1.09 1 (3H, MeCH, J = 6.8 '),
1.23 1 (3H, MeCH, J = 6.8 '), 2.40 ¢ (3H, Me), 3.48
¢ (3H, MeO), 4.014.18 m (1H, CHMe,), 4.70 ¢ (2H,
CH,),4.78 c (1H, H4Py), 6.82-6.95 M (2H, Hy,), 7.02—
7.05 m (1H, Hy,), 7.61 1 (2H, Hyp,, J = 8.4 I'ry), 7.99
o (2H, Hy,, J = 8.4 I'n), 8.92 ym. ¢ (1H, NH). Macc-
crekTp, m/z (1, %): 500.2 (100) [M + 1]*. Haiineno,
%: C 6241; H 4.77; N 5.58. C,cH,,FCIN,O;S.
Brruucneno, %: C 62.58; H 4.85; N 5.61. M 499.0.

MeTuj-6-(2-aMHHO-2-0KCOITUITHO)-2-U30-
nponuia-4-(2-metui-4-proppenuns)-5-uuano-
1,4-nuruagponupuanH-3-KapooKcuIaT (130).
Breixon 3.2 1t (79%), OecuBeTHBIN MOPOLIOK, T. IUI
198-200°C (i-PrOH). UK cnektp, v, cm1: 3412-3290
(NH, NH,), 2204 (C=N), 1719 (C=0), 1666 (CONH).
Cnexrp SIMP 'H, 8, m. 1.: 1.13 1 (3H, MeCH, J = 6.6
I'm), 1.24 n 3H, MeCH, J = 6.6 I'n), 2.42 ¢ (3H, Me),
3.48 ¢ (3H, MeO), 3.58 n (1H, SCH,, J = 15.5 '),
3.75 n (1H, SCH,, J = 15.5 I'n), 4.02-4.19 M (1H,
CHMe,), 4.81 ¢ (1H, H4Py), 6.84-7.01 m (2H, Hy,),
7.03-7.15 m (1H, H,,), 7.85 yu. ¢ (1H, NH,), 8.14
yur. ¢ (1H, NH,), 10.57 ym. ¢ (1H, NH). Cnekrp
SIMP 13C, 8, M. 1.: 19.21,20.04, 21.44, 28.13, 35.14,
37.45, 51.55, 86.04, 100.50, 114.23, 116.81, 119.48,
130.27, 137.20, 141.64, 144.43, 154.38, 159.84,
167.10, 173.40. Macc-cuextp, m/z (I, %): 404.2
(100) [M + 1]*. Haiineno, %: C 59.44; H 5.39; N
10.32. C,oH,,FN3;05S. Bsruucneno, %: C 59.54; H
5.50; N 10.41. M 403.5.

MeTui-6-[2-o0kco-(2-okco-2 H-xpomeHn-3-ua)-
3THIATHO]-2-u30nponuia-4-(2-merna-4-propde-
HUJI)-5-nMaHo-1,4-xuruaponupuanH-3-kapooKcu-
aart (13B). Bexon 3.9 1 (74%), KenTeie KpUCTAILIBL,
T. wi. 250-252°C (muokcan). UK cmekrp, v, cm1:
3320 (NH), 2205 (C=N), 1715, 1695 (C=0). Cnektp
SIMP H, 3, m. x.: 1.29 n (6H, 2Me, J = 6.6 T'nr), 2.76
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¢ (3H, Me), 3.56 ym. ¢ (5H, MeO + SCH,), 4.18-4.26
M (1H, CHMe,), 5.37 ¢ (1H, H4py), 6.72-6.81 m (2H,
H,,), 7.10 ym. ¢ (1H, H,,), 7.24-7.33 M (2H, Hy,),
7.49 ym. ¢ (1H, Hy,), 8.24 ym. ¢ (1H, H,,), 9.85 ¢
(1H, H4KyMapHH), 11.68 ym. ¢ (1H, NH). Cnexrp SIMP
13C, 8¢, M. 1.: 20.09 (2C), 20.63, 22.80, 28.32, 51.16,
66.81, 86.13, 87.12, 103.01, 113.25, 116.03, 117.14,
119.02, 124.86, 125.07, 132.16, 133.04, 137.09,
143.98, 147.12, 150.96, 152.17, 153.10, 158.96,
161.12, 162.15, 165.05, 168.17. Macc-cniexktp, m/z
(Zypw> %0): 533.0 (100) [M + 1]*. Haiineno, %: C 65.37;
H 4.68; N 5.22. C,9H,5sFN,O5S. Brraucneno, %: C
65.40; H4.73; N 5.30. M 532.6.

