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ITpemnokeH HOBBIM METOJA CHHTE3a XWHA30JIMHOB, OCHOBAHHBII Ha aHHEIMPOBAHUM OEH30JIPHOTO IMKJIA K NPOM3BOJHBIM S5-aleTHI-
6-METHIIMTUPUMHAINH-2-0Ha(THOHA). KoHIeHcanusi MmociaegHUX MO METHIBHOM TpyIIe ¢ AWMETWIANeTaleM IUMETHiIdopMamuga B
xunsimieM PhH npuBomut k obOpasoBanuio S-anetui-6-[2-(IMMeTHIaMHHO)BUHUI | THPHUMUIMH-2-0OHOB(THOHOB), KOTOPBIE MPU KHIIsSYe-
Hun ¢ MeONa B MeOH 1HKIN3YIOTCS B S-THIPOKCHUXMHA30JIHH-2-0HBI(THOHBI). AHAJIOTHYHO S-aleTUI-6-MeTHIT-4-(TpUuTOPMETHI)-
MUPUMHUIMH OBUT HpeBpanieH B S-TUAPOKCH-4-(TpuTOpMETHI)XNHA30aMH. V3 KOHIEHCHPOBAHHBIX C AWMETHJIALeTalleM JUMETHII-
(dbopMaMuzia IO alETHIBHOM Tpymme S-aneTHii-6-MeTHINMMPUMUINHOB XHHA30JIMHBI He 00pa3yloTcs, HO S-alleTHI-6-MeTHITHPUMHIHHBI
MOTYT OBITh HCTIOJIE30BAHBI JJIS TTOTyYEeHHUS IPOU3BOIHBIX MHPHIO[2,3 -d|mupruMuInHa.

KroueBble ciioBa: 5-anerii-6-MeTHINUPUMUANH-2-OHBI(THOHBI), 5-THAPOKCH-4-(TPHU(TOPMETHIT)XNHA30IHMH, 5S-TUAPOKCUXUHA3OIHH-
2-0HBI(THOHBI ), AUMETUIIAIIETAIb AUMETIIHOPMAMUA, KAaTATU3UpyeMasi OCHOBAaHUEM LIUKITU3AIIHS.

XUHA30JMHBI IIUPOKO paCIpOCTPaHEHBI B MPUPOAE,
BXOJAT B CTPYKTYphl MHOTMX ankamoumos.' ° Cpenu
MIPOU3BOJHBIX XHMHA30JMHA €CTh COEAWHEHHs C aHTH-
nponudeparnBHoi,’° anTHGakTepHanbHON, ' 06e360mH1-
Barouiel u npOTI/IBOBOcnanmem)H0171,11’13 a TaK)Xe aHTHU-
MEU'IHprIHOfIM aKTUBHOCTBIO. IlocKobKy UCCiIeIOBaHUS B
o07macTH CO3MaHMSA HOBBIX JICKAPCTBEHHBIX CPEACTB
ABJISIFOTCSL OJJHAM W3 HanOoJIee aKTyalbHBIX HalpaBlICHUN
COBPEMEHHOW OpPraHWYEeCKOH XWMHH, pa3paboTKa HOBBIX
METOJIOB CHHTE3a OMOJIOTHYECKH aKTUBHBIX COCIMHEHHH, B
YaCTHOCTH  XWHA30JMHOB, SIBISETCS  TEPCIEKTHBHOM
00JIaCTBI0 HCCIIEAOBAHNI. 3a MOCIEIHHE HECKOJBKO JIET
OBLJT OMyONMKOBAH Psii 0030pPOB, TOCBSIINIEHHBIX CUHTE3Y U
GHOIOrMUECKOil AKTMBHOCTH MPOM3BOMHBIX XMHA30IMHA. -
Kpome TOro, wW3y4eHHE HOBBIX METOJOB IOJNYYCHHUS
MIPOU3BOIHBIX XWHA30JIMHA TPEICTABISAET HHTEPEC C TOUKU
3peHHs Pa3BUTUS CHHTETHYECKOH METOJOJOTHH IIOITy-
YeHHS TETepOUMKINYEcCKuX coenuHeHuil. Cpenu nmutepa-
TYpHBIX METOJOB TMOJNYYCHHS XHHA30JIMHOB OCHOBHOE
MECTO 3aHHUMAaeT aHHEJIMPOBaHUE NMUPHMHUIMHOBOTO ITHKIIA
K TIPOM3BOIHBIM O€H30J1a (aHTPAHWJIOBOW KUCIIOTE, 2-aMUHO-
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GeHsumamMuay u T. 1.),° 2 a TaKKe HCIOIb30BAHHE

OEeH30KCa3MHOB U O€H30KCa3MHIWHOHA (M3aTOEBOTO aHTH/I-
puma).”*%*! B 10 %e Bpems aHHeIHMpOBaHHE GEH30IBHOrO
IUKIa K MHUPUMHIAHOBOMY SBJISIETCS MAaJIOM3Y4YCHHBIM
npoleccoM W OBbUIO ONMCAaHO JIMIIb B HECKOJBKHX
paborax.’””** Henasro™ Hamm GbuT peannsoBaH eme OHH
NpUMep TAKOTO poJa aHHEIUPOBaHHS, a WMEHHO ObLIO
YCTaHOBIIEHO, YTO TMIpH 00paboTKe S-aneTwi-6-MeTui-
nmupuMuIuH-2-0Ha 1 JTUMETHUIANCTaIeM  JTHUMETHII-
dopmamuna (DMF-DMA) npu HarpeBanmn o0pa3yercs
5-TUAPOKCUXUHA30JIMH-2-0H 2 (cxema 1).

XoTs B JHUTEpaType H3BECTHO HECKOJBKO IMPHMEPOB
AHHEJNMPOBAHUsSI OCH30JILHOTO IMKJIa K TeTepPOLMKIaM B
peakmuax ¢ DMF-DMA, oxu ObumM OIMCAaHBI Ha IPYTHX

Cxema 1

CF3 Me CF3 OH
N= O DMF-DMA N=
| —
o N Me PhH, A o) N
Ph Ph

1 2
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Cxema 2 2 2
R®Q Path a R
NP | Me DMF-DMA NZ |
e
O)\l}l Z > NMe O)\I}l
R1 ‘: R1
]

RZ OH R?

’ ’

N | r\\PHQ __________ . N
0PN pZ NMe, -HNMe; N
R’ R!

TeTepPOLUKIMIECKUX CUCTeMax: O-aleTusI-7-MeTUIIHUPa30Io-
[1 ,S-a]HI/IpI/IMI/IL[I/IHaX,3 637 5-aneTuin-6-MeTUIMUPUIUH-
2(111’)-0Hax3 % i 3-anermn-2-merun- 1 -6eH3OHI/IpaH-4-OHaX.3 ?

3ajgaya Hacrosmield pabOTHI 3aKiOYanach B HCCIe-
JIOBaHUM BO3MOXHOCTH TIOJTYYEHHS XHHA30JIMHOB U3
Pa3IMYHBIX MPOU3BOJIHBIX S-alleTHI-0-METUIHPUMUANHA.
Kpome TOro, mpeacTaBiAio HHTEPEC H3YYUTh MEXaHU3M
JAHHOU IUKIM3aIuH (CXxema 2), MOCKOJIbKY MOXHO OBLIO
MIPEIOI0KNATE JBAa PA3jIMYHBIX IYyTH: IepBOHAyYaJIbHas
koHneHcanus DMF-DMA 1o wMeTwibHOM rpymme Hu
mocienymoomas MUKIM3alus M0 aleTWIbHON (MyTh @) |
NIepBOHAYAIbHAs KOHJCHCAIU IO alleTWIBHOM Ipymne U
3aTeM [UKIM3alus 1Mo MeTwibHOW (myTh b). Henb3st Obu1o
TaKkKe MCKIIOYHTh U 00pa3oBaHUs XMHA30JIMHOB KakK II0
MyTd @, TaK U [0 MyTd b OJHOBpeMeHHO. B neiicTBu-
TEJILHOCTH, Kak OyJeT NOKa3aHo Jajiee, peaju3yercs
TOJIBKO MYTh d.

[lepBoHauasbHO OBLTa W3y4YeHA pEAKNIUS IOIYYEHUS
XMHA30JIMHOB M3 PA3JIMUHBIX 5-aIleTHI-6-MeTHIITHPUMUIU-
HOoB 1 DMF-DMA B ycioBuSX, aHAJIOTHYHBIX YCIOBHAM
CHHTE3a COeIMHEHHSA 2. B TepMHUECKHX YCIOBHAX HaM
yIaJoCh HAWTH elle TOJIbKO OJUH IpuMep 00pa3oBaHUsA
XMHA30JIMHA U3 S-aleTHiI-0-MeTWINHPUMUANHA. bBhlIo
MOKa3aHo, YTO KUIISTYeHHUE TUPUMUIUHOHA 4 (TT0JIy4aeMOoro
n3 amuHansa nuanetwikereHa 3) ¢ DMF-DMA B PhMe
MIPUBOJIUT K XMHA30JMHOHY 5 (cxema 3).

Cxema 3
NHR Me NR OH
HNo _NHR
o | o / N | o i HN
42% O)\N Me 56% O)\N
I |
Me3 Me Bu Bu
4 5

R = 4,6-dimethylpyrimidin-2-yl
i BUNCO, PhMe, A, 9 h; ii: DMF-DMA, PhMe, A, 30 min

WHTepecHo oTMeTuTh, uto B crnextpe IMP 'H coemu-
HeHust S5 curnansl rpynmn OH u NH cmemenst B ciabo-
moJbHy!0 00macte (15.89 u 13.75 M. 4. COOTBETCTBEHHO),
YTO yKa3blBaeT Ha HAJIMUUE B MOJIEKYJIE JBYX BOJOPOIHBIX
cBsa3ell (BeposiTHO, Mexay rpynmoid NH u aromom asora
JUMETWITUPUMUIMHOBOTO (hparMeHTa, a Takxke IpyInoi
OH u aTomoM a3ota rpynmnsl 2x30-C=N).

B ominune OT OMMCAaHHOTO BBILIE DKCHEPUMEHTA, MpU
BBEJICHUHU B PEAKIIMIO MUPUMUIVHOHA 74 WM NUPUMUAMH-
THoHa 7b, nosyueHHBIX U3 N,S-anerans AuaueTUIKeTeHa 6,
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2
o Path b R°Q
Me__D_'Y!'_:___I?!\{Ii NZ | NMe,
Me O)\l}l Me
R4
il
OH R?2 OH
N <4|
e
_ {
HNMe, 0)\’}‘ ot NMe,
R1

NpoLIECC OCTAHABIMBAeTCS Ha OOpPa30BaHHU IIPOJYKTOB
koHneHcauuu ¢ DMF-DMA. KonpgeHcamnus mopoTekaer
MOYTH MCKIIOYUTENBHO II0 METHWJIBHOH Ipymme ¢ Moiy-
yeHrueM eHamMuHOB 8a,b (Tabin. 1). [lombiTka OCYIIECTBHUTD
TEPMHUYECKYI0  LUKIU3AIMI0  IOCIETHUX  OKa3anach
OesycriemHoi: mpu kunsiueHun B PhMe wim B Gonee
BBICOKOKHUIIAIIEM 0-KCUJIOJIE IPOAYKT HE 00pa30BbIBAJICS.
Panee HamMu OBUIO YCTaHOBJIEHO,  YTO HCHOJIB30BaHUE
MeONa B MeOH npu kunsyeHuy N03BOJISIET OCYILECTBUTh
MUKIH3ALUI0  5-aneTwi-4-(2-auMeTHIaMUHOMETIIINACH)-
aMHHOITUPUMHUAMHOB C 00pa3oBaHUEM MHPHIUHOBOTO
nukna. B gaHHOM ciydae kumsueHue coenuHeHHi 8ab c

Ta6uuna 1. [Tonydenne 4-3aMeIICHHBIX S-THAPOKCH-
XHHA30JIMH-2-0HOB(THOHOB) 9a,b, 10a,b, 11a, 12a,b

H,N_ _SEt SEL O
| R'NCX NZ Me DMF-DMA
(@] O — | _
PhMe PhH
Me Me a5h < N Me A 1-2h
R
6 7a,b
1. MeONa, MeOH R?> OH
A 1h N7
2. AcOH, rt
SEt O X”°N
R1
s
— )"“\ | Me | 9a,b, 10a,b, 11a
X ,}j = NMe, 1. I\A/Ie10rl1\la, MeOH O OH
1 ]
R 8ab 2.H0,1t, 30 min - N
—
3. AcOH, rt X N
R
12a,b
Coenunenne R! X R? Beixon, %
7a Ph 0 - 88
7b Bn S - 57
8a Ph 0 - 74
8b Bn S - 82
9a Ph 0 SEt 46
9b Bn S SEt 42
10a Ph 0 NMe, 22
10b Bn S NMe, 19
11a Ph 0 OMe 14
12a Ph 0 - 64
12b Bn S - 49
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MeONa B MeOH npuBoIuT K aHHEIMPOBAHHIO OEH30JIb-
HOTO IIMKJIa U OO0pa3oBaHHIO CcMecH 4-3aMellIeHHBIX
5-TUAPOKCUXHHA30JIMH-2-0HOB(THOHOB), B KOTOPOI OCHOB-
HBIMH COEIMHEHUSIMH SIBISIOTCS 4-3THICYIb()AaHUIIPON3-
BonHble 9a,b (Tabn. 1), momyueHHsle ¢ BbIXoAamMu 46 u
42% cootBeTrcTBeHHO. J[Ba Apyrux xuHazonuHa 10 u 11
SIBJISIFOTCSL TIPOAYKTaMU 3aMELICHUs STHICYJIb(aHWIbHON
TpyNnel Ha TPHUCYTCTBYIOIIME B PEAKIMOHHOW CMecH
Hykiaeopuins: MeOH wu Bemensiomuiics B mporecce
mukmzanua Me,NH. Beiio Taxke 0OHapyKEHO, 4TO eCiiu
PeakIMoHHy0 cMech obOpabdorate H,O no momkucieHus
AcOH, To o0pa3ytoTcs coenunenus 12a,b, BbIIeICHHBIC C
Beixogamu 64 u 49% coorBercTBeHHO. [lpemnaraembiit
HaMH METOJ MO3BOJISET MOJIyYyaTh 3aMEICHHbIE 110 aTOMY
N-1 2,4-XWHA30JUHIUOHBI, TOTJAa KaK 3aMEIICHHBIC 10
atromy N-3 2,4-XHHA30JIMHINOHBI 00Pa3ylOTCs U3 aHTPaHU-
710BOro 3dUpa i H30HHaHATOB. !

OOpazoBanue NpoayKTa KOHJCHCAIMH 10 rpymmne 6-Me
ObUIO JJOKa3aHO JaHHBIMH JBYMEPHOH CHEKTPOCKOIUH
SAMP. B cnextpax 'H-C HMBC mupumuanzoB 8a,b
HabJro1aeTCsl KOppessIius MeXay NPOTOHAMH METHJIBHOH
TpyNIbel ¥ aTOMOM YIjlepojia KapOOHMIBHON I'PYyMIIBI, YTO
yKa3bIBae€T Ha COXPAHHOCTh aleTHIBHOrO (parMeHra, a
TaKke Koppemsinus npotona ¢parmenra NCH= ¢ aromom
C-6 MUPUMUAMHOBOTO IIUKJIA.

IIpu xunsyennn mupumuanaanona 13 ¢ DMF-DMA B
PhH nmapasnienbHO MPOTEKAIOT [1Ba MPOLECCa: KOHICHCAIIUS
[0 METHJIBHOH Tpynme M MeTWIHpoBaHHe aTtoma N-3
(M3BECTHO, YTO aleTalu aMHJIOB NPUMEHSIOTCS AJIS allKh-
JUPOBAHUA aToMa a30Ta B PA3JIMYHBIX a30THBIX I'e€TEpO-
LMKITAX, HAIPUMeEp B HYKIe03uaax; =+ MexaHusM aikuiu-
pOBaHHMS aleTalIMH aMHJIOB TpUBEIEH B HeJaBHEH
pabore*!). B 3aBHCHMOCTH OT HCIIOIB3yeMOrO H3GBITKA
DMF-DMA  moxer o00pa3oBBIBaThCSI KaK  CMeECh
6-(2-TUMeTHIIAMUHOBUHII ) TUPUMUAIUHANOHOB 14 u 15,
TaK U UCKIIOYUTENLHO coenHenue 15 (cxema 4).

