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5-3amemennsle (1,3-THa30MuaUH-2-MIHICH)KETOHBI B MSATKHX YCJIOBHSX PETHOCEIEKTHBHO B3aHMOACHCTBYIOT C 1-XJIOpOeH3HMIH30-
[MaHaTaMHU ¢ 00pa30BaHUEM JUACTEPEOMEpHHUX §-amui-2,3,6,7-tetparuapo-5H-[1,3]tiazono[3,2-c|mupuMHIIH-S5-0HOB, OTHOCUTEIbHAS
KOH(UTYpaIHs XUPaJbHBIX LIEHTPOB KOTOPHIX ycTaHOBIEHa MeTotoM PCA.

KaroueBrble cioBa: (1,3-THazonuauH-2-winaeH)KeToHsbl, [ 1,3]trasono[3,2-c|nupuMuanHbl, 1-X10pOeH3MITH30IMAHATHI, TUKIOKOHICHCAIHS.

B Teuenne mocnennux 20-30 net 3,4-auruapomnuipu-
MUAMHOH(THOH)OBBIE CHCTEMBI 3aHHUMAIOT OJHY W3 JIHIH-
PYIOLMX MO3ULMKN B TeTePOLUKINYECKON U MEAUIMHCKON
XMMHH TI0 [IeJICHANPaBICHHOMY IW3aiiHy M CHHTE3y Ha UX
OCHOBE GHOJIOTHYECKH AKTHBHBIX coequHennit.' CTpyk-
TypHass Moaupukauus 3,4-AUTHAPONUPHUMHUANHOHOBOTO
ckaddosa UCHOJB3YeTCsl MPH CO3JAHUM COCAMHEHHHA C
pa3HooOpa3HbIME  (hapMaKOJIOTHUECKUMH  CBOMcTBamu. [lpu
9TOM, HapsiAy ¢ pa3pabOTKOM METOJOB JHMHEHHON 3K30-
(GYHKIMOHANN3AMY THPUMHUAMHOBOTO LIUKIIA, 3HAYUTEIb-
HOE€ BHHMMAaHUE YJENSIeTCS €ro aHHEeIUpPOBaHUIO Ouodop-
HBIMH Te€TEepOIMKIaMH. B 4acTHOCTH, HA OCHOBE ITHKJIO-
koHzaeHcanui  3,4-muruaponupumMuanH-2(1H)-THOHOB ¢
TaJIOTEHCOIEPKAIUMH  COCTUHEHUSAMH  CHHTE3MPOBAHBI
MIPOU3BOIHBIE THA30JI0[3,2-a|nIMpUMUIHHA C OaKTEPUIIH-
HOM,” (yHrUIMIHOMN,™ npoTHBOTYGepKyNe3Hoi,! aHTH-
MaNApHItHO#H, ™ TPOTHBOBOCIANMTENBHOM,® MPOTHBOPAKO-
BOi1’ aKTHBHOCTBIO, & TAKXKE AHTATOHHCTHI METAGOTPOIHBIX
riyTaMaTHeIX perentopos II rpymmsr®

B 10 ke Bpems CTpyKTypHO H30MEpHbIE OHUIIMKINYECKUE
CHCTEMBI, B KOTOPBIX THA30JBHBIN IHMKI (opMupyercs c
yugactueM atomoB N-1 u C-6, To ecth mo rpanu ¢ 3,4-1u-
THIPONMPUMHINHA, HW3YYCHBl B 3HAUMTEIFHO MEHBIIECH
CTETIeHH, XOTS CpeIu HUX OOHApy)XEHBl MOTCHIHNAIbHBIC
aHTHATepOCKIepoTHUecKHe cpencTa.’ IIpu 3ToM ciemyer
OTMETHTh, YTO OHH SIBIIIOTCS T€TEPOLMKINYECKAMHU aHAJIo-
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ramMu TuppoIio|3,2-c|MIpUMHINHOB — KITFOYEBBIX CyOCTpa-
TOB B TOTAJIbHOM CHHTE3¢ TyaHUIWHOBBIX aJKAIIOWOB
rpynn GaT3e/ianuHa u kpambeciua. '’

OmnmcaHHBIE B JUTEpPaType HEMHOTOYHCIICHHBIC MPHU-
Mephl MOJIyYE€HUSI MPOU3BOJIHBIX THA300[3,2-clnupumMu-
TUHOB 0a3UpyIOTCS Ha MAPHUMUAIOAHHEITUPOBAHUN 2-3aMe-
IICHHBIX THA30JIMHOB WIIM THA30JI0B TIOA JCHCTBHEM
n-tTonyoncyabhormm3onuanata’l WM xe XI0pKapOOHHII-
M30IIMAHATA.