Ananii-6-{[2-0xco-(0-TOIHIAMHHO)ITHI | THO} -
2-nponuji-4-gpypan-2-ua-5-unano-1,4-muruaponu-
puaun-3-kapookcuaar (13r). Bexox 3.8 1t (84%),
OeCIBETHBIN TIOpOMIOK, TIpu Y@ obmyuernn (iayo-
pecuupyer, T. wi. 160-162°C (BuOH). UK cmekrp,
v, em1: 3380-3295 (NH), 2196 (C=N), 1715 (C=0),
1668 (NHCO). Cnextp SIMP H, 3, m. x.: 2.20 ¢ (3H,
Me), 2.31 ¢ (3H, Me), 3.94 n (1H, SCH,, J = 14.8
I'm), 3.99 n (1H, SCH,, J = 14.8 I'n), 3.914.62 m
(2H, OCH,), 4.69 c (1H, H4Py), 5.13 o (1H, CH,=,
Jyue = 9:2 1), 5.17 0 (1H, CHy=, Jpe = 15.9 T,
5.77-5.98 m (1H, =CH), 6.05 n (1H, H3¢ypaH, J =
3.0 I'm), 6.34 T (1H, H4¢,ypaH, J=1.8Tm), 7.08 T (1H,
Hy, J=8.2T1),7.10 Tt (1H, Hy,, J=8.01Im), 7.13 11
(1H, Hp, J =8.2Tm), 7.32 n (1H, Hy,, J = 7.8 '),
7.52 ¢ (1H, H5¢,ypaH), 9.80 ym1. ¢ (1H, NH), 10.15 ym.
¢ (1H, CONH). Cuekrp SIMP 13C, 6, m. a.: 18.18,
18.26, 36.02, 36.38, 64.54, 85.41, 97.85, 105.99,
111.05, 119.31, 119.94, 125.60, 126.35, 126.58,
130.90, 132.53, 135.94, 136.59, 142.92, 144.87,
147.70, 156.47, 166.05, 167.94. Macc-cuekrp, m/z
(Lo %0): 448.0 (100) [M — 1]*. Haiineno, %: C 64.02;
H 5.04; N 9.19. C,4H,3N30,4S. Beruncaeno, %: C
64.13; H 5.16; N 9.35. M 449.5.

Itua-4-(2-merokcudpennna)-6-[(3-merna-1-
okco-1-pennndyran-2-na)Tnol-2-penna-s5-una-
HO-1,4-muruaponupuaud-3-kapookcuaar  (13x).
Brixon 4.8 1 (86%), skenThlif MOPOMIOK, T. . 156—
158°C (EtOH). UK cnekrp, v, cm1: 3306 (NH), 2222
(C=N), 1714, 1698 (C=0). Cuektp SIMP H, 3, m. 1.
0.76 T(3H,Me,J=7.0T1),0.99 1 (3H,Me,J=6.5T1),
1.08 1 (3H, Me, J = 6.5 Ty), 2.19-2.25 m (1H,
CHMe,), 3.66 x (2H, CH,0, J = 7.0 T'm), 3.85 ¢
(3H, MeO), 4.94 ¢ (1H, H4Py), 5.07 n (1H, SCH, J =
7.0 I'm), 6.81-6.92 m (2H, H,,), 7.10-7.18 m (2H,
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Hyup),7.23 1 (2H,Hp,, J=7.5Tm), 7.34 1 (2H, Hy,, J =
7.5Tn), 7.38 n (1H, Hy, J =7.0 1), 7.47 n (2H, H,,,
J=75Tm),7.61 Tt (1H,Hp,,J=7.0Tm), 7.95 n (2H,
Hy,, J =7.5Tn), 9.35 ym. ¢ (1H, NH). Macc-ciextp,
m/z (L, %): 551.2 (100) [M — 1]*. Haiineno, %: C
71.65; H5.72; N 4.96. C33H;,N,0,4S. Beraucneno, %:
C71.72; H5.84; N 5.07. M 552.7.

