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NIPUCOCIMHEHNsT ¢ 00pa3oBaHMEM JHacTePeOMEpHBIX crupo[umunasol2,1-b][1,3]tnazon-6,3"-muppomunun]-5(6H)-oHoB,

Ppa3IensIoTCsl METOZI0M KOJOHOYHOM XpoMaTorpaduu.
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6-ApmuieH-2,3-qurunapoumunasol2,1-b][ 1,3 ]tuazon-5(6 H)-0oHbl pearupyroT ¢ N-alKuIa30METHHUIHIAMH 110 MEXaHu3MYy [2+3]-1uKio-

KOTOPBIC

KimioueBble ciioBa: a3oMeTHHWINIBL, 6-apwinaeHnMunaso[2,1-b][1,3]tnazonsl, cnupo[umunasol2,1-b][1,3]tnazon-6,3'-mupponuamHsi],

[2+3]-muxonpucoeMHEHAE.

IMonck (u3nOTOTMUECKH aKTUBHHMX BELIECTB CPEIH
CIMPOIMPPOIUINHOB  SBJISICTCS BECbMa IEPCIEKTUBHBIM.
CrmponupposiaMHel 0OHAPYKEHBI BO MHOTHX (hapMaKoIio-
TMYECKH BaXKHBIX aIKAIOMAaX, > a Takke BXOIAT B COCTAB
MHOTOYHCIICHHBIX ~IICJICHANPABICHHO CHHTE3HPOBAaHHBIX
OMOJIOTMYECKH 1IEHHBIX reTepouukiioB. Crnuponuppo-
JIMJIMHBI, B KOTOPBIX MUPPOJIMANHOBBINA (h)parMeHT CIUpO-
COUWIEHEH C HMMMIA307IbHBIM LUKIOM, ' HCIONB3yrOTCS
JUISL  JIeYEHHS ayTOMMMYHHBIX, BOCIATHTEIBHBIX © U
OHKOJIOTMYECKHX ' 3a60/1eBaHHil.

[lepcrieKTHBHBIME OOBEKTAMH I  OMOMEIUITMHCKUX
HCCIICIOBAaHUNA TaKXKe SBISIOTCS WM KOHACHCHPOBAHHBIC
MIPOU3BOJIHBIE MMHJa3071a, B YaCTHOCTH MMHna3o[2,1-b]-
[1,3]THa301IbI, MPOSBISIONIAE AHTHIIAPA3UTAPHbIC, © AHTH-
OKCHJIAHTHbIE,” aHTMKOHBYJILCHMBHBIE, ' AHTHMHKPOOHbIE'
cBoiictBa. HemaBHO OHHM 3asiBI€HBI KaK HOBBIM Kjacc
AQHTAarOHUCTOB COMNPSKEHHBIX € G-0EIKOM penenTopoB
GPRI18 n GPR55."

Beenenne B wmmumaszo[2,1-b][1,3]THa3onbHEI KapKac
CIUPONIHPPOIUINHOBOTO (hparMeHTa MOXKHO paccMaTpH-
BaTh KakK 3((eKTHBHBIA MyTh KOHCTPYMPOBAHUS HOBBIX
MOJIEKYJISIPHBIX IIaT(GOpM C TOTEHIMAJBHBIM OHOJIOTH-
yeckuM jeiictBueM. K HacToslieMy BpeMeHU B TUTEPAType
HUMeeTCsl TOIBKO OJTHO COOOIICHHE O CITUPOTPUCOE THHEHIH
MUPPOIUINHOBOTO (parMeHTa K THA3OJIHIAHOBOMY LIUKITY

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

IPOM3BOIHBIX MMHIAa30[2,1-b][1,3]Tuazomna.!” Mx amanory,
CTMHPOCOYWICHEHHBIE TI0 NMUIA30JIbHOMY [IHKITY, HE OTTHMCAHBL.

W3BectHO, uTO peakuus 1,3-AUMOISPHOTO IHKIIO-
MIPUCOETUHEHUS HECTaOMIN3UPOBAHHBIX a30METHHWINAOB
K aKTHBHUPOBAHHBIM HEIPE/IENIbHBIM COCJMHEHUSAM SIBIISCTCS
MOIXOAAIINM HHCTPYMEHTOM MOCTPOSHUS CITMPOTIHUPPOIIH-
JUHOBBIX CTPYKTYpP M HaxXOIWT IIUPOKOE NPUMEHEHHE B
COBPEMEHHOM CHHTE3€ CIIOKHBIX OPTaHHYECKUX MOJIEKYII,
B TOM UMCIE ¥ aHAJIOTOB IPHPOIHBIX BelecTs.'' - ra
peakiust Obljla KCIOJIb30BaHA HAMU JUISl OJTYYeHHs] HOBBIX
CHHPOAHHENNPOBAHHBIX C HHPPOJUAMHOBBIM  IHUKIOM
nmuaaszo[2,1-b][1,3]truazomnos.

B kagecTBe MOAEIBHOTO COEOMHEHHS [UIS TOCIEIYIO-
el CTPYKTypHOH MOAN(MUKAIINH HCIIOJIF30BAJICS HEJABHO
CHHTE3MPOBAaHHBIN HAMHU MTPOTOH-MHAIIUIPYEMON IUKIIH3a-
e 3-aMITHOTUIAHTOWHA 2-MEeTHII-2,3-TUTHIpOUMHIA30-
[2,1-b][1,3]THazon-5(6H)-on (1).> Ero KoHpeHcauus mo
Kuépenarenro ¢ apoMaTudeckuMH anpaerugamu 2a—f B
YKCYCHOW KHCIIoTe B TpHcyTcTBHE Oe3BomgHOoro NaOAc
MIPOTEKAET CTEPEOCEIeKTUBHO M TMPUBOJUT K 6-aprIIHIeH-
npousBoaHBIM 3a—f B dopme (Z)-M30MEpOB C BEIXOJaMH
84-89%. Kon¢uryparust npoayKTOB MOATBEPKIACTCS HX
cnektpamu SIMP 'H, B koTopsix curnamsi npotonos =CH
HaxXoJATCs B AuarnazoHe 6.82—6.92 M. 1., 9To coryiacyercs ¢
JAHHBIMH ISl CTPYKTYPHBIX aHAJIOroB.>
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Cxema 1 H
MeHN" O + (CH0),
(6]
o o lPhH, A, 6h
NaOAc H,C:2..CH
/(N)S T ACHO = oR N)S% Ml e,
— ) _ Ar =17
Me s)_ N 2af A 3h Me/(s)—N Alk
1 84-89% 3a-f 4a,b

CF4CO,H
CH,Cly, 1t

T

2,3 aAr=Ph, b Ar = 4-FCgHy, € Ar = 4-CICgH, Me;Sie__N._OMe
dAr= 4-BFC6H4, e Ar= 4-MGCGH4, fAr= 4-N02C6H4;
4 a Alk = Me, b Alk = PhCH, Ph

Ha nepBoHayasibHOM 3Tane HCCIEIOBaHUM apUIIMICH-
npousBonHble 3a—f ygacTBoBaym B peakiuu [2+3]-0uKino-
MIPUCOCTUHEHUS C TIOJYICHHBIMH in Situ CUMMETPHIHBIMH
N-ankunazomerunwingamu  4a,b. Ilpu stom N-metuin-
A30METUHIIN 4a TEHEPUPOBAIM MPHU HArPEBaHUH CapKO-
3uHa ¢ mapapopmom>*® B KumsIeM GeH307e, a N-GeH3HII-
azometuHmWIN 4b — paznoxennem N-0eH3UI-N-(METOKCH-
MeTHIT)-N-(TPHUMETHICHIHIMETHT)aMHHa"" B IIPUCYTCTBHH
karamutuueckux komuuects CF;CO,H npu kxomHaTHOMH
TeMmepaType. AHAIHU3 PeaKIHOHHBIX CMECed Iociie 3aBep-
IICHUS TpPOoIlecca METOJIOM XPOMaTO-MacC-CIIEKTPOMETPHH
MOKa3all, 9YTO COJACpKaHUE IENIEBBIX IMPOIYKTOB B3aMMO-
neiicrBus coctasisuio 98—-100%. B ux cnekrpax SAMP 'H
HaOIOaJIOCh YABOSHHE CHTHAJIOB BCEX IPOTOHOB, YTO
CBUJICTEIECTBYET 00 00pa3oBaHUU CMECH JHACTEPEOMEPOB
5 u 6 a1 (cxema 1). Haubonee ymoOHBIMHU I KOJIMYE-
CTBEHHOM OLICHKH COAEp KaHMsI quactepeoMepoB S u 6 a—l
CIIy’)KaT AyOJIeTHl MPOTOHOB METHJIBHBIX TPYIII B IIOJO-
JKEHUH 2 UMHUIA30THA30JILHOIO IUMK/IA B Auamna3zoHax 1.13—
1.22 u 1.45-1.47 m. a. COOTHOLIEHHE WX HHTETPATBHBIX
WHTCHCUBHOCTEHW, a CIEeIOBATEIbHO W OTHOCHUTEIFHOE
COIIep)KaHWEe COOTBETCTBYIONINX AHACTEPEOMEPOB COCTAB-
ss10 0.80—-1.00 (Tabm. 1).

