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AnunupoBaHueM [-eHaMHHOKETOHOB XJIOPALCTHIIXJIOPUAOM IOIydeHa cepust N-(3-OKCOaIKeHMI)XIOpaleTaMUI0B, KOTOpbIE ObLIN
BBEJICHEl B PEAKIHIO C 1dpa-TONYyoJcyIb(GUHATOM HaTpus B AuMeTwiIgopMmMamuIe B NPUCYTCTBHM KapOoHaTa Kamus. B kadecTse
MIPOAYKTOB OBUTH BBIACICHBI 3-TO3WIMUpPUANH-2 (1 H)-0Hbl. BEIIBIICHBI OTpaHUYEHHS 3TOH PEAKIHH.

KnroueBsble coBa: N-(3-oKcoalkeHIT)XI0paLieTaMu b, 3-To3unnupuanH-2(1H)-0Hbl, eHAMUHOKETOHBI, BHYTPUMOJIEKYJISIpHAS LIMKIM3aIusL.

upnaun-2(1H)-0HBl SBISAIOTCA NPUBUIETHPOBAHHBIMU
ckapdongamMu B MeAMUMHCKOW Xumuu. CTPYKTYpHbIH
¢parment nupuauH-2(1H)-0HOB TpENCTAaBIEH B COE/IH-
HEHHMSIX TPUPOJHOTO MPOUCXOXKAEHHS. ° B uXx psmy
HAMICHBI BENIECTBA, MPOSIBISIONINE MPOTHBOPAKOBYIO, "
IPOTHBOBUPYCHYI0 (B TOM umcie mnpotus BHY),’
KapIHOTOHHYECKYI0,” IPOTHBOSIMICITHIECKYIO  H JPyTHe
BUIBI OMONOrMYeckoi axtuHOCTH.''' ITosTOMY paspa-
00TKa HOBBIX METOJOB MoOJy4deHus HupuaAnH-2(1H)-oHOB

npoTeKaa BHYTPHUMOJIEKYJSIpHAs —LMKIM3aLUs  napa-
TOJYOJICYTb(HOHUILHOTO MPOU3BOTHOTO 3 ¢ 0Opa3oBaHHEM
cooTBeTcTBYyIoNero nupuauH-2(1H)-ona 4. Heob6xoxumo
OTMETHUTH, YTO paHee M3BECTHBIN CIOCOO MOMyueHUs 3-apuii-
cynabponmmmupuara-2(1 H)oHOB ObUT OCHOBaH HA KOHJICH-
cali  apwiCyJb(OHUIANCTOHUTPUIA C  [f-€HAMHHO-
keronamu 1 (cxema 1).”** DTu HOAXOAB! yAaUHO JOMOJN-
HSIOT APYT APYTra, MOCKOJIbKY MO3BOJISIFOT U3 OJTHOTO M TOTO

ABNIAETCA aKTYalbHOM 3aaueii. Cxemal
Panee MbI COOOIIANM, YTO BHYTPMMOJIEKYJISPHAs IIUKIIH- R’ R R3
3amus  N-(3-okcoankmwi)aMuioB U N-(3-OKcoamKeHW)- RZ o Nc"so,Ar | R o | B R? - SORAr
aMHUJIOB SBIISIETCSl YAOOHBIM METOAOM CHHTe3a (yHKIHO- | —_— — ||
HATBHO 3aMELICHHBIX 110 MoJoxkeHmo 3 mupuana-2(1H)-  R® NR ~NHR, R® N R NS0
oHOB'"° M MX THIPHPOBAHHBIX TPOM3BOAHBIX. ™ ° DTHM 1 SOAr H
croco0OM OBUTH TIOTYYEHBI PA3MTUYHBIE COSAMHEHHS dTOTO R=H l C'\n/\c|
wiacca,'™'>"*%  toM umce 3-TO3MII-3,4-TUIHIAPOIIHPHTHH- Ie)
2(1H)-omb1.?! ! ! R’
B03MOXHOCTh MCIOJIB30BAHMUS HTOTO MOAXOHA JUIA R? 0 ArSO,Na R2 o R? Xy SOAT
CHHTE3a 3-TO3WI3aMenleHHbIX MHpuInH-2(1H)-0HOB OblIa | —_— | — |
NMoKa3aHa HAMM ML Ha eAMHCTBeHHOM mpumepe.>  RY NH - —Nacl R® "NH ~H20 g3 N“ o
B npouecce HYKIECO(PUIBLHOTO 3aMEHICHUS TajJoreHa Ha o Cl o)\/SOZAV
TO3WIIBHYIO TpyIITy B N-(3-0KCoalKeHU )XIopamneraMue 2 2 3 4
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KE HCXOMHOTO [-ecHaMHHOKETOHA IIONyYaTh H30MEpPHBIC
mupuanH-2(1H)-0HBI ¢ pa3IMYHBIM  PACIIOJIOKECHUEM
samectuteneii R! u R® B LUKIIE.