Cxema 4
o o O O
R.
HN | Me DMF-DMA j\ | Me
—_—
PhH, A, 2 h
Ay 28
Ph
Ph NMe,
13 14R=H
DMF-DMA 14 15 15R=Me
22equiv 39% 49%
4.0 equiv - 81%

3ampIkaHue OCH30JIFHOTO IMKIA Y COeOUHEeHus 15
MIPOUCXOJUT B CTAHAAPTHBIX YCJIOBMSX NPU KUIMSAYEHUU C
MeONa B MeOH u npuBoauT K 00pa30BaHMI0 XMHA30JINH-
muona 16 c Beixonom 60% (cxema 5). Coennnenue 14,
HaIlpoOTHUB, B PEAKLHIO LMKIU3ALUNA B CTAaHAAPTHBIX YCIIO-
BHSX HE BCTYIAET, W JUIA €ro MPEBpaIICHUS HEOOXOIUM
6onbmoi n3osITok MeONa (He Meree 10 9KB.) U JUIUTEIB-
HOE KHIsueHHe. BeposTHON NpuUuMHON 3TOro sBIsieTCA
o0pa3oBaHUE HATPUECBOH COJNIM coenuHEHHs 14 mon
neiicreueM  MeONa, 4YTO NOPUBOAUT K JACAKTUBALUH
aleTUnbHON rpynnsl. B pesynbrate xumHaszomuHauoH 12a
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obpasyeTcs ¢ HU3KUM BBIXo1oM (9%), a mpeobianarommum
MpOAyKTOM siBisgeTcss mupumoH 17, oOpasyrommuiics, 1o
HallleMy TIPEATIONIOKCHUIO, B pe3ylbTaTe pacKPBITHA
MUPUMHUINHOBOTO MHKJIA C MOCICIYIOMEeH peruKiIn3annei
(cxema 5). Takum oOpa3om, I CHHTE3a XHHA30JIUHINOHA
12a menecooOpa3HBIM SBISACTCS HWCIONB30BAaHUE OTHII-
Cynb(QaHWIMAPAMHAINHOHA 7a B KadeCTBE HCXOIHOTO
COCUHCHUS.

Cxema 5
(0]
Me 1. MeONa, MeOH
N | Me A, 15h
O)\ITI = NMe, 2. AcOH, 0HZO rt 41\
Ph 60%
15 16
o 0O 1. MeONa
MeOH
HN | Me _A6h_ 6h
(@) N 2 AcOH
Fl’h | H,0, rt |
NM92
14 12a (9%) (35%)
MeOHl
(0]
H,N | Me Me | NH, MeOH
Ph_ —> Ph
N | N | - (Me0),CO
/& /& — HNMe,
MeO™ ~O "NMe, MeO™ ~O "NMe,

Janee HamMu OblIa HCCIlieOBaHa BO3MOXHOCTH IIOJTY-
YCHUA XHWHA30JIMHOB M3 aMHWHO3aMCIICHHBLIX MUPUMUIAWH-
TUOHOB. [IupUMUIUHTHOHBI 7c—€ TJAJKO B3auUMOJEH-
CTBYIOT C MOP(OIMHOM, IHUNEpasHHaMHU U MUPPOITUINHOM
npu kunsyeHun B PhMe ¢ oOpa3oBaHHeM COOTBETCTBYIO-
uwmx coenauHeHuit 18a—g. JlampHeiimas ux o0paboTka
DMF-DMA B PhH mnpuBoauT K KOHJIEHCHUPOBAHHBIM
npoaykram 19a—e u 20d-g (tabn. 2), cooTHOIIECHHE
BBIXO/JIOB KOTOPLIX, MO-BUAUMOMY, OIIPEACTIACTCA XapaKTe-
POM 3aMECTHUTENS B TIOJIOXKEHUH 4.

Tak, B ciy4ae mUpUMHUAMHTHOHOB 18a—c¢ ¢ HammeHee
3JICKTPOHOIOHOPHBIM 3aMecTuTesieM (MOPGOITHHOM, 4-(PeHHIT-
MMUIEepa3suHOM) pPEaKnus TPOTEKAeT JErKO, OCHOBHBIM
ABJIACTCA NPOAYKT KOHACHCAIIUU 110 METUJIBHOM rpymnre. B
To ke BpemMs wu3 coenuHenuii 18f,g ¢ Haumbonee
3JIEKTPOHOJOHOPHBIM 3aMECTHTENIeM (TIHPPOITUANHOBEIM)
oOpa3yeTcs B OCHOBHOM NPOAYKT KOHIACHCAIMH IIO
alleTUIBHOM TpyImIe, a peakuusl MPOTEKAaeT MEMJIEHHO U
Tpebyercst 6ompmoit u36siTok DMF-DMA. B npomexy-
TouHOM cny4ae (coemuHenwe 18d) oOpasyercss cmech
npoayktoB 19d u 20d. Msl mpenmnosaraeM, 4To BIHSHUC
3aMECTHTENI B TIONOKEHHH 4 CBS3aHO C HM3MEHEHUEM
KHCJIOTHOCTH TPYyHmsl 6-Me M, COOTBETCTBEHHO, €€ CIIO-
COOHOCTH MPUHUMATH y4dacTue B peakmu ¢ DMF-DMA.

KonnencupoBanusie ¢ DMF-DMA 1o MeTWIbHON
rpynme coenuHeHns 19 ¥ MO aneTHSIFHON TpymIe coenu-
Hernst 20 JIerko pasIHdHMbI IIPH oMoy criektpos SIMP °C.
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Tabuuna 2. [TonydyeHne NpoU3BOAHBIX MUPUMHUIUHTUOHOB 19a—€ u 20d—g

X X X X
wep [ J () (/) (/)
NZ Me N N2  DMF-DMA N9 N9
}\ | PhM N Me PhH N Me * N NMe,
TN M on A | A054h A L P |
R ' S l}l Me T S l}l NMe, S l}l Me
7c—-e R R R
18a—g 19a—e 20d-g
Hcxonnoe o o o
- R X IIpomykr Brxon, % IIpomykt Bexon, % IIpomykr Bexon, %
Tc Ph O 18a 69 19a 55 20a -
Tc Ph PhN 18b 75 19b 59 20b -
7d Et PhN 18¢c 68 19¢ 61 20c -
7d Et 4-MeOCgH4N 18d 86 19d 55 20d 15
N
Te Ph | 18e 66 19¢ —* 20e —*
N
Tc Ph " 18f 84 19f - 20f 54
Te CH,CH=CH, " 18¢g 89 19g - 20g 60

* Cmech coenuHeHni 19e 1 20e OblIa BBEIGHA B CIIEMYIONIYIO CTa(HIO O€3 JOMOIHUTEILHON OUHCTKH.

VY mepBBIX CUTHAJl aroMa yYriepojaa METHJIbHOW TPYIIIIEI
alleTWIBHOTO (hparMeHTa HaOIIroaeTCs B UHTepBaie 29.6—
30.5 M. 1., Torma Kak y BTOpbIX curHan rpynmsl CHj
Habmonaercs B unTepBasie 17.5-19.4 m. n. Kpome Toro, B
CIIEKTpax 'H-C HMBC coenunenmii 19 umeroTcs
koppensaiuu npotonoB CH; ¢ atromom yrnepoga C=0 u
npotoHoB =CH-N c atomom yruepoma C-6, KoTOpbIe
OTCYTCTBYIOT y coenuHeHuit 20. Ha ocHOBaHMM CIIEKTpOB
AMP 'H u "C mmpumumusa 20d GbUI0 yCTAaHOBJIEHO
HaJIMYMe y Hero poTamepoB (IIOBOPOTHBIX M30MEPOB) M3-3a
3aTpyAHEHHOTO BpameHus Bokpyr cBs3u C(1)-C(2")
(cxema 6). s coemuuenuit 20f,g Takke XapakTepHO
HaJIMYMe POTaMEPOB.

Cxema 6. Poranronsas uzomepus B MoJieKyse coeauHenus 20d

OMe

OMe

NMe2

Tax, B cnekrpax SIMP 'H u "°C coenunennit 20d,f,g npu
25°C B IMCO-d; HaOr01aeTcst ABOMHON HAOOp CHTHAJIOB
dparmentos 3'-CH, NMe, u 6-Me, a B cnektpax SIMP °C —
pa3znBoeHne curHaima yriepopa ¢parmenta 2'-CH. B
cnextpax SIMP 'H u "°C, 3ammucanmbix mpu temmepatype
70°C, wuMerTCd TOIBKO OAMHOYHBIE YCPEJHEHHBIE
curHaibl, npuueM B crnektpe SIMP C curmamsr rpymn
2'-CH u 3'-CH craHOBATCS O4YeHb MIMPOKUMHU H3-3a
MeJUIEHHOTO BpatieHus Bokpyr cBsizu C(1')-C(2").
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[Mocnemyromas obpadotka coequaenuii 19a—e MeONa B
MeOH mnpuBena K MOTYICHUIO [IEIEBBIX XHHA30JINHTHOHOB
21a—e c Beixomamu 36—47% (tabn. 3). B To xe Bpems
n3oMepHble coequHeHus 20 npu kumnsyenun ¢ MeONa B
MeOH He UMKIU3YIOTCA B S-THAPOKCUXWHA30JIMHTHOHBI
21. OOpa3oBaHne XWHA30JMMHOB 21a—e mMmoaTBEpXkKIacTCs
nosiBieHMeM B X crektpax SMP 'H xapakrepHcTHUHBIX
cUrHauoB aToMmoB H-6-8.

Ta6auuna 3. [ToxyueHne 4-aMHHOXHHA30JMHTHOHOB 21a—e

() () o

1. MeONa, MeOH, A, 30 min

j\/ [ Me 2 AcOH,20°C j\/ |
S I}l NMe, S l}l
R R
19a—e 21a—e
CoenuHenue R! X Brixon, %
21a Ph (¢} 47
21b Ph PhN 44
21c Et PhN 46
21d Et 4-MeOCgH4N 45
N N
21e Ph | 36*
_N

* BBIXOJ 3a JIBE€ CTaJMM OTHOCHUTEILHO coenunenus 18e.

Konnencanus nmupumuguaTiona 18h ¢ DMF-DMA B
kursimeM PhH mpotekaer Taxke TpenMYIIECTBEHHO TIO
aIleTWIBHOM rpynme ¢ o6pa3oBaHueM NpoaykTa 22 (B BUIAC
nByx poramepos). Ilocnexnuit mox metictemeM MeONa B
MeOH nwukmusyercs B nupuno[2,3-d|nupumunna-5-o1 23
(cxema 7).
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Cxema 7
/B ,B
HN Y HN” - O Me O
Ph
_ MeONa S
N Me _DOMFDMA = A e, MeONa NN
PhH, A, 30min MeOH, A, 1.5h g Py
S ’?l Me 60% S ’?l 81% é
u
Ph 18h Ph 22 23
BBIJIEI TAaKXXE€ HCCIIEAOBaHA BO3MOXHOCTH HCIIOJIb30- PaHee45 HaMHUu 6])1.]'[0 II0Ka3aHoO, 4TO HpI/I B3anUMO-

BaHWA NMUPUMHUIVHTHOHA 24 1UIS MOTYyYeHHs] XMHA30IHHOB.
Hus  storo rerepounkn 24 OBUI  TIPEeIBapHUTEIBHO
METWINPOBAH TP MOMONIM METWInoauga. B pesymbrate
9TOH peakmuu oOpa3yeTcs CcMech S-METHIUPOBAHHOTO
NUPUMHUAMHOHA 25 ¥ NpPOAYKTa 3aMELIEHUS B HEM
METWICYIb()aHUIBHOW TPYNIBI HAa METOKCHUTPYIILY
MUPUMHUIMHOHA 26, KOTOphIe OBUIM pa3/IeieHBl XpOoMarto-
rpadudecku (cxema 8).

Cxema 8
o)
[e) Me 1. MeONa, MeOH @ Me o) Me
rt, 5 min
N o s e N Ve \
HN Me 2. Mel, MeOH N\ Me N\ Me
Y TR S \
S Et MeS Et MeO Et
24 25 (41%) 26 (35%)

Hanee 06a nmupuMuanHOHA 25 M 26 OBUIM BBEICHBI B
peakuuto ¢ DMF-DMA. Dtu coeauHeHHS OKa3ajiHCh
KpallHE HEaKTUBHBIMU cyOcCTpataMu H3-3a  BIUSHUS
JnoHopHbIX Tpynn MeS u MeO, uro mnorpeboBaso
MPUMEHECHUsT OOJBIIOTO0 HM30BITKa pearcHTa (7.5 2KB.) H
qumTensHoro kumsaeHus (7.5 4, cxema 9). IlombiTku
YCKOPHUTh MPOIECC IyTEM TIOBBIIICHHUA TEMIIEPATyphI
MIPUBEIH K CHIKEHUIO CENEKTUBHOCTH KOHAEHCAIIMH IO
MeTwIbHOM rpynne. IIpoaykTsl KOHIEHCAluW, IIOIy-
YeHHBIE B pe3yJbTaTe 3THX pPeakuui, 6e3 BLAeTICHUS OBLIH
obpaboransl MeONa B MeOH mnpu xkumsuenun. Oka-
3aJI0Ch, YTO B 000MX Ciy4asx o0pa3yroTcs OJUHAKOBBIC
COeIMHEHUsT — cMech XuHa3onuHOB 27 u 28 (cxema 9).
CooTHomIeHre XUHA30IMHOB 27 U 28 Ha OCHOBAHHMHU CpaBHe-
HUS MHTEHCUBHOCTEH Y3KHMX CHHIJIETOB THIPOKCHIBHBIX
rpymn B cnektpe SIMP 'H cocrasumo 3.1:1.0 npu momy-
YeHUH U3 MUpUMUAMHOHA 25 u 2.3:1.0 mpu mosyuyeHuu u3
MTUPUMHUINHOHA 26.

Cxema 9
(0] (0] (0] (0]
N Me DMF-DMA N Me
AN, Faren | Ay —
R™ON Me PhH, A, 7.5h |g y NMe,
Et Et
25 R = SMe
26 R = OMe
(0] OH OH
1. MeONa, MeOH
A 2h N HN
| +
2. AcOH, H,0, rt eo)\l}l PN
E Et

27 (41%, from 25)

(44%, from 26)

28 (15%, from 25)
(21%, from 26)
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nerictBuu eHamuHouMuHa 29 ¢ DMF-DMA npoucxoaut
3aMblKaHWE TUPUMUJUHOBOTO LMKJIA, a TaKKe KOHJEH-
caiys MO0 METWIBHOW TpyIe, B pe3yibTare oOpasyercs
coequnenue 30. B nanpHeitmem, momuMo coenuHenus 30
(BBIXOZ 56%), Takxke OBUT BBIICICH M KOHJICHCHPOBAHHBIN
N0 alleTHIbHOW rpymme 4-tpudropmerwnnupuMunnt 31 ¢
BbIXOJIOM 15%, y KOTOpOTO, 110 JaHHBIM cIeKTpoB SIMP 'H
u °C, Takoke HaGIIOMAIOTCS potamepsl (cxema 10).

Cxema 10
CF3 Me CF3 Me
DMF DMA DMF—DMA
HN
| PhH, A, 35N k T hhHA
HoN" “Me
29
CF; O
— > N7 + Z NMez

N/|

N

NMeg
30 (56%)

N Me

31 (15%)

W3ydenue mporecca IUKIM3aIUU reteporukia 30
B mpucyrctBum MeONa B MeOH mnpu KumnsueHHH
MOKa3ajJlo, YTO, HECMOTpPsS Ha MeEUIEHHOE IpOTeKaHHe
peakuun (Tpebyercss 7 9 NS JOCTYDKEHUS TIOJTHOM
KOHBEPCHH UCXOJHOTO MUPUMHMIMHA), 00pa3yeTcs 1elIeBoil
xuHa30iMH 32 ¢ BeIxo#oM 84% (cxema 11). IMupumuaua
31 B 3THX YCIOBHAX OCTaBaJICsl HEM3MEHHBIM. VIHTepecHo,
4yTO XMHa3onuH 2 mpucoenurser MeOH mo cBs3u
N(3)-C(4),** B ciyuae xuHasonuHa 32 TaKoii mpouecc He

HaOJIroIaCs.
Cxema 11
CF; OH
1. MeONa, MeOH, A, 7 h
» N7
2. AcOH, rt N |
NMe, 84% N
32

B peakmmm ¢ DMF-DMA Obuta Taxke HcclegoBaHa
peaKIroOHHAs CIIOCOOHOCTh MUPUMHINHOB, COAEPKAIINX B
MOJIOKEHNHU 4 allTMpOBaHHYIO aMHHOTpymiTy. Ha mpumepe
mupumuarHa 33 ObUTO MOKA3aHO, YTO B JIAHHOM CIIydae
UKIIU3a0ud UMEECT JAPYro€ HaIpPaBJICHUC W NPHUBOAUT K
nonydeHnto mpuno[2,3-d|mupumuanaa 34, obpa3oBaHue
KOTOPOTO MPOMCXOIUT Yepe3 MPOAYKT KOHACHCAIWU IIO
aIlleTWIBHOM TpyMIe, TIOCIEAYIOMYI0 NHKIN3aIUi0 ¢
OJIMMHUHHUPOBAHUEM )II/IMCTI/IH6GH33MI/U]a n METHUINPOBA-
HHUEM aToMa a30Ta B MUPUJIWUHOBOM IIUKIIE TTIO HeﬁCTBHeM

DMF-DMA (cxema 12).
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Cxema 12
Me O Me O P Me O Me
NZ Me DMF-DMA N~ NMe, Z DMF-DMA z
PhH, A, 2 h - 9 >
Ph™ "N~ "NH VA, Ph™ "N” "NH PhC(O)NMe, o SN NN 55% o SN ,}l
Ph” O Ph” O H 34 Me
33

TakuM 00pa3oM, HaMH TIPEJIOKEH METOH IOMYICHUS
5-TUAPOKCUXMHA30JIMHOB U3 5-aleTHI-6-METHINHPHUMHUIN-
HOB ITyTeéM WX IOciienoBaTe’bHoi 00pabotku DMF-DMA
n MeONa B MeOH. Iloka3aHo, 4TO Ui MPOTEKAHUSA
JAHHOTO TIpOIlecca HEOOXOAMMO, YTOOBI KOHICHCAIHS C
DMF-DMA mnpoxoauia 1Mo METHIBHOW TpyIIe, a HE MO
aleTHIBHONW, Y€MY CIOCOOCTBYET HAIMYWE B IHPUMUIU-
HOBOM IHKJE D3JICKTPOHOAKIENTOPHBIX (YHKIHUNA. XOTsA
koHaeHcupoBaHHble ¢ DMF-DMA no auetunbHOU rpyiie
MUPUMUAMHBI HE MPEBPAIAIOTCd B XHHA30JHMHBI, IIPH
Hanuuuu y Hux rpynnel RHN B monoxxenunm 4 w3 HHX
MOTYT OBITh TOJYYCHBI MPOM3BOAHBIE NHPHUIO[2,3-d]-
IUPUMUANHA.