[Momy4yeHHBIE CMECH HM30MEPOB pa3AeisId METOAOM
KOJIOHOYHOHW XpoMatorpaduu C HCHOIb30BaHHEM B Kade-
ctBe osmoeHta cmecn CHCl;-MeOH. PentreHocTpyk-
TypHOE HCCIIEOBaHHE AMacTepeoMepa 5j (CABHT TPYIIIIBI
CH; mpu 1.20 M. 1.) (puc. 1) mokazano, 9To OH KpHCTaJI-
JIF3YeTCs B ICHTPOCHMMETPHYHOM MPOCTPAHCTBEHHON TPYIIIe
U TPENCTaBIseT COOOH pameMar MOJNEKYJI C OTHOCH-
TENBHOW KOH(Urypanueldl acHMMETPUYECKHX LIECHTPOB
(25,4'S,65).

Pacnipenenenune IMH CBsI3ed M BAJIEHTHBIX YIJIOB B
COCTMHECHUH TUITUYHO JUIA MOJOOHBIX cucTeM. Tak, mmiHa
cBasu N(2)-C(1) pasna 1.261(5) A, uro 6mmsko k
crangapTHoi BenmanHe (1.28 A) st iBoiHOM cBs3u C=N,
B TO BpeMms kak ummHBI cBsizell N(1)-C(5) m N(1)-C(1)
coctapnstor 1.357(5) u 1.392(5) A, uto xapakTtepHo s
compskeHHBIX crcTeM.”’ Takoe ykopoueHue (OpMaTbHO
oauHapHbIX cBsizeid C—N, 0 CpaBHEHUIO CO CTaHAAPTHBIM
snauenueM (1.45 A), Be3ano conpskennem HOIIT atoma
azotra N(1) ¢ m-cucremamu aBoitabix cBszeir C(5)=0(1) u
C(1)=N(2). VMua3070HOBEIA INHKI COCOUHEHUS 5j
IJIaHApEeH, CPEIHEKBAAPATUYHOE OTKJIOHEHHWE aTOMOB OT
ero miockoctu cocrasiset 0.0239 A. Y nupponumunosoro
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Tabauuna 1. YcnoBus cuHTe3a 1 OTHOCUTEIBHOE COIEpIKaHue
IuactepeomMepoB S u 6 a1

Coom- oy Dpewn T ONE Buor,
5:6
5+6a Ph Me 6 80  0.81:1.00 65
5+6b 4-FCeH, Me 6 80  0.80:1.00 56
5+6¢c 4-CIC¢Hy Me 6 80  0.84:1.00 49
5+6d 4-BrC¢H,4 Me 6 80  0.97:1.00 68
5+6e 4-MeCgH, Me 6 80  0.87:1.00 71
5+6f 4-NO,CeHy Me 6 80  1.00:0.96 40
5+6¢g Ph PhCH, 24 20 0.95:1.00 58
5+6h 4-FCcH, PhCH, 24 20 0.92:1.00 44
5+6i 4-CICéHy, PhCH, 24 20 1.00:0.97 69
5+6j 4-BrCiH, PhCH, 24 20 0.94:1.00 50
5+6k 4-MeC¢Hs; PhCH, 24 20 0.93:1.00 42
5+61 4-NO,CiH, PhCH, 24 20 0.95:1.00 62

* CyMMapHBI# IpenapaTHBHbII BBIXOJ] ABYX JIHACTEPEOMEPOB.

Pucynok 1. MonekynsipHasi CTpyKTypa COSIUHEHHUS Sj B Tpea-
CTaBJICHUH aTOMOB JJUTHIICOMIaMU TEIUIOBBIX Kosebanuit ¢ 30%
BEPOSTHOCTBIO.
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MKIa KoHpopManus "KOHBEpT', AMAIPaTbHBIA yroid MEXIy
mwiockocTsamMu  N(3)-C(7)-C(6)-C(9) u N(3)-C(8)-C(9),
cocraBiser 44.2(2)°.

C y4eToM OJHO3HAYHOM B3aMMOCBS3M KOH(MUTYpanuit
JIBYX (OPMHPYIOMIMXCS B MPOIECCE IUKIO00pa30BaHUS
CTEPEOTCHHBIX YIJIEPOJHBIX LEHTPOB MOXHO MPEArNo-
JIOXKHUTh, YTO Yy nuactepeomMepoB 6a—l koHurypamus
(2R,4'S,6S).

Takum 00pa3oM, HaMH MOPOJEMOHCTPUPOBAHO, YTO
LUKIONPUCOECIMHEHNE HECTAaOWIN3UPOBAHHBIX CHUMMET-
PUYHBIX A30METHUHIIIUAOB K O-apuiuaeHuMuaas3ol[2,1-b]-
[1,3]THa3omam sBiseTcss YOOOHBIM METOIOM CHHTE3a
(25,4'S,6S)- u (2R,4'S,65)-nnacrtepeomMepoB 2,3-TUTHAPO-
SH-cnimpo[umunazo][2,1-b][1,3]trazon-6,3'-nupponuauH]-
5-0HOB.

JKcIepUMMEeHTAIbHAS YaCTh

UK cnektpsl 3apeructpupoBaHbl Ha npubope Bruker
Vertex 70 B tabnerkax KBr. Cnexrpst SMP 'H u "*C 3amnu-
canbl Ha criekTpomerpe Varian VXR-400 (400 u 126 MI'n
COOTBETCTBEHHO) B UMITYJIbCHOM (ypbe-pexxume B JIMCO-dg
(coenunenne 3f) u B CDCI; (ocTanbHble CoeIMHEHHS),
BHyTpeHHu# cranaapt TMC. Macc-criekTpsl 3amucaHbl Ha
npubope Agilent LC/MSD SL, xosnonka Zorbax SB-C18,
4.6 x 15 MM, 1.8 mxm (PN 82(c)75-932), pactBopureisb
JAMCO, wuoHM3anusi 5>JIEKTPOPACHbUICHHEM TMPU aTMOC-
(depHOM naBiIeHMH. DJIEMEHTHBIA aHaJIW3 BBINIOJHEH Ha
npudope PerkinElmer CHN Analyzer cepun 2400 B
aHaIUTHYECKOH naboparopun MHCTHTYyTa OpraHM4YecKoii
xumun HAH Vkpaunsl. Temmeparypsl IJIaBIEHHUS OIIpe-
neneHsl Ha ctonuke Koduiepa u He ucnipaBiieHs!.

Coenunenne 1 CHHTE3MPOBAHO IO PaHEe OMHCAHHOMY
MeToy.

Cunre3 coequnenuii 3a—f (obmas meromuka). K pactBopy
0.30 r (1.9 mmons) umunazotuazonona 1 B 3 ma AcOH
nob6asmstor 0.17 r (2.1 mmomb) 6e3BomHOoro NaOAc
u 2.1 MMOJNb COOTBETCTBYIONIETO apOMaTHYECKOTO
anpziernaa 2a—f. PeakiiMoHHYIO0 CMECh KHIATST B TEYCHHUE
3 49, pacTBOp OXJ@XKIAIOT, OOPa30BaBIIMICS OCAIOK
OT(UIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOH, CyIIAT M KpUCTAIl-
mu3yioT u3 AcOH.