ITua-2'-penna-5'-nmano-6"-(MuKIoreKc-2-
eH-1-narno)-1'4'-quruapo-(3,4'-ounupugun)-3'-
kapooxcuaar (13e). Berxon 3.5 1 (78%), cBeTiio-xen-
ThIE KPUCTAILIBI, IpH YD oOnydeHNH GIIryopecIupy-
o1, T. wi. 165-167°C (EtOH). UK cnekrp, v, cm1:
3318 (NH), 2205 (C=N), 1719 (C=0). Cuekrp SIMP
IH, 8, m. 1.: 0.71 T (BH, Me, J = 7.2 Tn), 1.49-2.18 m
(6H, Hcy), 3.71 x (2H, CH,0, J = 7.2 I'n), 4.22-4.29
M (1H, SCH), 4.68 c u 4.71 ¢ (1H, H4py), 5.15-5.23
M (1H, =CH), 5.28-6.01 m (1H, CH=), 7.32 n (2H,
Hy,, J =6.8Tm), 7.38-7.53 m (4H, H,,), 7.71 x (1H,
H,, J=8.0Tm), 850 c (1H, Hzpy), 8.54 n (1H, H6Py,
J =52Tm), 10.02 ym. ¢ u 10.16 ym. ¢ (1H, NH).
Crextp SIMP 13C, 8, m. m.: 13.73, 18.05, 19.64,
24.70, 28.22, 43.69, 59.87, 90.55, 91.96, 100.53,
119.33 (2C), 124.71, 126.34, 128.46 (2C), 129.20,
131.57, 140.64, 143.71, 144.32, 147.94, 148.08,
148.56, 148.97, 166.13. Macc-cnextp, m/z (1, %):
444.0 (100) [M + 1]*. Haiigeno, %: C 70.29; H 5.54;
N 9.33. CycH,5N30,S. Boruucneno, %: C 70.40; H
5.68; N 9.47. M 443.6.

5-Aunerun-6-meruni-4-(2-xaopdpenun)-2-
(uukaorekc-2-eH-1-unTuno)-1,4-1urugponupuInuH-
3-kapookcunar (13:x). Bexog 2.9 r (76%), Tem-
HO-KpacHBI TOpomiok, npu Y@ obmydenun iryo-
pecuupyer, T. 1. 157-159°C (EtOH). UK cnexrp, v,
cm1: 3300 (NH), 2202 (C=N), 1714 (C=0). Cnekrp
SIMP H, §, m. 1.: 1.51-1.72 m (2H, H,y), 1.76-1.81
M (2H, Hpj), 1.83-1.99 m (2H, H,y), 2.04 ¢ (3H,
Me), 2.37 ¢ (3H, MeCO), 4.18-4.26 m (1H, SCH),
5.18 ¢ (1H, H4Py), 5.61-5.66 m (1H, =CH), 5.84-5.93
M (1H,=CH), 7.20 n (1H, Hy,, J =7.7T'm), 7.23 T (1H,
Hyp,J=7.7Tn),7.33 1 (1H, Hy, J =7.4Tn), 7.40
(1H, Hp,, J = 8.0 I'y), 9.72 ym. ¢ (1H, NH). Cnextp
SIMP 13C, 8., m. 1.: 18.20, 19.36, 24.69, 24.85, 28.31,
30.34, 43.90, 92.27, 109.75, 119.01, 124.92, 128.72,
129.37, 129.86, 130.48, 142.70, 142.99, 143.08,
143.12, 146.51, 196.80. Macc-cniextp, m/z (I, %):
385.0 (100) [M + 1]*. Haitneno, %: C 65.48; H 5.44;
N 7.16. C,;H,;CIN,OS. Bsruucneno, %: C 65.60; H
5.50; N 7.29. M 384.5.