BKCHepI/IMeHTaJﬂ)H‘dﬂ HacTb

UK cmekTpsl 3apeructpupoBaHel Ha mpubope Bruker
Alpha B Tabnerkax ¢ KBr. OgHOMepHBIE W IBYMEpHBIC
cektpsl SIMP 'H u *C 3apeructpupoBass! Ha npuéopax
Bruker AV-600 (600 u 151 MI't cootBeTcTBeHHO), Bruker
AV-400 (400 u 100 MI'm cooTBeTcTBeHHO), Bruker AM-
300 (300 m 75 MTI'r cootBeTcTBeHHO) M Bruker WM-250
(250 m 63 MI'm COOTBETCTBEHHO). XHMHUYECCKUE CIBHTH
MIPUBEICHbI OTHOCHTENBHO curHaia pactBopurens (CDCls:
7.27 M. 1. o1 suep IH, 77.0 M. A. oy saaep 13C; JIAMCO-dg:
2.50 M. 1. s siaep lH, 39.5 M. . i sipep I3C). OrtHe-
CCHHUs CUTHAJIOB B criekTpax SIMP crnenanel Ha OCHOBaHUM
JAHHBIX JBYMepHBIX crektpoB SIMP 'H-'H COSY,
'H-"C HSQC u 'H-"*C HMBC. Crextpsi SIMP “F
(376 MI'm) 3armmcansl Ha mpubope Bruker AV-600, xummde-
CKHE C/IBUTH TIPUBEICHBI OTHOCHTEIBHO rekcadTopOeH3011a
(-164.9 M. nm.). Macc-crieKTpbl 3aperiucTpHpPOBaHBl Ha
mpudope Kratos MS-30 (nonmzamus 3V, 70 3B, temme-
patypa HoHM3aUMOHHOM kamepbl 250°C, mnpsiMmoil BBOA
oOpasma). Macc-CleKTpbl BBICOKOTO pa3peleHus! 3alu-
canpl Ha mpubope Bruker MicroTOF ¢ ucmnonp3oBaHuEeM
JIEKTPOPACHBUINTEIbHON HOHU3aIUM C KBaJPYIOJIBHO-
BPEMSIIPOJIETHBIM JIETeKTHpOBaHUEeM. Temmeparypbl IiaB-
JIeHus1 orpezenieHsl Ha croiuke Koduiepa n He ncmpas-
neHbl. KoHTponb 3a XO4OM peakiuil M 4HUCTOTOH MOIy-
YEHHBIX COEAMHEHMH ocymecTBieH MerogoM TCX Ha
mwractuHax Silicagel 60 F,sy. IlposiBierne B YO cBete
(254 =m). Komonownast xpomarorpadus mHpoBeleHa Ha
cunmikaresne 60 (63—200 mxm, Merck).

Bce peakuuu mpoBeAeHBl € HCHOIB30BAHUEM CYXHX
pactBoputeneil. CorjgacHO JIMTEPATYpHBIM METOIHMKaM
NONydeHsl aMHMHaNb JHaleTwiketesa 3,  N,S-arerans
JUaneTuiIKeTeHa 6,47 MMAPUMHUAIUHOHBI 7a,48 24,48 UpHU-
MUAUHTUOHBI 7c,49 7d,48 7e,49 18%1,49 18h,49 MIAPUMUIIH-
mmon 13," (E)-4-amuno-3-(2,2,2-1puTopo- 1-uMuHOITHIT)-
nent-3-en-2-o1 (29)" wu N-(5-auermn-6-mermn-2-dennu-
nupuMuEH-4-nn)oersamus (33).%
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5-Aueruwi-1-0yrnin-4-[(4,6-1uMeTHINUPUMMIAH-2-UJT)-
amuHo]-6-meruanupumuaun-2(1H)-on (4). Cmecp 0.248 1
(1.0 mmous, 1.0 5kB.) coenunenus 3 u 0.45 mu (4.0 MMoIb,
4.0 skB.) BUNCO B 5 M PhMe kumsatsaT B Teyenue 9 d,
OXJIX/IAIOT JI0 KOMHATHOW TEMIIEPATyphl, PACTBOPUTEIH
ynapuBaroT. OcraTok xpomaTtorpadupyrot (3mwoeHt Et,O
(BeimensieTcs ucxomHoe coeamuenue 3), 3atem CHCl—
MeOH, 1:0—50:1). Beixon 0.140 r (42%), Oenoe TBepmoe
BemecTBo, T. wi. 169—170°C (rekcan—PhH, 4:1). UK cmektp,
v, eM 1 3350-2900 (NH, CH), 1705 (CO), 1690 (CO),
1625; 1585, 1535. Crnextp SIMP 'H (250 MI'u, CDCls),
S, M. 1. (J, Tw): 0.95 3H, 1, J = 7.0, CH3CH,); 1.28-1.50
(2H, M, CH,); 1.50-1.72 (2H, M, CHy); 2.31 (3H, ¢, CHjy),
2.44 (6H, c, 2CHj); 2.63 (3H, c, CHj); 3.83 (2H, T,
J =7.1, NCH,); 6.66 (1H, ¢, H-5 nupumuaun); 14.17 (1H,
¢, NH). Criextp SIMP “*C (63 MI'u, CDCl3), 8, m. x.: 13.5
(CH;CHy); 16.6 (CH3); 19.9 (CHp); 23.9 (2CHj;); 30.8
(CH,); 32.5 (CH3CO); 44.2 (NCH,); 114.4 (CH Het); 117.6
(C-5); 148.9 (C Het); 149.1 (C-6); 152.4 (C Het); 164.8
(C Het); 167.0 (2C Het); 201.1 (CO). Macc-crektp, m/z
(Iors%): 329 [M]" (16), 314 [M—CH5]" (100). Haiinero, m/z:
330.1930 [M+H]+. C7H4N50,. Brruucaeno, m/z: 330.1925.

1-Bytun-4-[(4,6-nuMeTHANUPUMHUAUH-2-HJT)UMUHO]-
5-ruapoxcu-3,4-nuruapoxunasonun-2(1H)-on (5). Cmech
118 mr (0.36 mmomns, 1.0 skB.) mupumuauHoHa 4 1 0.14 M
(1.1 mmous, 3.0 3xB.) DMF-DMA B 5 Ma PhMe Kumstsr B
teuenue 30 MuH. CMech OXJTXKIAIOT 10 KOMHATHOHN TeMIie-
paTypbl, pacTBOPUTE]h YMNAPUBAIOT MPH MOHWKCHHOM
maienun. Ocratok xpomarorpadupyiot (3moent CHCIy).
Brixog 70 mr (56%), 6enoe TBepi0€ BEUIECTBO, T. T, 191—
192°C (rexcan—PhH, 3:1). VK criextp, v, cM ' 3069, 2965,
2935, 2870, 1695 (CO), 1630, 1610, 1533, 1484, 1437,
1337, 1275, 1211, 1152, 1032, 937, 833, 796, 755, 615,
519, 431. Cnextp SIMP 'H (400 MI'y, CDCLy), 3, M. 1.
(/, T): 1.00 3H, 1, J = 7.6, CH3CH,); 1.44-1.52 (2H, ™,
CH,); 1.70-1.78 (2H, m, CH,); 2.52 (6H, c, 2CHj3); 4.09
(2H, 1, J = 7.6, NCH,); 6.53 (1H, n. n, J = 8.3, J = 1.2,
H-8); 6.74 (1H, n. o, J = 8.3, J = 1.2, H-6); 6.80 (1H, c,
H-5 mupumuaun); 7.46 (1H, T, J = 8.3, H-7); 13.75 (1H, c,
NH); 15.89 (1H, ¢, OH). Cnextp SIMP “C (100 MIu,
CDCly), 0, M. a.: 13.8 (CH;CH,); 20.1 (CHy); 24.0 (2CHj3);
29.1 (CH,); 43.2 (CH,N); 101.2 (C-4a); 102.3 (C-8); 112.0
(C-6); 115.5 (C-5 mupumuaun); 135.6 (C-7); 140.9 (C-4a);
148.3 (C-2); 156.2 (C-4); 162.6 (C-2 nmupumumuH); 163.9
(C-5); 167.6 (C-4,6 mupumuaun). Hatineno, m/z: 340.1772
[M+H]". C,sH,,N;50,. Beraucienro, m/z: 340.1768.