6-ben3nnuaen-2-meTu-2,3-guruapoumuaasol2,1-b]-
[1,3]Tuazo0a-5(6 H)-on (3a). Beixox 0.42 t (89%), xopud-
HEeBbII mopomok, T. 1. 173—-175 °C. UK cnextp, v, em b
1637 (C=C), 1714 (C=0). Cnextp SIMP 'H, §, M. .
(J, Tu): 1.63 (3H, n, °J = 6.8, CHs); 3.54 (1H, x. x,
J =112, °J = 7.2, NCH,); 4.05 (I1H, n. n, 27 = 102,
3J = 6.4, NCH,); 4.34-4.39 (1H, m, CHCH,); 6.92 (1H, c,
CHPh); 7.35-7.40 (3H, m, H Ph); 8.06 (2H, 1, *J = 7.6,
H Ph). Criextp IMP °C, 8, m. 11.: 21.0; 47.6; 48.1; 124.8;
128.7; 129.9; 131.7; 134.0; 143.9; 166.8; 169.3. Macc-
cnextp, m/z (Iom, %): 245 [M+H]" (100). Haiinerno, %:
C 6414, H 480, N 11.41. C13H12NQOS. BBI‘II/ICJ'[GHO, %:
C63.91; H4.95; N 11.47.

2-Metni-6-(4-propoen3minnaen)-2,3-1urupoumMmnia3o-
[2,1-b][1,3]THa301-5(6 H)-on (3b). Beixox 0.42 r (84%),
4epHBIil mOpowok, T. mwi. 178-180 °C. MK crekTp, v, cM
1641 (C=C), 1712 (C=0). Cnextp SIMP 'H, §, M. n.
(, Tm): 1.62 (3H, n, *J = 6.8, CHs); 3.54 (1H, n. n,
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%J = 11.0, °*J = 6.2, NCH,); 4.05 (IH, n. 1, %J = 11.0,
3J =17.0, NCH,); 4.34-4.39 (1H, M, CHCH,); 6.86 (1H, c,
CHAr); 7.05-7.09 (2H, M, H Ar); 8.05-8.08 (2H, m, H Ar).
Cnektp AIMP C, &, m. 1. (J, T'm): 21.1; 47.7; 48.1; 115.8
(m, Jor = 22.0); 123.4; 130.3 (m, “Jor = 4.0); 133.8 (x,
Jcr= 8.0); 143.5 (m, *Jor = 2); 163.6 (m, 'Jop = 252.0);
166.8; 169.4. Macc-criektp, m/z (Iy, %): 263 [M+H]"
(100). Hatigeno, %: C 59.68; H 4.16; N 10.79. C3H;;FN,0S.
Breruncneno, %: C 59.53; H 4.23; N 10.68.
2-MeTuj1-6-(4-x10poeH3uIuAeH)-2,3-TuruApOuMu1a30-
[2,1-b][1,3]THa30a-5(6H)-on (3¢). Bexon 0.47 t (87%),
KOPUYHEBBI TOpomok, T. wi. 191-193 °C. UK cmektp,
v, em 1 1636 (C=C), 1713 (C=0). Cniextp SIMP 'H, 8, m. 1.
(, Tu): 1.63 3H, n, °J = 6.8, CHs); 3.55 (IH, 1. &,
2J =108, °J = 6.8, NCH,); 4.05 (1H, o 1, 7 = 10.8,
3J =17.2, NCH,); 4.34-4.39 (1H, M, CHCH,); 6.84 (1H, c,
CHAr); 7.35 (2H, n, °J = 8.4, H Ar); 8.00 (2H, 1, °J = 8.4,
H Ar). Cnextp IMP °C, 8, M. 1.: 21.0; 47.7; 48.2; 123.0;
128.9; 132.5; 132.9; 135.8; 144.2; 166.6; 169.7. Macc-
crektp, m/z Iy, %): 279 [M+H]" (100). Haiineno, %:
C 56.22; H 3.99; N 9.91. C;3H;;CIN,OS. Brruuciaeno, %:
C 56.01; H 3.98; N 10.05.
6-(4-bpomOen3nIMIeH)-2-MeTHJI-2,3-TUr U APOMMUAA30-
[2,1-b][1,3]THa30a-5(6H)-on (3d). Brixox 0.53 r (87%),
KOpHYHEBbIM mopomok, T. mi. 188—190 °C. UK cnexrp,
v, eM 1 1634 (C=C), 1714 (C=0). Cniextp SIMP 'H, 8, m. 1.
(J, Tu): 1.63 3H, n, °J = 8.4, CHs); 3.54 (I1H, 1. n,
2J = 11.0, °J = 6.2, NCH,); 4.05 (1H, 1. 1, J = 11.0,
3J =17.0, NCH,); 4.35-4.40 (1H, M, CHCH,); 6.82 (1H, c,
CHAr); 7.50-7.53 (2H, M, H Ar); 7.92-7.95 (2H, m, H Ar).
Crextp SIMP °C, &, m. 1.: 21.0; 47.7; 48.2; 123.0; 124.3;
131.9; 132.9; 133.1; 144.4; 166.6; 169.8. Macc-criektp, m/z
(Iomss, %): 324 [M(*'Br)+H]" (100). Haiineno, %: C 48.09;
H 3.49; N 8.57. C3H;;BrN,OS. Brraucaeno, %: C 48.31;
H 3.43; N 8.67.
2-Metua-6-(4-meTnndeH3niamaeH)-2,3-1uruipouMmuaa3o-
[2,1-b][1,3]THa30a-5(6H)-0on (3¢). Bexon 0.41 r (84%),
KOpHYHEBBIN mopook, T. mi1. 165-167 °C. UK cnexrtp,
v, em 1 1640 (C=C), 1708 (C=0). Criextp SIMP 'H, 8, m. 1.
(J, T): 1.62 (3H, 1, °J = 6.8, CH3); 2.37 (3H, ¢, CH; Ar);
3.53 (1H, . o, °J = 11.0, °J = 6.6, NCH,); 4.04 (1H, x. &,
2J =108, °J = 7.2, NCH,); 4.33-4.38 (1H, m, CHCHj,);
6.90 (1H, ¢, CHAr); 7.20 (2H, 1, *J = 7.6, H Ar); 7.95 (2H,
1, >J = 8.0, H Ar). Cuexrp AMP °C, &, m. 1.: 21.1; 21.7;
47.6; 48.1; 125.0; 129.5; 131.2; 131.8; 140.5; 143.2; 166.9;
168.5. Macc-cniextp, m/z (Iym, %): 259 [M+H]" (100).
Haiineno, %: C 65.21; H 5.40; N 10.92. Cy,H;4N,0S.
Brraucneno, %: C 65.09; H 5.46; N 10.84.
2-MeTu1-6-(4-HuTpodeH3uIu1eH)-2,3-TMr uAPOMMU/Ia30-
[2,1-b][1,3]THa30a-5(6H)-on (3f). Bexox 0.50 t (89%),
OpAHKEBBII MOPOILIOK, T. L. 244246 °C. VK criektp, v, cM ':
1633 (C=C), 1719 (C=0). Cnektp SIMP 'H, &, M. n.
(J, Tw): 1.54 3H, n, *J = 7.2, CHs); 3.60 (1H, 1. n,
2J =110, °J = 5.8, NCH,); 4.07 (IH, n. 1, *J = 11.0,
3J = 7.4, NCH,); 4.54-4.59 (1H, m, CHCH,); 6.89 (1H, c,
CHAr); 8.26 (2H, 1, °J = 8.8, H Ar); 8.37 (2H, 1, °J = 9.2,
H Ar). Crextp SIMP °C, 8, M. 1.: 21.4; 48.2; 49.0; 118.8;
124.1; 132.5; 141.1; 147.3; 147.4; 166.1; 174.3. Macc-
crextp, m/z (Iym, %): 290 [M+H]" (100). Haiineno, %:
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C 53.80; H 3.73; N 14.60. C;3H;1N3;0;S. Boruucneno, %:
C 53.97; H 3.83; N 14.52.
Cunte3 coegunenuii 5, 6 a—f (oOmas meromuka).
K pactBopy 1.2 MMOIb COOTBETCTBYIOILEIO 6-apHIIHIEH-
nmugaszoruasoiona 3a—f B 15 mu PhH no6Gasisror 0.53 1
(6 mmonb) capkozuHa u 0.18 r (6 MMmonb) mapadopma.
PeakimoHHYI0 CMECh KUMATAT B TEUCHHUE 6 U, OXIIAKIAOT,
PACTBOPUTENh yMAPHUBAIOT, JAHACTEPCOMEPHI Pa3CISIIOT
METOJIOM KOJIOHOYHO# Xxpomarorpaduu (amoent CHCl3—
MeOH, 25:1).
(285%,4'S*,65%)-1',2-Tumernin-4'-penni-2,3-1uruapo-
SH-cnimpo[umunaso|2,1-b][1,3]THa30,1-6,3"-nupposauaun]-
5-on (5a). Beixoa 0.09 r (24%), >xenThIit MOPOLIOK, T. I
112-114 °C. UK cnektp, v, cM ' 1592 (C=C), 1720
(C=0). Cnextp IMP 'H, &, m. n. (J, Tu): 1.14 (3H, n,
3J = 6.8, CHCH,); 2.55 (3H, ¢, NCH3); 2.87-2.89 (1H, M,
CH, nmwppon); 3.16-3.20 (3H, ™, CH, nuppou,
CH nuppomn); 3.41-3.44 (1H, m, CH, nuppomn); 3.68-3.72
(1H, m, NCH,); 3.76-3.84 (1H, m, NCH,); 3.97-4.01 (1H,
M, CHCH3); 7.17-7.24 (5H, M, H Ph). Cnektp SIMP °C,
o, M. 1.: 21.2; 42.8; 46.5; 47.3; 55.6; 59.6; 63.5; 88.1; 127.3;
127.9; 128.8; 135.3; 164.7; 178.4. Macc-cuiektp, m/z (Iymy, %0):
302 [M+H]" (100). Haiineno, %: C 63.99; H 6.45; N 13.88.
C1sH9N3OS. Brrancneno, %: C 63.76; H 6.35; N 13.94.
(25*,4'S*,65%)-1',2-Iumerun-4'-(4-¢propdenn)-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuaz0-6,3'-
nuppoauaun]-5-on (5b). Beixoxg 0.07 r (18%) >xentoiit
nopomiok, T. mi. 108-110 °C. UK cnextp, Vv, em bt 1602
(C=C), 1721 (C=0). Cnextp SIMP 'H, §, m. 1. (J, T'm): 1.19
(3H, 1, °J = 6.8, CHCH;); 2.55 (3H, ¢, NCH;); 2.88-2.90
(1H, M, CH, muppon); 3.16-3.26 (3H, m, CH, muppon,
CH mnuppomn); 3.40-3.43 (1H, m, CH, nuppomn); 3.70-3.74
(1H, m, NCH,); 3.77-3.81 (1H, m, NCH,); 4.00-4.05 (1H,
M, CHCH3); 6.91-6.96 (2H, m, H Ar); 7.15-7.19 (2H, ™,
H Ar). Crextp SIMP °C, 8, M. 1. (J, T): 21.1; 42.8; 46.6;
47.3; 54.7; 59.9; 63.4; 87.8; 114.7 (1, *Jer = 22.0); 130.5
(1, *Jer = 9.0); 131.0 (m, “Jer = 4.0); 162.1 (1, Jcr = 244.0);
165.0; 178.2. Macc-cniektp, m/z (Iym, %): 320 [M+H]
(100). Haiineno, %: C 60.37; H 5.50; N 13.30. C;cH;sFN;OS.
Brruucaeno, %: C 60.17; H 5.68; N 13.16.
(25*,4'S*,65*)-1',2-Iumerun-4'-(4-xsoppenun)-2,3-
auruapo-SH-cnupo[umunaso[2,1-b][1,3]Tuazo-6,3'-
nuppoauaun]-5-on (5¢). Beixon 0.06 v (15%), >xentiit
nopomok, T. mi. 122-124 °C. UK cnektp, v, cM : 1602
(C=C), 1726 (C=0). Criextp SIMP 'H, §, m. 1. (J, T'm): 1.19
(3H, 1, °J = 6.8, CHCHs); 2.54 (3H, ¢, NCH3); 2.87-2.89
(1H, M, CH, muppon); 3.16-3.24 (3H, m, CH, muppon,
CH muppomn); 3.38-3.41 (1H, m, CH, muppon); 3.69-3.79
(2H, M, NCH,); 4.01-4.05 (1H, m, CHCH3;); 7.12 (2H, &,
°J =84, H Ar); 7.21 (2H, n, °J = 8.4, H Ar). Crektp
SAMP C, 8, m. 1. 21.0; 42.7; 46.6; 47.3; 54.7; 59.9; 63.6;
87.8; 128.0; 130.3; 133.1; 133.9; 165.1; 178.1. Macc-
cnextp, m/z (Iom, %): 336 [M+H]" (100). Haiizerno, %:
C 57.45; H 5.22; N 12.35. CcH3CIN;OS. Boruucaeno, %:
C 57.22; H 5.40; N 12.51.
(25%,4'S*,65%)-4'-(4-bpomdennn)-1',2-qumerna-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuazoa-6,3'-
nuppoauaun]-5-on (5d). Bexog 0.15 r (33%), xopuu-
HEeBBIN mopomok, T. 1. 129—131 °C. UK cnekrp, v, em b
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1588 (C=C), 1720 (C=0). Crmextp SIMP 'H, 3, m. n.
(J, T): 1.20 (3H, 1, °J = 6.8, CHCH3); 2.52 (3H, ¢, NCH;);
2.85-2.88 (1H, m, CH, muppon); 3.16-3.21 (3H, m, CH,
mupporn, CH mmppomn); 3.35-3.38 (1H, m, CH, muppomn);
3.70-3.77 (2H, M, NCH,); 4.01-4.07 (1H, m, CHCH3); 7.07
(2H, n, °J = 8.0, H Ar); 7.36 (2H, 1, °J = 7.6, H Ar).
Crektp SIMP PC, §, m. 1. 20.5; 42.2; 46.1; 46.8; 54.4;
59.4; 63.2; 87.3; 120.7; 130.2; 130.4; 134.2; 164.5; 177.8.
Macc-criektp, m/z (Iom, %): 381 [M+H]" (100). Haiineno, %:
C 50.71; H 4.70; N 10.98. C;¢H3sBrN;OS. Brruucneno, %o:
C50.53; H4.77; N 11.05.