C menpio M3y4eHHsI OrpaHMYeHHMH peakuuu N-(3-0Kco-
AIKCHMI)XJIOPAIIETAMHUIOB  C  1apa-TONYOJICYIb(pUHATOM
Hatpus (TsNa) nms cuatesa 3-Tozmwnmmupunns-2(1H)-oHOB
HaMH OBUIM B3ATHI KaK YK€ HW3BECTHBIC COCIMHCHUS
2a—¢,'”** tak u HOBble N-(3-OKCOANKEHHI)XIOpAIET-
amuel 2d—f, ONMydeHHbIE 0 METOAMKE ' AMIHPOBAHIEM
COOTBETCTBYIOIIIMX E€HAMHHOKETOHOB 1  XyopareTui-
xmopunoM ¢ BeixogoM 25-81%. Coemmnenus 2e.f, He
colepyKame B O-TOJO0XKEHHH MO OTHOIICHWIO K aToMy
a30Ta 3aMEeCTHTENb, 0OPa30BBIBAINCE B BHIE cMecH (Z)- H
(E)-m3omepoB (coemuuenne 2f — 84:16 u coequHeHme 2e —
63:37). B To xe Bpems ans coenuHeHUs 2d, comepikariero
B Q-TIONIOKEHHH K aTOMY a30Ta MeTHIIbHYI0 rpymy (R = Me),
B OTJIIMYHE OT €r0 CTPYKTYpHOTO U30Mepa 2e, 00pa3oBaHUA
(E)-xonpurypanum 3adpuxcupoBaHo He Obuto. MHIMBH-
nyanbHbIE (Z)- U (E)-A30MepBl COCTUHCHUS 2€ BBIICIICHEI
KOJIOHOYHOW XpoMaTorpadueid Ha cuimkarene. Kpucrai-
mm3ammeit cmecu (Z)- u (E)-uzomepoB coemuaeHus 2f m3
EtOAc 0p11 monydeH (E)-m3omep (cxema 2).

Cxema 2
R1 o 1 R1

2 2
R o CIJ\/CI RS0 RS N0
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R3 “NH Py, CHCI; R3 N-H NH

rt,5h
1a-f 25-89% o 0
Cl Cl

(2)-2a—f (E)-2ef

aR'=R3=Me, R?=H; bR'=Ph,R?=H,R%= Me
¢ R'=Me, R?+ R%= (CH,)4; d R + R2= (CH,)3, R®= Me
eR'"+R?=(CH,),, R®=H; f R"+R2=(CH,)3, R®=H

CocTaB W CTpOEHHE IIOJYYCHHBIX IPOAYKTOB IMOJ-
TBEP)KACHBI AAHHBIMU 3JIEMEHTHOTO aHaln3a, CHeKTpaMHu
AMP 'H, "C wu UK cmexrpamu. B UK cmexrpax
(Z)-m3omepoB coenuHenuit 2a—f HabmromaeTcs MmMpoOKas
[0JI0CA BAJICHTHBIX KONEeOaHMWN acCOIMMPOBAHHON CBS3U
N-H B o6nactn 3150-3250 cvm . Curnainst nporona NH B
crextpax SIMP 'H coemunenuit 2a—f B pacrBope CDCls
MpUCYTCTBYIOT B oOmactu 12.1-13.4 M. 1. B pesymnbraTe
BHYTPHMOJICKYJIIPHON BOJIOPOJHON CBSI3U C KapOOHMIIB-
HBIM aTOMOM KHCIIOpOJa, YTO IMOJTBEPXKIaeT HX CyIie-
cTBOoBaHME B (Z)-koH(purypaumu. B To ke Bpemsa B
UK cnektpax (E)-m3oMepoB HaOIOIaeTcsl y3Kas II0JIoca

BaJeHTHBIX Konmebammit cBssm N-H mpu 3410 cm ',

a crexrpax SIMP 'H curnan nporona NH HaxoauTcs mpu
8.3 M. A. DTO XOpOILIO COrnacyercss ¢ JIUTEPATypHBIMU
nmaHHbME Ui (E)- m (Z)-nzomepoB N-anui-p-eHaMHHO-
KETOHOB.

