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Cl )
R // R\S//O //N \q\n -0 R
\( R! NH2 d | £ // 2N HCI ’/
OEt MeOH NH 1 ,4-dioxane /g A, 3 h /&
IIR1 A, 3h 83-97%
72—93% 69-94%
R = Me, Ph; R'= CH,CH,OAc,n=1, 2 OH

PaspaboTtan yq0OHBI METOJI CHHTE3a HOBBIX CYJIB(OHOBBIX MPOH3BOJHBIX HUTO3WHA — 8-(MeTHI(DeHIT)CyabPOHIT)-2,6-TUTHIPO-
nmuaaso[ 1,2-clmmpumuans-5(3 H)-ono u 9-(mermn(dennn)cynbdonmn)-2,3,4,7-rerparuapo-6 H-mupumuno[ 1,6-a|nupumMuuH-6-0HOB —
MIPH B3aMMOJICHCTBHH 3-aMUHO-2-(MeTHII((eHNIT)CYNb(HOHMIT)aKpHIOHHTPIIOB ¢ 1-H30IMaHaTO-2-XJIOPITAHOM H 1-H30IMaHaTo-3-XJI0p-
nponanoM. [TorydeHHbIe reTepmicynb(GOoHEI 0071aJal0T MTPOTUBOBHPYCHON aKTHBHOCTEIO.

KioueBsble ciaoBa: 3-amuHO-2-(MeTHI(eHIT)CyTb(OHIIT)aKpHUITOHUTPIITEL, 8-(MeT((dernn)cynbhormt)-2,6-muruaponmunasof 1,2-c]-
mupuMuInH-5(3H)-o8b1,  9-(MeTmn(ermn)cynbdonnn)-2,3,4,7-rerparunpo-6 H-mupumuno[ 1,6-a | mupuMUIHH-6-0HBI, TETEPOLUKIN3ALIHS,
MPOTHBOBHPYCHASI aKTHBHOCTb.

[Ipou3BoIHBIE TUPUMUIMHOB U TyPUHOB IIMPOKO MPET-
CTaBJCHBl B PACTUTEILHOM MHPE M SIBISIOTCS BaKHBIMHU
COCTABIIIIOIIUMHU JKMBBIX OPTaHU3MOB, a CHUHTETHUYECKUE
CTPYKTYpHBIE aHAJOTH TUPUMHUIUHOB W IYPHHOB 00Ja-
JAIOT Pa3IMIHONW OMONOTMYECKONH aKTUBHOCTHIO M HAaXo-
IATCs B (POKyCe HCCIEeIOBAHUN MEIUIIMHCKOW XUMHHU C
[eIbI0 TIOMCKAa HOBBIX JIGKAPCTBEHHBIX cpenactB. Cpenn
OTPOMHOTO  KOJHMYECTBA JIGKAPCTBEHHBIX TIPENapaTos,
KOTOpbIe MPUMEHSIOTCSI B MEIUIMHCKOHN MpakTuke, Ooee
90% B CBOEH CTPYKType COJEpKaT TeTePOLUKINISCKUI
dparment.' PasBuTHE KOMOMHATOPHOH XHMHH M METOJIOB
BBICOKOTIPOM3BOJIUTEIPHOTO CKPUHHWHTA, B TOM 4YHCIIE
CpeIr pa3IUYHbIX a30TUCTHIX TETEPOIUKINISCKUX CHCTEM,
MO3BOJIMIIN BBIJIEIUTh KITIOYEBBIE CTPYKTYpPHI, HA OCHOBE
KOTOPBIX CO37IaHbl HOBBIE JICKQpPCTBEHHBIE TIperapaThl
paznuyHoro neictBus. Ha puc. 1 mpencraBneHsl mpo-
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M3BOJHBIE IIyPUHOB M IHUPUMHUIMHOB — JIEKAPCTBEHHbIE
Tpenaparsl ¢ IPOTHBOBUPYCHBIM JeiiCTBHEM.”

OTMeTnM, YTO pa3iu4Has CTPYKTYpHas MOAW(DUKAIISL
MPOM3BOJIHBIX THPUMHIMHA MOXET OBITh oOOecredeHa
MyTeM BBEACHUS B 0a30BBIA T'€TEPOLMKIMICCKUIN (pparMeHT

o)
Hal NH
o) |
N /&O
H)N\ [ > R
HNT SN N OH
o HO H

Acyclovir (R = H) Floxuridine (Hal = F)
Ganciclovir(R = CH,0OH) Idoxuridine (Hal = I)
Pucynok 1. IIpoTiBOBUpYCHBIE NIpenapaThl HA OCHOBE ITyPHHOB U

MUPUMHUMHOB.
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HOBBIX 3aMECTHTEINCH, YTO MO3BOJIMT MOIYIUTh HAOOp coe-
IVWHCHWH C (GYHKIUOHAIGHBIMH TPYIIIaMH, HEOOXoau-
MBIMH TSI MEAUIIMHCKON XHUMUH.

Lenpto mpencrapieHHONH pabOTHI OBUIO CO3JAaHHE HOBBIX
TIPOM3BOHBIX MMHUPHMUIMHA, COAEpXKammx (apmakoopHbIe
METHIICYTb(QOHIIEHBIE ¥ (EHWICYIH(OHUIBHBIC TPYIIIIHL.
OTH  (QyHKOMOHAIBHBIC TPYNIBI SABISIOTCS Ba)KHBIMH
CTPYKTYpHBIMH  ()parMEHTAMH MHOTHX OHOJOTHYIECKH
AKTHBHBIX COEIMHEHHH,” a METHICYTb()OHMIbHAS TPyTINa
BXOJIMT B COCTaB HEKOTOPHIX MPUPOIHBIX COEIMHEHHii.*

Jnst co3maHus HOBBIX MOTEHIMAIBHBIX MPOTHBOBUPYC-
HBIX COCAMHEHWH Ha OCHOBE (METHI)apuiICylb(pOHOB pa3-
paboTaHa HOBas CHHTETHYECKass MeTomoyorusa. Tak,
TeTePOIUKIN3ANUA  N-3aMEIIeHHBIX  3-aMUHO-2-(MeTHII-
(permm)cymsdpornm)akpunonuTpwios la—h ¢ l-m3ormanaro-
2-xJI0p3TaHOM (2) TPU KUISYCHUH B JHOKCAaHE BIICPBBIC
MO3BOJIHJIA TOJIy4YUTh 2,6-puruapoumuaasol 1,2-cl-
mupuMuanH-5(3H)-oub1 3a—h ¢ cynphoHMIBHOMN TpymITONi
B IOJIOKCHHH 8 (cxema 1).

Cxema 1 CI\L
_0
z N
//O _N /C R\S//O /->
// R1NH2 // ~ /7
| —_— O /g
OEt MeOH NH 1,4-dioxane
t,1h gt A3h R
79-93% 1a-h 84-94% 3a-h
N
R\S/P /’>
2 N HCI 9 N - HCI
3e g —— o | /g
A, 3h N~ o
83-95% H
3i,j OH
aR=Me, R"=H;bR=Me, R'=Pr;cR=Me, R" =Ph;

d R =Me, R'=Bn; e R = Me, R" = CH,CH,OAc; fR = Ph, R' = Bn;

g R =Ph, R" = CH,CH,0Ac; h R = Ph, R" = 4-MeCgHy;
iR=Me;jR=Ph
T CTCPOLUKIIN3ALNA C HUCITIOJIB30BAHUEM C€HaAMHUHO-

Hutpuwios la,b,d,gh u 1-u3onmanaro-2-xmopnponana (4)
MO3BOJMJIA PACIIUPHUTH PAN NHPUMHIUHOBBIX IPOH3-
BOJHBIX W 3aBEpIIUIach oOpasoBaHmeM 2,3,4,7-TeTparuapo-
6H-mupumvuol 1,6-a|mmaprmvurH-6-oHOB Sa,b,d,g h (cxema 2).