(25*,4'5*,65%)-1',2- Tumerni-4'-(4-metunpenn)-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuazoua-6,3'-
nuppoauaun|-5-oun (Se). Bexog 0.11 1 (29%), xenroe
Ba3koe Mmacmo. UK cmektp, v, em ' 1597 (C=0C), 1725
(C=0). Cnektp IMP 'H, &, M. a. (J, Tu): 1.13 (3H, n,
3J = 6.8, CHCHs); 2.26 (3H, ¢, CH; Ar); 2.53 (3H, c,
NCHs;); 2.84-2.87 (1H, m, CH, muppon); 3.15-3.23 (3H, m,
CH, mmppon, CH mumpporn); 3.39-3.42 (1H, M, CH,
muppon); 3.66-3.70 (1H, m, NCH,); 3.74-3.78 (1H, M,
NCH,); 3.96-4.01 (1H, m, CHCHj;); 7.01-7.06 (4H, wm,
H Ar). Crextp SIMP “C, §, m. m.: 21.1; 42.9; 46.5; 47.3;
55.3; 59.6; 63.4; 88.0; 128.6; 128.7; 132.0; 136.9; 164.8;
178.3. Macc-cnextp, m/z (Iym, %): 316 [M+H]" (100).
Hatineno, %: C 64.89; H 6.51; N 13.25. Cy;H,N;0S.
Beraucneno, %: C 64.73; H 6.71; N 13.32.

(25*,4'5*,65%)-1',2- Tumernn-4'-(4-uutpodenuin)-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuazoua-6,3'-
muppoaugun|-5-on (5f). Bexox 0.06 t (14%), xentorit
nopomok, T. mi. 167-169 °C. UK cnexrtp, v, em ! 1599
(C=C), 1729 (C=0). Cniextp IMP 'H, &, m. 1. (J, T'rr): 1.22
(3H, &, °J = 6.4, CHCH3); 2.55 (3H, ¢, NCH3); 2.90-2.93
(1H, m, CH, mmppomn); 3.17-3.21 (1H, M, CH mmppomn); 3.26—
3.28 (2H, M, CH, mwmppomn); 3.34-3.37 (1H, M, CH,
muppon); 3.74-3.78 (1H, M, NCH;); 3.86-3.91 (1H, wm,
NCH,); 4.05-4.10 (1H, m, CHCH,); 7.37 2H, 1, *J =9.2,
H Ar); 8.10 2H, 1, °J = 8.8, H Ar). Criextp SIMP “°C, §, m. 1.:
20.9; 42.7; 46.7; 47.4; 54.4; 59.9; 63.9; 87.4; 123.1; 129.8;
143.4; 147.2; 165.8; 177.5. Macc-cuiextp, m/z (Iom, %):
347 [M+H]" (100). Haiineno, %: C 55.66; H 5.11; N 16.05.
C6H1sN4O5S. Beraucieno, %: C 55.48; H 5.24; N 16.17.