Panee'> Mbl paspaboTany aibTEPHATHBHBIA PEAKIHH
BumxnHemm moaxoq K KOHCTPYHPOBAHHUIO 3,4-IHTHIPO-
mupumunuH-2(1H)-ovoB o cxeme [N-C=C] + [C=N-C]
LUUKJIOKOHJEHCALMEe! CTPYKTYp €HaMHUHHOrO Tuma ¢ 1-xJjop-
OcH3mwM3onMaHaTaMu. MBI TakKe IMOKa3alH MEPCHCKTHB-
HOCTh METOJa JUI CHHTE3a Pa3HOOOPA3HBIX TUIIOB YaCTUYHO
TUAPUPOBAHHBIX MUPUMHUAMHOB: uMujazono[l,2-c]- u
nupuMuiof 1 ,6-a]l‘[I/IpI/IMI/I):[I/IH0B,]4 nupumuo[6,1-c][1,4]-
GEH30THA3MHOB'*® M OKCA3MHOB,' nupumuo| 1,6-a]xun-
oxcanuHoB.'®

B mHactosmeM cooOIIeHHH MBI TIPUBOIUM pPE3YJIbTAThI
MPUMEHEHHUS 3TOr0 METO/IA IS TIOMYYCHUS] HOBBIX (DYHKIIHO-
HaJbHBIX MPOM3BOAHBIX [1,3]THAa3050([3,2-clnupumMuanta.
B kadectBe 0a30BBIX CyOCTpaTOB IS TaKOW WENU ObUIH
HICTIOJTb30BAHBI HEJABHO' < CHHTE3MpOBaHHbIE Hamu (1,3-TH-
A30JMIH-2-WIHACH)KETOHBI 1a—¢, TpeCTaBIsIone co0oi
MePCIEeKTUBHbIE MOJETH LIMKINUYECKUX N,S-KeTeHaleTaneu.
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HaiineHo, u4to peakmus coenuHeHwii la—c ¢ o-XJop-
O6em3mwmm3onuanataMu 2a—d, KoTopasi TIagKo IpOTeKaeT B
pactBope CH,Cl, pu 0 °C B mpHCYyTCTBUU TUH3OIIPOIIIII-
stumamuHa (DIPEA) Kak OCHOBaHHSA, XapaKTepHU3yeTcs
BBICOKOIl PETHOCENEKTUBHOCTBIO M TPHBOAUT K 00pa3o-
BaHUIO JIHACTEPEOMEpHBIX §-anmi-2,3,6,7-rerparunpo-5H-
[1,3]tnazomno[3,2-cliupumuauH-5-oH0B  3a—j u 4a—j
(cxema 1). B criextpax SIMP 'H mosydeHHBIX coeMHEHMT
HaOMOaeTcs yOBOGHWE CHTHAJIOB BCEX IPOTOHOB, W3
KOTOPBIX HawuOoiee MOKa3aTeNbHBIMH SBISIOTCS TyONCTHI
MIPOTOHOB METWJIBHBIX Ipyni B monoxxeHnn C-2 mpu 1.40—
1.50 m. n., mpotonos 7-CH mpu 5.40-5.56 M. 1. u mpoTo-
HOB THA30JIMAWHOBOIO LKA B aQuarnasone 3.79-4.42 m. n.
IMomyaeHnsle cMecH ObLTH pa3eIcHbl HA HHIUBUIYaJIbHbIC
JMacTEPEOMEPBI METOIOM KOJIOHOYHOH XpoMaTorpadum.
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1aR=Me,bR=Et,cR=Ph

2aAr= Ph, b Ar = 3-BrCeH4, c Ar= 4-F06H4, dAr= 4-C|CGH4
3,4aR=Me, Ar=Ph; bR = Et, Ar = Ph;

¢ R =Me, Ar = 3-BrCgHy; d R = Et, Ar = 3-BrCgHy;

e R =Ph, Ar = 3-BrCgHy; f R = Me, Ar = 4-FCgHy;

g R = Et, Ar = 4-FCgHy; h R = Ph, Ar = 4-FCgHy;

i R = Et, Ar=4-CICgHy; j R = Ph, Ar = 4-CICgH,4

Hdns  ompeneneHWs OTHOCHTENBFHOW —KOH(HUTYpanuu
xupanbHbIX HeHTpoB C-2 u C-7 B pa3/ieneHHbIX JUacTepeo-
Mepax W OJHO3HAYHOTO IIOATBEPXKACHUS WX CTPOCHHS
OBUTO BBITIOJTHEHO PEHTICHOCTPYKTYPHOE HCCICIOBaHHE
coemunaeHus 3j (puc. 1).

PacnipenencHne nmiawH CBsi3e W BaJCHTHBIX VYIJIOB B
JUTHPOTHA30JIHOM IMKJIEe 3j THIMYHO il TOJIOOHBIX
cucrem.'® Tak, casp S(1)-C(1) (1.745(2) A) samerHo
kopoue cB3u S(1)-C(3) (1.837(2) A) wu3-3a mHanuums
COTIPSDKEHUs HETIOJICNICHHON 3JIEKTPOHHOM Mapsl aroma
Cephl C T-CHCTEMOW CONPSDKEHHBIX aTOMOB COCEIHEro
mukia C(4)—-C(1)-N(1)-C(6)-N(2), B To BpeMms Kak corps-
JKEHHE C Sp°-THOPHUIN30BaHHBIM aToMoM C-3 OTCYTCTBYeT.
Kak nuruapoTna3onbHbIi, TaK ¥ JUTHIPOTHPHMHTAHOBBINA
UUKJIBI HeTDlaHapHbI. [IepBhId UK UMeeT KOH(POPMAIHUIO
"KOHBepT" C JBYrpaHHBIM yriioM 32.2(2)° mexmy moc-
KocTsiMd, oOpazoBaHHbIME atomaMu S(1)-C(1)-N(1)-C(2)
u S(1)-C(2)-C(3), a Bropo# — "monyBaHHa" C JABYrpaHHBIMH
yomamu 16.2(3) u 28.1(2)° Mexay IUIOCKOCTSAMH, 00pa3o-
BanHbIMA atoMamu  C(1)-N(1)}-C(6)\WN(2)-C(6)-C(1)-C(4)\
C(4)-C(5)-N(2) cooterctBeHHO. Il10CKOCTb, KOTOPYIO
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Pucynok 1. MonekynspHas CTpykTypa coeiuHeHus 3j B Ipen-
CTaBJICHUH aTOMOB DJUIHIICOMJIAMHU TEIUIOBBIX Kosiebanuit ¢ 50%
BEPOATHOCTBIO M €€ OCHOBHBIE TI'€OMETPHUYECKHE IapaMeTpsl
(mmuma cBssm, A; yrom, rpan.): N(1)-C(1) 1.388(3), N(1)-C(2)
1.465(3), N(1)-C(6) 1.390(3), N(2)-C(6) 1.343(3), N(2)-C(5)
1.463(3), C(1)-C(4) 1.360(3), C(2)-C(3) 1.518(3), C(4)-C(5)
1.532(3); C(1)-S(1)-C(3) 91.49(10), S(1)-C(1)-N(1) 110.43(15),