1-[1-Ben3ua-6-MeTna-2-THOKCO-4-(3THIACYIb(PaHMT)-
1,2-nuruaponupumMuaun-5-uajdtadon (7b). Cmecs 1.10 T
(5.9 mmomb, 1.0 oxB.) coenuuenus 6 u 1.2 miu (9.0 MMob,
1.5 2xB.) 6ensunm3ornonuanara B 10 mn PhMe xumsarsr B
TEUEHHE 5 Y, OXJAXKIAIOT 10 KOMHATHON TeMIEepaTypsl U
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no6asstor 40 Mt netrposieitHoro s¢upa. Brinasniee macio
OTIENSI0T, pacTBopsitoT B PhH 1 mpomyckatot uepes cioit
cumukarens (3moernt CHCl;). PacTBoputens ymapuBaroT,
OCTaToK TpoMmbIBalOT cMmecblo Et,O u merposeiiHOTro
a¢upa. Bexon 1.07 r (57%), xenaroe TBepaoe BEMIECTBO,
1. 1. 78-79°C. UK cnexktp, v, em: 3035, 2967, 2929,
1699 (C=0), 1571, 1483, 1414, 1351, 1315, 1245, 1210,
1193, 1102, 984, 929, 901, 875, 726, 690, 589, 551, 507.
Cnextp SIMP 'H (600 MI'u, JIMCO-dy), 8, m. 1. (J, T'n):
1.30 (3H, 1, J= 7.4, CH;CH;); 2.22 (3H, c, CHs); 2.55 (3H,
¢, CH3CO); 3.20 (2H, x, J = 7.4, SCH»); 5.97 (2H, ym. c,
CH,Ph); 7.20 (2H, n, J = 7.6, H Ph); 7.29 (1H, T, J = 7.6,
H Ph); 7.36 (2H, T, J = 7.6, H Ph). Crextp SIMP “*C (151
MI'u, AMCO-dg), 6, m. a.: 13.9 (CH;CH,); 18.5 (CH;);
24.1 (SCHy); 31.8 (CH;CO); 54.5 (CHy); 123.3 (C-5);
126.0 (2CH Ph); 127.3 (CH Ph); 128.8 (2CH Ph); 134.7
(C Ph); 153.2 (C-6); 164.8 (C-4); 181.2 (C-2); 200.2 (CO).
Haiineno, m/z: 319.0837 [M+H]". C;¢HoN,OS,. Brrumuc-
JieHo, m/z: 319.0933.
(E)-5-Auerni-6-[2-(mumernnamMmuHo)Bunmni|-1-penn-
4-Oruacynbpannn)nupumuann-2(1H)-on (8a). Cmech
100 mr (0.35 mmonb, 1.0 3xB.) mupumuanHoHa 7a 1 0.10 M
(0.75 mmons, 2.1 5xB.) DMF-DMA B 5 M PhH kunstsr B
TeueHue 2 4. CMeCh OXJIXKIAIOT 10 KOMHATHOW TeMmIepa-
Typbl, PaCTBOPHUTENb YIApHBAIOT NPU HNOHMKCHHOM JIaB-
JICHUH, ocTaToK Xpomarorpadpupytot (amoentr CHCl;—
MeOH, 1:0—100:1). PactBopuTens ynansioT NpH IOHH-
JKEHHOM JIaBJICHUH, OCTATOK MPOMBIBAIOT 9 M cmecu PhH —
nerpouneitnbiii a¢up, 1:8. Boixon 88 mr (74%), xenrtoe
TBEpJI0€ BEIIEeCTBO, T. . 165-166°C. UK cnektp, v, em b
2960, 2958, 2924, 1669 (C=0), 1635 (C=0), 1615, 1510,
1464, 1399, 1273, 1182, 1129, 1070, 1010, 978, 783, 707, 639,
576, 441. Criextp SIMP 'H (600 MI't, IMCO-d;), 8, M. 1.
(/, I'm: 1.23 3H, 1, J = 7.4, CH;CHy); 2.14 (3H, ¢, CH;CO);
297 (2H, x, J = 7.4, CH,S); 4.12 (1H, n, J= 12.5, CH BuHmMI);
6.64 (1H, n, J = 12.5, CH Bunwn); 7.25-7.29 (2H, M, H Ph);
7.45-7.49 (1H, m, H Ph); 7.51-7.56 (2H, m, H Ph); curnan
rpymsl N(CH;), e HaGmopaercs. Cmexrp SAMP °C
(151 MI'uy, AMCO-dg), 8, m. n.: 14.0 (CH;CH,); 23.6
(SCHy); 29.9 (CH;3CO); 36.8 (ym. ¢, NCHj); 44.3 (ym. c,
NCH;); 87.4 (CH Bunun); 111.3 (C-5); 128.5 (3CH Ph);
129.6 (2CH Ph); 138.3 (C Ph); 152.6 (CH Bunun); 152.7
(C-2); 157.9 (C-6); 172.6 (C-4); 197.1 (CO). Haiineno, m/z:
344.1429 [M+H]+. C1sH2N30,S. Beruncneno, m/z: 344.1427.
(E)-1-{1-Bben3uni-6-[2-(muMeTHJIaMHUHO)BUHI|-2-THOKCO-
4-(ruacyabganni)-1,2-IuruaponupUMHINH-5- 11} 3TAHOH
(8b). Cmech 85 mr (0.27 mmonb, 1.0 5KB.) MUPUMHUAMHOHA
7b u 0.07 M7 (0.54 mmons, 2.0 5xB.) DMF-DMA B 4 mn
PhH xkumsrar B teuenne 1 4. CMmech OXJIaXIarOT 0 KOM-
HATHOW TEMIIEPaTypbl, PacTBOPUTENb YIApUBAIOT IMPH
MOHIDKEHHOM  AaBjieHun. OcTaTok XpomarorpapupyroT
(amoent CHCl;-MeOH, 1:0—150:1). Beixox 82 mr (82%),
JKeNToe TBepJ0e BemecTBo, T. 1. 177-178°C. UK cmektp,
v, eM 1 2973, 2917, 1665 (C=0), 1617, 1522, 1456, 1397,
1356, 1281, 1264, 1220, 1184, 1142, 1113, 1092, 1020,
970, 920, 788, 737, 701, 586. Cnextp SIMP 'H (600 MTI'w,
IMCO-dy), 6, m. 1. (J, Tm): 1.25 (3H, 1, J = 7.3, CH5CH,);
2.04 (3H, c, CH;CO); 2.80 (6H, ym. c, N(CHjs),); 3.04 (2H,
K, J = 7.3, CH,S); 4.93 (1H, a, J = 11.9, CH Bunun); 5.95
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(2H, ym. ¢, CH,Ph); 6.75 (1H, x, J = 11.9, CH Bunmn);
7.27 (1H, 1, J = 7.6, H Ph); 7.28 2H, n, J = 7.6, H Ph);
7.35 (2H, T, J = 7.6, H Ph). Crextp SIMP °C (151 MTIL,
JAMCO-dy), 6, m. n.: 13.9 (CH;CH,); 23.8 (SCHy); 29.3
(CH;CO); 37.2 (ym, NCH;); 44.4 (ym, NCH;); 54.5
(CH,Ph); 87.3 (CH Bunmn); 115.9 (C-5); 126.3 (2CH Ph);
127.1 (CH Ph); 128.6 (2CH Ph); 1359 (C Ph); 154.2
(CH Bununn); 155.7 (C-6); 165.3 (C-4); 180.8 (C-2); 196.8
(CO) HaﬁueHo, m/z: 374.1362 [1\/1"‘1'1]+ C18H24N3082.
Beruucneno, m/z: 374.1355.
5-I'mapoxcu-1-pennii-4-TuicyJib(HaHnT) XHHA3O0IHH-
2(1H)-on (9a). Cmecp 56.4 mr (0.16 mmonb, 1.0 3kB.)
nupuMuanHoHa 8a u 17.3 wmr (0.32 mmonb, 2.0 3kB.)
MeONa B 5 i1 MeOH xunatsT B Tedenue 1 4, oXJ1axxmaaroT
JI0 KOMHATHOW TeMIeparypsl, 3aTeM no0aBisioT 0.1 mi
AcOH. Cmech ynapuBaioT, 0CTaTOK MPOMBIBAIOT KUIISIIUM
CHCI; (2 x 10 mu), 3atem 10 vt HyO u monyuarot coeau-
HeHue 9a. OwibTpaT ymapuUBarOT, OCTATOK XpoMarorpa-
¢upyrot (amoenr CHCl;-MeOH, 150:1—30:1) ¢ momydye-
HueM coeaunenuii 10a u 11a. Beixon coenunenus 9a 22.7 mr
(46%), Oemoe TBepmoe BemiecTBo, T. M. 299-301°C.
UK cnextp, v, cM 1 2930, 2815, 1670 (C=0), 1606, 1493,
1448, 1375, 1299, 1269, 1244, 1102, 1012, 958, 797, 773,
741, 702, 596, 519. Criextp SIMP 'H (600 MI'ty, IMCO-dj),
o, m. 1. (J, T'm): 1.31 (3H, 1, J= 7.4, CH;CH,); 3.08 (2H, K,
J =74, CHyS); 5.71 (1H, n, J = 8.3, H-8); 6.61 (1H, x,
J =83, H-6); 7.25 (1H, 1, J = 8.3, H-7); 7.30 (2H, &,
J=1.,H Ph); 7.50 (1H, 1, J = 7.7, H Ph); 7.58 (2H, T,
J = 7.7, H Ph); curnan rpynnet OH He HabmromaeTcs.
Crektp SIMP C (151 MI'n, JIMCO-dy), 8, m. .. 13.4
(CH;CH,); 24.1 (SCH,); 104.0 (C-8); 106.6 (C-4a); 109.1
(C-6); 128.5 (CH Ph); 128.9 (2CH Ph); 129.9 (2CH Ph);
135.0 (C-7); 138.1 (C Ph); 144.5 (C-8a); 151.9 (C-2);
158.9 (C-5); 176.7 (C-4). Haiineno, m/z: 299.0851 [M+H]".
C6H5N,0,S. Brruncieno, m/z: 299.0849.
1-Ben3un-S-rugpoxcu-4-(3ruiicy/ib(HaHuI) XUHAZ0JIUH-
2(1H)-tuon (9b). Cmecp 68 mr (0.18 mmonb, 1.0 skB.)
nupumuanHOHA 8b 1 19 Mmr (0.36 MMmors, 2.0 5kB.) MeONa
B 6 M1 MeOH xumsatar B TedeHue 1 4, OXJIaXIAIOT 0
KOMHATHOH TeMmepaTypsl, 3ateM fgobassstor 0.1 M AcOH.
CMech ymapuBarT, OCTaTOK CYCHEHIUPYIOT B 15 i
kumsmero PhH, BemaBmuiéi HeOpraHWYecKUH 0OCaIOK
OTGWILTPOBBIBAIOT. DUITBTPAT yIAPHBAIOT, OCTATOK XPOMATO-
rpadupyror (3moear CHCl;-MeOH, 1:0—30:1). Brixox
25 mr (42%), »xentoe TBepIoe BemlecTBo, T. . 187-190°C.
UK cnektp, v, oM s 2960, 2924, 285, 1603, 1494, 1439,
1305, 1282, 1261, 1217, 1198, 1177, 1134, 1004, 959, 769,
746, 695. Cnextp SIMP 'H (600 MI'u, IMCO-dy), 8, M. 1.
/, Tm): 1.32 3H, 1, J= 7.4, CH;CH,); 3.12 2H, x, /=74,
CH,S); 6.54 (1H, n, J = 8.5, H-8); 6.64 (1H, x, J = 8.5,
H-6); 7.20 (2H, n, J = 7.6, H Ph); 7.23 (1H, T, J = 7.6,
H Ph); 7.31 2H, T, J = 7.6, H Ph); 7.38 (1H, T, J = 8.5,
H-7); curmamsr rpynn CH,Ph u OH He nHaGmiomaroTcs.
Crektp AMP C (151 MI', AMCO-dg), 8, m. m.: 13.3
(CH;CHy); 24.3 (SCH,); 53.5 (CH,Ph); 103.7 (ymu. c, C-8);
110.1 (C-4a); 111.4 (C-6); 126.3 (2CH Ph); 126.9 (CH Ph);
128.6 (2CH Ph); 135.7 (C Ph); 135.9 (C-7); 141.5 (C-8a);
160.8 (ym, C-5); 169.2 (C-4); 180.1 (C-2). Haiineno, m/z:
329.0780 [M+H]". C7H;;N,OS,. Berunciero, m/z: 329.0777.
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5-Tuppokcu-4-1uMeTHJIaMUuHO-1-GeHUIXMHA3OIUH -
2(1H)-on (10a) moyyyaroT B KauecTBE IMOOOYHOIO
IpoAyKTa HpU CHUHTe3e coeauHeHus 9a. Brixom 10 mr
(22%), Oenoe TtBephoe BemiecTBO, T. M. 256-259°C.
Cnextp SIMP 'H (600 MI'u, JIMCO-dg), 8, m. 1. (J, T'n):
3.09 (6H, ¢, N(CHs;),); 5.73 (1H, n, J = 8.3, H-8); 6.58 (1H,
n, J =83, H-6); 7.20 (1H, 1, J = 8.3, H-7); 7.24 (2H, n,
J=7.6, H Ph); 7.46 (1H, T, J = 7.6, H Ph); 7.54 (2H, T,
J = 7.6, H Ph); curnan rpynner OH He HaOmronmaercs.
Cnextp SIMP C (151 MIu, IMCO-dy), &, m. a.: 40.5
(N(CHa;)p); 99.8 (C-4a); 104.5 (C-8); 108.3 (C-6); 128.0
(CH Ph); 129.4 (2CH Ph); 129.6 (2CH Ph); 133.5 (C-7);
138.7 (C Ph); 146.8 (C-8a); 153.6 (C-2); 155.5 (C-5);
163.8 (C'4) HaﬁZ[CHO, miz: 282.1241 [1\/14‘1'1]4r C16H16N302.
Beraucneno, m/z: 282.1237.
1-beH3ui-5-ruapokcu-4-(1MMeTUIAMUHO) XMHA3OJIHH-
2(1H)-tuon (10b) momydaroT B KadyecTBE MOOOYHOTO
MPOJYKTa MPU XpOMAaTOrpaGuIecKoM BbIACICHHN COSTUHE-
Hus 9b. Beixoa 11 mr (19%), sxentoe TBepAoe BEUIECTBO,
1. 1. 172-175°C. Cnextp SIMP 'H (600 MI', IMCO-d;),
S, M. 1. (J, T'm): 3.15 (6H, ¢, N(CH3;),); 6.59 (1H, 1, J= 8.4,
H-8); 6.69 (1H, n, J = 8.4, H-6); 7.18 (2H, n, J = 7.9,
H Ph); 7.21 (1H, 1, J= 7.9, H Ph); 728 2H, 1, J = 7.9,
H Ph); 7.37 (1H, T, J = 8.4, H-7); curnanst rpynn CH,Ph u
OH me maGmonatorcs. Cmexktp SIMP C (151 MIT,
JAMCO-ds), 8, M. n.: 40.5 (N(CH3),); 52.4 (CH,Ph); 101.1
(C-4a); 105.4 (C-8); 109.8 (C-6); 126.5 (2CH Ph); 126.7
(CH Ph); 128.4 (2CH Ph); 134.3 (C-7); 136.9 (C Ph); 143.9
(C-8a); 155.6 (C-5); 156.9 (C-4); 179.4 (C-2). Haiineno, m/z:
312.1163 [M+H]". C,7H,sN;OS. Brruucneno, m/z: 312.1165.
5-I'mapoxcu-4-merokcu-1-gpeHnaxunazonnd-2(1H)-on
(11a) momydaroT B KadecTBE MOOOYHOTO MPOAYKTA NPHU
cunte3ze coenuHeHus 9a. Beixog 6.3 mr (14%), Genoe
TBEp/I0E BEmeCTBO, T. 1. 154—156°C. VK criektp, v, cM '
3419, 3416 (OH), 2954, 2924, 2853, 1675 (C=0), 1647,
1611, 1540, 1492, 1459, 1363, 1280, 1235, 1183, 1133,
1105, 1084, 959, 870, 803, 765, 706, 681, 573, 536.
Criextp SIMP 'H (600 MI', CDCls), 8, m. . (J, I'my): 4.33
(3H, ¢, OCHy); 6.07 (1H, 1, J = 8.4, H-8); 6.72 (1H, &,
J =84, H-6); 730 (2H, n, J = 7.5, H Ph); 7.34 (1H, T,
J =84, H-7); 7.52 (1H, T, J = 7.5, H Ph); 7.59 (2H, T,
J = 7.5, H Ph); 8.63 (1H, ¢, OH). Cnextp SIMP “C
(151 MI'y, CDCl3), 3, M. a.: 55.7 (OCHj); 98.9 (C-4a);
106.8 (C-8); 110.1 (C-6); 128.6 (2CH Ph); 129.1 (CH Ph);
130.4 (2CH Ph); 135.9 (C-7); 137.5 (C Ph); 146.1 (C-8a);
155.2 (C-2); 156.1 (C-5); 168.1 (C-4). Haiimeno, m/z: 269.0923
[M+H]". C,5sH;3N,05. Beraucienro, m/z: 269.0921.
5-TI'unpoxcu-1-penmnxunazommn-2,4(1H,3H)-nuon (12a).
Cwmecs 67 mr (0.20 mmous, 1.0 5xB.) nupuMHINHOHA 8a 1
22 mr (0.40 mmoms, 2.0 3xB.) MeONa B 6 mn MeOH
KHIIATAT B TeUCHHUE | 9, OXITAKAAIOT O KOMHATHOM TeMIe-
paTypsbl, pacTBOpHTeNb yrnapusaioT. K octaTky 100aBIsIOT
10 mn H,O, mepememmBatoT B Tedernne 30 MHH, 3aTeM
nobasmstoT 0.2 M AcOH. Bemamuii ocaiok oTGUIBTPO-
BBIBatoT, npombiBatoT H,O. Beixox 32 mr (64%), Gemnoe
TBEp/I0E BEMIECTBO, T. 1. 243-245°C. VK criektp, v, cM
3153, 3009, 2827, 1700 (C=0), 1677 (C=0), 1613, 1487,
1447, 1350, 1277, 1258, 1235, 1172, 867, 804, 711, 566,
520. Criextp SIMP 'H (600 MI', IMCO-d), 8, m. a. (J, Tn):
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5.80 (1H, 1, J = 8.4, H-8); 6.63 (1H, x, J = 8.4, H-6); 7.31
(1H, T, J= 8.4, H-7); 7.41 (2H, n, J= 7.6, H Ph); 7.54 (1H,
T, J=17.6, H Ph); 7.60 (2H, 1, J = 7.6, H Ph); 12.00 (2H, c,
NH, OH). Criektp SIMP *C (151 MI'ti, IMCO-d), 8, M. 1.:
101.0 (C-4a); 105.4 (C-8); 109.5 (C-6); 129.1 (CH Ph);
129.2 (2CH Ph); 130.0 (2CH Ph); 136.4 (C-7, C Ph); 143.5
(C-8a); 149.3 (C-2); 160.8 (C-5); 167.6 (C-4). Haiineno, m/z:
255.0767 [M+H]". C14H,1N,0;. Beruucneno, m/z: 255.0764.
1-BeH3na-5-ruApokcu-2-THOKCO-2,3- AU WIPOXMHA3O0IMH-
4(1H)-on (12b). Cmecp 0.20 1 (0.54 mmoub, 1.0 skB.)
nupumunruHoHa 8b u 58 mr (1.08 MMmors, 2.0 5xB.) MeONa
B 10 M1 MeOH kunsatar B tedenue 1 4, oXJakIamT 10
KOMHATHOW TEMIICPATyphl, PACTBOPHUTEIb YIAPHBAIOT.
K ocrarky nobasmstor 15 mn H,O, mepememmBaior B
teuenne 30 muH, 3areMm q00assaoT 0.6 min AcOH. Brinas-
MK 0CaJ0K OT(HUILTPOBBIBAIOT, poMbIBatoT H,O, 3aTem
xpomarorpadupytor (amoent CHCl;-MeOH, 300:1—150:1).
Brixon 75 mr (49%), cBeTiio-kenToe TBEpAOE BELIECTBO, T.
mn. 225-226°C. UK cmextp, v, cM : 3441, 3240, 1673
(C=0), 1617, 1491, 1251, 1175, 1010, 965, 803, 746, 696.
Crextp IMP 'H (600 MI't, IMCO-d), 8, m. 1. (J, Tn):
6.70-6.76 (2H, m, H-6,8); 7.23-7.29 (3H, m, H Ph); 7.32
(2H, 1, J = 7.9, H Ph); 7.54 (1H, 1, J = 8.4, H-7); 12.05
(1H, ym. ¢, NH); 12.05 (1H, yur. ¢, OH); cursan rpymnisl
CH,Ph ne mabmomaercs. Crektp SIMP °C (151 M,
JAMCO-dy), 6, m. n.: 52.1 (CH,Ph); 103.8 (C-4a); 106.7
(C-8); 111.3 (C-6); 126.9 (2CH Ph); 127.1 (CH Ph); 128.2
(2CH Ph); 135.2 (C Ph); 137.2 (C-7); 141.3 (C-8a); 160.8
(C-5); 163.7 (C-4); 176.5 (C-2). HaiineHo, m/z: 285.0684
[M+H]". C,5sH3N,0,S. Brraucneno, m/z: 285.0692.
(E)-5-Auetui-6-[2-(mmmernaamMuno)BuHUI|-1-gpenui-
nupumuaud-2,4(1H,3H)-nuon (14). Cmecy 0.127 1
(0.52 mmonb, 1.0 2xB.) mupumunuHona 13 u 0.15 mn
(1.13 mmonb, 2.2 3kB.) DMF-DMA B 5 ma PhH kunsrsat B
TEUEeHHE 2 Y, OXJKIAIOT 10 KOMHATHOH TeMIEepaTyphl,
BBIMIABIIMKA OCaTOK coeauHeHus 14 OTQUIBTPOBBIBAIOT.
OuUIBTpaT yMapHUBaloT, OCTATOK XpOMATOrpadupyroT (IMOSHT
CHCI3—MeOH, 1:0—100:1) u mony4aroT coeauneHue 15.
Boeixon coemunenusi 14 61 mr (39%), xentoe TBepiaoe
BEIIECTBO, T. M. 225-227°C. UK cnektp, v, em l: 3406,
3070, 2973, 2807, 1684 (CO), 1615, 1515, 1450, 1411,
1308, 1275, 1214, 1119, 1075, 987, 962, 903, 879, 805,
771,722, 685, 586, 531, 463, 436. Cuiexrp SIMP 'H (400 MI'n,
JAMCO-dy), 6, m. a. (J, I'm): 2.33 (3H, ¢, CH;CO); 2.64
(6H, ym. c, N(CH3),); 4.15 (1H, n, J = 12.7, CH BuaMIN);
6.58 (1H, n, J = 12.7, CH Bunun); 7.29 2H, n, J = 6.9,
H Ph); 7.45-7.55 (3H, m, H Ph); 11.08 (1H, ym. ¢, NH).
Cnekrp SIMP C (100 MI'u, JIMCO-dy), 8, M. a.: 31.8
(CH;CO); 86.0 (CH Buamn); 106.3 (C-5); 128.6 (CH Ph);
129.3 (2CH Ph); 129.4 (2CH Ph); 137.8 (C Ph); 150.4 (C-2);
151.4 (CH Bunmn); 155.5 (C-6); 161.3 (C-4); 198.6 (CO),
curnan rpymmnsl N(CH3), He nHabmomaercs. Haiineno, m/z:
300.1333 [M+H]". C;4H,sN;0;. Beruncneno, m/z: 300.1343.
(E)-5-Aunetuii-6-[2-(mmmMeTnaIaMuHO) BUHIJI ] -3-MeTHII-
1-penmmmupumunauu-2,4(1H,3H)-quon (15). Cmecp 29 mr
(0.12 mmoims, 1.0 sxB.) mupumuamaoHa 13 u 0.06 M
(0.48 mmomb, 4.0 5xB.) DMF-DMA B 3 mMn PhH kumnstsar B
TeueHue 2 9, OXJAKIAIOT 10 KOMHATHOW TEMIIEpaTyphl H
ynapuBaroT. OCTaTOK MPOMBIBAIOT 4 MJI KUIISIIETO TETPO-
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neiiHoro s¢dupa. Beixon 30 mr (81%). Coennnenue 15
Takke OBUIO MOJIyY4CHO B KAYECTBE BTOPOTO MPOIYKTA MPH
cuntese coenuneHust 14. Bwixon 80 mr (49%), xentoe
TBepJ0€ BemecTBo, T. . 138-140°C. UK cnektp, v, em b
3064, 2930, 1682, 1641, 1608, 1535, 1440, 1307, 1260,
1206, 1174, 1131, 1105, 1080, 1031, 970, 866, 779, 758,
734, 694, 658, 586, 526, 419. Cniextp SIMP 'H (600 MI'1,
AMCO-dg), 8, M. n. (J, I'm): 2.34 (3H, ¢, CH;CO); 2.63
(6H, c, N(CHs),); 3.16 (3H, ¢, NCH;); 4.07 (1H, n,
J =12.8, CH Bunun); 6.56 (1H, n, J = 12.8, CH Bunun);
7.30 2H, n, J = 7.6, H Ph); 7.45-7.54 (3H, M, H Ph).
Cnextp SIMP C (151 MI'y, IMCO-dy), &, m. a.: 27.2
(NCH3); 31.6 (CH;CO); 85.5 (CH Bunamn); 105.9 (C-5);
128.5 (CH Ph); 129.2 (4CH Ph); 138.1 (C Ph); 150.7 (C-2);
150.8 (CH Bunmn); 153.1 (C-6); 160.2 (C-4); 199.0 (CO);
curnan rpynnsl N(CH;), He Habmopaercs. Haiineno, m/z:
314.1491 [M+H]". C;7HxN;Os. Beruncneno, m/z: 314.1499.
5-I'mapoxcu-3-meTunii-1-gpennnxunazonun-2,4(1H,3H)-
auon (16). Cmecy 50 mr (0.16 mmonb, 1.0 »kB.) mupu-
muguHauoHa 15 u 15 mr (0.26 mmomnb, 1.6 5kB.) MeONa B
5 Ma MeOH kumarsat B TedueHue 1.5 4, oxJaknaroT 0
KOMHATHOW TEMIEPaTyphl, PACTBOPHUTCIb YIAPHBAOT.
Ocratok pactBopsitoT B 5 mu H,O, mogkucmsitor 0.2 mi
AcOH, BpimaBmmii ocajok OT(GWILTPOBBIBAIOT, NPOMBI-
BatoT 2 i1 H,O, BBICYIIMBAIOT, IPOMBIBAIOT NETPOICHHBIM
a¢upom. Beixog 26 mr (60%), Gemoe TBepaoe BEIIECTBO,
1. 1. 153-155°C. UK cnektp, v, em s 3436, 3060, 2952,
1705 (CO), 1654 (CO), 1615, 1485, 1446, 1351, 1279,
1202, 1172, 1027, 809, 756, 696, 624, 518, 435. Cnektp
SIMP 'H (400 MI'u, CDCLy), 8, m. . (J, 'm): 3.52 (3H, c,
NCH,); 5.94 (1H, n, J = 8.4, H-8); 6.72 (1H, n, J = 8.4,
H-6); 7.27-7.35 (3H, m, H-7, H Ph); 7.57-7.67 (3H, M,
H Ph); 12.02 (1H, ¢, OH). Cnextp SIMP “C (100 MI,
CDCl;), 8, M. . (curHabl YeTBepTHYHBIX aTOMOB C mpuBe-
nensr mo crektpy 'H-"C HMBC): 27.8 (NCHs); 105.4
(C-8); 107.1 (C-4a); 110.7 (C-6); 128.8 (2CH Ph); 129.4
(CH Ph); 130.3 (2CH Ph); 136.1 (C-7, C Ph); 142.1 (C-8a);
150.0 (C-2); 161.5 (C-5); 166.0 (C-4). Haiineno, m/z:
269.0930 [M+H]". C;sH,3N,0;. Beruncneno, m/z: 269.0921.
B3aumopeiictue  (E)-5-aneTwii-6-[2-(1MMeTHIaMUHO)-
BUHWI|-1-penuwnnupumuann-2,4(1H,3H)-nuona (14) ¢
MeONa. Cmecs 40 mr (0.13 mmons, 1.0 3kxB.) TUPUMHINH-
muona 14 u 73 mr (1.3 mmonb, 10 3xB.) MeONa B 6 M
MeOH kunsatsar B TeyeHue 6 4, OXJIaKIAT JO KOMHATHOM
TEeMIepaTypbl, PACTBOPUTENH yapuBaroT. OCTaTOK pacTBO-
pstor B 5 mn H,O, moakucmstor AcOH mo pH 6.0,
BBINABIINHA 0CaZOK OT(MIFTPOBBIBAIOT, MpoMbIBaioT H,0,
3areM xpomatorpadupyror (dmoent CHCl;—MeOH,
300:1—60:1). Ilomyuwator 3 mr (9%) coemmnenus 12a
(CrieKTpajIbHbIC XapPaKTEPUCTUKA W T. IUL. COBIATAIOT C
ormmcaHHbME panee) U 11 mr (35%) 3-anernn-4-(¢dpenmn-
amuHO ))iupuanH-2(1 H)-ona (17).
3-Anetnia-4-(pennaamuno)nupuann-2(1H)-on  (17).
Benoe TBeproe BemecTso, T. . 210-212°C. Crextp SIMP 'H
(400 MI'u, CDCly), 8, M. 1. (J, I'm): 2.77 (3H, ¢, CH;CO);
6.04 (1H, o, J=17.5, H-5); 7.12 (1H, x, J = 7.5, H-6); 7.22
(2H, n, J=17.5, H Ph); 7.32 (1H, T, J = 7.5, H Ph); 7.44
(2H, T, J = 7.5, H Ph); 10.08 (1H, ymr. ¢, NH); 12.67 (1H,
¢, NHPh). Criekrp SIMP °C (100 MI'u, CDCl5), 8, m. x.:
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33.4 (CH;CO); 96.7 (C-3); 103.6 (C-4); 125.8 (2CH Ph);
126.9 (CH Ph); 129.6 (2CH Ph); 136.9 (C-2); 137.6 (C Ph);
201.3 (CO); curnansr C-5,6 ne Habmonatorcs. Haiineno, m/z:
229.0972 [M+H]+. C3H3N,0,. Berurcneno, m/z: 229.0972.
Hoayuyenne nupumuanu-2(1H)-tuonos 18b—g (obmas
Metoguka). Cmecp 1.0 mmons (1.0 2kB.) 4-meTui-
Cynb(paHWIMHPUMUINHTHOHA 7c—€ U 4.0 MMoab (4 3KB.)
Bropu4HOro amuHa (2.0 MMoib (2.0 3KB.) NHPPOJIHUINHA) B
6 mn PhMe kunsarsat B teuennme 10 u (3 u B ciyuae
MUPPOIUINHA), OXJIAKIAIOT 10 KOMHAaTHON TeMIepaTyphl,
nobasisror 10 M1 merposeitnoro agupa. Ocanok coenu-
HeHust 18b—g orduneTpoBEIBatoT. B citywae coeanHeHus
18d BhImagaer Maciao, KOTOpoe OBLIO JOHOJHHUTENHEHO
npomsiTo 10 M Et,O o 3aTBepaenus.
1-[6-MeTnn-2-THoKCo-1-(heHnn-4-(4-dennanunepasny-
1-u)-1,2-nuruaponupumMuauH-5-wilaranon (18b). Boixon
0.30 t (75%), >xentoe TBepOe BemiecTBO, T. . 181-183°C.
UK crektp, v, cM ' 3036, 2902, 2839, 1686 (CO), 1572,
1493, 1461, 1360, 1234, 1154, 994, 918, 760, 731, 693,
535. Cmextp SIMP 'H (400 MI'n, JIMCO-dy), 8, m. 1.
(/, Tm): 1.87 (3H, c, CH3); 2.47 (3H, c, CH;CO); 3.28 (4H,
1, J = 5.2, (CHy),N); 3.76 (4H, T, J = 5.2, (CH,),N); 6.82
(1H, T, J = 7.3, H Ph); 6.98 (2H, n, J = 7.3, H Ph); 7.23—
7.27 (4H, m, H Ph); 7.42 (1H, 1, J = 7.3, H Ph); 7.49 (2H,
1, J= 7.3, H Ph). Criektp SIMP "*C (100 MI'ri, IMCO-ds),
5, M. a.: 18.9 (CHj); 31.3 (CH;CO); 46.6 ((CH,),N); 47.9
((CH,),N); 111.2 (C-5); 115.6 (2CH Ph); 119.3 (CH Ph);
128.5 (3CH Ph); 129.0 (2CH Ph); 129.3 (2CH Ph); 141.7
(C Ph); 150.4 (C Ph); 155.1 (C-6); 156.2 (C-4); 180.1
(C-2); 200.7 (CO). Haiineno, m/z: 405.1740 [M+H]".
C,3H,sN,OS. Breruucneno, m/z: 405.1744.
1-[6-MeTna-2-Tuokco-4-(4-peHnanunepasun-1-un)-
1-91mi1-1,2-auruaponupumMuaun-S-wi|3ranon (18c¢). Boxon
0.24 1 (68%), >kentoe TBepOE BEIECTBO, T. TWI. 152—153°C.
UK crektp, v, cM ' 2973, 2920, 2821, 1683 (CO), 1567,
1484, 1424, 1381, 1358, 1330, 1232, 1189, 1151, 1079,
1001, 912, 761, 691, 506. Cuexrp SIMP 'H (400 MI,
JAMCO-dy), 6, m. 1. (J, I'm): 1.32 (3H, T, J = 7.0, CH;CH,);
2.40 (3H, ¢, CH3); 2.42 (3H, ¢, CH;CO); 3.22 (4H, 1, J = 5.0,
(CH,),N); 3.67 (4H, 1, J = 5.0, (CH,),N); 4.54 (2H, ym. c,
CH;N); 6.81 (1H, 1, J = 7.3, H Ph); 6.94 (2H, n, J = 7.3,
H Ph); 7.23 (2H, n, J = 7.3, H Ph). Cnextp SIMP "°C
(100 MI'u, IMCO-dg), 8, m. n.: 12.6 (CH;CH,); 16.7
(CHj3); 31.3 (CH3CO); 46.0 (CH,N); 46.5 ((CH):N); 47.8
((CHy);N); 111.7 (C-5); 115.5 (2CH Ph); 119.2 (CH Ph);
129.0 (2CH Ph); 150.3 (C Ph); 154.8 (C-6); 155.4 (C-4);
179.3 (C-2); 201.1 (CO). Haitneno, m/z: 357.1744 [M+H]".
C9H,5N4OS. Boruucaeno, m/z: 357.1744.
1-{6-Metn-4-[4-(4-meToxcudeHua)nunepa3u-1-uij-
2-THokco-1-3Tua-1,2-TuruIpoNUPUMUAMH-S-UI}3TAHOH
(18d). Beixox 0.32 T (86%), xenToe TBepAOe BEHIECTBO,
1. 1. 134-135°C. UK cnektp, v, cM 1 2963, 2924, 2826,
1683 (CO), 1568, 1509, 1483, 1450, 1359, 1235, 1187,
1148, 1082, 1010, 921, 832, 860, 764, 702, 677, 595, 508.
Criextp IMP 'H (400 MI't, IMCO-dg), 8, m. 1. (J, Tn):
1.31 3H, T, J=7.1, CH;CH,;); 2.40 (3H, c, CH;); 2.41 (3H,
¢, CH;CO); 3.07 (4H, T, J= 5.0, (CH,),N); 3.66 (4H, 1, J= 5.0,
(CH,),N); 3.68 (3H, ¢, OCHs3); 4.53 (2H, ym. c, CH,N);
6.80-6.85 (2H, m, H Ar); 6.88-6.93 (2H, m, H Ar). Cnextp
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AMP BC (100 M, IMCO-dy), 8, m. 1.: 12.7 (CH;CH,);
16.7 (CH3); 31.3 (CH3CO); 46.0 (CH,N); 46.7 ((CH,),N);
49.5 ((CHy),N); 55.2 (OCH3); 111.7 (C-5); 114.3 (2CH Av);
117.8 (2CH Ar); 144.8 (C Ar); 153.3 (C Ar); 154.9 (C-6);
155.4 (C-4); 179.4 (C-2); 201.1 (CO). Haiineno, m/z: 387.1839
[M+H]". Cy0H,7N40,S. Brruncieno, m/z: 387.1849.