Ituna-4-(nupuaun-3-ui)-6-(npon-2-un-1-
WITHO)-2-(peHnI-5-1uano-1,4-1uruiponupuanH-
aukotuHaT (133). Beixox 2.8 1 (70%), cBeTIO-KENTHIC
WTOJIRYAThIe KpUCTAIUIBI, Tipu YO obmydenuu doyo-
pecuupymor, T. 1. 145-147°C (EtOH). UK cnextp, v,
cml: 3333 (NH, =C-H), 2244 (C=C), 2203 (C=N),
1722 (C=0). Cuektp IMP 'H, §, m. .: 0.77 T (3H, Me,
J =7.2Tn), 3.02 ¢ (1H, =C-H), 3.74 x (2H, OCH,,
J=72Tn),3.77 n (1H, SCH,, J = 16.7 '), 4.10 1
(1H, SCH,, J =16.7T'1), 4.64 c (1H, H4Py), 7.26-7.38
M (6H, Hp,), 7.67 0 (1H, Hy,, J = 7.2 '), 8.43-8.51
M (2H, Hy,), 9.93 yw. ¢ (1H, NH). Macc-cnexrp, m/z
(Zypy> %0): 402.0 (100) [M + 1]*. Haiineno, %: C 68.72;
H 4.65; N 10.38. Cy3H 9N30,S. Beruucneno, %: C
68.81; H4.77; N 10.47. M 401.5.

5-Auerna-6-merna-4-(5-merundypan-2-ua)-
2-(mpon-2-uH-1-UITHO)HUKOTHHOHUTPUI  (14a).
Beixon 2.4 1 (77%), xenTblii nopommok, npu YP o6-
nydeHun (uyopecuupyet, T. wi. 93-95°C (i-PrOH).
UK cmektp, v, em~1: 3330 (=C-H), 2222 (C=N), 2150
(C=C), 1712 (C=0). Cuextp SIMP H, 8, m. x1.: 2.25
¢ (3H, Me), 2.34 ¢ (3H, Me), 2.49 ¢ (3H, Me), 3.18 T
(1H,=CH, J=2.4Tn),4.13 n (2H, CH,, J = 2.4 T'n),
6.45 n (1H, H4¢)ypaH, J=3.4Tu), 7.24 n (1H, H3(bypaﬂ,
J=3.4Tn). Cuexrp SIMP 13C, 5, m. 1.: 13.66, 18.80,
23.54, 31.34, 74.14, 80.01, 98.96, 110.22, 115.65,
117.86, 129.55, 137.28, 143.96, 156.95, 157.85,
161.31, 202.81. Macc-cuextp, m/z (I, %): 311.0
(100) [M + 1]*. Haiineno, %: C 65.64; H 4.39; N
10.22. Cy7H 4N,0,S. Bpruucneno, %: C 65.79; H
4.55; N 10.33. M 310.4.

5-AuneTui-2-0eH3uATHO-6-MeTHI-4-(4-XT0P-
(penun)HukoruHoHUTPUA (146). Boixon 3.3 1 (84%),
XKeNnTelid mopomok, T. i 130-132°C (AcOH). UK
criekTp, v, cm1: 2225 (C=N), 1717 (C=0). Cuekrp
SMP H, 8, m. 1.: 1.99 ¢ (3H, Me), 2.54 ¢ (3H, Me),
4.57 ¢ (2H, CH,), 7.25 n (1H, H,, J = 6.5 I'n),
732 1 (2H, Hy,, J = 6.5 ), 741 n (2H, Hy, J =
8.0 I'm), 7.47 n (2H, Hy,, J = 7.0 I'm), 7.60 n (2H,
H,,, J = 8.0 I'n). Macc-cniextp, m/z (I, %): 393.3
(100) [M + 1]*. Haiizeno, %: C 67.18; H4.25; N 7.02.
C,,H;;,CIN,OS. Beraucneno, %: C 67.25; H 4.36; N
7.13. M 392.9.