W3ydyenue HykineopuIbHOTO 3aMEIeHUs] aToMa XJiopa B
N-(3-okcoankeHun)xjopaueramyaax 2a—d Ha  TOJHI-
cynbhoHWIBHYIO Tpynmy npu neiictBun TsNa mokasaso,
4yT0o 0Opasyromuecs 3-ro3mnaneraMuabl 3a—d B yCIOBUAX
peaKkuy LUKIM3yroTcs B 3-toswimupuiant-2(1H)-onbr 4a—d
yke npu KoMmHaTtHOW Temmepatype (manHele TCX). Ilpu
npoBeaeHun peaxknuu B npucyrctsuu K,COs B pacTBOpe
JAM®A B Teuenue 1-2 cyr ObUIM MOJy4eHBI 3-TO3MII-
nupunuH-2(1H)-oHbl 4a—c, BBIJICNICHHBIE C BhIXOoAaMu 51—
71% (cxema 3).

B To e Bpems mpu B3auMMOAEHCTBHM XJIOpaleTamuja
2d ¢ TsNa B 3Tux ycnoBusax, no aaHueM TCX, peaxuus
npoTeKkana He 10 KoHma. J[ist ee 3aBeplueHHst MoTpedo-
BaJIOCh IOCNEYIOIIee HarpeBaHUe peakMOHHOI cMecu 10
70 °C B TeueHue 5 u MO0 MPOBEICHUE pPEAKLUUH NPHU
KOMHAaTHOW TeMmmepaType B TeueHHe 4 CyT. YBelIHdeHHe
BPEMEHH peaKkIMH B Cilydae coeiuHeHus 2d, mo-BUIU-
MOMY, CBsI3aHO C 0oJiee HMU3KOW aKTUBHOCTBIO KapOOHMIIb-
HOM TPYINBI B MSATUWICHHOM LHUKJIE.

[IpeBpatuth N-(3-okcoankeHun)xaopaneramuabl (2)-2e,f
B COOTBETCTBYIOIINE 3-(TONMICYIb(OHNIT)TUPHUIUH-2-0OHBI
4e,f Ham He yZanoch HU IPU HAarpeBaHUU B NPUCYTCTBUU
K,CO;, Hm mnpu geiictBuum mpem-OyTunara Kajus.
B kadyecTBe OCHOBHBIX NPOAYKTOB PEaKIHMU OBUTH BbLAE-
neHsl Jumb (E)-u3omepsl To3mnauneramunos 3ef ¢
BbIxogaMu 62 u 79% COOTBETCTBEHHO. YMEHBIICHHE
o6bema 3amecTuTesst R® B 0-I0I0%EHHUH 110 OTHOMICHHIO K
aToMy a3oTa N-(3-OKCOaJIKeHWIT)aMHa JOJDKHO CTaOWIH-
3upoBaTh (E)-U30Mep BCIEACTBUE YMEHBINEHUS CTEpHUE-
CKHMX B3aWMOJICHCTBUH ¢ KapOOHMWJIBHOM Tpymmo mnpu
JIBOMHOW CBSI3W, M HAO0OpOT, yBeJamueHue obObeMa
3amectutens R’ nenaer (Z)-msomep Gojee YCTOMUMBBIM,
MOCKOJIBKY OH JIOTIOJIHUTENIFHO CTaOMIM3MPOBAaH BHYTPH-
MOJIEKYJISIPHOHM BOJOPOIHOM CBSI3BIO.

JenporoHupoBaHue aroma a3oTa IpU JECUCTBUU OCHO-
BaHUHM TNPHUBOAUT K TOMY, YTO PAaBHOBECHE MEXIY H30-
MepaMu (TayTomMepamH) KOHTPOJHPYETCS JHIIb CTepude-
CKUMH (aKTOpaMH, yBEeIHUYUBAas B cirydae coequHeHui 3e,f
(R? = H) ycroitumBocTb (E)-M30MepoB, HUKIM3AIHA KOTOPBIX
HeBO3MOXHa (cxema 4). [TlogoOHoe BiMsIHIE 3aMecTUTeNel
Mbl HaOMIOAadu MpH [UKIW3auud  N-(3-0KCOaTKeHW)-
apuiIaneTaMuIoB B 6-apumupuans-2(1H)-ousr. "