1-{6-MeTun-4-[4-(nupuaun-2-uin)nunepasun-1-mial-
2-Tnokco-1-penna-1,2-TuruAponMPUMHIUH-5-WI}ITAHOH
(18e). Brixong 0.6 T (66%), >xenToe TBepAOE BEIIECTBO,
1. . 214-215°C. UK cnektp, v, cM ' 2954, 2883, 2832,
1689 (CO), 1569, 1478, 1445, 1361, 1309, 1276, 1240,
1200, 1157, 1019, 990, 932, 772, 695, 540. Criextp SIMP 'H
(400 MI'u, AMCO-d), 0, m. 1. (J, I'm): 1.87 (3H, ¢, CH3);
2.46 (3H, ¢, CH;CO); 3.60-3.70 (4H, m, (CH;),N); 3.70-
3.77 (4H, m, (CH,),N); 6.69 (1H, . n, /= 7.1, J=4.8, H-5 Py);
6.85 (1H, n, J = 7.1, H-3 Py); 7.25 2H, n, J = 7.4, H Ph);
7.41 (1H, T, J="7.4, H Ph); 7.49 (2H, 1, /= 7.4, H Ph); 7.58
(IH, a. 1,J=7.1,J=1.8,H-4 Py); 8.14 (1H, 1. n, J=4.8, J =
1.8, H-6 Py). Crextp SIMP "*C (100 MI'u, IMCO-dg), 8,
M. 1.:. 18.9 (CHj); 31.4 (CH3CO); 44.0 ((CHy),N); 46.4
((CH,),N); 107.1 (C-3 Py); 111.3 (C-5); 113.3 (C-5 Py);
128.4 (CH Ph); 128.5 (2CH Ph); 129.3 (2CH Ph); 137.7
(C-4 Py); 141.7 (C Ph); 147.6 (C-6 Py); 155.0 (C-6); 156.4
(C-4); 158.4 (C-2 Py); 180.0 (C-2); 200.7 (CO). Haiinero, m/z:
406.1687 [M+H]+. C»H,4N;OS. Beruucneno, m/z: 406.1696.

1-[6-MeTuna-4-(nuppoauaus-1-ui)-2-Tuokco-1-gpeHu-
1,2-quruapormupumuaun-S-wia]dranon (18f). Beixon 0.25 ¢
(84%), >xentoe TBepaoe BemiecTBO, T. i 229-230°C.
UK criektp, v, cM 't 2973, 2883, 1698 (CO), 1579, 1517,
1455, 1389, 1336, 1299, 1156, 1002, 969, 922, 869, 767,
696, 588, 539. Cniextp SIMP 'H (300 MI';, CDCL3), 8, ™. 1.
(/, T'm): 1.90 (3H, ¢, CH3); 1.97 (4H, 1, J=4.6, 2CH,); 2.47
(3H, ¢, CH;CO); 3.62 (4H, ymr. c, 2CH,N); 7.18 (2H, g,
J =7.2,2H Ph); 7.40-7.60 (3H, m, H Ph). Haiineno, m/z:
314.1316 [M+H]". C;7H,oN;0S. Beruucneno, m/z: 314.1322.

1-[1-Anana-6-MeTwii-4-(MUp poTuaANH- 1-ui1)-2-THOKCO-
1,2-muruaponupumuaun-S-wia)aranon (18g). Beixon 0.23 ¢
(89%), xentoe TBepmoe BemecTBo, T. i 117-118°C.
UK criextp, v, cM 't 2982, 2929, 2875, 1703 (CO), 1586,
1525, 1470, 1394, 1350, 1338, 1260, 1190, 1143, 972, 910,
764, 543. Cniextp IMP 'H (600 MI'ti, IMCO-d;), 8, m. 1.
(/, T'm): 1.85 (4H, 1, J=4.6, 2CH,); 2.28 (3H, c, CH3); 2.46
(3H, ¢, CH;CO); 3.38 (4H, ym. c, (CH,),N); 5.05-5.09
(1H, m, CH,=CH); 5.17-5.21 (1H, m, CH,N); 5.28 (2H,
ym. ¢, CH,N, CH,=CH); 5.92-5.98 (1H, m, CH,=CH).
Crektp SIMP °C (151 MI'n, IMCO-dy), 8, m. x.: 17.1
(CH3); 24.6 (2CH,); 33.4 (CH;CO); 48.8 ((CH,),N); 52.5
(CH,N); 112.6 (C-5); 116.7 (CH,=CH); 132.7 (CH,=CH);
152.3 (C-4(6)); 1524 (C-6(4)); 179.6 (C-2); 202.0 (CO).
Haﬁ}ICHO, m/z: 278.1330 [M+H]+ C]4H2()N3OS. Brrunc-
J1eHo, m/z: 278.1322.