(2R*4'S*,65%)-1',2-IumeTnii-4'-¢penna-2,3-1uruapo-
SH-cnupo|umunaso|2,1-b][1,3]Tua301-6,3"-nupposauaun]-
5-on (6a). Bexog 0.15 t (41%), xenToe BsA3KOE Maco.
UK cnektp, v, cM @ 1598 (C=C), 1725 (C=0). Cnextp
AMP 'H, 5, m. 1. (J, T): 1.45 3H, 1, *J = 6.8, CHCH,);
2.54 (3H, ¢, NCH3;); 2.87-2.89 (1H, m, CH, muppomn); 3.20—
3.26 (3H, m, CH, uppoi, CH muppomn); 3.40-3.42 (1H, m,
CH, nuppom); 3.64-3.68 (1H, M, NCH,); 3.78-3.83 (1H, M,
NCH,); 3.90-3.95 (1H, m, CHCHj); 7.16-7.23 (5H, wm,
H Ph). Criextp SIMP °C, 8, m. 1.: 20.7; 42.8; 46.6; 47.3;
55.2; 59.9; 63.8; 87.7; 127.3; 127.9; 128.7; 135.4; 164.9;
178.4. Macc-cniextp, m/z (Iym, %): 302 [M+H]" (100).
Haiineno, %: C 63.95; H 6.20; N 13.79. Ci¢H9N;0S.
Brruucneno, %: C 63.76; H 6.35; N 13.94.

(2R*,4'S*,65%)-1',2-TumeTnii-4'-(4-propdenni)-2,3-
auruapo-SH-cnupo[umunaso|[2,1-b][1,3]Tuazo1-6,3'-
nuppoauauH]-5-on (6b). Brixon 0.15 r (38%), xenroe
B3koe Mmacino. MK crmektp, v, cM ' 1598 (C=C), 1725
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(C=0). Cnextp IMP 'H, &, m. a. (J, Tn): 1.46 (3H, x,
3J = 6.8, CHCH,); 2.52 (3H, ¢, NCH3); 2.86-2.88 (1H, M,
CH, nuppon); 3.15-3.27 (3H, m, CH, nuppoxn, CH muppon);
3.36-3.39 (1H, m, CH, iuppon); 3.64-3.69 (1H, m, NCH,);
3.74-3.79 (1H, m, NCH,); 3.94-3.99 (1H, m, CHCHj3); 6.89—
6.93 (2H, m, H Ar); 7.13-7.17 (2H, m, H Ar). Cnektp
AMP C, 8, m. 1. (J, Tny): 20.7; 42.7; 46.6; 47.3; 54.5; 60.3;
63.9; 87.6; 114.7 (1, “Jor = 21.0); 1304 (z, *Jer = 8.0); 131.3
(m, “Jcr = 4.0); 162.0 (1, 'Jor = 244.0); 165.0; 178.4. Macc-
cnektp, m/z (Iym, %): 320 [M+H]™ (100). Haiineno, %:
C 60.05; H 5.59; N 13.10. C;4H3sFN;OS. Breruucneno, %:
C 60.17; H 5.68; N 13.16.

(2R*,4'S*,65*)-1',2- TumeTna-4'-(4-xnopdpenuni)-2,3-
auruapo-SH-cnupo[umunaso[2,1-b][1,3]Tuazoa-6,3'-
nuppoauaun]|-5-on (6¢). Breixon 0.14 t (34%), xentoe
Bsizkoe Mmacio. MK cmektp, v, em ' 1598 (C=C), 1726
(C=0). Cnextp SAMP 'H, &, m. 1. (J, Tum): 1.47 (3H, n,
3J = 6.4, CHCH,); 2.52 (3H, ¢, NCH3); 2.86-2.89 (1H, M,
CH, muppon); 3.17-3.28 (3H, m, CH, muppon, CH nuppon);
3.35-3.38 (1H, m, CH, muppon); 3.67-3.71 (1H, m, NCH,);
3.73-3.78 (1H, m, NCH,); 3.96-4.01 (1H, m, CHCH3); 7.13
(2H, 1, °J = 8.0, H Ar); 7.20 (2H, n, °J = 8.0, H Ar).
Crextp SIMP C, &, m. 1.0 20.7; 42.6; 46.6; 47.3; 54.5;
60.3; 64.1; 87.5; 128.0; 130.2; 133.0; 134.2; 165.2; 178.3.
Macc-cnektp, m/z Iy, %): 336 [M+H]" (100). HaiineHo,
%: C 57.34; H 5.23; N 12.70. C,¢H;3CIN;OS. Brruucieno,
%: C57.22; H5.40; N 12.51.

(2R*,4'S*,65*)-4'-(4-Bpompenni)-1',2-numerni-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuazo-6,3'-
nuppoauaun]-5-on (6d). Brixon 0.16 r (35%), xopuune-
BbIM mopomok, T. 1. 108-110 °C. UK cnektp, v, em
1603 (C=C), 1726 (C=0). Cmextp SIMP 'H, §, M. &
(J, Tn): 1.47 (3H, 1, °J = 6.8, CHCHs); 2.51 (3H, ¢, NCH3);
2.85-2.88 (1H, m, CH, muppon); 3.13-3.27 (3H, m, CH,
mupposn, CH mmppomn); 3.34-3.36 (1H, m, CH, nuppomn);
3.71-3.75 (2H, m, NCH,); 3.964.01 (1H, m, CHCHj3;); 7.06
(2H, 1, °J = 7.6, H Ar); 7.34 2H, 1, °J = 7.6, H Ar).
Cnextp SIMP °C, 8, m. n.: 20.7; 42.7; 46.7; 47.3; 54.5,
60.3; 64.2; 87.5; 121.2; 130.6; 131.0; 134.8; 165.2; 178.3.
Macc-cniextp, m/z (Iym, %): 381 [M+H]" (100). Haiineno,
%: C 50.49; H 4.69; N 11.19. C,cH,3BrN;OS. Brruucieno,
%: C50.53; H4.77; N 11.05.

(2R*4'S*,65%)-1',2-Tumerunn-4'-(4-merundenn)-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tua3zo1-6,3'-
nuppoauaun]|-5-on (6e). Beixon 0.16 T (42%), xentoe
Bsaskoe macino. MK crmektp, v, eMm @ 1599 (C=C), 1725
(C=0). Cnextp SMP 'H, §, m. 1. (J, Tm): 1.46 (3H, n,
*J = 7.2, CHCHs); 2.29 (3H, ¢, CH; Ar); 2.56 (3H, c,
NCH3); 2.88-2.90 (1H, m, CH, nuppon); 3.23-3.27 (3H, M,
CH, mappon, CH mappomn); 3.43-3.46 (1H, m, CH, mmppon);
3.65-3.70 (1H, m, NCH,); 3.76-3.80 (1H, m, NCH,); 3.93—
3.98 (1H, m, CHCH3;); 7.02-7.07 (4H, m, H Ar). Crektp
AMP C, 8, m. 1.: 20.7; 21.1; 42.8; 46.6; 47.3; 54.8; 60.1;
63.9; 87.6; 128.6; 132.0; 136.8; 165.0; 178.3. Macc-
cniextp, m/z (Iom, %): 316 [M+H]" (100). Haiinero, %:
C 64.90; H 6.61; N 13.20. C;7H;;N;0S. Boruucneno, %:
C64.73; H6.71; N 13.32.