Takum 00pa3oM, BHYTPUMOJIEKYJSApHAS ITMKIN3AIUSL
N-(3-0KCOQIKEHIIT) TO3WIAIETAMHUIOB MOXET OBITh C yCIIe-
XOM HWCIIOJIb30BaHA JIJISi CHHTE3a 3-TO3WIHUPHUANH-2-0HOB,

Cxema 3
R1
R! 1 ©
R2 TeNa R2 i R No RSO s R’
G g L0 — 0
e —— e 3 R — —_
R® "NH
R® "NH DMF, rt, 48 h | R® "NH ) R¥ N7 0 3
T R¥ N0
o cl O)\/Ts o)\clz/ i@ H. @ H
2a-d 3a-d da~d

aR'=R3=Me, R?=H; bR"=Ph, R?=H, R®=Me; ¢R'=Me, R?+ R3= (CH,),;; d R + R?= (CH,)3, R®*= Me
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Cxema 4

B TOM UYHCJE aHHENHpOBaHHBIX Mo cBs3siM C(4)-C(5)
u C(5)-C(6) amummxnamu. B To ke Bpems MOJYyYUTH
He3aMellleHHble Mo TonoxeHutro C(6) 3-To3uInmupuInH-
2(1H)-oHBl 3TUM MeTOoAOM He ynaercs. OmHako pasHoO-
oOpazue HCXOIHBIX COEIMHEHWH, TPOCTas JKCIEpHU-
MEHTaJlbHasg Tpolenypa JenarT N-(3-OKCoamKeHuN)-
XJIOpaleTaMUIbl  YIOOHBIMH TIPEAIICCTBCHHUKAMH 3-TO3MII-
3aMCUICHHBIX HI/IpI/II[I/IH-Z-OHOB.

JKCcIepUMMEeHTAIbHAS YaCTh

UK crmektpsl 3amucansl Ha criektpomerpe Mubpamom
®T-801 B Tabmerkax KBr. Cmextper SIMP 'H u °C
3anucaHbl Ha crektpomerpe Bruker DRX-400 (400 wu
100 MI'y cootBercrBenno) B CDCl;, BHyTpeHHUI CTaHAApT
TMC. Crektpsr IMP *C 3apeructpupoBabl B pesuMe
JMOD. DOneMeHTHBIM aHalW3 BBHIMOJIHEH Ha aBTOMATH-
yeckoM CHN-ananu3zatope Carlo Erba EA 1106. Konrpois
3a XOAOM pEeakLUUd U YHUCTOTOM IOJyYEHHBIX COEIUHEHUU
ocymectBiieH MerogomM TCX wna miaactuHax —Sorbfil
AD-A-Y®, nposiBieHue B nmapax noga u Y® csere. Pazne-
JICHHE U OYMCTKA TIOJYYEHHBIX COSIMHEHNI IPOBE/ICHBI METO-
JIOM KOJIOHOYHO# Xpomatorpaduu, B KauecTBe copOeHTa
ucnonb3oBaH cunukarens L 40/100 wiin oKuCh aqrOMUAHUS.

Ucxomubie B-enamunokeronsl 1a—d*® u le,f*’ nonyuens
0 W3BECTHBIM MeToaukaM. Cunre3 N-(3-OKCoalKeHWN)-
XJIOpaLeTaMU/I0B 2a—¢ ONMCAH HAMU paHee.

Cunre3 N-(3-okcoajaxeHwia)xjaopauneramuaop 2d—f
(obmrast meroauka). K pactBopy 11 MMoJb eHAMHHOKETOHA
1d—f B 15 ma abcomornoro CHCl; u 1.58 r (20 mmoib)
NUPHIMHA TIPU  OXJAXKICHUH TI0 KaIuisiM J100aBISIOT
pactBop 1.9 r (17 MMoJB) XJIOpaleTHAXJIOpUAA B 5 MII
CHCI;. PeaknoHHyI0 cMECh IEPEMEIINBAIOT IPH KOMHAT-
HOH TeMIiepaType B TEUEHUE 5 4 U OCTABIIIIOT HA HOYb.
3atrem pactBop mnpombiBatoT 10% pactBopom HCI,
Heckobko pa3 H,O, cymar wam Na,SO, m ymansior
pacTBOpUTENb ITPU TIOHWKEHHOM JABJICHHUH.