C(1)-N(1)-C(2) 115.51(17), N(1)-C(2)-C(3) 105.11(18),
C(2)-C(3)-S(1) 104.11(15), C@A)-C(1)-S(1) 127.62(17),
C(1)-C(4)-C(5)  116.07(19), N(2)-C(5)-C(4)  108.90(17),
C(6)-N(Q2)-C(5) 124.89(19), N(2)-C(6)-N(1)  114.96(19),

C(1)-N(1)-C(6) 121.21(18).

obpaszyer rpynmupoBka aromoB C(4)-C(8)-C(9)-0O(2),
BKJIIOYAMONIass KapOOHWJIBHYIO TpYMIy, IPaKTUYECKH
komtaHapHa Miockoctd N(2)-C(6)-C(1)-C(4), nByrpas-
HBIH YTOJI M@Ky HUMH COCTaBiseT 7.6(2)°, 4T0 MPUBOIUT
K JIOTIOJTHUTENIFHOMY COMNPSKEHUIO KapOOHUIBHOM TPYIIIBI
co cBsm3bio C(1)=C(4) ¢ COOTBETCTBYIONINM YKOPOUECHUEM
ceszu C(4)-C(8) mo 1.448(3) A.

[Tonmy4yeHHBIe TaHHBIE MTO3BOJISIOT CAEIATh BEIBOJ O TOM,
41O coenuHeHUe 3j SBISETCS pPaleMUYECKHMM C OTHOCH-
TENBHOM KOH(Urypanued acHMMMETPUYECKHX LEHTPOB
28R,7RS, cnenoBaTenbHO y €ro auacTepeoMepa — COeIu-
HeHus 4j — koHpurypanus 2RS,7RS.

Cpasuenue crnektpoB IMP "H uncThix muactepeoMepon
U X PEAKIIMOHHBIX CMECei MO3BOMIAET CAENaTh BBIBO, YTO
ny6netsl mpoToHoB Tpynmbl CH; y atroma C-2 B cniekTpax
SAMP 'H coenmmennii 3a—j sBusioTCS OONEE CHIIBHO-
TOJBHBIMHU M PETHCTPUpPYIOTCA B auanazoHe 1.40-1.46 . m.
¢ KCCB 6.6-6.8 T', a B cnekTpax coeAWHEHUH 4a—j —
B quamna3one 1.45-1.50 m. 1. ¢ KCCB 6.0-6.5 I'tt. OcHOBEI-
BasCh Ha COOTHOIICHHWAX HWHTETPAJBHBIX MHTEHCHBHOCTEH
MPOTOHOB THA30JMIMHOBOIO IMKJIA, OBUIO YCTaHOBJICHO
OTHOCHTEIIFHOE COAEp)KaHHE COOTBETCTBYIOUINX JHa-
CTEPEOMEPOB B MPOJIYKTaX PEAKINH: COSAWHECHUNA 3a—j —
36-50%, u coequnaenuii 4a—j — 50-64% (tadmn. 1).

C ydJeroM JMTEpaTypHBIX JAHHBIX, KACAFOIIUXCS aHHOHO-
TPOIHOTO XapakTepa -XJI0pajKuIH30IHaHaTOB," HanGo-
Jiee JOCTOBEPHBIM MEXaHM3MOM PEaKINU TPEICTaBIACTCS
CXeMa PEervoCeICKTHBHOW ITUKIOKOHICHCAIINH, KOTOpas
peanu3yeTcsl 4epe3 CTaaui0 MEPBUYHOTO aMHI0ATKUINPO-
BaHUS AJIEKTPOHOOOOTAIIEHHOTO KETOBHHHMIBHOTO aToMa
yriaepoga Tra3zoJuAnHOB la—c¢  N-x1ophopMHUITHUMUHHOMN
(dopmoit m3onmanara 2a—d ¢ oOpa3zoBaHMeM HHTEpMenuara A.
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Ta6auna 1. OTHOCUTENBHOE COEPIKAHNE IUACTEPEOMEPOB
3a—j u 4a—j u UX NpenapaTUBHUE BBIXObL