(2R*4'S*,65%)-1',2-Tumerni-4'-(4-uurpodenu)-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tua3zo1-6,3'-
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mapposuaun|-5-on (6f). Bexon 0.11 1 (26%), >kentsrii
nopook, T. 1. 117-119 °C. UK cnekrp, v, em ' 1598
(C=C), 1729 (C=0). Criextp SIMP 'H, &, m. 1. (J, T'): 1.47
(3H, 1, *J = 6.8, CHCH:); 2.53 (3H, ¢, NCH3); 2.90-2.93
(1H, M, CH; nuppon); 3.22-3.29 (3H, m, CH, nuppomn,
CH nuppon); 3.32-3.34 (1H, m, CH, nuppon); 3.69-3.74
(1H, m, NCH,); 3.84-3.88 (1H, m, NCH,); 3.974.02 (1H,
M, CHCH;); 7.36 (2H, 1, >J = 8.8, H Ar); 8.08 (2H, 11, °J = 8.4,
H Ar). Criextp SIMP °C, 8, m. 1.: 20.7; 42.4; 46.7; 47.4;
54.4; 60.5; 64.5; 87.4; 123.0; 129.8; 144.2; 147.1; 165.6;
178.2. Macc-cniektp, m/z (Iym, %): 347 [M+H]" (100).
Haiineno, %: C 55.37; H 5.13; N 16.32. C;cHsN4O3S.
Brruucneno, %: C 55.48; H 5.24; N 16.17.
Cunre3 coemmHeHmii 5, 6 g-l (oOmas meromuka).
K pactBopy 1.2 MMONb COOTBETCTBYIOILEIO 6-apHIIHJICH-
nmugasoruazoniona 3a—f B 15 man CH,Cl, mobasistror 0.40 ¢
(1.4 w™monp) N-GeH3UI-N-METOKCUMETHI-N-(TpUMETHII-
cunnMermin)amuia U 3 kammun CF;CO,H. Peakimonnyto
CMeCh TEPEMEIIMBAIOT MPH KOMHATHOW TemIeparype B
teuenue 6 u, nodamisror 0.06 T (0.2 MMOIIB) yKa3aHHOTO
aMHHa U nepeMenmarot eme 18 4. PactBopurens ymnapu-
BalOT, JUACTEPCOMEPBI Pa3JCIAIOT METOJAOM KOJOHOUHOU
xpomarorpaduu (amoentr CHCl;-MeOH, 100:1).
(25*%4'S*,65%)-1'-benznn-2-mernn-4'-pennsi-2,3-1uruapo-
SH-cnupo[umunazo|2,1-b][1,3]Tua30,1-6,3"-nuppoauaun]-
5-on (5g). Brixox 0.10 r (26%), OGenbiii MOPOIIOK, T. I
151-153 °C. UK cnektp, v, cM : 1604 (C=C), 1722
(C=0). Cnextp AMP 'H, &, m. n. (J, Tu): 1.12 (3H, n,
3J = 6.8, CHCH;); 2.94-2.96 (1H, m, CH, muppomn); 3.14—
3.18 (1H, m, CH muppomn); 3.27-3.38 (2H, m, CH, nuppomn);
3.43-345 (1H, m, CH, mnwuppon); 3.65-3.69 (1H, m,
CH,Ph); 3.81-3.87 (2H, m, NCH,); 3.93-3.96 (2H, ™,
CH,Ph, CHCH3); 7.19-7.23 (5H, m, H Ph); 7.29-7.32 (3H,
M, H Ph); 7.40 (2H, 1, °J = 8.0, H Ph). Criextp SIMP "°C,
o, M. a.. 21.2; 46.5; 47.3; 55.1; 57.6; 60.7; 61.6; 87.9;
127.0; 127.2; 127.9; 128.3; 128.7; 128.8; 135.4; 139.2;
164.6; 178.5. Macc-cniektp, m/z (Iym, %): 378 [M+H]
(100). Haiineno, %: C 69.89; H 6.02; N 11.03.
C1,H»3N30S. Beruuciaeno, %: C 70.00; H 6.14; N 11.13.
(25*%,4'S*,65%)-1'-ben3un-2-merui-4'-(4-proppennin)-
2,3-nuruapo-3SH-cnupo[umuna3zo[2,1-b][1,3]Tuazoa-6,3'-
nuppoauauH]|-5-on (Sh). Bexox 0.08 r (21%), OGemnbiit
nopomok, T. mi. 146148 °C. MK crektp, v, cM : 1601
(C=C), 1723 (C=0). Criextp IMP 'H, &, m. 1. (J, T): 1.18
(3H, 1, °J = 6.8, CHCH;); 2.94-2.96 (1H, m, CH, muppou);
3.14-3.18 (1H, m, CH mwmppon); 3.26-3.28 (2H, M, CH,
muppon); 3.41-3.43 (1H, m, CH, nmppomn); 3.67-3.71 (1H,
M, CH,Ph); 3.78-3.86 (2H, m, NCH,); 3.91-3.98 (1H, M,
CH,Ph); 4.00-4.03 (1H, m, CHCHj3); 6.90-6.94 (2H, M, H Ph);
7.16-7.19 (2H, m, H Ph); 7.21-7.25 (1H, m, H Ph); 7.29—
7.32 (2H, M, H Ar); 7.40 (2H, 1, °J = 7.6, H Ar). Criektp
AMP C, 8, m. a. (J, Tn): 21.0; 46.5; 47.3; 54.2; 58.0;
60.7; 61.7; 87.7; 114.6 (1, *Jor = 20.0); 127.0; 128.5 (x,
ZJer = 50.0); 130.4 (1, *Jor = 7.50); 131.2; 139.0; 162.1 (1,
Jer = 243.75); 164.8; 178.2. Macc-criektp, m/z (Iom, %):
396 [M+H]" (100). Haitneno, %: C 66.76; H 5.50; N 10.49.
C,,H,,FN;3OS. Breruncieno, %: C 66.81; H 5.61; N 10.62.
(25%,4'S*,65%)-1'-ben3un-2-meruin-4'-(4-xaoppenni)-
2,3-nuruapo-SH-cnmpo[umuaa3zo[2,1-b][1,3]Tua301-6,3'-
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nuppoauanH|-5-on (5i). Beixox 0.13 r (32%), xentsiid
nopomok, T. mi. 116-118 °C. UK cnektp, v, em ' 1604
(C=C), 1720 (C=0). Criextp SIMP 'H, 8, m. 1. (J, T): 1.18
(3H, n,°J = 6.8, CHCH,); 2.93-2.95 (1H, m, CH, rmppon);
3.14-3.18 (1H, M, CH muppoxn); 3.25-3.27 (2H, M, CH;
muppon); 3.39-3.42 (1H, 1, °J = 10.8, CH, muppon); 3.66—
3.71 (1H, m, CH,Ph); 3.75-3.85 (2H, m, NCH,); 3.90-3.94
(1H, m, CH,Ph); 3.98-4.03 (1H, m, CHCH3); 7.13 (2H, &,
3J = 8.4, H Ar); 7.19-7.30 (5H, M, H Ph); 7.38 (2H, n,
3J=8.0, H Ar). Criextp SIMP °C, 8, m. 11.: 21.1; 46.4; 47.3;
54.1; 57.8; 60.7; 61.7; 87.6; 127.2; 128.0; 128.4; 128.7; 130.3;
133.1; 134.0; 138.8; 165.1; 178.1. Macc-cniektp, m/z (Lo, %0):
412 [M+H]" (100). Haitneno, %: C 64.34; H 5.39; N 10.05.
C»,H»,CIN;OS. Brruncieno, %: C 64.14; H 5.38; N 10.20.
(25*,4'S*,65%)-1'-bensunn-4'-(4-6pompennn)-2-MeTUI-
2,3-nuruapo-SH-cnmpo[umunazo|2,1-b][1,3]Taz0.1-6,3'-
nuppoauaun]-5-on (5j). Beixon 0.12 r (26%), xenTbiid
nopomok, T. m1. 143-145 °C. MK cnektp, v, cM ' 1600
(C=C), 1733 (C=0). Cniextp SIMP 'H, §, m. 1. (J, T'x): 1.20
(3H, &, 3= 8.8, CHCH,); 2.93-2.96 (1H, m, CH, nuppo:x);
3.15-3.20 (1H, m, CH, nuppomn); 3.25-3.28 (2H, M, CH,
nuppodn); 3.40-3.42 (1H, m, CH, nuppomn); 3.69-3.72 (1H,
M, CH,Ph); 3.75-3.79 (1H, m, NCH,); 3.83-3.86 (1H, M,
NCH,); 3.91-3.94 (1H, m, CH,Ph); 4.00-4.05 (1H, ™,
CHCHj;); 7.07-7.10 (2H, m, H Ar); 7.24-7.40 (7H, M,
H Ar, H Ph). Crexrp SIMP C, 8, m. 1.: 20.5; 46.1; 46.8;
53.8; 57.3; 60.1; 61.2; 87.0; 120.8; 126.6; 127.8; 128.2; 130.2;
130.5; 134.1; 138.4; 164.6; 177.6. Macc-cuiektp, m/z Iy, %0):
457 [M+H]" (100). Haiineno, %: C 57.74; H 4.77; N 9.40.
C,,H,,BrN;OS. Breruucneno, %: C 57.90; H 4.86; N 9.21.
(25*,4'S*,65*)-1'-bensuii-2-meruii-4'-(4-metTuienn)-
2,3-nuruapo-SH-cnmpo[umunazo|2,1-b][1,3]Tnaz0.1-6,3'-
nuppoauaun]-5-on (5k). Beixog 0.06 r (23%), >xenTbiit
nopomiok, T. mi. 135-137 °C. UK cnextp, Vv, em s 1601
(C=C), 1717 (C=0). Criextp SIMP 'H, §, m. 1. (J, Tx): 1.14
(3H, 1, °J = 6.8, CHCH3); 2.28 (3H, ¢, CH; Ar); 2.93-2.96
(1H, M, CH, muppomn); 3.15-3.19 (1H, m, CH muppom); 3.28—
3.33 (2H, M, CH, muppon); 3.43-3.45 (1H, M, CH, muppon);
3.65-3.70 (1H, m, CH,Ph); 3.78-3.88 (2H, M, NCH,); 3.97—
3.99 (2H, m, CH,Ph, CHCHj3); 7.02-7.09 (4H, m, H Ph);
7.23-7.29 (1H, m, H Ph); 7.29-7.32 (2H, m, H Ar); 7.41
(2H, 1, °J = 6.4, H Ar). Cnextp IMP "°C, §, m. 1.: 21.0;
46.5; 47.3; 54.7; 57.7; 60.8; 61.5; 87.9; 127.0; 128.3;
128.5; 128.7; 128.8; 132.1; 136.1; 138.9; 164.6; 178.4.
Mac-ciextp, m/z (Iym, %): 392 [M+H]" (100). Haiineso, %:
C 70.40; H 6.48; N 10.70. C,3H,sN3OS. Brrancieno, %:
C 70.56; H 6.44; N 10.73
(25*,4'S*,65%)-1'-benzuna-2-merui-4'-(4-Hurpodennn)-
2,3-nuruapo-SH-cnmpo[umunazo|2,1-b][1,3]Tna30.1-6,3'-
nuppoauaun]-5-on (51). Beixoxg 0.10 r (24%), >xenTbrid
nopomok, T. m1. 136-138 °C. MK crektp, v, cM ' 1600
(C=C), 1736 (C=0). Cniextp SIMP 'H, §, m. 1. (J, T'm): 1.22
(3H, &, 3J=6.38, CHCHs;); 2.97-2.99 (1H, M, CH, ttuppon);
3.16-3.20 (1H, m, CH muppo); 3.25-3.31 (2H, m, CH,
nmuppoin); 3.34-3.38 (1H, m, CH, nuppomn); 3.72-3.76 (1H,
M, CH,Ph); 3.82-3.93 (3H, m, NCH,, CH,Ph); 4.03—4.08
(1H, m, CH); 7.22-7.25 (1H, m, H Ph); 7.29-7.33 (2H, m,
H Ph); 7.37-7.39 (4H, m, H Ar, H Ph); 8.09 2H, x, °J = 8.8,
H Ar). Crextp SIMP °C, §, m. 1.: 20.9; 46.7; 47.4; 54.1;