ITUa-6-[2-0kco-2-(2-oxco-2 H-xpomeH-3-u)-
3TUIATHO]-2-niponnii-4-(Gpypan-2-uj)-5-unaHOHU-
koTuHat (14B). Beixog 3.6 r (71%), GecrBeTHBII
nopomok, T. 1. 180-182°C (BuOH). UK cnekrp, v,
cm1: 2227 (C=N), 1733 (C=0). Cuexrp SIMP 'H, 3,
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M. 1.:0.66 T (3H,Me,J=7.2Tn), 1.17 T (3H, Me, J =
7.3 Tm), 1.38-1.62 m (2H, CH,), 2.56 T (2H, CH,, J =
7.3 T'm), 4.26 x (2H, CH,O, J = 7.2 I'n), 4.89 ¢ (2H,
SCH,), 6.78 1. 1 (1H, H g, J = 1.7, 3.5 '), 7.26 1
(1H, H3 gy pa J = 3.5T1), 7.43 T (1H, Hy,, J = 6.7 T),
7.50 n (1H, Hp,, J = 8.3 Tw), 7.79 T (1H, Hy,, J =
8.3 Tw), 7.98 ym. ¢ (2H, H3yy 0, + Hy,), 8.77 ¢ (1H,
H*, vapun)- Criextp SAMP 13C, 8¢, m. 1.: 13.46, 13.87,
21.52, 24.48, 37.33, 61.98, 99.39, 112.95, 115.14,
115.65, 116.30, 118.15, 121.89, 123.63, 125.28,
131.06, 135.10, 138.17, 145.36, 146.79, 148.44,
154.74, 158.61, 161.72, 162.78, 166.29, 190.66.
Macc-cnekrp, m/z (I, %): 503.2 (100) [M + 1]*.
Haiineno, %: C 64.41; H 4.38; N 5.45. C,7H»,N,O¢S.
Brruucneno, %: C 64.53; H4.41; N 5.57. M 502.5.

3amemennbie  4,7-nuruaporueno|2,3-bjnupu-
auHbI (15a-T) moyJanyd aHaJOTUYHO COCTUHEHUSM
5. Ilocne o6pa3oBaHus OcajKa K CMECH MPHUOABISITH
10 MMOJIb COOTBETCTBYIOIIETO AJKIIUPYIOIIETO pea-
reaTa 120, 4, K, 3aTeM IiepeMenmnBany 2 4, pa30apis-
au 20 M JIM®A u npubasmsuu 5.6 M (10 Mmmoinb)
10%-n0r0 BomHoro pactBopa KOH. Cmecs mepeme-
ITUBAJIH B TedeHue 2 4. Uepes CyTKH cMech pa30aBis-
JIA paBHBIM 00beMOM BOABI. OTOMIETPOBBIBAIIN 00pa-
30BaBILMNCS OCATOK U IIPOMBIBAIM BOAOM, 3TAHOJIOM
Y TEKCaHOM.