OtHocuTensHas ;:s;g;
o A peasunon 0
HIeHTpOB HOI g/l;/[ecn,
3a  Me Ph 1.46 28R,7RS 48 37
4a  Me Ph 1.49 2RS,1RS 52 42
3b Et Ph 1.45 28R,1RS 36 29
4b Et Ph 1.49 2RSIRS 64 38
3¢  Me 3-BrCgH,4 1.46 28R,7RS 41 30
4c  Me 3-BrCe¢H, 1.50 2RSIRS 59 47
3d Et 3-BrC¢H, 1.44 28R,7RS 44 34
4d Et 3-BrC¢H, 1.48 2RS,7RS 56 46
3e Ph 3-BrCgH,4 1.40 2SR, 1RS 50 39
4e  Ph 3-BrCeH,4 1.47 2RS,7RS 50 45
3f Me 4-FC¢H, 1.46 2SR, 1RS 39 25
4f Me 4-FCgH,4 1.49 2RS,1RS 61 38
3g Et 4-FCe¢H,4 1.46 28R,7RS 39 28
4g Et 4-FC¢H,4 1.49 2RS,1RS 61 37
3h Ph 4-FCeH,4 1.41 28R,7RS 43 27
4h Ph 4-FCe¢H,4 1.45 2RS,1RS 57 39
3i Et 4-CIC¢H, 1.46 28R, 7RS 40 32
4i  Et 4-CIC¢H, 1.49 2RS,1RS 60 43
3j Ph  4-CIC¢H, 1.40 28R, 7RS 42 31
4j Ph 4-CIC¢H,4 1.45 2RS,1RS 58 52

IMocnenyromas aTaka THA30JIMIMHOBOTO aToMa a3oTa Ha
XJIOpKapOaMOMIIBHYIO TPYIITY I03BOJISET B OTHOCHUTEIBHO
MATKHX YCJIOBHUSX OCYIIECTBUTH (POPMHPOBAHHE MUPUMHU-
JIOHOBOTO IMKJIa [IEJIEBBIX COEIUHEHHH (cxema 2).

Cxema 2 Ar
(0] DIPEA
1a—c + o — ~ —_—
c N\\C\\ Ar” N7 el CHoCl
0 0°C,6h
2a-d
R Ar
H
O NH
—_— /N /a —> 3a-j + 4a-j
S" N g
Me A

Takum 00pa3oM, HAMU HaHJEHO, YTO PETUOCEIIEKTUBHAS
nukiokoraeHcarus (1,3-TnazonuauH-2-uinIeH)KETOHOB ¢
1-xn0pOeH3MITN30IIMaHaTaAMH TIPEICTABISIET COOOW mMpema-
paTUBHO YIOOHBI METOJa TMOJIy4eHHsS HOBBIX (DYHKIIHO-
HAJIBHBIX TPOM3BOAHBIX [1,3]THa3z0m0[3,2-c|mupumunna-5-
OHOB, BBIJICTICHHBIX B IHACTEPEOMEPHO YHCTHIX POpMax.

3KCHepI/IMeHTaJI]>Haﬂ 4JacThb

UK crekTpsl 3aperucTpupoBaHsl Ha mpubope Bruker
Vertex 70 B pactBope CCl, (coennnenue 2¢) u B TabaeTKax
KBr (coemunenust 3, 4 a—j). Crextpst SIMP 'H 3anucansr
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Ha cnekrpomerpe Varian VXR-400 (400 MI'ny) B ummysbe-
HOM (ypbe-pexume B CDCly. Crextpst SIMP C 3amu-
caHbl Ha ciekTpomerpe Bruker Advance DRX-500 (126 MI'm)
B UMIyJIbCHOM Qypbe-peskume B CDCl; (coenunenus 3a—j
u 4a—d, 4fj) u 8 IMCO-d; (coenunenus 4e,f). CnexTpsl
AMP F 3aperuCTPUpPOBaHbl Ha CHEeKTpoMmeTpe Varian
Mercury-400 (377 MI'n) B CDCl;. Bayrpennuii crannapt
nns cnekrpos SAMP 'H u BC - TMC, ans CHekTpoB
SIMP “F — CgF (0r —162.9 M. 1. otHocurenpHo CFCls).
Macc-cnektpsl 3anucansl Ha npudope Agilent LC/MSD
SL (xononka Zorbax SB-C18, 4.6 x 15 MM, 1.8 MkM
(PN 82(c)75-932)), pactBoputens JMCO, wuoHH3amus
ANIEKTPOPACTIBUICHUEM IPU aTMOoC(hepHOM JaBieHuu. Jlis
KOJIOHOYHOW Xpomarorpauu HCIHONb30BaH CHIIMKAreib
Merck 60 (40-63 MkM). DieMEHTHBI aHANN3 BBIOJHEH
Ha npubope PerkinElmer CHN-Analyzer cepun 2400 B
aHanmuTH4Yeckoi Jylabopatopuu MHCTUTyTa OpraHMYecKon
xumuu HAH Vkpaunsl. Temneparyps! MIaBiaeHHs onpese-
nensl Ha cronuke Kodaepa u He ucnpaBiieHbl.

Coemunenns la—c'’ um  1-X10poGEH3MIM30IMAHATHI
2a,b,d"*** noyueHb! 10 TIUTEPATYPHBIM METOIUKAM.