B Hammx npeapaynmx UCCIeA0BAaHUSIX OBLIO IMOTy4eHO
JIIIH OJTHO COCAMHEHHUE C METHICYIIb()OHIFHON TPYIIIIOHi
(SO,Me) B mosnoxeHun 9, KOTOpOE SIBISETCS CUHTETH-
YECKHUM aHaJIOTOM LUTO3MHA U MEPBBIM Mpumepom 2,3,4,7-
Juruapo-6 H-nupumuo| 1 ,6-a]HI/IpI/IMI/IZH/IH-6-OHa.5

CTouT OTMETUThH, YTO CPEeAd HEMHOIOUYUCIEHHBIX 2,6-11-
rugponmunasof 1,2-clnupumunnn-5(3 H)-0HOB, W3BECTHBIX
Ha CETOMHSIIHUN JeHb, €CTh COEJAMHEHHUs, 00Jaaaronue
MIPOTUBOBUPYCHOM aKTHBHOCTBI0,” TakKe JaHHBIE COCIU-
HEHUs OBLIM HCIOJL30BaHbIl B KAuyeCTBE ONTHUECKHX
30HIOB B HCCIIeOBaHHSX D-rimrepansaerui-3-docdar-
nemuporeHa3LI,7 a HYKJIEO3WJbl Ha OCHOBE aHaJloroB
UTO3WHA OBLIH BKITFOUYCHBI B OJIATOMEPHEIC I[HK.8

HHrepecHO, 4YTO CHHTE3 HCXOAHBIX aMHUHOAKPUIIO-
HUTPUWIOB la—h, HEOOXOMUMBIX JUIS MPOBEACHHUS TETEpPO-
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Cxema 2 CI/\L
ﬁ
// \(
1 ,4-dioxane o
A, 3h
1a,b,d,g,h 69-94% 5a,b,d,g,h
N
Ph. /j Ph |/j
,, 2 N HCI P N
o - HCl
“aA3h P
97% HN O
5g OAc 5 OH
aR=Me,R'=H;bR=Me, R"=Pr; d R = Me, R' =Bn;
g R=Ph, R' = CH,CH,0Ac; hR = Ph, R" = 4-MeCgHy;

jR=Ph

LUKJIU3A0WY, [POUCXOIWI TPH HYKICODUIBHOM 3aMe-
IIEHUH aMUHOTPYIMIOM 3TOKCUTPYMNIIBI COOTBETCTBYIOLIUX
CyMb(OHMTAKPHIOHHTPIIOB. ™ Peakiys TpOXOMMIa 10CTa-
TOYHO OBICTPO M B MSTKHX YCJOBHSX, YTO OOYCIOBIHBAET
IIMPOKHE BO3MOXHOCTH BapbUpOBaHMs 3aMecTuTens R
(cxemsl 1, 2). T'ereporuiinzaius ¢ MIpUMEHEHUEM XJIOP-
AJKWIM301IMAHATOB 2, 4 MPOXOIUT Kak JOMHHO-TIPOIIECC,
KOTOpBIM HA4YMHAETCA C AaLWIAPOBAHUA H30LUAHATHOU
rpynnbl  pparmenTa NH HMCXOTHBIX aKpUIOHUTPHUIIOB C
MoCeayome HykIecoQWIbHOW aTrakoil HUTPHIBHOU
Ipymnisl ¥ N-aJKAIHPOBaHUEM IOIYUYEHHONH UMHHOTPYIIIBI
(cxema 3, moka3zaHO Ha TpuMmepe |-nM3o1MaHaTO-2-XJIOp-
aTana (2)).

Cxema 3
Cl
RS _N o NH
PN g~ Ol R
12 d | HN 7 N
— — Q0 | — 3
NNo " AO —Hcl
R FI{1

T'uaponus >¢upHoit rpynmel coenuHeHuil 3e,g u Sg
HNPOBOJMIN B pa30aBieHHONH COJSIHOM KHCIIOTE, 4YTO
MO3BOJIMJIO TIOJIYYUTh COOTBETCTBYIOLINE COEOMHEHUS 3i,j
U 5j B BUe THAPOXIOPHUIOB (cxema 2, 3).

CrpoeHHE NOJYYEeHHBIX TeTepuwicyibpoHOB 3a—j u
5a,b,d,g,h,j TOATBEPKACHO MaHHBIMH CIEKTPOCKOINHU
AMP 'H n “C, XpOMaTO-Mac-CIIEKTPOMETPUH, A TAK¥KE
PEHTTEHOCTPYKTYPHBIM HCCIEZOBaHHEM coeauHeHust 3b
(puc. 2).

Pacnipenenenne AnMH CBA3eH M BaJCHTHBIX YTJIOB B
onmmkmaeckoit cucreme N(1)-N(3)/C(1)-C(6) turmmasao st
nono6uex cucteM. Jmma cemsm C(2)-N(3) 1273(2) A
THOUYHA I ABOMHOM cBsisu C—N, a IIMHBI OCTaJbHBIX
CBSI3€H B INECTHWICHHOM IHKJIE UMEIOT MPOMEKYTOUHBIE
3HAYCHUS CPEH JJIMH OAWHAPHBIX U ABOHHBIX cBs3er C—C
n C—N, 4TO CBHIETENHCTBYET O COMPSDKEHHH B CHCTEME.
WHTEpecHO OTMETUTBH, YTO HE TOIBKO MIECTUUICHHBIA ITUKIT
ABJISICTCS TIJIAHAPHBIM, HO M BCA OMIMKIIMYECKas CHCTeMa —
IUTAHAPHOH (CpeIHEKBAAPATUYHOE OTKIOHEHHE aTOMOB OT



Chem. Heterocycl. Compd. 2019, 55(4/5), 401-407 [Xumus cemepoyura. coeounenuii 2019, 55(4/5), 401-407]

Pucynok 2. MonekymnspHas cTpykrypa coeauHenus: 3b. OcHOB-
Hble TEOMETPHHYECKHE TIApaMeTpsl (IUTMHBI CBA3eil TPHUBENEHHI B A,
yomel B Tpam):  N(1)-C(1) 1.401(2), N@)»C(1) 1.357(2),
N(2)-C(2) 1.401(2), C(3)-C(2) 1.448(2), C(3)-C(4) 1.346(3),
N(1)-C(4) 1.366(2), N(2)-C(5) 1.468(2), N(3)-C(2) 1.273(2),
NB)-C(6) 1479(2); C(1)-N@2)-C(2) 127.46(16), N(2)-C(2)-C(3)
114.35(16), C(4)-C(3)-C(2) 119.05(16), C(3)-C(4)-N(1) 122.89(17),
C(4)-N(1)-C(1) 121.67(16), N(2)-C(1)-N(1) 114.41(16),
C(2)-N(2)-C(5) 108.38(15), N(3)-C(2)-N(2) 115.90(16),
C(2)-N(3)-C(6) 106.78(16), C(1)-N(2)-C(5) 124.16(16).