ITHa-3-aMuHO-2-Kap6aMouJa-4-(MUPHUIHH-
3-na)-6-pennn-4,7-quruaporuero|2,3-b|nupu-
auH-5-kapookcunar (15a). Berxon 3.0 r (72%), cBet-
JIO-XKENTHIN MOpOoIIoK, T. 1. 190-192°C (PrOH). UK
criektp, v, em1: 3400-3295 (NH, NH,), 1722 (C=0),
1668 (CONH,), 1635 [38(NH,)]. Cnekrp SIMP !H, 3,
M. 1.: 0.69 T (3H, Me, J = 6.4 I'n), 3.66 x (2H, OCH,,
J=6.4Tn), 517 ¢ (1H, H4z[m“n)1ponnpnzmH)’ 6.46 ym. ¢
(2H, NH,), 6.57 ym. ¢ (2H, NH,), 7.24-7.49 m (6H,
Hyp), 7.72 1 (1H, Hy,, J = 6.8 I'ny), 8.27 ym. ¢ (1H,
Hy,), 8.64 ¢ (1H, H2py), 10.03 yur. ¢ (1H, NH). Criexrp
SIMP 13C, 8, M. 1.: 13.84,36.78, 59.25, 91.43, 99.87,
111.19, 124.04, 128.38 (2C), 128.70 (2C), 129.13,
135.37, 137.47, 139.56, 142.56, 147.81, 149.17,
149.21, 150.73, 167.05, 167.19. Macc-cuekrp, m/z
(Zypy %0): 421.0 (100) [M + 1]*. Haiineno, %: C 62.70;
H 4.68; N 13.25. C5,H,(N4O38S. Brruucneno, %: C
62.84; H4.79; N 13.32. M 420.5.

ITUa-3-aMuHO-2-kap6amMoua-6-meruna-4-(3-
MeTHJATHO( eH-2-11)-4,7-TuruapoTueto|2,3-bjnu-
puaun-3-kapooxcunar (156). Bexon 2.9 v (77%),
JKENTBIE KpUCTauibl, T. mi. 225-227°C (BuOH).
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UK crmektp, v, cm1: 3400-3011 (NH, NH,), 1718
(OC=0), 1665 (CONH,), 1635 [6(NH,)]. Cnextp
SIMP H, 6, m. a.: 1.11 T (3H, Me, J = 7.1 T'), 2.18
¢ (3H, Me), 2.23 ¢ (3H, Me), 3.99 x (2H, CH,, J =
7.1 T'm), 5.25 ¢ (1H, H4py), 5.91 yu ¢ (2H, C3NH,),
6.56 ym. ¢ (2H, CONH,), 6.61 n (1H, H4moq>em J =
5.1Tm), 7.08 o (1H, H5m0¢eﬁ, J=5.1Tm), 9.86 ym. ¢
(1H, NH). Crextp SIMP 13C, 3., m. 1.: 14.12, 14.68,
19.69, 32.44, 59.37, 91.39, 99.61, 111.95, 122.95,
129.92, 131.94, 138.86, 145.52, 146.62, 150.93,
167.05, 167.37. Macc-cnekrp, m/z 378.0941 [M + H]*
(Bbruncieno qa Cy,HgN3;05S,: 378.0878).
3-AMUHO-2-0eH3UA-4-(MUPUAUH-3-UJT)-6-
benua-5-atua-4,7-nuruaporueno|2,3-blnupu-
aun-2,5-kapooxcunar (15B). Beixox 3.8 r (74%),
SIPKO-KENThIe KpUCTALIbI, T. Tl 282-284°C (BuOH).
UK cnekrp, v, cm1: 3400-3312 (NH, NH,), 1724,
1716 (C=0), 1645 [6(NH,)]. Criektp SIMP 'H, 8, m. 1.
0.65 T (3H, Me, J = 7.1 I'n), 3.62 x (2H, MeCH,, J =
7.1Tm), 5.09 n (1H, CH,Ph, J = 12.8 I'ny), 5.12 o (1H,
CH,Ph,J=12.8T1),5.20 c (1H, H4Tueﬁon14pu):luﬁ)5 6.49
yut. ¢ (2H, NH,), 7.23-7.46 m (11H, H,,), 7.68 1 (1H,
H4Py, J=6.0Tn), 8.34 n (1H, H6Py,J= 1.6 I'm), 8.61 ¢
(1H, H2py), 10.11 ym. ¢ (1H, NH). Cnekrp SIMP 13C,
d¢, M. 1.2 13.79, 36.48, 59.36, 64.66, 100.66, 109.68,
110.34, 124.10, 128.02, 128.23 (2C), 128.40, 128.61
(20), 128.85 (4C), 129.18, 135.34, 137.17, 137.47,
142.12, 143.43, 147.93, 148.62, 149.14, 163.86,
166.82. Macc-criekrp, m/z 512.1647 [M + 1]* (Bbruuc-
neno i CooH,sN3;0,4S: 512.1566).
Annui-3-aMuHO-6-nponu-2-(Tua3on-2-ui-
kapO0amoui)-4-(pypan-2-ua)-4,7-1uruipoTu-
eHo[2,3-blnupuaun-2,5-kapookcunar (15r). Brixon
3.5 1 (81%), cBeTmo->kenThie KPUCTAILIEI, TpH YD 00-
TydeHuH QIIyopeCcupyoT, T. Tt 223-225°C (BuOH).
UK cmekrp, v, cm1: 3400-3296 (NH, NH,), 1713
(C=0), 1666 (NHCO), 1644 [6(NH,)]. Cnextp SAMP
H, 3, m. 1.: 2.87 ¢ (3H, Me), 4.36-4.61 m (2H, CH,0),
5.11 n (1H, CHp=, J,, = 10.6 I'w), 5.18 1 (1H, CHy=,
Impane = 17.3 Tm), 5.23 ¢ (1H, HﬂneHOHHPHMH), 5.76—
5.84 m (1H, =CH), 5.85 n (1H, H3(1)ypaH’ J=29Tn),
6.25 ym. c (1H, H4q)ypaﬂ), 6.77 ym. ¢ (3H, NH, +
H5 L ason)> 0:98 1 (1H, H4 00/ = 3.5 ), 7.34 1 (1H,
H3 pypars / = 1.2 '), 7.38 ym. ¢ (1H, N7H), 10.06 ymu.
¢ (1H, CONH). Cnexrp SIMP 13C, 5., M. a.: 19.83,
32.40, 64.00, 97.15, 103.02, 105.02, 107.11, 110.12,
117.23, 119.16, 122.11, 124.45, 133.98, 142.16,
143.07,146.16, 148.81, 158.96, 167.05. Macc-crexTp,
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m/z (I %): 431.1 (100) [M + 1]*. Haiineno, %: C
52.91; H 4.07; N 12.88. C{oHgN,0O,4S,. Braucneno,
%: C 53.01; H4.22; N 13.01. M 430.5.