4-®top-1-[(n3oumanaTo)xsiopmerni]oenson (2¢). Cmech
8.00 r (0.064 monp) 4-¢rTopOensampaeruma u 13.21 r
(0.148 wmomp) sTHNKapOamMaTa W HECKOJBKUX Karlellb
koHneHTpupoBanHoit H,SO,4 Harpeatot mpu 140-150 °C B
TeyeHue 15 MHUH, OXJaXAArOT JO KOMHATHON TemIiepa-
TypBl, TONYyYeHHYI0 cMech pactupaioT B 50 mn H,0,
otrdunbTpoBhIBatOT, npoMmeiBatoT 20 ma H,O, cymar npu
MOHIDKEHHOM JIaBJICHUU W HCTIOJIB3YIOT 0e3 MociIeayroei
ounctku. Cycnemsuto 10 r (0.035 Mosib) MOJTYYEHHOTO
6ensununenouckapbamara u 16.12 v (0.077 moxns) PCls B
100 mn abcomorHoro PhH kunsrsaT no mnpekpaiieHus
BobimenieHus: razoobpazuoro HCl (~4 u), KOTOpBIHA MOTIIO-
marT pazbaeieHHbIM pacTBopoM NaOH. T'omorenHyro
PEaKIIMOHHYIO CMECh OXJIAXKIAl0T, OTTOHSAIOT PACTBOPHUTEINb
n 00pa30BaBIIMECs JICTKOJNETYyYHE COCIMHEHHS, OCTaTOK
JIBK/IbI TIEPETOHSIOT MPY MOHKEHHOM JaBleHUH. Bbixon
3.20 t (49%), 6nenHO-)KeNTas KUIKOCTH, T. Kuml. §2—83 °C
(0.1 mMm pr. cr.). UK cnektp, v, eM ': 2267 (N=C=0).
Crnextp SIMP 'H, §, m. 1. (J, I'n): 6.48 (1H, ¢, CHCI); 7.08—
7.12 (2H, m, H Ar); 7.47-7.52 (2H, M, H Ar). Cnextp
AMP C, 5, m. 1. (J, Tn): 68.5; 116.1 (1, Jor = 22.6);
128.0 (1, *Jor = 8.8); 135.1 (1, “Jor = 3.8); 163.4 (n,
"Jep = 250.1). Cnexrp IMP “F, §, m. n.: —112.1 (CF).
Haiineno, %: C 51.99; H 2.64; N 7.64. CgHsCIFNO.
Brruucneno, %: C 51.78; H 2.72; N 7.55.

Cunte3 coeaunenuii 3a—j, 4a—j (oOmas MeToauKa).
K oxmaxnennomy mo 0 °C pactBopy 1 mmons (1,3-Tu-
azonuauH-2-ununaeH)ketona la—¢ B 10 mn CH,Cl, mocie-
JIOBaTeNIbHO TpW TepeMenuBanuu nobasmsor 0.14 1
(1.0 mmoms) DIPEA u pactBop 1.1 MMonps a-xsopOeH3nI-
m3onmanara 2a—d B 10 man CH,Cl,. T[TonmydenHyto cMmech miepe-
MEIMBAOT B TedeHue 6 4, mpombBaoT HO (2 X 5 M) u
HacelmeHHBIM pacTBopoM NaCl, opraHmdeckuii cioi
cymat Hag Na,SO4 U ynmapuBaroT NpU MOHWKCHHOM J1aB-
neHuu. IloyydeHHBI OCTAaTOK OYMILAIOT METOIOM KOJIO-
HOYHOU Xpomartorpadum Ha cuimkarene, smoeHT CHCl;—
MTBD3, 15:1 (B cimydae coemmuenuid 3, 4 h) u CHCl;—
MTBD3, 5:1 (B cyqae coennnennii 3 u 4 a—g.i,j).
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(2SR,7RS)-8-AueTuni-2-meruia-7-gpeani-2,3,6,7-rerpa-
ruapo-5SH-[1,3]Tuazouo(3,2-clnupumugun-5-on (3a).
Bexox 0.11 1 (37%), Genbrif mopomoxk, T. 1. 196-197 °C.
UK crextp, v, cM: 3300 (N-H), 1691, 1620 (C=0). Criektp
SMP 'H, §, m. 1. (J, T'): 1.46 (3H, 1, °J = 6.7, CH3); 1.99
(3H, ¢, CH5CO); 3.68-3.76 (1H, m, CHS); 3.84 (1H, . x,
2J=113,°J=64, CHN); 411 (IH, . x, /=113, J="7.0,
CH,N); 5.44 (1H, n, °J = 2.7, CHNH); 5.47 (1H, ym. ¢, NH);
7.23-7.25 (2H, m, H Ph); 7.30-7.37 (3H, m, H Ph). Crnektp
SIMP °C, §, m. 1.2 19.9; 27.4; 39.2; 54.5; 56.9; 105.0; 126.8;
128.6; 129.3; 142.5; 150.9; 154.5; 192.9. Macc-cnektp, m/z:
289 [M+H]" (100). Haitneno, %: C 62.69; H 5.53; N 9.58.
C15sH¢N>O,S. Beruncineno, %: C 62.48; H 5.59; N 9.71.

(2SR,7RS)-2-Metui-8-nponanou-7-penuni-2,3,6,7-
Terparuapo-SH-[1,3]tuazono[3,2-clnupumumaun-5-on (3b).
Bexox 0.09 t (29%), cBETI0-KENTHI MOPOIIOK, T. 1. 188—
189 °C. UK cmektp, v, em ! 3279 (N-H), 1672, 1614
(C=0). Criextp SIMP 'H, 8, m. 1. (J, T): 0.96 (3H, T, °J =172,
CH;CH,); 1.45 (3H, x, °J = 6.8, CH3); 1.99-2.09 (1H, M,
CH,CH3); 2.36-2.45 (1H, m, CH,CH3); 3.66-3.75 (1H, M,
CHS); 3.83 (1H, 1. 1, 2/ =11.2, *J = 6.5, CH,N); 4.09 (1H,
xom A =112,°% =70, CHN); 545 (1H, n, °J = 2.7,
CHNH); 5.73 (1H, yur. ¢, NH); 7.22-7.24 (2H, m, H Ph);
7.28-7.36 (3H, m, H Ph). Crextp SIMP “C, §, m. 1.: 7.9;
19.9; 32.2; 39.1; 54.4; 56.3; 104.6; 126.7; 128.6; 129.3;
142.6; 151.1; 154.0; 195.6. Macc-cuiektp, m/z: 303 [M-*-H]+
(100). Haiineno, %: C 63.31; H 6.07; N 9.17. C;¢H;sN,0,S.
Brraucaeno, %: C 63.55; H 6.00; N 9.26.