N-[1-(2-OxconuKI0neHTUINAEH)ITWI]-2-XJI0paneTaMmus
(2d). IIpoaykT ouUMIIAIOT KOJIOHOYHOW Xpomartorpadueit
(A1,O3, CH,Cly—rekcan, 5:1). Beixog 1.97 r (89%), ceetio-
xenroe mMacio. MK crektp, v, M ': 3200-3100 (NH), 1692
(C=0), 1675 (C=0), 1613 (NC=0). Cniextp SIMP 'H, §, m. 1.
(/, T'm): 1.89-1.98 (2H, M, H-4); 2.39 (3H, c, CH3); 2.42

(2H, 1, *J = 7.9, H-5); 2.61-2.67 (2H, M, H-3); 4.08 (2H, c,
CH,CI); 12.61 (1H, ym. ¢, NH). Criextp SIMP °C, 8, m. x.:
18.3 (CHj3); 19.7 (C-4); 27.2 (C-5); 39.6 (C-3); 43.2 (CHy);
116.3 (C-1); 146.2 (CCHj;); 165.7 (NHCO); 208.3
(COCH3). Haitneno, %: C 53.75; H 5.76; N 6.72. CoH,CINO,.
Breruncaeno, %: C 53.61; H 6.00; N 6.95.
N-[(2-OxconuKI0reKCHINAeH)MeTHI]-2-XJ10pateTaMug
(2e) (cmech (2)- n (E)-m3omepoB). TeMHBII 0CTATOK OYHIIAIOT
¢nem-xpomarorpadueii (cmmkarens, CHCl;—-EtOAc, 1:1).
Momygaror 0.55 r (25%) cmecu (Z2)- u (E)-u3omMepoB
xyoparieramMmpuia 2e (cootHomeHune 84:16 1O IaHHBIM
cnekrpockonuu SIMP 1H) B BHIE CBETJIO-XKEJITOrO Macia.
WnnuBrayansHeIe H30MEPHI BEICIAIOT METOJJOM KOJOHOY-
Holt xpoMmaTorpaduu (cunukarens, CHCL—EtOAc, 1:1).
Coenunenne (Z)-2e. becuBerHsie KpUCTaUIBL, T. T 62—
64 °C (rekcan). Rf 0.56 (CHCl;-EtOAc, 1:1). UK cmexTp,
v, cM 't 3254 (NH), 1697 (C=0), 1663, 1587 (NC=0).
Criexktp AMP 'H, 5, M. 1. (/, Tm): 1.71-1.88 (4H, m), 2.41—
2.54 (4H, M, (CH,)y4); 4.13 (2H, c, CH,Cl); 7.19 (1H, n. T,
3J =10.6, *J = 1.5, CHNH); 12.16 (1H, M, NH). Crextp
SAMP “C, 8, m. m.: 22.3; 23.3; 28.9; 39.6 (4CH,); 42.3
(CH,CI); 115.4 (C=CHN); 132.2 (CHN); 165.7 (NHCO);
203.9 (C=0). Hatineno, %: C 53.87; H 6.29; N 6.71.
CoH;,CINO,. Brruucineno, %: C 53.61; H 6.00; N 6.95.
Coenunenne (E)-2e. becuseTHble KpUCTabl, T. ML
115-117 °C (EtOAc). Ry 0.56 (CHCIl;—EtOAc, 1:1).
UK cnexrp, v, oM ;3411 (NH), 1710 (C=0), 1687, 1598
(NC=0). Cniexrp SIMP 'H, 3, m. 1. (J, T'm): 1.80-1.89 (4H,
M), 2.32-2.57 (4H, M, (CH,)4); 4.20 (2H, ¢, CH,CI); 7.90
(1H, m, °J = 12.1, CHNH); 8.28 (1H, n, °J = 12.1, NH).
Cnektp SIMP C, 8, m. 1.: 22.6; 22.7; 24.5; 39.6 (4CH,);
42.6 (CH,CI); 118.6 (C=CHN); 128.4 (CHN); 163.8 (NHCO);
199.1 (C=0). Haiimeno, %: C 53.93; H 5.72; N 7.26.
CoH,CINO,. Brruncneno, %: C 53.61; H 6.00; N 6.95.
N-[1-(2-OkcounKJIONEeHTWINIEH)MeTHI|-2-X10paneT-
amua (2f) (cmecw (E,Z)-m3omepoB). [TonydeHHBIN TEMHBIN
ocratok (1.68 1, 81%) cmecu (2)- u (E)-u30MepoB XIop-
arreramuza 2f (cootHomenue 63:37 MO TaHHBIM CIIEKTPOCKO-
mn SIMP 'H) chauana ounmaior diem-xpomarorpadueii
Ha cwukarese (CHCL—EtOAc, 1:1), a 3arem mocie
yHaJeHUs PacCTBOPHUTENS MEPEKPUCTAILUIU3OBEIBAIOT W3
EtOAc. Ilomydator 300 mr (15%) uuctoro (E)-uzomepa
xioparieramMmuia 2f B BUIE CBETIIO-XKENTHIX KPUCTAJUIOB.
IMocne ymapuBaHWsA MATOYHOTO pAcTBOpa MOJYYArOT
JKENITOE BS3KOE MAaclo, TpeacTaBisionee coboit (Z)-
nu30Mep ¢ HeOOoIbIIOoi mpuMeckio (£)-n3omepa.
Coenunenne (E)-2f. CeTno->kentble KpUCTAIUIBL, T. I
164165 °C. R;0.45 (EtOAc—rekcaH, 1:1). UK criektp, v, em
3408 (NH), 1710 (C=0), 1632 (NC=0). Cnextp SIMP 'H,
S, M. 4. (J, T'm): 1.99-2.07 (2H, M, 4-CH,); 2.38 (2H, T,
3J=8.0, 5-CH,); 2.63 2H, 1. 1, *J = 7.3, *J=2.7, 3-CH,);
4.19 (2H, ¢, CH,Cl); 7.78 (1H, x. T, °J = 11.9, *J = 2.5,
CHNH); 8.31 (1H, ym. 1, °J = 11.0, NH). Criextp SIMP °C,
5, M. 1.: 19.8 (C-4); 25.4 (C-5); 38.6 (C-3); 42.4 (CH,Cl);
119.9 (C-1); 125.3 (CHN); 164.4 (NHCO); 206.8 (C-2).
Haitneno, %: C 51.59; H 5.74; N 7.18. CgH;(CINO,.
Brruucneno, %: C 51.21; H5.37; N 7.47.
Coenunenne (Z)-2f. XKentoe macno. Ry 0.65 (EtOAc—
rekcas, 1:1). Cnexrp SAMP IH, o, M. 1. (J, T'm): 1.99-2.07
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(2H, M, 4-CH,); 2.41 (2H, T, >J = 7.8, 5-CH,); 2.67 (2H, 1. 1,
3J=17.3,%J=1.8, 3-CH,); 4.15 (2H, ¢, CH,CI); 7.26 (1H, x.
T, °J = 10.5, *J = 2.1, CHNH); 11.77 (1H, yur. ¢, NH).
Cnektp SIMP °C, 3, m. 1. (TONydeH BHIYHTAHHEM CHMIHa-
noB (E)-m3omMepa u3 criektpa cmecu n3omepon): 21.1 (C-4);
27.4 (C-5); 39.5 (C-3); 42.2 (CH,CD); 117.7 (C-1); 127.9
(CHN); 165.1 (NHCO); 210.2 (C-2).