5-Anerna-1-0eH3na-6-MeTHII-2-MEeTHITHO-4-
¢penna-1,4-qurnaponukornHoHUTpUA (16) mOIY-
YJay aHaJoTHIHO coemuHeHusM 5. [Tocie obpaszosa-
HUS 0CaJIKa K TIepEeMEIINBaeMOi CMECH MPHOABISLTH
0.62 v (10 mmonp) Meturoauaa 1251 u mepeMentu-
BajM 2 4, TOCJIe Yero MOCIeIOBATENbHO MPHOABISLTH
20 ma IM®A, 5.6 mi (10 mmons) 10%-HOTO BOTHOTO
pactBopa KOH u 1.15 mut (10 MMoITb) OEH3MITXITOPH-
na 123. Cmech nepemMemuBaid 1 4 U OCTaBISLTU Ha
CyTKH, 3aTeM pa30aBsud pPaBHBIM OOBEMOM BOJEI.
OTunbTpoBEIBaIN  00pPa30BABIIMICS OCAIOK, IPO-
MBIBAJIA BOJOM, 3TAHOJIOM M T'ekcaHoM. Beixom 2.9 r
(77%), »xentsrii mopomiok, T. 1. 172—-173°C (EtOH).
UK cnektp, v, cml: 2210 (C=N), 1698 (C=0).
Cnexrp SIMP H, 8, m. n.: 2.16 ¢ (3H, Me), 2.38 ¢
(3H, Me), 2.49 ¢ (3H, SMe), 3.07 o (1H, CH,, J =
13.5Tu), 3.22 1 (1H, CH,, J = 13.5T'n), 4.13 ¢ (1H,
H4Py), 6.96 n (2H, Ph,J=7.0T'm), 7.18 1 (2H, Ph,J =
7.0 I'm), 7.21-7.25 m (3H, Ph), 7.32-7.45 m (3H, Ph).
Macc-cnekrp, m/z (I, %): 375.2 (100) [M + 1]*.
Haiineno, %: C 73.68; H 5.81; N 7.44. C,,H,,N,OS.
Brrancaeno, %: C 73.76; H 5.92; N 7.50. M 374.5.