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58.0; 60.4; 62.2; 87.3; 123.0; 127.2; 128.4; 128.7; 129.8;
138.7; 144.1; 147.1; 165.5; 178.0. Macc-cniektp, m/z (Lo, %0):
423 [M+H]" (100). Haiineno, %: C 62.42; H 5.29; N 13.35.
Cy»H»N4O5S. Beraucneno, %: C 62.54; H 5.25; N 13.26.
(2R*,4'S*,65*%)-1'-ben3na-2-meruni-4'-penn-2,3-
auruapo-SH-cnupo[umunaso|2,1-b][1,3]Tuazoua-6,3'-
nuppoauauH]-5-on (6g). Beixox 0.12 r (32%), xentoe
Ba3koe Macio. MK cmektp, v, eM ' 1599 (C=C), 1725
(C=0). Cnektp SIMP 'H, &, m. 1. (J, Tm): 1.44 (3H, n,
3 = 6.8, CHCH,); 2.94-2.97 (1H, m, CH, nuppon); 3.20—
3.24 (1H, m, CH nuppon); 3.26-3.36 (2H, m, CH, nuppo:n);
3.41-3.44 (1H, M, CH, mwmppomn); 3.62-3.66 (1H, wm,
CH,Ph); 3.80-3.88 (2H, M, NCH,); 3.90-3.96 (2H, M,
CH,Ph, CHCH,); 7.19-7.23 (5H, m, H Ph); 7.29-7.33 (3H,
M, H Ph); 7.41 (2H, 1, *J = 8.0, H Ph). Cniexrp SIMP °C,
6, M. a.. 20.7; 46.6; 47.3; 54.7; 57.9; 60.7; 62.0; 87.5;
127.1; 127.2; 127.8; 128.3; 128.7; 128.8; 135.6; 138.9;
164.9; 178.5. Macc-cniektp, m/z (Iym, %): 378 [M+H]
(100). Haiineno, %: C 69.91; H 6.27; N 11.30. C,Hx;N;0S.
Brruucaeno, %: C 70.00; H 6.14; N 11.13.
(2R*,4'S*,65%)-1'-ben3ui-2-metuii-4'-(4-gpropdenn.n)-
2,3-nuruapo-SH-cnupo[umuna3zo[2,1-b][1,3]Tuazo-6,3'-
nuppoauauH|-5-on (6h). Beixon 0.09 1 (23%), xenThiit
nopomok, T. 1. 131-133 °C. UK cnexrtp, v, em ! 1601
(C=C), 1726 (C=0). Criextp IMP 'H, §, m. 1. (J, T'): 1.45
(3H, 1, °J = 6.8, CHCH,); 2.94-2.97 (1H, m, CH, muppom);
3.20-3.27 (3H, m, CH, nuppon, CH muppon); 3.40-3.43
(1H, m, CH, muppon); 3.62-3.67 (1H, m, CH,Ph); 3.77—
3.86 (2H, M, NCH,); 3.92-3.98 (2H, m, CH,Ph, CHCHj;);
6.91 (2H, T, *J = 8.4, H Ph); 7.15-7.18 (2H, m, H Ph); 7.23
(1H, 1, 2J = 7.6, H Ph); 7.29-7.33 (2H, m, H Ar); 7.40 (2H,
1, °J=17.6, H Ar). Criektp SIMP °C, &, m. 1. (J, T'my): 20.7;
46.6; 47.3; 53.9; 58.2; 60.7; 61.9; 87.3; 114.7 (m,
Jer= 21.25); 127.2; 128.6 (1, *Jer= 55.0); 130.4 (x,
“Jor = 8.75); 162.1 (1, "Jop= 243.75); 165.1; 178.0. Macc-
crextp, m/z Iy, %): 396 [M+H]" (100). Haiineno, %: C
66.77; H 5.52; N 10.70. C,,H»,FN;OS. Brruucneno, %: C
66.81; H5.61; N 10.62.
(2R*4'S*,65%)-1'-ben3uii-2-meTuii-4'-(4-xa0ppeHu)-
2,3-nuruapo-3SH-cnupo[umuna3zo[2,1-b][1,3]Tuazoa-6,3'-
nuppoauauH|-5-on (6i). Beixon 0.15 r (37%), >xenToiid
nopomiok, T. 1. 107-109 °C. UK cnexrtp, v, em ! 1603
(C=C), 1727 (C=0). Criextp IMP 'H, &, m. 1. (J, T'x): 1.45
(3H, g, 3J=6.38, CHCHs); 2.93-2.96 (1H, m, CH, uppon);
3.20-3.26 (3H, M, CH, mmppon, CH nuppon); 3.38-3.41
(1H, M, CH, muppon); 3.64-3.68 (1H, m, CH,Ph); 3.75—
3.84 (2H, M, NCH,); 3.90-3.99 (2H, m, CH,Ph, CHCHj;);
7.13 2H, 1, *J = 8.0, H Ar); 7.19-7.32 (5H, m, H Ph); 7.39
(2H, 1, *J = 7.6, H Ar). Cnextp SIMP °C, §, m. x.: 20.7;
46.6; 47.3; 54.0; 58.2; 60.6; 62.1; 87.3; 127.1; 128.0;
128.3; 128.7; 130.2; 133.0; 134.3; 138.9; 165.2; 178.3.
Macc-ciektp, m/z (Iym, %): 412 [M+H]™ (100). Haiinero, %:
C 64.33; H 5.22; N 10.28. C,,H,,CIN;0S. Boruucieno, %:
C 64.14; H 5.38; N 10.20.
(2R*,4'S*,65*)-1'-ben3nn-4'-(4-6pomdeHnt)-2-MeTuI-
2,3-nuruapo-3SH-cnupo[umuna3zo[2,1-b][1,3]Tuaz0-6,3'-
nuppoauaun|-5-on (6j). Bexox 0.11 r (24%), xentbrid
nmopomiok, T. mi. 102—104 °C. UK cnexrtp, v, em ! 1603
(C=C), 1727 (C=0). Criextp IMP 'H, &, m. 1. (J, Tw): 1.46
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(3H, 1> J=6.0, CHCHs); 2.93-2.96 (1H, m, CH, tuppoun);
3.23-3.26 (3H, m, CH, muppon, CH muppoin); 3.38-3.41
(1H, M, CH, muppon); 3.65-3.69 (1H, m, CH,Ph); 3.73—
3.77 (1H, M, NCH,); 3.81-3.85 (1H, m, NCH,); 3.90—4.01
(2H, m, CH,Ph, CHCH3;); 7.06-7.09 (2H, m, H Ph); 7.29—
7.41 (7TH, m, H Ar, H Ph). Cnexrp SIMP °C, §, m. 11.: 20.3;
46.2; 46.8; 53.5; 57.7; 60.1; 61.7; 86.7; 120.7, 126.6;
127.8; 128.2; 130.1; 130.5; 134.3; 138.3; 164.7; 177.7.
Macc-ciextp, m/z (Iyw, %): 457 [M+H]™ (100). Haiineno, %:
C 57.69; H 4.89; N 9.32. C,,H»,BrN;OS. Breruucineno, %:
C 57.90; H4.86; N9.21.
2R*4'S*,65*)-1'-benzun-2-meTni-4'-(4-meTungeHu)-
2,3-nuruapo-SH-cnmpo[umunazo|2,1-b][1,3]Tnaz0.1-6,3'-
nuppoauaun]-5-on (6k). Brixog 0.05 r (19%), xentoe
Bsizkoe Mmacio. MK cmektp, v, em s 1598 (C=C), 1725
(C=0). Criextp SIMP 'H, 8, m. 1. (J, T'm): 1.45 BH, 1, °J=6.8,
CHCH;); 2.28 (3H, ¢, CH; Ar); 2.93-2.96 (1H, M, CH,
muppod); 3.20-3.24 (1H, m, CH nmppoin); 3.28-3.31 (2H,
M, CH, nuppon); 3.41-3.44 (1H, m, CH, nuppon); 3.63—
3.68 (1H, m, CH,Ph); 3.77-3.87 (2H, m, NCH,); 3.91-3.97
(2H, m, CH,Ph, CHCH3;); 7.01-7.08 (4H, m, H Ph); 7.23—
7.29 (1H, m, H Ph); 7.31-7.33 (2H, m, H Ar); 7.41 (2H, n,
3J=16.8, H Ar). Criextp SIMP °C, 8, m. 11.: 20.7; 21.1; 46.6;
47.3; 54.3; 58.2; 60.7; 62.0; 87.5; 127.1; 128.3; 128.6 (2C);
128.8; 132.3; 136.8; 138.8; 164.8; 178.5. Macc-ciekTp, m/z
(Iors %): 392 [M+H]" (100). Haiinenro, %: C 70.46; H 6.25;
N 10.92. C,3H,5sN3OS. Breruncneno, %: C 70.56; H 6.44;
N 10.73.
2R*4'S*,6S5*)-1'-ben3zun-2-meTnn-4'-(4-uurpodenui)-
2,3-nuruapo-SH-cnmpo[umunazo|2,1-b][1,3]Tnaz0.1-6,3'-
nuppoauaun]-5-on (61). Brixog 0.16 r (38%), >xkenToiid
nopomiok, T. mia. 178-180 °C. UK cnextp, Vv, em s 1602
(C=C), 1726 (C=0). Cniextp SIMP 'H, §, m. 1. (J, T'x): 1.46
(3H, 1, >J = 6.4, CHCHs); 2.98-3.00 (1H, m, CH, nuppo);
3.23-3.27 (3H, m, CH, muppon, CH nuppon); 3.32-3.37
(1H, m, CH, muppon); 3.68-3.72 (1H, m, CH,Ph); 3.80—
3.93 (3H, m, NCH,, CH,Ph); 3.96-4.01 (1H, m, CH); 7.22—
7.26 (1H, m, H Ph); 7.29-7.33 (2H, M, H Ph); 7.36-7.40
(4H, M, H Ar, H Ph); 8.08 (2H, x, °J = 8.0, H Ar). Criektp
SIMP °C, §, m. 1.: 20.8; 46.7; 47.4; 53.9; 58.3; 60.4; 62.5;
87.1; 123.0; 127.2; 128.4; 128.7; 129.8; 138.7; 144.2;
147.1; 165.7; 178.1. Macc-cuektp, m/z (Iom, %): 423
[M+H]" (100). Haiineno, %: C 62.42; H 5.15; N 13.39.
C22H22N403S. BI)I'-II/ICJ'IGHO, %: C 6254, H 525, N 13.26.
PeHTIreHOCTPYKTYpPHOE HCCJIEIOBAHUE COeIMHEHHs 5j.
Kpucrammst coemunenns Sj (C,HpBrN;OS, M 456.39) MoHo-
KIMHHBIE: TPOCTPAHCTBEHHas rpymnma P2i/c; a 6.1358(15),
b 30.748(9), ¢ 11.344(3) A; B 93.392(11)°; ¥ 2136.4(10) A*;
Z 4; dyy 1.419; p 2.039 mm'; F(000) 939. Penrremo-
CTPYKTYPHOE UCCIICAOBAHHE MOHOKPHCTALIA COSAMHEHHS C
muHeHHBIME pa3smepamu 0.14 x 0.22 x 0.52 MM npoBeaeHo
IIpu KOMHATHOH TemriepaType Ha audpakromerpe Bruker
Smart Apex IT (M(MoKea) 0.71073 A, rpaduroBsiii MOHO-
XpOMaTop, Oyaxe 26.6°). Beero cobpano 33389 otpaxenwid,
n3 KOTopbix 4444 sgpnsroTca He3aBUCHMBIMH ((axTop R
ycpennenust 0.070). bbuta BBeneHa KOPPEKIHUS IOTIIO-
meHust 1no mnporpamme SADABS MeTogoM MynbTH-
ckanupoBaausa. CTpyKTypa pacmugpoBaHa IPSIMBIM METO-
nom u yrouneHa MHK B nmogHOMaTpuuHOM aHH30TPOITHOM
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NPUOIMKEHUH C HWCIIOJIb30BAaHMEM KOMIUIEKCa HpPOrpamm
Bruker SHELXTL.*® Aromer S(1), C(2), C(3) u C(4)
JUTHAPOTUA30JBHOTO IUKJIA Pa3ynopsA0YeHbl IO JBYM
no3unusiM A u B ¢ paBHOIi 3aceIeHHOCTBIO.