IUIOCKOCTH OMIMKIIMYecKoil cuctembl coctasisier 0.0148 A)
HECMOTpS Ha OTCYTCTBHE CONPSDKCHHS Uepe3 Sp°-THOpH-
Mu30BaHHBIE aToMbl yriepoaa C-5,6. Jimna csazu N(1)-C(7)
1.472(2) A 6mu3ka K CTAaHZAPTHOMY 3HAYEHHIO OIMHAPHOM
cemu C-N, xotopoe coctasmser 1.45 A. Camu S(1)-C(3)
(1.7527(18) A) u S(1)-C(10) (1.7501(19) A) »xBUBaNECHTHEI
B IpefiesiaX MOIPeIIHOCTH SKCIIEPUMEHTA.

[IpoTuBOBUpYyCHAs aKTUBHOCTh coeAnHeHui 3a,d,h,j u
5d Obuta McciaemOBaHA B OTACICHUH MEAMATPUN Y HUBEP-
cuteta Anabama B bupmumnreme Ha nuaum kineroxk HFF,
MOPaXEHHBIX OJHUM M3 IIOJIMOMaBHPYCOB, BupycoM BK
(mwramm Gardner), u muaun xietok HEK 293, mopaxen-
HBIX BUpycoM nanwiomsl (Human papillomavirus, mramMm
HPV-11).

Pe3ynpTaToM NpoBeIeHHBIX HCCIEI0BaHNH cTano oOHa-
py’XeHHe BBICOKOW aKTHBHOCTH coenuHeHuit 3d u 5b mo
otHomeHnI0 kK BUpycy BK. KomuuecTBeHHbIe mapameTpsl
MIPOTUBUPYCHON aKTUBHOCTH coeanHeHHH 3d u Sb mmMemnn
MOPSAOK IOKa3aTelel mpemnapara CpaBHEHHS IHUI0(OBUP
(tabn. 1), a mo mapamerpy Slgy coemunenust 3d, 5b
3HAYUTENIHHO MTPEBOCXOIMIN JIEKaPCTBEHHBIN Mpenapar.

Takxe oTMETHM, YTO coeMHEHHE 3j 10 OTHOIIEHHIO K
BHPYCY MalMIJIOMBI ITOKa3aJ0 CYIIECTBEHHO OoJiee BBICO-
KYI0 aKTHBHOCTb, YeM IIperapar cpaBHeHHA (Ta0x. 2).

Takum oOpazom, Hamu pa3paboTaH YIOOHBIM MeTon
CHHTE3a HOBBIX NPOU3BOAHBIX CYIb(GOHOB psifa ITUTHAPO-
HMMAIA30IMPUMUINH-5-0Ha U JUTHIPOTTHPUMHAIOTTAPIMHTHH-
6-ona. IlIpemnokeHHass CHHTETHYECKas METOOJIOTHS
OCHOBaHA Ha MPHUMEHEHHNH JOCTYIHBIX PEareHTOB, a TaKKe
MO3BOJISIET TIOJTyYaTh pa3HOOOpasHble (HYHKIIMOHAIU3HUPO-
BaHHBIE CTPYKTYpHBIC aHAJIOTH Ha OCHOBE KIIIOYEBON MMHPH-
MHUJMHOBOH CHCTEMBL. Y HEKOTOPBIX U3 IOJyYeHHBIX
COCIMHEHUI OOHapy)XeHa BBICOKAas MPOTHBOBUPYCHAsS
aKTUBHOCTH (MO oOTHomeHwio kK BUpycy BK u Bupycy
MANMUIOMBI), YTO TOATBEPXKAaeT 3HAYMNMOCTH JTaHHOM
paboTel M ABIAETCS YOEOUTEIHHBIM apryMEHTOM JUIS
MIPOJIOJKEHNUS MCCIIEIOBAHUN B JAHHOM HAIPaBJICHUN.
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Tabauna 1. [TpoTuBoBUpYCHAS aKTUBHOCTH coeauHeHui 3d, Sb
o oTHoLIeHMIO K Bupycy BK B cpaBHeHnU ¢ npenapatom
nupodosup™*

ECso, ECop, CCso,

Slso
MKMOJIB/JT  MKMOJIB/JT  MKMOJIB/JI

Coenunenune Sly

>
O// | N/LO
)

Ph

3d
o
N/&O
Me\)

5b

o]
Me\S//

0.66 1.03 >150.00 >229 >146

0.96 1.14 >150.00 >157 >132

NH;

N/l

A

° 0.24 9.53 >150.00 >600 >16
OH

Ho03P_O
ITunodosup

* ECsp — KOHIIEHTpALUsl, KOTOPasi BBI3bIBACT YMEHBIICHUE PCILUTMKALIN
BupycoB Ha 50%; ECy) — KOHLIeHTpa1ysl, KOTOpasi BI3bIBAECT yMEHbLICHUE
perumkarmu BupycoB Ha 90%; CCsy — KOHLEHTpaIms, IpH KOTOPOH
BrkuBaer 50% kietok; Slsg = CCso/ECsp; Slpg = CCso/ECoj.

Ta6auuna 2. [IpoTuBOBHpYCHAS aKTUBHOCTH COCAMHEHHUS 3
10 OTHOLICHHMIO K K BUPYCY MAIWILUIOMBI TI0 CPAaBHEHHIO
¢ mpenapaTtom 1uaodpoBup*

ECso, ECop, CCso,

MKMOJIB/JT MKMOJIB/JT  MKMOJIb/JT

CoenuneHne Sly

Ph. S//O ’\/'—}
b N
o HCI
Tlo 4.16

N

44.04 >100.00 >24 >2

HO.
3j

148.00  >200.00 >200.00 >1 1

Iunodosup

* Cm. mpuMeu. K Taou. 1.

3RC]’[CpHMeHTaJ’ILHaH HacTb

Cnekrpsl SIMP 'H u "°C 3apeructpuposans! Ha npu6ope
Varian Unityplus 400 (400 u 100 MI'm cooTBeTCTBEHHO),
BHyTpeHHHUH crangapT TMC. MHTepnperanusi CUTHAJIOB B
crektpax SMP e NPOBECHA TOCPEACTBOM METOJUKHA
APT. Xpomaro-mac-CeKTpsl 3alHMCaHBl Ha BBICOKO-
3¢ deKTHBHOM XHIKOCTHOM xpomartorpade Agilent 1100
Series, OCHaIIIEHHOM JHUOJIHOM MaTpHUIEH C MacC-CEeNEeKTHB-
HeIM netekTopoM Agilent LC/MSD SL, wmonmsamus —
XMMHYECKas WOHM3AaLUS MpPHU aTMOC(HEPHOM JaBICHHUH.
DJIeMEHTHBIN aHaJIH3 BBHINOJHEH B aHAJHUTUYECKOH J1abop-
atopun MHCTHUTYTa OMOOpPraHMYECKOW XUMHH U HedTe-
xumun HAH VYxpaunst um. B. TI. Kyxaps. Conepxanue
yriaepoja W BOJOPOAA OIPEICIIEHO BECOBBIM METOJ0M
IIperusi, comepikaHue a3oTa — ra3oMETPHYECKHM MHKPO-
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MeronoM Jlfoma, a comepykaHHue Cepbl — TUTPUMETPHICCKIM
meronoMm lllénurepa. Temmeparypbl IJIaBJIE€HHUS OIpene-
JieHsl Ha yctaHoBke Puinepa—/lxoHca. Kontpons 3a xonom
peakuuii ¥ YUCTOTOM NOJYyYEHHBIX COEIUHEHUH oOcylle-
ctBiieH MeronoM TCX Ha macTHax ¢ cuimkareiaeM 60
F,s54 Merck.