Cunres (4-meTmwiadenun)cynbonnanupuioHon 4a—d
(obmrast meroauka). Cmech 1.0 MMors coemuHenus 2, 207 Mr
(1.5 mmomp) K,CO;, 294 mr (1.5 mMMonbs) MoOHOTHAparta
TsNa u 17 mr (0.10 mmons) KI B 3 mMi abGCconFOTHOTO
AM®A nepememnBaroT Npyu KOMHATHON TeMIEpaTtype B
T€YEHHUE 2 CyT, NOCJIE YEero BBUIMBAIOT B 12 MJ X0JIOAHON
Boabl. OcaZok OT(QHIBTPOBHIBAIOT M IEPEKPUCTAIIIN30-
BEIBAIOT.

4,6-Tumerni-3-[(4-meTunpennn)cynsponni]-2(1H)-on
(4a). Beixon 70%, GecuBeTHBIE KPUCTAILTHL, T. TUL. 268-270
°C (¢ pasn.). Crextp SIMP 'H, &, m. a. (J, T'm): 2.16 (3H, c,
4-CH;); 2.36 (3H, c, 6-CH;); 2.62 (3H, ¢, ArCH;); 6.07
(1H, ¢, 5-H); 7.33-7.80 (2H, M, H Ar); 12.01 (1H, ym. c,
NH). Criextp IMP °C, 3, m. 1.: 18.37 (6-CH;); 20.91 (4-
CH;); 21.14 (ArCHj3); 109.15 (C-5); 122.70 (C-3); 127.55;
128.68; 139.46; 142.95 (C Ar); 151.29 (C-6); 156.33 (C-4);
158.29 (C-2). Cnektpsr IMP 'H u “C, a taxxke T. mu
COBIIAJIAIOT C paHee MOJMYYCHHBIMH ITaHHBIMH IUIS COCIIH-
Herns 4a."