ITonoxeHus aTOMOB BOAOPOAA PACCUUTAHBI T€OMETPHU-
4eCKM M YTOYHEHBI 10 Mofenu "Hae3gHuk'. B yrounenun
UCTIONB30BaHO 4444 He3aBUCUMBIX OTPAXKEHMS, U3 HHUX
2316 otpaxkenuii ¢ I > 20(/) (292 yTouHAEMBIX ITapaMeTpa,
HICTIOTB30BaHa BecoBas cxeMa o = 1/(c*(Fo?) + (0.060P)* +
+ 1.55P), tne P = (Fo’ + 2Fc?)/3), OTHOIICHHE MaKCH-
MaJIbHOTO (CpeTHero) CABHUIa K HOTPELIHOCTH B MOCIIEAHEM
mukiie 0.007 (0.001). OxoHuaTenbHble 3HaYCHUS (HaKTOPOB
pacxomumoctn  Ri(F) 0.0555, wR,(F®) 0.1284 no
otpaxennsm ¢ I > 20(I), Ry(F) 0.1299, wRy(F*) 0.1573,
GOF 1.021 no BceM He3aBUCUMBIM OTpakeHUsIM. OcTaTou-
Hasl 2JIEKTPOHHAs IUIOTHOCTh U3 pa3HOCTHOro psna dypee
mocie MocieaHero mukia yrounenns 0.54 u —0.50 e/A’.
ITonHbIlt HaOOp PEHTITEHOCTPYKTYPHBIX ITaHHBIX COEIH-
HeHusi 5j nenonupoBaH B KeMmOpumkckoM OaHKe CTpyK-
TypHBIX HaHHBIX (nenoHeHT CCDC 1586024).
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