Metonnka cuHTe3a U (YU3UKO-XUMIYECKUE XapaKTepHC-
TUKA  3-3TOKCH-2-(METHICYIh(POHMI)aKpHIOHUTpIIa (2)
MIPUBEJICHEI B JIUTEPATYpE.

2-[Merni(penun)cynbhonni]-3-aMuHOAKPUIOHUTPUIIBI
1b—d,f~h momydeHsl WO NHWTEpaTypHOH METOIWKE W3
4 MMOJIb COOTBETCTBYIOLIETO 2-CyNb(OHMI-3-3TOKCHAKPIIIO-
HUTpIIa. OU3NKO-XIMHYIECKIE XapaKTePUCTUKU 3-aMHHO-
2-(metuncynbdonnt)akpunonntpuna (1a)," 2-{[2-(meru-
cynbhOHMT)-2-IMaHoBHHIT|aMuHO | sTranetaTa (1e)’ copra-
JaloT ¢ paHee omyOnukoBaHHBIMH. OOpa3mpl aMHHO-
akpwioHuTpunoB 1b—d,f-h mpencraBisror coboit cmecn
E- u Z-m3omepoB, HIKE TpPUBEACHHI JaHHBIC CIEKTPOB
SMP npeobnanatomeit (70-95%) dopMsr.

3-(IIponuaamMuHO)-2-(MeTHICYJIb(OHUI)IPOII-2-eH-
Hutpua (1b). Bexox 6.63 1 (83%), Menkue OecrBeTHBIC
kpuctamisl, T. . 113-115 °C. Crextp SIMP 'H (AMCO-dg),
6, m. 1. (J, I'm): 0.84 (3H, 1, J = 7.4, NCH,CH,CH3;); 1.52
(2H, cexcrer, J = 7.4, NCH,CH,CH3); 3.05 (3H, c,
CH;S0y); 3.19-3.27 (2H, M, NCH,); 7.71 (1H, n, J = 14.3,
=CH); 8.80 (1H, ym. ¢, NH). Cnextp IMP *C (JIMCO-d),
5, M. 1. 11.1 (CHj); 23.6 (CHp); 45.1 (CHy); 51.2 (CHy);
79.4 (C); 115.2 (C); 158.3 (CH). Macc-ciektp, m/z (Lyy, %):
189 [M+H]" (100). Haiineno, %: C 44.96; H 6.22; N 14.71;
S 17.12. C;H,N,0,S. Breraucieno, %: C 44.66; H 6.43;
N 14.88; S 17.03.
2-(Metuincyabgonni)-3-(¢geHuI1aMuHO)IPONI-2-e HHUTPUJI
(1c). Berxon 0.69 T (78%), Menkue GeciBeTHBIC KPUCTAILIEI,
1. . 190-191 °C. Crekrp SIMP 'H (IMCO-dq), &, M. 1.
(/, Tm): 3.19 (3H, c, CH3S0y); 7.20 (1H, ym. T, J = 6.5,
H-4 Ph); 7.30-7.45 (4H, M, H-2,3,5,6 Ph); 8.09 (1H, g,
J = 13.2, =CH); 10.86 (1H, m, NH). Cnekrp SIMP “C
(AMCO-dg), 6, m. n.: 44.7 (CH;); 85.5 (C); 114.3 (C);
118.6 (2CH); 125.6 (CH); 129.9 (2CH); 140.0 (C); 152.0
(CH). Macc-cniextp, m/z (Iom, %): 223 [M+H]" (100).
Haiineno, %: C 54.19; H4.36; N 12.46; S 14.51. C;H;oN,O5S.
Brruucaeno, %: C 54.04; H 4.54; N 12.60; S 14.42.
3-(beH3u1aMHuHO)-2-(MeTHICYIbGOHUI)IPOII-2-eH-
Hutpua (1d). Bexox 0.68 1 (72%), Menkue OecBeTHBIC
KpucTaibL, T. wr. 121-123 °C. Crextp SIMP 'H (IMCO-d),
o, m. 1. (J, T'm): 3.05 (3H, ¢, CH3S0,); 4.53 (2H, ¢, CH,Ph);
7.30-7.42 (5H, m, HPh); 7.95 (1H, 1, J = 10.8, =CH); 9.32
(1H, M, NH). Criektp SIMP *C (IMCO-dy), 8, m. 1.: 44.9
(CHs); 51.9 (CHy); 81.2 (C); 115.1 (C); 128.0 (2CH); 128.3
(CH); 129.5 (2CH); 137.1 (C); 156.4 (CH). Macc-criexTp,
m/z (Iors, %): 237 [M+H]" (100). Haiineno, %: C 56.04;
H 5.28; N 11.71; S 13.33. C;;H|,2N,O,S. Brruucneno, %:
C55.92; H5.12; N 11.86; S 13.57.
3-(beH3uIaMHUHO)-2-((heHUICYNb(OHNI)IPON-2-eH-
autpua (1f). Bexox 1.06 t (89%), kpymnHbIe OecBETHBIC
npusMel, T. 1. 162-163 °C. Cnekrp SIMP 'H (JIMCO-dy),
o, M. 1. (J, Tm): 4.56 (2H, c, CH,Ph); 7.26-7.34 (3H, M,
H Ph); 7.34-7.42 (2H, m, H Ph); 7.59-7.68 (3H, ™,
H-3,4,5 PhSO,); 7.84 (2H, n, J = 7.1, H-2,6 PhSO,); 8.13
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(1H, 1, J = 11.9, =CH); 9.39 (1H, yu. ¢, NH). Criextp SIMP “C
(AMCO-dg), 6, m. n.: 52.7 (CH,); 80.8 (C); 114.7 (C);
126.6 (2CH); 128.2 (3CH); 129.1 (2CH); 130.0 (2CH);
133.4 (CH); 138.1 (C); 143.3 (C); 158.4 (CH). Macc-
ciextp, m/z (Iym, %): 299 [M+H]" (100). Haiineno, %:
C 64.54; H 4.53; N 9.18; S 10.91. C;cH14N,0,S. Bprumuc-
neHo, %: C 64.41; H4.73; N 9.39; S 10.75.

2-{[2-(Penuncyab(oHu)-2-UHAHOITEHUI | AMHHO} -
srmnanerat (1g). Beixox 1.10 r (93%), menkue GecrseT-
Hble KpHCTAamIbl, T. mr 92-93 °C. Cnmextp SIMP 'H
(AMCO-dg), 6, M. 1. (J, I'm): 2.00 (3H, ¢, CH;COy); 3.53—
3.61 (2H, M, NCH,CH,OAc); 4.11 2H, t, J = 5.1,
NCH,CH,0Ac); 7.58-7.69 (3H, m, H-3-5 Ph); 7.83 (2H, n,
J=172,H-2,6 Ph); 7.98 (1H, n, J = 14.7, =CH); 8.94-9.05
(1H, m, NH). Cnextp SIMP “C (IMCO-dp), 8, m. 1.: 21.1
(CHa;); 48.2 (CHy); 63.0 (CHy); 80.9 (C); 114.7 (C); 126.6
(2CH); 130.0 (2CH); 133.3 (CH); 143.3 (C); 159.0 (CH);
170.6 (C). Macc-criektp, m/z (Iym, %): 295 [M+H]" (100).
Haiineno, %: C 53.21; H 4.53; N 9.28; S 10.98. Cj;3H;4N,O4S.
Brruucaeno, %: C 53.05; H4.79; N 9.52; S 10.89.