6-Metun-3-[(4-meTtundenni)cyabponni|-4-gpenn-
nupuaua-2(1H)-on (4b). Bexoxg 205 mr (60%), OGec-
[BETHBIC KpHUCTawiel, T. 1. 244-245 °C (EtOH).
UK cnektp, v, oM ;3250 (NH), 1643, 1617 (C=0), 1308,
1149 (SO,). Cnextp AMP 'H, §, m. 1. (J/, Tm): 2.32 (3H, c,
6-CHj3); 2.39 (3H, c, ArCH,); 6.06 (1H, c, H-5); 7.17-7.24
(2H, m, H Ar); 7.33-7.53 (5H, M, H Ph); 7.78-7.90 (2H, M,
H Ar); 13.41 (1H, yur. ¢, NH). Cnextp IMP °C, 5, m. x.:
19.0 (6-CHj); 21.6 (ArCHs;); 110.9 (C-5); 124.0 (C-3);
127.3; 127.7; 128.5; 128.6 (2C); 128.8 (2C); 138.1; 138.8;
143.5; 150.3 (C-4); 159.1 (C-6); 161.3 (C-2). Haiineno, %:
C 67.49; H 5.21; N 4.38. C9oH{7;NOsS. Brraucaeno, %:
C 67.24; H5.05; N 4.13.

4-Metuii-3-[(4-metundennin)cynbdonunil-5,6,7,8-rerpa-
ruapoxuHonH-2(1H)-on (4¢). Bexon 226 wmr (71%),
OecrBeTHBIC KpucTaumel, T. T 237-238 °C (EtOH).
UK crektp, v, cM ': 3300-3240 (NH), 1639, 1614 (NC=0),
1304, 1156 (SO,). Criektp SIMP 'H, 8, M. . (J, I'm): 1.69—
1.85 (4H, M, 2CH,); 2.38 (3H, ¢, ArCH,); 2.42-2.51 (4H,
M, 2CH,); 2.71 (3H, c, 4-CH;); 7.18-7.23 (2H, M, H Ar);
7.83-7.89 (2H, m, H Ar); 12.95 (1H, ym. ¢, NH). Cnextp
AMP C, 8, M. 1.: 16.1 (4-CH3); 20.8 (CH,); 21.6 (ArCHs);
22.6, 24.5, 27.5 (3CH,); 115.6 (C-4a); 124.9 (C-3); 128.1
(2C Ar); 128.5 (2C Ar); 140.1 (C Ar); 143.1 (C Ar); 148.6
(C-4); 157.5 (C-8a); 159.7 (C-2). Haiineno, %: C 64.04;
H 5.86; N 4.63. C;;H;9NO3S. Brruucineno, %: C 64.33;
H 6.03; N 4.41.

1-Metnn-4-[(4-meTnindenun)cyabponnil-2,5,6,7-rerpa-
ruapo-3H-uuxknonenralclnupuaun-3-on (4d) nonyyaror
mo oOIel MeTOAWKE, HO JOMOJHHTENBHO Tocie 1 cyT
MepeMEIINBaHMsT TPU KOMHATHOW TeMIleparype peak-
LHUOHHYIO cMech HarpeBaroT A0 70 °C U BBIAEPKHUBAIOT B
teueHue 5 4. Bexon 154 mr (51%), OecuBeTHBIC KpUCTAI-

7Bl T. L 262-263 °C (EtOH). UK crextp, v, cM ' 3290—
3240 (NH), 1631 (NC=0), 1317, 1151 (SO;). Cnextp
AMP IH, S, m. 1. (J, T'm): 2.05-2.14 (2H, m, CH,); 2.22
(3H, c, 1-CHj3); 2.38 (3H, c, ArCH;); 2.63-2.69 (2H, m),
3.50 (2H, T, >J = 7.7, 2CH,); 7.19-7.23 (2H, m, H Ar); 7.88—
7.92 (2H, M, H Ar). Crektp SIMP °C, &, m. 1. 17.3
(1-CHj); 21.6 (ArCH;); 24.8, 28.0, 34.5 (3CH,); 121.7
(C-4); 122.6 (C-7a); 128.5 (2C Ar); 128.7 (2C Ar); 139.0
(C Ar); 143.6 (C Ar); 145.4 (C-4a); 160.9 (C-1); 164.2 (C-3).
Haiineno, %: C 63.65; H 5.84; N 4.48. C;sH;NOsS.
Brruucineno, %: C 63.34; H 5.65; N 4.62.