Honyuenne (E)-1-{6-[2-(nmMeTHJIAMUHO)BUHNI]-
2-THOKCO-1,2-AMTruAPONMMPUMUAMH-S-HI}3TaHoHOB 19a—d 1
(E)-3-(numeTmiiamuno)-1-(6-MeTui1-2-tuokco-1,2-1uruapo-
NUPUMUAUH-S-wa)npon-2-ed-1-onos  20d,f,g (oOmas
Metoauka). Cmeck 1.0 mmous (1.0 3KB.) THPUMHUINHTHOHA
18a—g u 0.41 mu (3.0 mmons, 3.0 5xB.) DMF-DMA B 6 M
PhH xumsatsat B Tedenne 0.5-4 9 (KOHTPOJb METOAOM
TCX), pacTBOpHUTENb YyIapUBaIOT, OCTAaTOK XpoMaTorpa-
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¢upytor (amoenr CHCl;-MeOH, 1:0—100:1) ITomyuen-
HBIA TaKUM 00pa3oM MPOAYKT JOMOIHHUTEIHEHO OYHIIAIOT
OCaXKJICHUEeM M3 2 MJI OCH30JILHOIO PacTBOpa MpH J00aB-
JICHUU 8 MJI IETPOJICHHOTO dupa.
(E)-1-{6-[2-(AumeTnaamMmuuo)BUHUI |-4-(MOpdoanH-
4-nn)-2-Tuokco-1-penni-1,2-AMruAponuPUMHUINH-5-1}-
staHoH (19a). Bexon 0.21 r (55%), xenroe TBepmoe
BemecTBo, T. mi. 190-192°C. UK cnektp, v, em l: 2957,
2906, 2587, 1627 (C=0), 1603, 1514, 1445, 1399, 1351,
1269, 1157, 1114, 1019, 971, 868, 775, 695, 623. Cnektp
SMP 'H (400 MI't, IMCO-dy), 8, m. 1. (J, T'm): 2.05 (3H,
¢, CH;CO); 2.85 (6H, ym. ¢, N(CHs;),); 3.68-3.77 (8H, M,
(CH,):N, (CH»),0); 4.25 (1H, 1, J = 11.6, CH Bunun); 7.15—
7.20 (3H, m, CH Bunun, H Ph); 7.41 (1H, T, /= 7.3, H Ph);
7.49 (2H, 1, J = 7.3, H Ph). Crextp SIMP *C (100 MTIL,
JAMCO-dy), 6, m. n.: 29.6 (CH;CO); 48.5 ((CH,),N); 66.4
((CH,),0); 89.8 (CH Buuun); 99.3 (C-5); 128.0 (CH Ph);
129.1 (2CH Ph); 129.3 (2CH Ph); 141.9 (C Ph); 157.4 (CH
BuHmN); 158.3 (C-4); 161.3 (C-6); 178.9 (C-2); 188.0 (CO);
curnan rpynnsl N(CH3), He nabmonaercs. Haiineno, m/z:
385.1706 [M+H]+. CyoHpsN4O,S. Brruuciiero, m/z: 385.1693.
(E)-1-{6-]2-(AumeTnIaMIUHO) BUHMI]-2-THOKCO- 1 -(peHuJI-
4-(4-pennnnunepasun-1-wi)-1,2-1MruApONUPUMHINH-
S5-ua}sranon (19b). Beixox 0.27 r (59%), kpacHo-KOpHUY-
HEeBOoe TBepJoe BemiecTBo, T. 1. 215-216°C. UK cnektp,
v, cM ' 2907, 2802, 1638 (CO), 1607, 1532, 1500, 1455,
1440, 1397, 1353, 1273, 1225, 1154, 1120, 1015, 957, 770,
694, 541. Cnextp SIMP 'H (400 MI', CDCls), §, M. 1.
(/, I'm): 2.27 (3H, ¢, CH;CO); 2.83 (6H, ym1. ¢, N(CH3),);
331 (4H, 1, J= 4.8, (CH,);N); 3.97 (4H, 1, J = 4.8, (CH,):N);
427 (1H, o, J = 11.9, CH Bunun); 6.90 (1H, 1, J = 7.2,
H Ph); 6.95 (2H, n, J= 7.2, H Ph); 7.08 (1H, x, J = 11.9,
CH Bunun); 7.20-7.35 (4H, m, H Ph); 7.43 (1H, 1, J = 7.2,
H Ph); 7.50 (2H, T, J = 7.2, H Ph). Cnextp SIMP "°C
(100 MI'u, CDCl), 8, M. a.: 30.2 (CH;CO); 48.1 ((CH,)N);
49.5 ((CHy);N); 88.7 (CH Bummm); 102.3 (C-5); 116.5
(2CH Ph); 120.4 (CH Ph); 128.4 (CH Ph); 128.8 (2CH Ph);
129.2 (2CH Ph); 129.5 (2CH Ph); 142.2 (C Ph); 150.8
(C Ph); 150.8 (CH Bummm); 156.3 (C-4(6)); 159.4 (C-6(4));
180.9 (C-2); 192.7 (CO); curnan rpymmsl N(CHj), He
Habmomaercs. Haiinero, m/z: 460.2168 [M+H]". C,gH3N50S.
Berancieno, m/z: 460.2166.
(E)-1-{6-[2-(JumeTHIaMHUHO)BUHIJ |-2-THOKCO-
4-(4-pennanunepasun-1-na)-1-3Tua-1,2-guruapo-
nupuMuAuH-S-uiadTanon (19¢). Bexon 0.25 1 (61%),
KpPacHO-KOPHYHEBOE TBEPAOE BEIIECTBO, T. . 120-121°C.
UK criektp, v, cM 't 2922, 1604 (CO), 1525, 1467, 1449,
1376, 1277, 1230, 1163, 1077, 1009, 955, 765, 690, 537.
Criextp SIMP 'H (400 MI', CDCl3), 8, M. 1. (J, T'm): 1.51
(3H, T, J = 7.0, CH;CH,); 2.18 (3H, c, CH5CO); 3.10 (6H,
¢, N(CHs),); 3.28 (4H, T, J = 5.2, (CH,),N); 3.91 (4H, T,
J =52, (CH,),N); 4.54 (2H, ym. ¢, CH,N); 4.94 (1H, n,
J=11.8, CH Bunun); 6.90 (1H, T, /= 7.3, H Ph); 6.94 (2H,
n, J=17.3, HPh); 7.04 (1H, n, J = 11.8, CH BunuN); 7.28
(2H, T, J = 7.3, H Ph). Cnextp SIMP “C (100 MTI,
CDCl), 9, m. a.: 13.3 (CH;CH,); 30.5 (CH;CO); 404 (ym. c,
N(CHa)); 46.6 (CH;N); 48.2 ((CH2):N); 49.5 ((CH;):N);
86.1 (CH Bunamn); 103.9 (C-5); 116.5 (2CH Ph); 120.3
(CH Ph); 129.2 (2CH Ph); 150.8 (C Ph); 156.4 (CH BuamN);
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158.4 (C-4,6); 180.5 (C-2); 193.2 (CO). Haiineno, m/z:
4122166 [M+H]". C»,H3NsOS. Boruucieno, m/z: 412.2166.
(E)-1-{6-]2-(AumeTnnamuuo)Bunui|-4-[4-(4-merokcu-
dennn)munepazun-1-uia|-2-tnokco-1-3Tmi-1,2-guruapo-
nupuMuauH-S-wiadTanod (19d). Beixon 0.24 (55%),
KpacHO-KOPUYHEBOE TBEpJ0e BellecTBo, T. . 104-105°C,
Ry 0.35 (CHCI;-MeOH, 50:1). UK crektp, v, cM 't 2941,
2909, 2827, 1613 (CO), 1511, 1467, 1397, 1375, 1276,
1241, 1180, 1078, 1012, 956, 826, 777, 677, 543. Cnextp
SIMP 'H (600 MI'n, IMCO-dg), 8, M. . (J, Tu): 1.34 (3H,
1, J = 7.0, CH;CH;); 2.00 (3H, ¢, CH;CO); 3.10 (4H, 1,
J=15.0, (CHy),N); 3.13 (6H, ym. c, N(CHs3),); 3.68 (3H, c,
OCHs); 3.77 (4H, 1, J = 5.0, (CH,),N); 4.41 (2H, ym. c,
CH,N); 5.20 (1H, x,J = 11.5, CH Bunun); 6.83 (2H, o, /= 8.9,
H Ar); 6.94 2H, 1, J=8.9, H Ar); 7.17 (1H, o, J = 11.5,
CH Bunmn). Criextp IMP °C (151 MI'u, IMCO-de), 8, M. 1.:
13.0 (CH;CH,); 29.7 (CH;CO), 45.0 (CH;N); 47.8
((CH2):N); 50.2 ((CHp)N); 55.2 (OCH3); 88.1 (CH BunMN);
100.5 (C-5); 1143 (2CH Ar); 117.9 (2CH Ar); 145.2
(C Ar); 153.2 (C Ar); 157.3 (C-4); 157.9 (CH Bunun);
159.6 (C-6); 178.8 (C-2); 188.4 (CO); curHam TpyIIsl
N(CHa;), ne mabmonaetcs. Haiineno, m/z: 4422271 [M+H]".
C,3H3,N50,S. Brruncieno, m/z: 442.2271.
(E)-3-(JumeTrnaamuno)-1-{6-merui-4-[4-(4-meToxcu-
pennn)munepazun-1-uia]-2-tnokco-1-aTuia-1,2-auruapo-
NUPUMHAUH-5-1ia}npon-2-en-1-on (20d) momywaror kak
MOOOYHBIN MPOAYKT NpPU XpoMaTorpaduuyeckoM BbLAENIE-
uun coequHenust 19d. Brixon 67 mr (15%), xenroe TBep-
noe BemecTBo, T. wi. 105-107°C, Ry 0.30 (CHCI;—MeOH,
50:1). UK cnmektp, v, cM : 2922, 2825, 1638 (CO), 1580,
1508, 1478, 1442, 1350, 1276, 1242, 1192, 1155, 1115, 1081,
1037, 1009, 921, 824, 749, 706, 566. Cnextp AMP 'H
(600 MI'u, IMCO-dg, 25°C), §, m. a. (J, T'r): cmech aAByx
poramepoB B cootHomienunu 1:1: 1.29* (6H, 1, J = 7.0,
2CH;CH,); 2.28 (3H, ym. ¢, CH;CO); 2.39 (3H, ym. c,
CH;CO); 2.81* (6H, ¢, 2N(CH,;),); 3.00* (8H, y1. ¢, 2(CH,),N);
3.07 (3H, ym. c, N(CHj),); 3.12 (3H, ym. ¢, N(CHjs),);
3.68* (6H, ¢, 20CHs;); 3.79* (8H, yur. c, 2(CH,),N); 4.33—
4.76* (4H, M, 2CH,CH3); 5.19* (2H, n, J = 12.6, 2CH BuHmM);
6.80-6.84* (4H, M, H Ar); 6.87-6.91* (4H, M, H Ar); 7.30
(1H, ym. ¢, CH Bunun); 7.75 (1H, ym. ¢, CH BunmN).
Crexktp SIMP 'H (600 MI'n, IMCO-ds, 70°C), 8, M. 1.
(/, Tm): 1.30 (3H, 1, J = 7.0, CH;CH,); 2.34 (3H, ¢, CHj3);
2.84 (3H, ym. ¢, N(CHs),); 3.02 (4H, 1, J = 5.0, (CH,):N);
3.10 (3H, ym. ¢, N(CHs;),); 3.70 (3H, ¢, OCHs); 3.79 (4H,
1, J = 5.0, (CH,),N); 4.58 (2H, ym. ¢, CH,N); 5.19 (1H, &,
J=12.7, CH Bunnn); 6.83 (2H, n, J=9.0, H Ar); 6.89 (2H,
o, J =9.0, H Ar); 7.47 (1H, ym. ¢, CH Bunamn). Crektp
AMP C (151 MTI'u, JIMCO-dg, 25°C), 8, M. 1. cMech
IByX poramepoB B cooTHomeHmn 1:1: 12.6* (CH;CH,);
17.2 (CHj); 17.9 (CHs); 37.2 (N(CHsj),); 44.5 (N(CH;)y);
45.6* ((CHy),N); 45.9 (CH,N); 46.1 (CH,N); 49.6* ((CH,)N);
55.2*% (OCHj); 96.3 (CH Buamn); 100.1 (CH BuaMN);
111.6* (C-5); 114.3* (2CH Ar); 117.6* (2CH Ar); 144.9*
(C Ar); 153.1 (C Ar); 153.2 (C Ar); 153.8 (CH BuHHN);
154.4*, 154.7* (C-4,6); 157.8 (CH Bunmn); 178.6* (C-2);
187.2 (CO); 189.2 (CO). Cmextp SIMP *C (151 MI,

* 31ech W Janee B AKCIEPHUMEHTAbHOW YacTH 3Be3l0ukod (*) 00o3Ha-
YEeHBI CUTHAJIBI, O0IIUE A5t 000MX POTAMEPOB.
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AMCO-ds, 70°C), 3, m. a.: 12.7 (CH;CH,); 17.4 (CHj);
37.2 (N(CHs)y); 44.5 (N(CHs)y); 45.6 (CHN); 46.1 ((CH,)N);
49.6 ((CH,),N); 55.4 (OCHj;); 98.5 (ym. ¢, CH BunmN);
114.6 (2CH Ar); 117.6 (2CH Ar); 145.0 (C Ar); 153.0 (C Ar);
153.4 (C-4(6)), 154.7 (C-6(4)); 155.8 (ym. ¢, CH BuHmI);
179.0 (C-2); curnan rtpynnei C=0O He Halmonaercs.
Haiineno, m/z: 442.2268 [M+H]". C,3H5,N50,S. Bbrunc-
JeHo, m/z: 442.2271.
(E)-3-(Iumernaamuuo)-1-[6-meTna-4-(muppoiuiuH-
1-ui)-2-THoKCO-1-pennna-1,2-TuruaponupuMuIuH-5-1i1|-
npon-2-ed-1-on (20f). B peakuuu ucnonb3oano 0.55 miu
(4.0 mmouns, 4.0 3xB.) DMF-DMA. Beixon 0.20 t (54%),
JKeJToe TBEepJoe BelecTBo, T. 1. 253-255°C. UK cnektp,
v, eM 1 2969, 2918, 2880, 1623 (CO), 1584, 1517, 1453,
1393, 1342, 1300, 1268, 1232, 1183, 1111, 1061, 980, 933,
845, 774, 699, 575. Cuextp SIMP 'H (400 MI'n, CDCl;,
25°C), 8, m. n. (J, I'm): cmech poramepoB A u B B cooTHO-
mennn 2:1: 1.80-2.05 (21H, m, 2CH, (A, B), CH; (A, B));
2.90 (9H, ¢, N(CH3), (A, B)); 3.21 (9H, ¢, N(CH;), (A, B));
3.50-4.00 (12H, m, (CH,),N (A, B)); 5.18 (1H, n, J=12.3,
CH Bunun (B)); 5.38 (2H, n, J = 13.6, CH Bunun (A));
7.10-7.22 (8H, m, H Ph (A, B), CH Bunui (A)); 7.32-7.52
(10H, M, H Ph (A, B), CH Bunun (B)). Crnextp SIMP "°C
(100 MTI'1;, CDCl3, 25°C), 6, M. &.: cMech poTamepoB A u B
B cootHoutenuu 2:1: 19.0 (CH3); 19.4 (CH;); 23.4 (2CH,);
26.0 (2CHy); 37.1 (N(CHs),); 44.9 (N(CHs),); 47.9 (2CH,N);
50.0 ((CH,),N); 97.5 (CH Bunun); 102.4 (CH Bunun);
127.3 (CH Ph); 127.9 (CH Ph); 128.3 (2CH Ph); 128.9
(2CH Ph); 129.1 (2CH Ph); 129.5 (2CH Ph); 153.2 (CH
BunWN); 156.7 (CH Bunmn); curtanst atomo C-2,4,5,6, C Ph
u C=0 ue mabmomarorca. Haiinero, m/z: 369.1737 [M+H]".
C,0H»sN4OS. Beruncneno, m/z: 369.1744.
(E)-1-[1-Anmir-6-meTuii-4-(mupposiuauH- 1-11)-2-THoKCo-
1,2-nurugponupuMuauH-5-ui]-3-(IMMeTUIaMHHO)IPOTI-
2-eH-1-on (20g). B peaxmuu wucnoms3oBaHo 0.55 wmu
(4.0 mmodb, 4.0 5xB.) DMF-DMA. Bsixon 0.196 r (60%),
JKeNToe TBepaoe BemiecTBo, T. 1. 136—137°C. UK cnektp,
v, cM ': 2959, 2924, 2877, 1624 (CO), 1582, 1508, 1471,
1399, 1348, 1302, 1258, 1196, 1155, 1118, 969, 681.
Criextp SIMP 'H (400 MI', CDCls, 25°C), 8, m. 1. (J, T'nr):
cMmech potamepoB A u B B cootHomenuu 1.3:1: 1.86 (9.2H,
yur. ¢, 2CH; (A, B)); 2.29 (3.9H, c, CH; (A)); 2.37 (3H, c,
CHs;); 2.88 (6.9H, ¢, N(CH;), (A, B)); 3.10 (3.9H, c, N(CHjs),
(A)); 3.19 (3H, ¢, N(CHjs); (B)); 3.50-3.90 (9.2H, M, (CH,),N
(A, B)); 5.05-5.40 (11.5H, m, 2CH Bunun (A, B), CH,N
(A, B)); 5.98-6.10 (2.6H, m, CH,=CH); 6.92 (1.3H, i, J=12.7,
CH Bunun (A)); 7.78 (1H, o, J = 12.7, CH Buaunx (B)).
Criextp IMP °C (100 MI'n, CDCls, 25°C), 3, M. 1.: cMech
poramepoB A u B B cootrHomenun 1.3:1: 17.5 (CH; (A));
18.0 (CH; (B)); 28.0 (ymr. c, 2CH, (A,B)); 37.4 (N(CHa),);
45.3 (N(CHj3),); 48.8 (ymr. c, (CH):N (A, B)); 53.4 (CH,N
(A, B)); 98.0 (CH Buami); 102.9 (CH Buann); 111.0 (C-5);
113.4 (C-5); 117.0 (CH,=CH (A, B)); 132.2 (CH,=CH (A,
B)); 153.5 (CH Bunmn); 156,9 (CH BuHWMIT); CHTHAIBI aTOMOB
C-2,4,6, C Ph u C=0O He nabmopgatorcs. Harineno, m/z:
333.1741 [M+H]+. C7H,sN,OS. Breruucneno, m/z: 333.1744.
Moayyenue 4-aMuHO-5-ruapoxcuxuHa3zoann-2(1H)-
THOHOB 2la—e (oOmas meronmka). Cmece 0.22 MMOib
(1.0 2xB.) mupumuguHTHOHA 19a—€ U 18 Mr (0.33 MMOIB,