3-[(4-MeTtuadenunsn)amuno|]-2-(penucyabGoHuI)npon-
2-ennutpui (1h). Bexox 1.06 T (89%), Menkue OecriBeTHBIC
KpHCTAIUIBL, T. 1. 215-216 °C. Cnextp SIMP 'H (JIMCO-dj),
S, M. a. (J, T'm): 2.29 (3H, ¢, 4-CH; Tol); 7.21 (2H, n,
J=28.1, H-3,5 Tol); 7.29 (2H, n, J = 8.1, H-2,6 Tol); 7.64
(2H, T, J = 7.4, H-3,5 Ph); 7.71 (1H, 1, J = 7.4, H-4 Ph);
7.96 (2H, n, J = 7.4, H-2,6 Ph); 8.24 (1H, n, J = 14.0,
=CH); 10.95 (1H, yur. 1, J = 14.0, NH). Crextp SIMP "C
(AMCO-dg), 6, M. n.: 20.9 (CH3); 85.2 (C); 114.2 (C); 118.8
(2CH); 127.3 (2CH); 130.0 (2CH); 130.4 (2CH); 133.8
(CH); 135.2 (C); 137.5 (C); 142.2 (C); 151.2 (CH). Macc-
crextp, m/z (Lo, %): 299 [M+H]" (100). Haiineno, %:
C 64.54; H 4.59; N 9.21; S 10.93. C;6H4N,0,S. Bprunuc-
neHo, %: C 64.41; H4.73; N 9.39; S 10.75.

Cunres 8-(Meruia(penunn)cynbonnn)-2,3-1uruapo-
umnaaso[1,2-clnupumuaun-S(3H)-onoB 3a-h u 9-(meruni-
(penn)cyanponuni)-2,3,4,7-rerparugpo-6 H-nupumuno-
[1,6-alnupumuaun-6-oH0B 5a,b,d,g, (00mas meroauka).
K pactBopy 2.15 MMOIB COOTBETCTBYIOILETO aMHHO-
axkpunonutpuiaa la—h B 5 mu1 abcomoTHOrO AMOKCaHa 00aB-
10T nocnenoBatenbHo 0.19 mi (2.26 Mmons) 1-u3ormanaro-
2-xnopatana (2) miu 0.32 mi (2.30 mmons) 1-u3onmanaro-
3-xnopnponana (4) u 0.4 mn (2.29 mmons) Et;N. Peak-
IAOHHYIO CMECh KUIIATAT IPU MEPEMECUIMBAHUN B TCUCHUEC
2 4, OCIIE Yero OXJKAAIT N0 KOMHATHON TeMIepaTypsbl
u otgmasTpoBsBatoT ocagok Et;N-HCl. @wmistpat ynapu-
BaKOT IPU MOHWKCHHOM HAaBJICHWH, OCTATOK NEPEKPUCTAII-
nmu3oBbiBatoT U3 EtOH.

8-(MeTniacyabdonun)-2,6-nuruapoumuaaso[1,2-c]-
nupumuaun-5(3H)-on (3a). Bexox 0.41 r (89%), kpymHbIe
CBeTJIO-0ekeBbIe KpHUCTaibl, T. T 283-285 °C. Crektp
SAMP 'H (CF;COOD), 8, m. x. (J, T'm): 3.77 (3H, c,
CH;3S0,); 4.78 (2H, T, J = 9.4, CH,); 497 2H, 1, J = 9.4,
CH,); 9.10 (1H, ¢, H-7). Cnextp SIMP "*C (CF5COOD),
5, M. 1.: 44.2 (CH;); 45.2 (CH,); 45.3 (CHy); 105.5 (C);
146.5 (C); 154.1 (CH); 157.3 (C). Macc-cniektp, m/z (Lo, %):
216 [M+H]" (100). Haitneno, %: C 38.89; H 4.38; N 19.63;
S 14.78. C;HgN;0;S. Beruucieno, %: C 39.06; H 4.22;
N 19.52; S 14.90.



Chem. Heterocycl. Compd. 2019, 55(4/5), 401-407 [Xumus cemepoyura. coeounenuii 2019, 55(4/5), 401-407]