ITHA-5"-anamni-6'-TuoKCco-2'-peHn-5'-unano-
1',4',5',6'-terparuapo-(3,4'-ounupuaunn)-3'-
kapOokcnaar (17) momydanud aHaJOTHYHO COEIU-
HeHusMm S. Tlocme oOpa3oBaHus ocaaka MPHOABIISITN
0.85 ma (10 mmonp) ammmnOpomuga 12m, nepemeniu-
Baly 2 4 M OoCcTaBsUIA Ha 2 cyT. CMech pa30aBisIn
pPaBHBIM O00BEMOM BOJBI, OT(HUIBTPOBBIBAIHA 00Opa30-
BaBLIMMCA OCAJOK, MPOMBIBAIM BOIOW, 3TAHOJIOM M
rekcanoM. Berxon 2.7 T (68%), cBEeTIO-)KENThIE KpH-
cTaiubl, ipu YO o0nydeHnn ¢iryopecuupyroT, T. L.
125-127°C (EtOH). UK cnexktp, v, cm~L: 3060 (NH),
2244 (C=N), 1699 (C=0), 1229 (C=S). Criextp SIMP
IH, 6, m. 1.: 0.72 T (3H, Me, J = 7.1 '), 2.73-2.99
M (2H, CH,), 3.75 x (2H, OCH,, J = 7.1 I'nm), 4.31
Y (IH, H4;mmz[pom/1pmmH)a 531 n (le :CHZ’ Jmpch =
17.1 T'w), 5.35 n (1H, =CH,, J,,,, = 10.4 '), 5.42—
6.06 m (1H, CH=), 7.46 ym. c (6H, H,,), 7.65 1 (1H,
Hy,, J=8.0Tm), 851 ¢ (1H, Hzpy), 8.53 n (1H, H6Py,
J=8.0T), 12.49 yu. ¢ (1H, NH). Cnekrp SIMP 13C,
dc, M. A.: 13.70, 41.22, 43.34, 59.36, 60.60, 108.61,
118.11, 122.11, 124.47, 128.43, 129.04 (2C), 129.91
(2C), 131.15, 133.87, 133.98, 136.02, 145.55, 149.87,
150.02, 165.56, 194.51. Macc-cnextp, m/z (1, %):

404.1 (100) [M + 1]*. Haiinero, %: C 68.32; H 5.11;
N 10.35. C23H21N3OZS. BbI‘II/ICHeHO, %: C 6846, H
5.25; N 10.41. M 403.5.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asIBISIIOT 00 OTCYTCTBUHM KOH(IMKTA WH-
TEPECOB.
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The multicomponent condensation of malononitrile, hydrogen sulfide, aryl or hetaryl aldehydes, 1,3-dicarbonyl
compounds and alkylating reagents afforded functionalized nitriles and esters of 6-alkylsulfanyl-1,4-
dihydronicotinic acid, their aromatic analogues and 1,4-dihydrothieno[2,3-b]pyridines.

Keywords: malononitrile, (het)aryl aldehydes, 1,3-dicarbonyl compounds, 1,4-dihydrothieno[2,3-b]pyridines,

[3,3]-sigmatropic rearrangement
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