(2SR,7RS)-8-Aunerniu-7-(3-0pomdenun)-2-MeTua-
2,3,6,7-rerparuapo-SH-[1,3]tuazono|[3,2-clnupumMmuus-
5-on (3¢). Beixog 0.11 r (30%), cBEeTIIO-3KENTHIA MOPOIIOK,
. . 186-187 °C. MK crektp, v, cM': 3284 (N-H), 1685,
1633 (C=0). Crextp SIMP 'H, 8, m. 1. (J, Tw): 1.46 (3H, 1,
3J = 6.7, CHs); 2.00 (3H, ¢, CH;CO); 3.69-3.77 (1H, M,
CHS); 3.82 (1H, o. 1, 2/ =11.1, °J = 6.7, CH,N); 4.11 (1H,
1 m2J=11.1,°7=68, CH,N); 5.41 (1H, 1, >J = 3.0, CHNH);
6.23 (1H, yur. ¢, NH); 7.15 (1H, 1, *J = 7.9, H Ar); 7.21
(1H, 7, *J = 7.7, H Ar); 7.38 (1H, ¢, H Ar); 7.43 (1H, n,
3J=17.7,H Ar). Cextp SIMP °C, §, m. 1.: 19.7; 27.4; 39.3;
54.5; 56.0; 104.4; 123.2; 125.3; 129.9; 130.8; 131.6; 144.8;
151.0; 155.0; 192.5. Macc-ciextp, m/z: 367 [M+H]" (100).
Haiineno, %: C 49.24; H 4.05; N 7.76. C;sH;sBrN,O,S.
Brruucaeno, %: C 49.06; H4.12; N 7.63.

(2SR, 7RS)-7-(3-bpompenui)-2-MmeTn1-8§-nponanoui-
2,3,6,7-rerparuapo-SH-[1,3]tuazono|3,2-clnmpumuun-
5-on (3d). Brixox 0.13 1 (34%), CBETIO-KENTHIH MOPOLIOK,
1. . 7677 °C. UK cnekrp, v, em 't 3276 (N-H), 1682,
1617 (C=0). Crextp SIMP 'H, §, m. 1. (J, T'm): 0.97 (3H, T,
3J =172, CH;CH,); 1.44 (3H, 1, °J = 6.6, CH3); 1.98-2.08
(1H, m, CH,CH3); 2.33-2.43 (1H, m, CH,CH3); 3.67-3.76
(1H, m, CHS); 3.79 (1H, n. 1, ’J = 11.1, *J = 6.7, CH,N);
4.08 (1H, 1. 1, >/=11.1,°J=6.8, CH,N); 5.42 (1H, 1,°J = 3.0,
CHNH); 6.66 (1H, yur. ¢, NH); 7.13 (1H, 1, °J = 7.7,
H Ar); 7.18 (1H, 7, *J = 7.7, H Ar); 7.36 (1H, ¢, H Ar);
7.40 (1H, 1, °J=7.7, H Ar). Criektp SIMP “C, 8, m. 1.: 8.0;
19.8; 32.4; 39.3; 54.5; 55.7; 104.0; 123.3; 125.3; 129.9;
130.9; 131.7; 144.8; 151.1; 154.6; 195.4. Macc-cniektp, m/z:
383 [M+H]" (100). Haiineno, %: C 50.17; H 4.54; N 7.44.
CsH7BrN,O,S. Brruucineno, %: C 50.40; H 4.49; N 7.35.
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(2SR,7RS)-8-ben3ouua-7-(3-opombenn)-2-meTunJ-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMuaun-
5-on (3e). Bexon 0.17 T (39%), Gemnblii MOPOUIOK, T. II.
194-195 °C. VK crektp, v, cM ': 3302 (N-H), 1700, 1651
(C=0). Cnektp IMP 'H, &, M. a. (J, Tu): 1.40 (3H, n,
3J = 6.8, CH3); 3.61-3.69 (1H, m, CHS); 3.96 (1H, n. a,
2J =114, °J = 54, CHN); 404 (1H, n. 0, 2/ = 11.4,
3J = 6.8, CH,N); 5.54 (1H, 1, °J = 3.2, CHNH); 6.58 (1H,
yur. ¢, NH); 6.92 (1H, g, 3= 7.8, H Ar); 7.04-7.08 (2H, M,
H Ar); 7.24-7.26 (2H, m, H Ar); 7.33 (3H, 1, °J = 7.6,
H Ar); 7.42 (1H, 1,°J = 7.4, H Ar). Crektp SIMP °C,
6, M. 1.: 20.4; 39.6; 54.8; 56.0; 105.3; 122.9; 125.0; 127.1;
128.5; 129.5; 130.5; 130.8; 131.2; 139.6; 145.1; 151.3;
156.0; 192.1. Macc-cextp, m/z: 429 [M+H]" (100).
Haiineno, %: C 56.18; H 3.92; N 6.59. C,yH;7;BrN,O,S.
Breruncaeno, %: C 55.95; H 3.99; N 6.52.