Chem. Heterocycl. Compd. 2021, 57(7/8), 772786 [Xumus cemepoyuxa. coeounenuti 2021, 57(7/8), 772-786]

1.5 2xB.) MeONa B 7 mMan MeOH xumsarar B TeueHue
30 MuH, OXJAXIAIOT N0 KOMHATHOW TeMIeparypsl, MOA-
kucisitor 0.2 mn AcOH, pactBoputens ymapuBaror.
Ocrarok cycnenaupytoT B 10 mn H,O, BeimaBmuit ocagok
OT(UIBTPOBEIBAIOT U BBICYIIHBAIOT.
5-I'mppoxcu-4-(Moppoann-1-ui1)-1-peHnIXxuHa30/1HMH-
2(1H)-tuon (21a). Ouunctka ocaxaeHuem u3 2 mi OeH-
30JIBHOTO PacTBOpa MpHU A00ABICHUU 4 MI METPOIEHHOro
a¢upa. Beixox 35 mr (47%), kentoe TBEpAOE BEMIECTBO,
1. 1. 165-166°C. UK cnektp, v, em : 3393, 3036, 2959,
2900, 2862, 1593, 1522, 1482, 1419, 1331, 1244, 1197,
1112, 1022, 958, 882, 835, 799, 763, 688. Cnextp SIMP 'H
(400 MI'u, IMCO-dg), 6, m. 1. (J, I'm): 3.67-3.79 (8H, M,
(CH,),N, (CH,),0); 5.77 (1H, 1, J = 8.2, H-8); 6.71 (1H, &,
J = 8.2, H-6); 7.23 (2H, n, J = 7.8, H Ph); 7.31 (1H, T,
J =182, H-7); 747 (1H, T, J = 7.8, H Ph); 7.55 (2H, T,
J=17.8, H Ph); 11.50 (1H, yu. ¢, OH). Crextp SIMP "*C
(100 MI'y, AMCO-dg), 8, M. n.: 49.2 ((CH,),N); 66.2
((CH,),0); 100.7 (C-4a); 106.1 (C-8); 110.0 (C-6); 128.2
(CH Ph); 129.4 (2CH Ph); 129.6 (2CH Ph); 134.3 (C-7);
141.4 (C Ph); 146.6 (C-8a); 155.2 (C-5); 156.8 (C-4); 179.3
(C-Z) HaﬁneHo, m/z: 340.1117 [1\/IJFH]Jr C18H18N3OQS.
Beraucneno, m/z: 340.1114.
5-I'mapoxcu-1-pennn-4-(4-pennnanunepasunn-1-ui)-
xuna3zoauH-2(1H)-tuon (21b). Ouyncrtka NpoMBIBAaHHEM
2 mn MeCN. Beixox 40 mr (44%), sxentoe TBepioe
BemecTBo, T. 1. 177-179°C. UK cmektp, v, cM 1 3442,
3038, 2959, 2839, 1597, 1524, 1483, 1360, 1333, 1235,
1196, 1140, 1016, 956, 921, 833, 800, 760, 691, 523.
Crextp SIMP 'H (400 MI't, JIMCO-dg), 8, m. 1. (J, T'n):
3.33 (4H, 1, J= 5.0, (CH,),N); 3.88 (4H, T, J = 5.0, (CH,).N);
5.78 (1H, 1, J = 8.4, H-8); 6.74 (1H, n, J = 8.4, H-6); 6.82
(1H, T, J = 7.4, H Ph); 7.00 (2H, n, J = 7.4, H Ph); 7.22—
7.28 (4H, m, H Ph); 7.32 (1H, T, J = 8.4, H-7); 7.48 (1H, T,
J=174,H Ph); 7.53 2H, T, J= 7.4, H Ph); 11.25 (1H, ym. c,
OH). Crextp SIMP *C (100 MI'ti, IMCO-dy), &, M. n.:
48.8 (2(CH;):N); 101.3 (C-4a); 106.5 (C-8); 110.4 (C-6);
116.0 (2CH Ph); 119.6 (CH Ph); 128.6 (CH Ph); 129.5
(2CH Ph); 129.9 (2CH Ph); 130.1 (2CH Ph); 134.8 (C-7);
141.8 (C Ph); 147.1 (C-8a); 151.1 (C Ph); 155.8 (C-5);
157.3 (C-4); 179.7 (C-2). Haiineno, m/z: 415.1584 [M+H]".
C,4H»3N4OS. Brruncieno, m/z: 415.1587.
5-Tuapoxcu-4-(4-pennanunepazun-1-uni)-1-3Tui-
xuHa3zoauH-2(1H)-tuon (21c¢). Ounctka KOJIOHOYHON
xpomatorpadueii (3moenT CHCl;-MeOH, 100:1—75:1) u
MOCIIEAYIOMUM OCaXACHHeM U3 | M  OeH30JBHOTO
pactBopa mpu AobaBieHMH 6 MI TMETPOJEHHOTO 3(upa.
Bexon 36 mr (46%), enToe TBEpAOE BEIIECTBO, T. M. 125—
127°C. UK cmextp, v, eM 'z 2972, 2837, 1593, 1525, 1493,
1448, 1430, 1370, 1332, 1262, 1228, 1159, 1101, 1015,
924, 837, 799, 759, 689. Cnexrp SIMP 'H (400 M,
IMCO-ds), 6, M. 1. (J, Tm): 1.32 (3H, 1, J = 6.9, CH5CH,);
3.28 (4H, 1, J= 5.0, (CH,),N); 3.78 (4H, T, J = 5.0, (CH,),N);
4.59 (2H, ym. ¢, CH,N); 6.77-6.84 (2H, m, H-6, H Ph);
6.95-7.00 (3H, m, H-8, H Ph); 7.24 (2H, 1, J= 8.0, H Ph); 7.57
(1H, T, J = 8.0, H-7); 11.15 (1H, ¢, OH). Criextp SIMP "*C
(100 MI'm, AMCO-dg), 6, m. n.: 12.0 (CH;CH;); 44.6
(CH;N); 48.1 ((CHy):N); 48.3 ((CHy),N); 101.0 (C-4a);
105.3 (C-8); 109.7 (C-6); 115.5 (2CH Ph); 119.1 (CH Ph);
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129.0 (2CH Ph); 134.8 (C-7); 144.0 (C-8a); 150.6 (C Ph);
155.3 (C-5); 156.0 (C-4); 178.6 (C-2). Haiineno, m/z:
367.1585 [M+H]+. CoHx;N,OS. Brrurcieno, m/z: 367.1587.
5-T'uppoxcu-4-[4-(4-meToxcupennn)nunepazut-1-uia|-
1-3runxunazonu-2(1H)-tuon (21d). OuncTtka KOJIOHOY-
HO# xpomarorpadueii (moerr CHCl;-MeOH, 100:1—75:1)
U TOCIEAYIONUM OCaKAEHHEM M3 | M OEH30JBHOTO
pacTBOopa mnpu jgo0aBleHHHM 6 MJI TETPOJICHHOro 3dupa.
Bexon 37 mr (45%), sxentoe TBepJOE BEIIECTBO, T. . 132—
133°C. UK crmekTp, v, cM ': 3434, 2939, 2830, 1592, 1514,
1449, 1332, 1227, 1159, 1101, 1021, 924, 830, 799, 754,
683, 544. Cnextp SIMP 'H (400 MTI'u, IMCO-dq), 8, M. 1.
(/, T'm): 1.31 (3H, 1, J=6.9, CH;CH,); 3.12 (4H, 1, /= 5.0,
(CH,):N); 3.68 (3H, ¢, OCHz); 3.77 (4H, 1, J = 5.0, (CH,):N);
4.60 (2H, ym. c, CH,N); 6.78 (1H, n, J = 8.4, H-6); 6.84
(2H, o, J = 9.0, H Ar); 6.93 (2H, n, J = 9.0, H Ar); 6.98
(1H, n, J= 8.4, H-8); 7.58 (1H, 1, J= 8.4, H-7); 11.12 (1H,
¢, OH). Criextp SIMP C (100 MI', IMCO-dy), 8, m. 1.:
12.0 (CH;CH,); 44.6 (CH,N); 48.3 ((CH,)2N); 49.9 ((CH,):N);
55.2 (OCHs); 101.0 (C-4a); 105.4 (C-8); 109.7 (C-6); 114.3
(2CH Ar); 117.7 (2CH Ar); 134.8 (C-7); 144.0 (C-8a);
145.0 (C Ar); 1532 (C Ar); 1552 (C-5); 155.9 (C-4);
178.7 (C-2). Haiineno, m/z: 397.1686 [M+H]". CH,sN,0,S.
Brruucaeno, m/z: 397.1693.
5-Tuapokcu-4-[4-(nupuauH-2-ua)nunepasu-1-uil-
1-pennaxunazonun-2(1H)-tuon (21e). Cmecpr 86 wmr
(0.21 mmons, 1.0 »kxB.) mupumunuaTHOHa 18e u 0.11 M
(0.84 mmorb, 4.0 5xB.) DMF-DMA B 5 ma PhH kunsrsr B
TedyeHue 1.5 4, oXJakaaroT 10 KOMHATHON TeMIepaTypsl U
ynapuBaloT gocyxa. K ocrarky noo6asistor 7 ma MeOH, 35
Mr (0.63 mMoutb, 3 9kB.) MeONa 1 KUIIATAT B TeUeHHE 2 d.
3areM cMech OXJaXIAal0T 10 KOMHATHOM TeMIlepaTyphl,
noakucisitor 0.2 M AcOH, pacTBOpuTENb yHapuBaroT.
Octarox cycnenaupyioT B 15 ma H,O u sxcrparupyrot
CHCl; (3 x 5 mu). O0beiMHEHHbIE OPraHUYECKHE CJIOH
cymat Haa Na,SO, u ynapuBarT, OCTaTOK MPOMBIBAIOT
3 man MeCN. Beixox 32 mr (36%), >xenatoe TBepaoe
BemecTBo, T. mi. 160-162°C. UK cnektp, v, em ! 3293,
3055, 2919, 2582, 1594, 1534, 1484, 1430, 1366, 1340,
1241, 1203, 1168, 1018, 983, 956, 800, 769, 696, 525.
Crextp IMP 'H (400 MI't, IMCO-d), 8, m. 1. (J, T'n):
3.70 (4H, 1, J = 5.5, (CHy);N); 3.83 (4H, 1, J = 5.5,
(CHy),N); 5.79 (1H, #, J = 8.0, H-8); 6.69 (1H, n. n,
J=17.1,J=5.0, H-5 Py); 6.74 (1H, 1, J = 8.0, H-6); 6.89
(1H, n, J=17.1, H-3 Py); 7.24 (2H, n, J = 7.0, H Ph); 7.33
(1H, 1, J= 8.0, H-7); 7.47 (1H, T, J = 7.0, H Ph); 7.55 (2H,
1, J=7.0, H Ph); 7.59 (1H, 1, J = 7.1, H-4 Py); 8.16 (1H,
n o, J=15.0,J=2.1, H-6 Py); 11.30 (1H, ym. ¢, OH).
Cnektp SIMP °C (100 MI'u, JIMCO-dy), 8, M. n.: 44.5
((CHy);N); 48.2 ((CHy);N); 100.9 (C-4a); 106.2 (C-8);
107.2 (C-3 Py); 1099 (C-6); 113.3 (C-5 Py); 128.2
(CH Ph); 129.5 (2CH Ph); 129.6 (2CH Ph); 134.3 (C-7);
137.7 (CH-4 Py); 141.4 (C Ph); 146.6 (C-8a); 147.6 (C-6 Py);
155.2 (C-5); 156.9 (C-4); 158.7 (C-2 Py); 179.3 (C-2).
HaﬁlleHO, m/z: 416.1541 [M+H]+ C23H22N5OS. Brrumc-
J1eHo, m/z: 416.1540.
(E)-1-[4-(ByTniaMuHo)-6-MeTHI-2-THOKCO-1-heHna-
1,2-quruaponupuMuANH-5-11]-3-(1MMeTHIAMHUHO)IPON-
2-en-1-om  (22). Cmech mnupuMuaAMHTHOHA 60 MT
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(0.19 mmomb, 1.0 3kB.) 18h u 63 Mk (0.48 mMmonb, 2.5 9KB.)
DMF-DMA B 5 mn PhH kunstsat B Teuenne 30 MuH,
pacTBOpHUTENb YIAPHBAIOT, OCTaTOK XpOMaTOrpadupyroT
(amoentr CHCl;-MeOH, 300:1—100:1). Beixon 43 mr (60%),
&KeJIToe TBepJoe BellecTBo, T. 1. 178—-180°C. UK cnektp,
v, oM ' 3237, 3090, 2955, 2925, 2866, 1616 (CO), 1555,
1491, 1414, 1382, 1350, 1272, 1153, 1114, 1066, 934, 892,
816, 773, 695, 582. Cnextp SIMP 'H (400 MI'ry, IMCO-d,
25°C), 6, M. a. (J, I'm): cMech IBYX pOTaMepoB B COOTHO-
menun 1:1: 0.90* (6H, T, J = 7.3, 2CH;CH,); 1.27-1.37*
(4H, m, 2CH,); 1.47-1.57* (4H, m, 2CH,); 1.66 (3H, ym. c,
CHj;); 1.90 (3H, ymr. ¢, CH3); 2.84 (6H, ¢, N(CHj;),); 3.14
(6H, c, N(CHs;),); 3.36-3.44* (4H, m, 2CH,N); 5.20* (2H,
ym. ¢, 2CH Bunmn); 6.95 (1H, yur. ¢, CH Bunmn); 7.21%*
(4H, yur. ¢, H Ph); 7.38* (2H, 1, J = 7.3, H Ph); 7.47* (4H,
1, J = 7.3, H Ph); 7.70 (1H, ym. ¢, CH Bununn). Crnekrtp
AMP C (100 MI'n, JIMCO-ds, 25°C), &, M. 1. cMech
JIByX poramepoB B cootHomenun 1:1: 13.7*% (CH;CH,);
19.8 (yur. ¢, CH;); 19.5*% (CH,); 20.9 (ym. ¢, CHj); 30.8*
(CHp); 37.2 (N(CHsj)y); 39.8*% (CH,N); 44.5 (N(CHs),);
97.0 (yur. ¢, CH Bunumn); 100.0 (yur. ¢, CH Bunmn); 128.0*
(CH Ph); 128.6* (2CH Ph); 129.2* (2CH Ph); 142.2*
(C Ph); 154.4 (ym. c, CH Bunun); 155.2* (C-4); 157.5
(ym. ¢, CH Bunmn); 181.3* (C-2); 184.7 (CO); 186.6 (CO);
curdanael atomoB C-5,6 ne mabmonmarorcs. Haiineno, m/z:
371.1896 [M+H]". C,0H,7N,4OS. Beruucneno, m/z: 371.1900.
8-ByTuna-4-merni-2-tuoxco-3-penunua-2,8-nuruapo-
mupuno|2,3-dlnupumuaun-S(3H)-on (23). Cmech 19 mr
(0.052 mmonb, 1.0 5kB.) MUpUMHUAMHTHOHA 22 U 12 Mr
(0.21 mMmomnb, 4 3xB.) MeONa B 5 Mmn MeOH kunstst B
TedeHne 1.5 4, OXJIAKAAIOT A0 KOMHATHOW TeMIlepaTyphl,
noakucisaor 0.1 mm AcOH, pacTBopuTenb yHapuBaroT.
K ocratky no6asisitor 30 Mt H,O u akcrparupyror CHCI;
(3 x 10 mi), oOBeIMHEHHBIE OPraHWYECKHE CJIOM CYIIaT
Hax Na,SO, u ymapuBarot. Beixox 14 mr (81%), sxenrtoe
TBepjoe BemecTBo, T. . 89-90°C. UK cmektp, v, cM :
2957, 2927, 2865, 1645 (CO), 1554, 1479, 1416, 1359,
1306, 1249, 1215, 1173, 1116, 1054, 944, 913, 825, 769,
732, 697, 551, 452. Cnextp SIMP 'H (400 MI', CDCls),
S, M. 1. (J, Tw): 1.00 (3H, 1, J = 7.1, CH3CH,); 1.38-1.48
(2H, M, CHy); 1.78-1.88 (2H, m, CH,); 2.77 (3H, ¢, CHj3);
424 2H, 1, J = 7.0, CH,N); 6.12 (1H, n, J = 7.5, H-6);
7.20 (2H, n, J=17.6, H Ph); 7.40 (1H, n, J=17.5, H-7); 7.54
(1H, T, J=17.6, H Ph); 7.60 (2H, T, J = 7.6, H Ph). Cnektp
SIMP C (100 MI', CDCl3), 8, m. a.: 13.7 (CH;CH,); 19.8
(CH,); 21.6 (CH,); 31.2 (CH,); 50.3 (NCH,); 109.8 (C-4a);
114.1 (C-6); 127.1 (2CH Ph); 129.5 (CH Ph); 130.4
(2CH Ph); 141.2 (C Ph); 142.7 (C-7); 152.8 (C-8a); 166.8
(C-4); 179.2 (C-5); 181.6 (C-2). HaiineHo, m/z: 326.1318
[M+H]". C,sH,0N;0S. Beraucneno, m/z: 326.1322.
MeTuiiMpoBaHue S-aneTnia-6-MeTua-2-Tuokco-1-3Tui-
2,3-quruaponupumuaud-4(1H)-ona (24). K pactBopy
137 mr (0.65 mmonb, 1.0 3kB.) coemuHeHus 24 B 6 mi
MeOH no6asmstot 54 mr (0.97 mmoisb, 1.5 5kB.) MeONa u
MePEeMEIINBAIOT TOJYYeHHYI0 CMECh B TEYeHHE 5 MHH.
3arem gobasnsior 0.080 mi (1.3 mmoms, 2.0 3xB.) Mel u
MepeMEIINBAIOT PEaKIHOHHYI0 CMECh elle 2 4, 3aTeM
ynapusaroT. Octatok xpomarorpadupyror (3moent CHCl—
MeOH, 1:0—60:1). [Tonrygatot coenuueHus 25 u 26.
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5-AneTna-6-MmeTuia-2-MeTHICYAb(aHnI-1-3THI-
mapumvuaua-4(1H)-on (25). Beixon 60 mr (41%). Benoe
TBepmoe BemecTBo, T. i 105-106°C, Ry 0.40 (CHCI;—
MeOH, 50:1). UK cnektp, v, em 11 2975, 2926, 1694 (CO),
1614, 1488, 1433, 1380, 1346, 1311, 1247, 1159, 1091,
976, 905, 795, 670, 634, 592, 556, 492. Cnekrp SIMP 'H
(400 MI', CDCly), 9, m. n. (J, T'm): 1.44 (3H, T, J = 7.0,
CH;CH,); 2.37 (3H, c, CHs;); 2.58 (3H, c, CH;CO); 2.62
(3H, ¢, CH;S); 4.07 (2H, ymr. ¢, NCH,). Crextp SIMP "*C
(100 MI'u, CDCly), 8, m. a1.: 14.2 (CH3CH,); 15.5 (CH;S);
15.9 (CH;); 31.5 (CH;CO); 43.4 (CHyN); 121.9 (C-5);
150.6 (C-6); 164.0 (C-2); 1652 (C-4); 202.2 (CO).
Haiineno, m/z: 227.0857 [M+H]". C;oH;sN,0,S. Brrunc-
neHo, m/z: 227.0849.