8-(Metnacyab¢oHm)-6-nponmni-2,6-1TMrnIpouMuAa30-
[1,2-c]Jnupumuaun-5(3H)-on (3b). Beixox 0.51 r (92%),
KpyIHbIe OeclUBETHbIE KPHUCTALIBI, T. Il 152-154 °C.
Cnekrp SIMP 'H (IMCO-d), 8, m. 1. (J, Tw): 0.86 (3H, T,
J = 5.6, NCH,CH,CHs); 1.59 (2H, cekcret, J = 5.6,
NCH,CH,CHj3); 3.22 (3H, ¢, CH53S0,); 3.70 2H, 1, J = 5.6,
NCH,CH,CH3); 3.78 (2H, T, J = 8.0, CH,); 3.93 (2H,
1, J = 8.0, CH,); 8.01 (1H, ¢, H-7). Cnextp SIMP “C
(AMCO-dy), 8, m. n.: 11.1 (CHs); 22.5 (CHy); 42.2 (CHj);
44.2 (CH,); 50.1 (CH,); 54.1 (CH,); 108.8 (C); 147.2 (CH);
148.2 (C); 149.2 (C). Macc-cuiektp, m/z (Iom, %): 258
[M+H]" (100). Haiineno, %: C 46.49; H 5.95; N 16.21;
S 12.53. CoH5N303S. Brrumcineno, %: C 46.68; H 5.88;
N 16.33; S 12.46.
8-(MerniacynbgoHu)-6-pennn-2,6-turuaponmMugaso-
[1,2-c]Jnupumuaun-5(3H)-on (3¢). Beixog 0.52 r (84%),
Melnkue OexeBble KpucTaiuibl, T. i 189-191 °C. Cnektp
SAMP 'H (IMCO-dg), 8, m. n. (J, Tum): 3.26 (3H, c,
CH;S0,); 3.84 (2H, 1, J = 8.0, CH,); 4.00 (2H, T, J = 8.0,
CH,); 7.40-7.55 (5H, m, H Ph); 7.72 (1H, ¢, H-7). Cnektp
AMP C (IMCO-dy), 8, M. 1.: 42.3 (CH;); 44.3 (CH,);
54.3 (CH,); 110.0 (C); 127.4 (2CH); 129.2 (CH); 129.8
(2CH); 140.0 (C); 146.7 (CH); 147.5 (C); 149.0 (C). Macc-
ciextp, m/z (Iom %): 292 [M+H]™ (100). Haiineno, %:
C 5345, H 456, N 1451, S 11.09. C13H|3N303S. Brrunc-
neno, %: C 53.60; H 4.50; N 14.42; S 11.00.
6-Bbens3ni-8-(Mernicynb(oHn)-2,6-AMrnapouMmnIa3o-
[1,2-c]lnupumuaun-5(3H)-on (3d). Beixox 0.56 t (86%),
Mellkue OecuBeTHble KpucTauiel, T. i 203-205 °C.
Crextp IMP 'H (IMCO-d), 8, m. a. (J, T'n): 3.21 (3H, c,
CH;S0,); 3.79 (2H, 1, J = 8.0, CH,); 3.93 (2H, T, J = 8.0,
CH,); 4.96 (2H, c, CH,Ph); 7.26-7.42 (SH, m, H Ph); 8.09
(1H, ¢, H-7). Crextp SIMP C (IMCO-d), 8, m. 1.: 42.2
(CH;); 44.2 (CHp); 51.2 (CHp); 54.2 (CHy); 109.6 (C);
128.1 (2CH); 128.3 (CH); 129.6 (2CH); 137.1 (C); 146.9
(CH); 148.2 (C); 149.1 (C). Macc-cuiextp, m/z (Iym, %):
306 [M+H]" (100). Haiineno, %: C 54.96; H 5.03; N 13.82;
S 10.62. C|4H|5N303S. BLI‘II/ICHCHO, %: C 5507, H 495,
N 13.76; S 10.50.
2-[8-(MeTniacyab(hoHMWI)-5-0Kc0-2,3-TUruAPOUMHUIA30-
[1,2-c]lnupumuaun-6(SH)-ua]drunaunerar (3e). Brixoxg
0.60 1 (92%), MenKue CBETIIO-O€KEBBIE KPUCTAILUIBI, T. TLI.
146-147 °C. Cnextp SIMP 'H (IMCO-d), 8, M. 1. (J, T'n):
2.00 (3H, c, CH3CO,); 3.20 (3H, c, CH3SO,); 3.78 (2H, T,
J = 8.0, CHy); 3.93 (2H, 1, J = 8.0, CH,); 4.00 (2H, ymu c,
NCH,CH,0Ac); 4.20 (2H, yu. ¢, NCH,CH,0Ac); 7.96
(1H, ¢, H-7). Crextp SIMP *C (JIMCO-dy), 8, m. 1.: 21.1
(CH;); 42.3 (CH3); 44.1 (CHy); 47.4 (CHp); 54.1 (CHy);
62.0 (CH,); 109.1 (C); 147.5 (CH); 148.1 (C); 149.0 (C);
170.6 (C). Macc-cniektp, m/z (Iom, %): 302 [M+H]" (100).
HaiineHo, %: C 43.73; H 5.13; N 14.01; S 10.78. C;;H;sN;0sS.
Brruucaeno, %: C 43.85; H 5.02; N 13.95; S 10.64.
6-ben3una-8-(penunncyabGoHn)-2,6-TMruIPONMHIa30-
[1,2-c]lmupumuaun-5(3H)-on (3f). Brixong 0.74 1t (94%),
MEJIKHE CBETIIO0-0exeBble KpuCTamuiel, T. wi. 190-191 °C.
Criextp SIMP 'H (JIMCO-d), 8, m. a. (J, T'ny): 3.68 (2H, T,
J=28.9, CH,); 3.80 (2H, 1, J = 8.9, CH,); 4.99 (2H, ¢, CH,Ph);
7.28-7.42 (5H, m, H Ph); 7.59 (2H, 1, J = 7.2, H-3,5
PhS0O,); 7.69 (1H, T, J=7.2, H-4 PhSO,); 7.99 2H, n, J=7.2,
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H-2,6 PhSO,); 8.34 (IH, ¢, H-7). Cnexrp SIMP "“C
(AMCO-dg), 6, M. n1.: 43.9 (CH,); 51.3 (CH,); 54.2 (CH,);
109.1 (C); 128.1 (2CH); 128.3 (CH); 128.4 (2CH); 129.2
(2CH); 129.5 (2CH); 134.1 (CH); 137.1 (C); 140.6 (C); 148.0
(2C); 148.4 (CH). Macc-criektp, m/z (I, %o): 368 [M+H]" (100).
Haiineno, %: C 61.99; H 4.76; N 11.45; S 8.74. C;oH;7N;505S.
Brruucaeno, %: C 62.11; H 4.66; N 11.44; S 8.73.
2-[5-Oxkco-8-(peHusicyabHpoHu)-2,3-TMruAPOuMH1a30-
[1,2-c]lnupumuaun-6(SH)-ua]drunaunerar (3g). Boixon
0.72 1 (92%), Menkue OexeBbIe KPUCTALIEL, T. TWI. 92-93 °C.
Crektp SIMP 'H (IMCO-dy), 8, M. . (J, T'my): 2.00 (3H, c,
CH;CO»); 3.67 (2H, 1, J = 94, CHy); 3.81 2H, T, J = 94,
CH,); 4.03 (2H, T, J = 4.8, NCH,CH,0Ac); 4.22 (2H, T,
J = 4.8, NCH,CH,0Ac); 7.61 (2H, 1, J = 7.6, H-3,5 Ph);
7.69 (1H, 1, J = 7.6, H-4 Ph); 8.00 (2H, n, J = 7.6, H-2,6 Ph);
8.22 (1H, ¢, H-7). Cnekrp SIMP *C (IMCO-d), 8, M. 1.:
21.1 (CH;); 43.8 (CH,); 47.6 (CH,); 54.1 (CHp); 62.0
(CHyp); 108.5 (C); 128.3 (2CH); 129.5 (2CH); 134.1 (CH);
140.8 (C); 147.9 (C); 148.0 (C); 149.0 (CH); 170.6 (C).
Macc-ciektp, m/z (Iyy, %): 364 [M+H]™ (100). Haiineno, %:
C 52.80; H 4.75; N 11.38; S 8.91. C;6H7N;0;sS. Bprumc-
neHo, %: C 52.88; H4.72; N 11.56; S 8.82.
6-(4-Metnapennn)-8-(pennicynbhponni)-2,6-muruapo-
umuaazo[1,2-clnupumuann-5(3H)-on (3h). Beixon 0.70 r
(88%), Menkue UroJbuaThie OCCIBETHBIC KPUCTAIIBI, T. L.
215-216 °C. Cnextp SIMP 'H (JIMCO-d), 8, m. 1. (J, Tn):
2.37 (3H, ¢, 4-CH; Tol); 3.72 (2H, T, J = 8.9, CH,); 3.87
(2H, 1, J = 8.9, CH,); 7.30 (2H, n, J = 8.1, H-3,5 Ar); 7.36
(2H, n,J=8.1, H-2,6 Ar); 7.60 2H, T, J = 7.6, H-3,5 Ph); 7.69
(1H, 1, J = 7.6, H-4 Ph); 7.97 (1H, c, H-7); 8.07 (2H, n,
J = 7.6, H-2,6 Ph). Criextp SIMP “C (IMCO-dy), 8, M. n.:
21.2 (CH;); 44.0 (CHp); 54.3 (CHp); 109.5 (C); 127.2
(2CH); 128.7 (2CH); 129.4 (2CH); 130.1 (2CH); 134.1
(CH); 136.5 (C); 138.8 (C); 140.5 (C); 147.4 (C); 148.0
(CH, C). Macc-ciextp, m/z (I, %): 368 [M+H]" (100).
Haiineno, %: C 62.02; H 4.75; N 11.50; S 8.81.
C9H7N303S. Brruucneno, %: C 62.11; H 4.66; N 11.44;
S 8.73.
9-(MeTuacyiabponun)-2,3.4,7-terparuapo-6H-
nupumuao[1,6-alnupumuaun-6-on  (5a).Beixon 0.34 r
(69%), menkue CBETIO-0EKEBBIE KPHUCTAUIBI, T. Tl 205—
205.5 °C. Cnextp SIMP 'H (CF;COOD), 8, m. 1. (J, T'u):
2.69-2.77 (2H, m, 3-CH,); 3.73 (3H, ¢, CH3S0,); 4.22 (2H,
yur 1, J = 5.2, CHy); 4.63 (2H, yu. T, J = 5.2, CH,); 8.97
(1H, ¢, H-8). Criextp IMP *C (CF;COOD); §, m. a.: 17.0
(CHp); 40.6 (CHy); 43.1 (CHy); 44.3 (CHj); 107.3 (C);
147.8 (C); 150.2 (CH); 154.5 (C). Macc-criektp, m/z (Iyy, %0):
230 [M+H]" (100). Haitneno, %: C 41.81; H 4.90; N 18.42;
S 14.05. CgH;N;05S. Brruncneno, %: C 41.91; H 4.84;
N 18.33; S 13.98.
9-(MetuicyabdoHui)-7-nponui-2,3,4,7-reTparuapo-
6H-mupumuno[1,6-almupumuaun-6-on (5b). Bexog 044 t
(76%), menkue OecuBeTHBIE KpUCTAILIBL, T. TUT. 137—139°C.
Criextp SIMP 'H (IMCO-d;), 8, m. 1. (J, T'p): 0.85 (3H, T,
J = 7.4, NCH,CH,CHj;); 1.58 (2H, cekcrer, J = 7.4,
NCH,CH,CHs3); 1.74-1.83 (2H, m, 3-CH,); 3.22 (3H, c,
CH3S0,); 3.40 (2H, 1, J = 5.3, CH,); 3.65-3.74 (4H, ™,
CH,, NCH,CH,CH3); 7.92 (1H, ¢, H-8). Criekrp SIMP “C
(AMCO-dg), 6, m. m.: 11.1 (CHj3); 20.0 (CH,); 22.3 (CHy);
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41.8 (CH,); 42.8 (CHj3); 43.7 (CHy); 50.8 (CHy); 113.5 (C);
142.1 (C); 143.9 (CH); 150.0 (C). Macc-ciextp, m/z (Lo, %0):
272 [M+H]" (100). Haitneno, %: C 48.51; H 6.43; N 15.63;
S 11.98. C1H7N303S. Brrumcneno, %: C 48.69; H 6.32;
N 15.49; S 11.82.