(2SR,7RS)-8-Anerun-2-merui-7-(4-gpropdenun)-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMuaun-
5-on (3f). Beixog 0.08 r (25%), 6enblii OPOIIOK, T. LI
200-201 °C. MK crmextp, v, cM ': 3292 (N-H), 1685, 1620
(C=0). Cnexrp AMP 'H, &, m. 1. (J, Tu): 1.46 (3H, n,
3J = 6.8, CH3); 1.99 (3H, ¢, CH;CO); 3.68-3.77 (1H, M,
CHS); 3.84 (1H, 1. 1, 2J=11.2,°J= 6.6, CH,N); 4.11 (1H,
n ;A =112,°% =170, CH,N); 544 (1H, n, °J = 2.5,
CHNH); 5.52 (1H, ym. ¢, NH); 7.04 (2H, n. 1, °J = 8.5,
Jur = 8.5, H Ar); 722 H, x. 1, °J = 8.5, “Jyr = 5.2,
H Ar). Crextp SIMP “C, 8, m. 1. (J, T'): 19.8; 27.3; 39.3;
54.5; 56.0; 105.0; 116.2 (1, “Jcr 21.1); 128.5 (x,
3cr = 71.5); 138.5 (1, “Jor = 3.0); 151.0; 154.6; 162.6 (n,
er = 248.9); 192.7. Crextp SIMP "F, 8, m. x.: —114.00
(CF). Macc-cniextp, m/z: 307 [M+H]" (100). Haiineso, %:
C 5874, H 505, N 8.99. C15H15FN2028. BI)ILII/ICJ'IeHO, %:
C 58.81; H4.94; N 9.14.

(2SR,7RS)-2-Metna-8-nponanou-7-(4-groppennn)-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMmuaun-
5-on (3g). Beixozg 0.09 r (28%), kenThli TOPOIIOK, T. TUI.
152-153 °C. UK crmektp, v, eM : 3269 (N-H), 1711, 1631
(C=0). Criextp SIMP 'H, &, m. 11. (J, T'y): 0.97 3H, 1, J=7.2,
CH;CH,); 1.46 (3H, n, °J = 6.8, CH3); 1.99-2.08 (1H, M,
CH,CHs;); 2.35-2.45 (1H, m, CH,CHj3); 3.67-3.75 (1H, M,
CHS); 3.83 (1H, 1. 1, *J=11.2, >J = 6.6, CH,N); 4.09 (1H,
A om 2J=112,°7 =70, CHN); 546 (1H, 1, °J = 2.4,
CHNH); 5.79 (1H, yur. ¢, NH); 7.02 2H, n. 1, °J = 8.2,
Jur = 8.2, H Ar); 721 H, x. 1, °J = 8.2, “Jyr = 5.2,
H Ar). Crnextp SIMP B, 8, M. 1. , Tm): 7.9; 19.9; 32.3;
39.2; 54.5; 55.6; 104.6; 116.2 (1, “Jor = 22.1); 128.5 (1,
ok = 8.0); 138.6 (1, “Jcr = 4.0); 151.0; 154.1; 162.7 (x,
er 248.5); 195.5. Cmextp SIMP “F, &, m. n.:
—-114.01 (CF). Macc-cnextp, m/z: 321 [M+H]" (100).
HaﬁlleHO, %: C 60]7, H 531, N 8.62. C16H17FN2028.
Brruncneno, %: C 59.98; H 5.35; N 8.74.