(E)-2-[(4-MeTnidenunin)cyibponni]-/N-[(2-okconmr.io-
rekcmumaeH)MeTwi|ameramun (3e) moaydyaroT O OOmICH
MeToJuKe cuHTe3a coenuHeHuit 4. Breixon 199 mr (62%),
OecrpeTHble KpUcTaJLIbl, T. I 142—143 °C (EtOH-H,0).
UK cnextp, v, em b 3263 (NH), 1714 (C=0), 1678, 1570
(NC=0), 1330, 1152 (SO,). Cnexrp SIMP 'H, §, m. 1.
(/, T'm): 1.76-1.99 (4H, m), 2.42-2.46 (2H, m, 3CHy;); 2.47
(3H, c, CHy); 2.51-2.57 (2H, M, CH,); 4.13 (2H, c,
CH,S0O,); 7.37-7.41 (2H, m, H Ar); 7.72-7.76 (2H, M,
H Ar); 7.84-7.90 (1H, M, CHNH); 8.69 (1H, m, NH).
Crexrp SIMP C, 8, m. 1. 21.8 (CHs); 22.6, 22.7, 24.6, 39.7
(4CH,); 61.9 (CH,S0,); 118.7; 128.0 (2C Ar); 128.5 (CHN);
130.5 (2C Ar); 134.6 (C Ar); 146.4 (C Ar); 158.7 (NHCO);
199.3 (C=0). Haiineno, %: C 59.55; H 5.71; N 4.59.
Ci6HioNO4S. Beruucineno, %: C 59.79; H 5.96; N 4.36.

(E)-2-[(4-MeTtundenunn)cyibponna]-N-[(2-0kcOUUKIO-
nenTuaugen)mermwialaneramua (3f). K pacteopy 150 mr
(0.8 mmoub) aneramuna (E)-2f 8 5 mu i-PrOH nobasisiror
230 mr (1.2 mmons) ruapaTta TsNa u KumATAT B Kojbe ¢
00paTHBIM XOJIOMWJIBHUKOM B TeueHHe 24 4. Brimasmryio
COJb  OT(QUIBTPOBBIBAIOT, PACTBOPUTEIb  YIApUBAIOT,
pacTUpaoT C TeKCAaHOM M aMOP(HBIA T'HTPOCKONWYHBIN
MOPOIIOK IEPEeKPUCTAITN30BEIBAIOT TPIDKIABI U3 CMeECH
H,0-EtOH, 1:1. Bexox 195 mr (79%), Genble KpUCTAILIBL,
1. mn. 152-153 °C. UK crektp, v, cM : 3275 (NH); 1697
(C=0), 1607, 1526 (NC=0), 1323, 1153 (SO,). Cuektp
SAMP 'H, 5, m. 1. (J, Tu): 1.96-2.06 (2H, M, 4-CH,); 2.38
(2H, 1, °J = 7.8, 5-CH,); 2.43 (3H, ¢, CHs); 2.65 2H, T. 1,
J=172,J=2.6,3-CH,); 4.20 (2H, ¢, CH,S0,); 7.39 (2H, &,
J =179, H-3,5); 7.69-7.77 (3H, m, CHNH, H-2,6); 8.75
(1H, ym. 1, J = 11.6, NH). Ciexktp IMP °C, §, m. 1. 19.9
(C-4); 21.8 (CHj3); 25.6 (C-5); 38.8 (C-3); 62.1 (CH,S0y);
120.3 (C-1); 125.4 (CHN); 128.1 (2C Ar); 130.3 (2C Ar);
134.8 (C Ar); 146.2 (C Ar); 159.5 (NHCO); 207.3 (C-2).
Haiineno, %: C 58.97; H 5.85; N 4.88. C;sH;7;NO,S.
Brruncneno, %: C 58.61; H 5.57; N 4.56.

Paboma evinoanena npu nooddepoicke Munobprayku
Poccuu (npoexm Ne 4.1657.2017/4.6).
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