7-Ben3na-9-(meruniacynsdonnn)-2,3,4,7-TreTparuapo-
6 H-nupumuo[1,6-ajmupumunun-6-on (5d). Beixox 0.55
(80%), Menkue OECIBETHBIC KPUCTAIIBL, T. 1. 168—169°C.
Cnextp SIMP 'H (IMCO-dy), 8, m. 1. (J, I'm): 1.75-1.83
(2H, m, 3-CH,); 3.23 (3H, c, CH3S0,); 3.42 2H, T, J=5.1,
CHy); 3.74 (2H, T, J = 5.1, CHy); 4.97 (2H, ¢, CH,Ph); 7.27
—7.40 (5H, M, H Ph); 8.08 (1H, c, H-8). Crextp SIMP "*C
(AMCO-dy), 8, M. 1.: 19.9 (CHy); 41.9 (CH,); 42.8 (CHj3);
43.7 (CHp); 51.9 (CH); 114.2 (C); 128.2 (2CH); 128.3
(CH); 129.2 (2CH); 137.1 (C); 142.0 (C); 143.6 (CH);
150.1 (C). Macc-cniektp, m/z (Lo, %): 320 [M+H]" (100).
Haiineno, %: C 56.26; H 5.48; N 13.03; S 10.16.
C15sH7N305S. Brruucaeno, %: C 56.41; H 5.37; N 13.16;
S 10.04.

2-[6-Oxco-9-(penuncyabpoun)-3,4-nuruapo-2H-
mupumMuao[1,6-a|nupumuaun-7(6 H)-uadytunauerar (5g).
Boixon 0.64 1 (79%), Menkue CBETI0-0€KEeBbIC KPUCTAIUIBI,
1. mn. 125-126 °C. Cnextp SIMP 'H (JIMCO-dg), 8, M. 1.
(/, Tm): 1.60-1.70 (2H, M, 3-CH,); 2.02 (3H, ¢, CH;CO,);
3.20-3.28 (2H, M, CH,); 3.57-3.65 (2H, M, CH,); 4.04 (2H,
1, J = 4.6, NCH,CH,OAc); 422 (2H, 1, J = 4.6,
NCH,CH,0Ac); 7.56 (2H, 1, J = 7.4, H-3,5 Ph); 7.65 (1H,
1, J =74, H-4 Ph); 7.92 (2H, a, J = 7.4, H-2,6 Ph); 8.19
(1H, ¢, H-8). Criektp SIMP *C (JIMCO-dg), 8, m. a.: 19.9
(CHp); 21.1 (CHj); 41.8 (CHy); 43.5 (CHp); 48.3 (CH,);
62.0 (CHp); 112.9 (C); 128.6 (2CH); 129.0 (2CH); 133.6
(CH); 140.6 (C); 141.4 (C); 145.7 (CH); 150.0 (C); 170.6
(C). Macc-ciektp, m/z (I, %): 378 [M+H]" (100).
Haiineno, %: C 53.98; H 5.19; N 11.20; S 8.39. C;7H9N;0sS.
Brruucaeno, %: C 54.10; H5.07; N 11.13; S 8.49.

7-(4-Metundennn)-9-(penmicyabdonni)-2,3,4,7-rerpa-
ruipo-6 H-nupumuio[1,6-a|nupumuaun-6-on (Sh). Beixon
0.77 ™ (94%), Menkue CBETIO-O€XKEBBIE WIroJIbYATHIE
kpucTamsl, T. 1. 206-207°C. Crextp SIMP 'H (JIMCO-d),
S, M. 1. (J, Tm): 1.65-1.74 (2H, ™, 3-CH,); 2.36 (3H, c,
4-CH; Tol); 3.24-3.31 (2H, m, CH,); 3.59-3.69 (2H, M,
CHy); 7.31 (2H, n, J = 8.2, H-3,5 Ar); 7.37 (2H, n, J = 8.2,
H-2,6 Ar); 7.57 (2H, T, J = 7.5, H-3,5 Ph); 7.66 (1H, T,
J=1.5, H-4 Ph); 7.94 (1H, c, H-8); 8.00 2H, n, J = 7.5,
H-2,6 Ph). Crektp SIMP *C (JIMCO-d), &, m. a.: 19.9
(CH,); 21.2 (CHj); 41.9 (CHp); 43.7 (CHp); 113.8 (C);
127.2 (2CH); 128.9 (2CH); 129.0 (2CH); 130.1 (2CH);
133.6 (CH); 137.2 (C); 138.7 (C); 140.8 (C); 141.2 (C);
144.6 (CH); 149.6 (C). Macc-cuekrp, m/z (I, %): 382
[M+H]" (100). Haitnerno, %: C 62.76; H 5.11; N 11.14;
S 8.28. C,0H9N303S. Brruucieno, %: C 62.98; H 5.02;
N 11.02; S 8.40.

Cunre3 cnuproB 3i,j, n 5j (o0mas meroauka). K cyxomy
OCTaTKy HEOYMIIEHHOTO COeAuHEeHus 3e,g win 5g, moiy-
YEeHHOTO MO NpeAbIAyIIed MeToauke, HOOaBIAOT 15 mi
2 u. HCIl. Ilomy4eHHyI0 CMeCh KHIATAT B TE€YCHHE 3 U,
IOCJI€ 4YC€ro YyHnapuBarOT IIPpU TMOHWXKXCHHOM JaBJICHUU.
Ocrarok ob6pabateiBatoT 10—15 mn i-PrOH, Bciencteue
4eT0 (OPMHUPYETCS] KPUCTAUTMIECKUH OCaN0K, KOTOPBIH
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OTUIBTPOBBIBAIOT M MNPOMBIBAIOT XoJIOAHBIM i-PrOH,
MOJYYalT CICKTPATbHO-YUCTHI MPOAYKT (HHMXKE YKa3aH
CyMMAapHBIi BBIXOJ O JBYM CTaausM B pacueTe Ha
HCXOJIHBIC aMHUHOAKPUIIOHUTPILIBI).