5-AneTmii-6-MeTHI-2-MeTOKCU-1-3THINUPUMHUIMH-
4(1H)-on (26). Brixog 48 wmr (35%), Oemoe TBepmoe
BemecTBo, T. wi. 124-125°C, R; 0.32 (CHCl;-MeOH, 50:1).
UK cmextp, v, cM 't 2981, 2940, 1693 (CO), 1640 (CO),
1630, 1528, 1446, 1378, 1346, 1316, 1265, 1224, 1169,
1139, 1087, 1033, 1002, 975, 921, 796, 743, 691, 653, 622,
597, 559, 505. Cnextp SIMP 'H (400 MI'u, CDCl3), 8, M. 1.
(/, Tw): 1.32 (3H, 1, J = 7.0, CH;CH,); 2.34 (3H, ¢, CHj3);
2.57 (3H, ¢, CH3;CO); 3.96 (2H, k, J = 7.0, NCH;); 4.06
(3H, ¢, OCH3). Criextp SIMP *C (100 MI', CDCly), 8, M. 11.:
14.3 (CH;CH,); 15.3 (CHs3); 31.4 (CH;CO); 40.7 (NCH,);
56.2 (OCHj;); 121.3 (C-5); 150.3 (C-6); 156.4 (C-2); 168.1
(C-4); 2022 (CO). Haitneno, m/z: 211.1080 [M+H]".
CoH5N,03. Brruucaeno, m/z: 211.1077.

5-T'uapokcu-2-merokcu-1-3Tunxunazonun-4(1H)-on
(27). Cmech 0.22 mmomns (1.0 7KB.) TMPUMHUINHOHA 25 WK
26 u 0.22 mi (1.65 mmons, 7.5 3xB.) DMF-DMA B 5 M
PhH kunsTsaT B TedeHnue 7.5 4, 3aTeM OXJIAXKIAIOT 0 KOM-
HATHOM TeMmIepaTypbl M yHapuBamT gocyxa. OcrTaTok
pactBopsitor B 5 Ma MeOH wu pobGaemstor 31 wmr
(0.55 mmons, 2.5 skB.) MeONa. IlomydeHHBIH pacTBOp
KHTIATAT B TCUCHHE 2 9, OXJTAXKAAIOT 0 KOMHATHOM TeMIIe-
paTypsl, pacTBOpUTENb ymapuBarT. K octaTky 100aBIsSIOT
30 mi1 H,0, 0.2 M AcOH u skcrparupyror CHCIl; (3 % 10 mo).
OO0benMHeHHBIE OpraHUYecKUe Ciiou cymat Haj Na,SO4 u
ynapuBatoT. Ocratok pactBopsitor B 1 mur PhH u Beicak-
JaloT 2 M metposeiiHoro a¢upa. IlomydeHHbId ocamok
XpoMmarorpadupyroT (3JI0CHT MNEeTPONeHHbIH  ddup
EtOAc, 2:1—0:1). Bexox 19.9 mr (41%, u3 coenuHeHus
25), 21.3 mr (44%, u3 coenuHeHus 26), Gemoe TBepmoe
BemiecTBo, T. . 174-175°C, R 0.34 (merponeiinsiit a¢up —
EtOAc, 3:2), R¢ 0.32 (CHCl;-MeOH, 50:1). UK cnekrp,
v, eM 'z 3029, 2976, 2928, 2853, 1637 (CO), 1609, 1556,
1502, 1481, 1442, 1414, 1374, 1313, 1293, 1273, 1250,
1216, 1186, 1166, 1151, 1060, 987, 963, 887, 816, 773,
741, 689, 665, 629, 491. Crnextp SIMP 'H (400 M,
CDCly), 8, m. a. (J, T'm): 1.38 (3H, T, J = 7.1, CH3CHy,);
4.13-4.19 (5H, M, OCH;, CH,N); 6.71 (1H, n, J = 8.4,
H-8); 6.81 (1H, n, J = 8.4, H-6); 7.53 (1H, T, J = 84,
H-7); 13.38 (1H, ¢, OH). Cnextp SIMP "C (100 MI,
CDCly), 6, m. a.: 129 (CH;CHp); 39.9 (CH,N); 56.5
(OCHj3); 102.8 (C-8); 105.6 (C-4a); 111.2 (C-6); 135.5
(C-7); 140.8 (C-8a); 157.7 (C-2); 162.2 (C-5); 174.6 (C-4).
Haﬁ]leHO, m/z: 221.0929 [M+H]+ C1|H13N203. Brrumnc-
jieHo, m/z: 221.0921.
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S5-I'mapoxcu-1-3runxunazonun-2,4(1H,3H)-nuon (28)
MOJyYar0T B Ka4eCcTBE MOOOYHOTO MPOAYKTa MPU XPOMATO-
rpaduyeckoM BbIIeNieHHN coeanHenust 27. Brixox 6.8 mr
(15%, u3 coemuuenus 25), 9.5 mr (21%, u3 coenuHeHUs
26), Genoe TBepaoe BemiectBo, T. miI. 206-208°C, Ry 0.68
(metponeinbiii 3¢pup — EtOAc, 3:2), Ry 0.24 (CHCl5—
MeOH, 50:1). UK cnexTp, v, em ' 3156, 3032, 1685 (CO),
1670 (CO), 1622, 1495, 1474, 1442, 1368, 1306, 1267,
1187, 1163, 1089, 1065, 1040, 973, 873, 847, 808, 753,
708, 689, 673, 617, 481, 470, 437. Cuextp SIMP 'H (600
MTI'u, CDCl;), 8, m. n. (J, T'm): 1.35 3H, T, J = 7.1,
CH;CH,); 4.18 (2H, k, J = 7.1, CH,N); 6.66 (1H, n, J =
8.2, H-8); 6.73 (1H, n, J = 8.2, H-6); 7.58 (1H, T, J=8.2, H
-7); 8.84 (1H, ¢, NH); 11.69 (1H, ¢, OH). Criextp SIMP "*C
(151 MTI'u, CDCly), 6, M. a.: 12.3 (CH3CH,); 38.6 (CH,N);
101.7 (C-4a); 103.9 (C-8); 110.9 (C-6); 137.2 (C-7); 141.2
(C-8a); 149.3 (C-2); 162.3 (C-5); 166.3 (C-4). Haiineno, m/z:
207.0760 [M+H]+. C10H1N,O5. Brruncaeno, m/z: 207.0764.

(E)-1-{4-[2-(AumeTHIAMUHO)BUHII|-6-(TPpU TOPMETIIT)-
nupumMuauH-S-wij3radon (30). Pacteop 3.45 r (17.8 MmMorb,
1.0 sxB.) coequnenus 29 u 5.2 mia (39.2 MMons, 2.2 3KB.)
DMF-DMA B 30 min PhH kunsrsar B Tedenue 3.5 u,
OXJIAXIAI0T JI0 KOMHATHOW TEMIIEpaTyphl U YIapUBAIOT.
Ocrtarok xpomarorpadupyrotr (amoent PhH-Me,CO,
1:0—4:1). Bexox 2.59 1 (56%), >xentoe TBepaoe
BemecTBo, T. M. 124-125°C (t. . 125-126°C*). Crextp
SIMP 'H (300 MI'n, JIMCO-dg), 8, M. . (J, Tw): 2.51 (3H,
¢, CHj); 2.87 (3H, ym. ¢, N(CH;),); 3.16 (3H, ym. c,
N(CHs),); 4.65 (1H, n, J = 12.0, CH Bunun); 8.17 (1H, n,
J=12.0, CH Bunun); 8.68 (1H, ¢, H-2). Macc-cnektp, m/z
(Iomn%): 259 [M]" (27), 244 [M—CH;]" (100).

(E)-3-(Jumerninamuno)-1-[4-MeTui1-6-(rpudropmerui)-
NUPUMHAUH-5-wia|npon-2-ed-1-on  (31) mnomyuaroT B
Ka4yeCcTBE MOOOYHOrO MPOIYKTa MPH XPOMATOrpapHUIECKOM
BeiienieHuu coeaunenus 30. Beixox 0.71 r (15%), xentoe
TBepJI0€ BemecTBo, T. . 127-128°C. UK cnektp, v, em
3023, 2927, 1631, 1582, 1432, 1400, 1357, 1301, 1276,
1250, 1202, 1147, 1117, 1067, 992, 896, 819, 617. Cnektp
SAMP 'H (600 MI'u, JIMCO-ds, 25°C), &, m. a. (J, I'm):
cMech JBYX potamepoB A u B B cootHomenmm 2:1:
poramep A: 2.44 (3H, ¢, CH;); 2.84 (3H, ¢, N(CHs3),); 2.98
(3H, ¢, N(CH3),); 5.28 (1H, n, J = 13.0, CH Bunun); 7.06
(1H, n, J = 13.0, CH Bunun); 9.23 (1H, c, H-2); potamep
B: 2.52 (3H, ¢, CH3); 2.84 (3H, ¢, N(CHs;),); 3.18 (3H, c,
N(CHs),); 5.20 (1H, n, J = 13.0, CH Bunun); 7.84 (1H, n,
J=13.0, CH Bunnn); 9.21 (1H, ¢, H-2). Crextp SIMP *C
(151 MI'u, AMCO-dg, 25°C), 6, M. n. (J, T'm): cMech aBYX
potamepoB A u B B cootHomernuu 2:1: poramep A: 22.2
(CH3); 37.1, 44.3 (N(CH3),); 99.3 (CH Bunun); 121.1 (k,
'Jer = 275.0, CF3); 131.5 (C-5); 149.1 (x, Jer = 36.0, C-4);
158.3 (CH Bunmn); 157.1 (C-2); 167.4 (C-6); 184.4 (C=0);
poramep B: 22.2 (CHj); 37.4 (N(CHsj)y); 44.9 (N(CHs)y);
94.5 (CH Bunmn); 134.1 (C-5); 154.0 (CH Bunmn); 157.0
(C-2); 167.0 (C-6); 186.2 (C=0); curnanst atomoB C-4,6, a
taxoke rpynms CF; He Habmonatorcst. Criektp SIMP F (376
MI', IMCO-dg, 25°C), J, M. 1.: cMeCh IBYX pOTamMepoB A
u B B cootHOomenuu 2:1: poramep A: —64.15; poramep B: —
63.95. Haﬁ}ICHO, m/z: 260.1009 [M+H]+ C]1H13F3N30.
Beruucneno, m/z: 260.1005.
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4-(Tpudropmernn)xunazoaun-S-o1 (32). Cmecy 0.17 1
(0.66 mmonb, 1.0 sxB.) mupumuarHoHa 30 1 0.11 1 (2.0 Mmmoub,
3.0 7xB.) MeONa B 7 mn MeOH kumsatsaT B TeueHue 7 9,
OXJIAKAAIOT IO KOMHATHOM TeMIepaTyphbl, MOAKUCISIIOT 0.5 M1
AcOH, pacTBOpHTENb YMAapHBAIOT, OCTATOK IPOMBIBAIOT
5 ma HyO u BeicymmBaror. Beixon 0.12 1 (84%), Genoe
TBEpOe BelecTBo, T. . 213-214°C. UK cnektp, v, oM
3077, 2799, 2721, 2634, 1615, 1578, 1554, 1520, 1394,
1348, 1268, 1171, 1036, 963, 838, 787, 724, 617, 511.
Crextp AMP 'H (600 MI't, IMCO-d), 8, m. 1. (J, T'n):
7.22 (1H, o, J = 8.1, H-6); 7.61 (1H, n, J = 8.1, H-8); 7.96
(1H, T, J= 8.1, H-7); 9.35 (1H, ¢, H-2); 11.45 (1H, ¢, OH).
Crextp SIMP °C (151 MI'u, IMCO-dq), 8, m. 1. (J, Tw):
1124 (C-4a); 113.7 (C-6); 1193 (C-8); 121.7 (x,
Jer = 275.9, CFs); 136.8 (C-7); 152.5 (x, Jor = 36.0, C-4);
153.2 (C-2); 153.3 (C-8a); 153.8 (C-5). Cnextp SIMP "°F
(376 MI'y, AMCO-d;, 25°C), 6, M. 1. —63.3. Haiineno, m/z:
215.0424 [M+H]". CoHsF3N,O. Boruucnero, m/z: 215.0427.

4,8-TumeTna-2-gpennanupuno(2,3-dlnupumuaun-
5(8H)-on (34). Cmech 113 mr (0.34 mmodb, 1.0 3kxB.) nupu-
muanHa 33 u 0.18 mu (1.36 mmons, 4.0 3xB.) DMF-DMA B
5 mia PhH KumsaTsaT B TeueHue 2 9, OXJIaXKJAIOT IO KOM-
HATHOHM TEMIlEpaTypsl M YIAPUBAIOT, OCTATOK XpOMATo-
rpapupyrotr (3moear CHCl;-MeOH, 1:0—60:1). Brixox
47 mr (55%), GecuBeTHOE TBEpJOE BEUIECTBO, T. TI. 206—
208°C. UK cmektp, v, cM ' 3065, 2942, 1634 (CO), 1597,
1555, 1491, 1362, 1259, 1183, 1167, 1071, 834, 724, 694,
552, 460. Criextp SIMP 'H (400 MI't, IMCO-d), 8, m. 1.
/, Tm): 2.97 (3H, ¢, CH3); 3.83 (3H, ¢, NCH3); 6.18 (1H, g,
J =19, H-6); 7.52-7.60 (3H, m, H Ph); 8.04 (1H, g,
J=17.9, H-7); 8.48-8.52 (2H, m, H Ph). Cnexrp IMP "°C
(100 MTI'u, IMCO-dg), o, m. a.: 25.8 (CHj3); 37.6 (NCH;);
114.1 (C-6); 114.6 (C-4a); 128.5 (2CH Ph); 128.7
(2CH Ph); 131.6 (CH Ph); 136.3 (C Ph); 144.5 (C-7); 155.4
(C-8a); 161.7 (C-2); 171.1 (C-4); 178.0 (C-5). Haiineno, m/z:
252.1127 [M+H]". C;5H4N;0;. Beruucneno, m/z: 252.1131.

@aisl cOPOBOAUTENBHBIX MAaTEPUAIOB, COIECpPKAIIMM
Konuu cnexkrpoB AMP 'H, "Cu2D skcriepuMeHToB SAMP,
JIOCTYTICH Ha caiite xypHaia http://hgs.osi.lv.
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