6-(2-T'uapoxkcudTni)-8-(MeTnicyiabpouni)-2,6-qmu-
ruapoumMuaaso|1,2-clmmpumunun-5(3H)-ona ruapoxiaopusn
(3i). Beixon 0.53 r (83%), Menkue OeclBETHBIC KPHCTAILIHI,
1. . 270 °C (cy6n.). Cnextp SIMP 'H (D,0), 8, m. 1.
(/, Tw): 3.22 (3H, ¢, CH5S0,); 3.75 (2H, T, J = 5.2, CH,);
4.04 (2H, 1, J = 5.2, CHy); 4.09 2H, 1, J = 8.0,
NCH,CH,0OH); 4.26 (2H, T, J = 8.0, NCH,CH,0OH); 8.63
(1H, ¢, H-7). Cnextp SIMP °C (D,0), 8, m. x.: 42.0 (CH3);
45.0 (CHyp); 45.1 (CH,); 52.9 (CHy); 58.4 (CHyp); 103.5 (C);
146.6 (C); 155.3 (C); 156.3 (CH). Macc-cnextp, m/z (Iym, %):
260 [M+H-HCI]" (100). Haiineno, %: C 36.33; H 4.89;
N 14.28; S 10.97. CoH4CIN;O,4S. Beruucaeno, %: C 36.55;
H4.77; N 14.21; S 10.84.

6-(2-I'mapoxermdaTiin)-8-(heHnncyabhponn)-2,6-muruapo-
umnaaso|1,2-clnupumuaun-S(3H)-ona ruapoxaopun (3j).
Beixon 0.73 1 (95%), Menkue CBETII0-0eXKEeBbIC KPUCTAIUIBI,
1. mn. 290 °C (c pasn.). Cuekrp SIMP 'H (D,0), 3, m. 1.
(/, T'm): 3.70 (2H, 1, J = 5.0, CH,); 3.98-4.05 (4H, m, CH,,
NCH,CH,0H); 4.17 (2H, T, J = 8.4, NCH,CH,OH); 7.55 (2H,
T, J = 7.6, H-3,5 Ph); 7.66 (1H, 1, J = 7.6, H-4 Ph); 7.86 (2H,
1, J = 7.6, H-2,6 Ph); 8.76 (1H, ¢, H-7). Cuextp SIMP C
(D,0), 8, m. a.: 45.0 (CHp); 52.9 (CH,); 58.2 (CH,); 104.4
(C); 127.1 (2CH); 130.1 (2CH); 135.4 (CH); 138.2 (C);
146.4 (C); 151.5 (C); 154.8 (C); 156.1 (CH). Macc-cnexTp,
miz Iy, %): 322 [M+H-HCI]™ (100). Haiineno, %:
C 46.87; H 4.69; N 11.78; S 9.03. C;4H;csCIN;O,S.
Brruucaeno, %: C 47.00; H4.51; N 11.74; S 8.96.

7-(2-TuapoxcudTui)-9-(penunncyasdponni)-2,3,4,7-
Terparuapo-6H-nupumuo[1,6-ajnupumMuanH-6-oHa ruapo-
xaopua (5j). Beixon 0.78 r (97%), menkue OecrBeTHBIE
kpuctamis, T. i 170-172°C. Crnextp SIMP 'H (D,0),
S, M. 1. (J, I'm): 2.03—1.94 (2H, ™, 3-CH,); 3.49 (2H, ymur. T,
J =5.6, CHy),; 3.72 (2H, T, J = 5.0, NCH,CH,0H); 3.89
(2H, ym. T, J = 5.6, CHy); 404 2H, 1, J = 5.0,
NCH,CH,0H); 7.56 (2H, 1, J= 7.6, H-3,5 Ph); 7.68 (1H, T,
J="1.6, H-4 Ph); 7.88 (2H, n, J = 7.6, H-2,6 Ph); 8.72 (1H,
¢, H-8). Criextp SIMP "°C (D,0), §, m. 1. 16.9 (CH,); 39.9
(CH;); 43.1 (CHp); 53.6 (CHy); 58.0 (CHy); 105.9 (C);
127.0 (2CH); 130.1 (2CH); 135.3 (CH); 138.1 (C); 147.5
(C); 152.4 (C); 152.9 (CH). Macc-cuektp, m/z (I, %):
336 [M+H-HCI]" (100). Haiineno, %: C 48.35; H 4.99;
N 11.43; S 8.78. C;5H;3CIN30,4S. Boruncneno, %: C 48.45;
H 4.88; N 11.30; S 8.62.

PeHTreHOCTPYKTYPHOE MCCJIeIoBAaHHE MOHOKPHCTAILIA
coeunenusi 3b ¢ muneiHBIMEU pazmepamu 0.14 x 0.18 x 0.39 mm
MPOBEICHO TpHM KOMHATHOM TeMmmepaType Ha Tudpakro-
merpe Bruker Smart Apex II (AMoKo-u3itydenue,
TpadUTOBBI MOHOXPOMATOP, Oyare 25.49°, cermMeHT chepsl
13 <h <13,-15 <k <15 -9 <1 < 10). Kpucramist
coemunenust 3b (C;H,BrF,N3;, M 197.99) MOHOKIWHHBIE;
mpocTpaHcTBeHHas rpymma P2,/c; a 11.2085(3), b 13.2041(3),
c 8.6048(2) A; B 108.865(2)°; V 1205.09(5) A’; Z 4,
dyra 1.418 T/cM™; 10 0.270 Mv ' F(000) 544. Beero coGparo
8932 otpaxkeHms, W3 KOTOPHIX 2224 SBISAIOTCS HE3aBU-
cumbiMu  (R-daxtop ycpemnenus 0.0255). Crpykrypa
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pacmudpoBana npsMbeIM MeTogoM U yrouHena MHK B
MIOJTHOMAaTPUYHOM aHH30TPOITHOM MPUOIMKEHUH C UCTIOJb-
30BaHMEM KOMIUIeKca mporpamMm Bruker SHELXTL."
ITonmoxxeHus Bcex aToMOB Bojopoaa mpu aromax C pac-
CUUTaHBl TE€OMETPUYECKH M YTOYHEHBI IO MOJEIH
"Hae3quUK". B yTouHeHuM ucmnonb3oBaHo 2224 He3aBU-
CUMBIX OTpakeHHs, u3 KoTopbix 1939 ¢ [ > 20())
(154 napamerpa B YTOYHEHUM, MHCIIOJIb30BaHA BECOBas
cxema ® = 1/(c*(Fo®) + (0.0593P)* + 07456P), rme
P = (Fo* + 2Fc*)/3, oTHOILICHHE MAaKCHMAITbHOTO(CPE/THEr0)
cIiBUTa K norpemHocT B nocienueM uukie 0.015(0.002)).
OxoHuaTeJbHBIE 3HAueHHs (AKTOPOB  PACXOJMMOCTH
Ri(F) 0.0328, wR»(F?) 0.0961 10 otpaxenusm ¢ I > 20(]),
Ri(F) 0.0387, wRy(F?) 0.1018, GOF 1.016 mo Bcem
HE3aBUCUMBIM OTpaxkeHUssM. OcTaTouHasi HJIEKTPOHHAs IUIOT-
HOCTb U3 Pa3HOCTHOTO psina Dypbe mocie nocueHero Mukia
yrounenust — 0.33 u —0.34 ¢/A’. Tlonmas kpucrammorpa-
¢uueckas uHGOpMalMs nenoHupoBaHa B KeMOpumxckom
OaHKe CTpYKTYpHbIX NaHHBIX (1enoHeHT CCDC 1899486).
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