(28R,7RS)-8-ben3ounua-2-metuia-7-(4-gpropdenu)-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMmuaun-
5-on (3h). Beixox 0.10 r (27%), Genblii MOPOIIOK, T. TUI.
198-199 °C. MK cnektp, v, cM ': 3300 (N-H), 1709, 1662
(C=0). Cunektp SIMP 'H, 8, m. 1. (J, Tw): 1.41 (3H, n,
3J = 6.8, CHs); 3.61-3.69 (1H, m, CHS); 3.97 (1H, . x,
2J =112, % =50, CH,N); 404 (1H, n. 1, %J = 112,
3J= 6.8, CH,N); 5.56 (1H, 1, °J = 1.8, CHNH); 6.31 (1H,
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yir. ¢, NH); 6.88 (2H, 1. 1, °J = 8.6, *Jyur = 8.6, H Ar); 6.95
(QH, 1. 1, °J = 8.4, "Jyr = 5.6, H Ar); 7.24 2H, 1, °J =172,
H Ar); 7.31 QH, 1, °J=7.4,H Ar); 7.41 (1H, ,°J =72, H
Ar). Crextp SIMP °C, 5, m. 1. (J, T): 20.4; 39.6; 54.8;
55.8; 105.8; 115.8 (m, YJcr = 22.1); 127.1; 128.1 (m, *Jer =
9.1); 128.5; 130.7; 138.8 (1, “Jor = 3.0); 139.7; 151.3;
155.6; 162.4 (1, 'Jop = 247.5); 192.2. Cnextp SIMP F, §, m.
n.: —115.16 (CF). Macc-cniektp, m/z: 369 [M+H]" (100).
Haiineno, %: C 6538; H 4.58; N 7.71. C,H;7FN,O,S.
Brruucaeno, %: C 65.20; H 4.65; N 7.60.
(2SR,7RS)-2-MeTua-8-nponanous-7-(4-xjaopdenui)-
2,3,6,7-terparuapo-SH-[1,3]tuazono|3,2-clnmpumMmuun-
5-om (3i). Boixox 0.11 r (32%), Oenblii MOPOIIOK, T. I
157-158 °C. UK cnekrp, v, em ;3246 (N-H), 1665, 1630
(C=0). Cnextp SIMP 'H, &, m. 1. (J, 'm): 0.98 3H, T,
3J=17.2, CH;CH,); 1.46 (3H, 1, °J = 6.7, CH3); 1.99-2.09
(1H, m, CH,CH3); 2.35-2.45 (1H, m, CH,CH3); 3.68-3.76
(1H, m, CHS); 3.83 (1H, 1. 1, *J = 11.2, °J = 6.4, CH,N);
4.08 (1H, o 1, %7 =112, *J = 7.0, CH,N); 5.45 (1H, 1,
3J = 2.9, CHNH); 5.84 (1H, ym. ¢, NH); 7.17 (2H, n,
3J=84,H Ar); 7.31 (2H, 1, >J = 8.4, H Ar). Criektp SIMP “*C,
6, M. a.. 7.9; 19.8; 32.3; 39.3; 54.5; 55.6; 104.4; 128.2;
129.5; 134.4; 141.1; 151.1; 154.3; 195.4. Macc-cnektp, m/z:
338 [M+H]" (100). Haitneno, %: C 56.89; H 5.13; N 8.24.
C16H7CIN,O,S. Brruucaeno, %: C 57.05; H 5.09; N 8.32.
(2SR,7RS)-8-ben3zoun-2-metTuua-7-(4-xaopdenun)-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|[3,2-clnupumMmuun-
5-on (3j). Bexox 0.12 r (31%), Genplif OPOIIOK, T. ILI.
179-180 °C. VK crektp, v, cM ': 3274 (N-H), 1707, 1686
(C=0). Cnextp IMP 'H, &, m. 1. (J, Tm): 1.40 (3H, x,
3J = 6.8, CHs); 3.60-3.68 (1H, m, CHS); 3.98 (1H, . 1,
2J =114, %] = 5.2, CHN); 4.04 (1H, n. o, 2 = 114,
3J = 6.8, CH,N); 5.56 (1H, n, °J = 2.8, CHNH); 5.97 (1H,
ymr. ¢, NH); 6.92 (2H, g, 3J=84H Ar); 7.17 (2H, n,
°J=8.4,H Ar); 7.24 2H, ¢, H Ar); 7.32 2H, , *J = 7.6,
H Ar); 7.41 (1H, T, *J=7.2, H Ar). Criextp SIMP °C, &, m. 11.:
20.4; 39.6; 54.8; 55.8; 105.7; 127.2; 127.7; 128.5; 129.1;
130.8; 139.6; 141.4; 151.4; 155.8; 192.1. Macc-criektp, m/z:
385 [M+H]" (100). Haitneno, %: C 62.58; H 4.37; N 7.39.
C20H|7C1N202S. BI:I‘H/ICJ'IeHO, %: C 6241, H 445, N 7.28.
(2RS,7RS)-8-Aueruni-2-merun-7-gpenni-2,3,6,7-rerpa-
ruapo-SH-[1,3]Tuazo.10[3,2-clnupuMuann-5-ox (4a).
Beixoz 0.12 r (42%), Genblit mopomiok, T. mwi. 193-194 °C.
UK crmektp, v, cM @ 3290 (N-H), 1680, 1627 (C=0).
Crextp SIMP 'H, 8, m. 1. (J, Tm): 1.49 (3H, 1, °J = 6.5,
CH3); 1.98 (3H, ¢, CH;CO); 3.64-3.73 (2H, M, CHS,
CH,N); 4.20-4.25 (1H, m, CH,N); 5.43 (1H, 1, °J = 2.8,
CHNH); 5.67 (1H, ym. ¢, NH); 7.22-7.25 (2H, m, H Ph);
7.29-7.38 (3H, M, H Ph). Crextp SIMP “°C, §, m. 1.: 20.5;
27.3; 39.2; 54.5; 56.9; 105.0; 126.7; 128.6; 129.3; 142.6;
150.9; 154.3; 192.8. Macc-cniexTp, m/z: 289 [M+H]" (100).
Haﬁ}ICHO, %: C 6229, H 555, N 9.82. C]5H16N2028.
Breruucaeno, %: C 62.48; H 5.59; N 9.71.
(2RS,7RS)-2-MeTtun-8-nponanoun-7-penni-2,3,6,7-
Terparuapo-3SH-[1,3Jtuazoso[3,2-clnupumuaun-5-on (4b).
Bexox 0.11 1 (38%), Genbrif mopomok, T. 1. 186—187 °C.
UK cnektp, v, cM 't 3287 (N-H), 1701, 1620 (C=0).
Crexktp SIMP 'H, 8, m. a. (J, Ty): 0.96 3H, T, *J = 7.2,
CH;CH,); 1.49 (3H, 1, °J = 6.5, CH3); 1.99-2.09 (1H, m,
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CH,CHj;); 2.35-2.45 (1H, m, CH,CHj3); 3.63-3.71 (2H, M,
CHS, CH,N); 4.19-4.24 (1H, M, CH,N); 5.44 (1H, 1, °J = 2.6,
CHNH); 5.67 (1H, ym. ¢, NH); 7.22-7.24 (2H, m, H Ph);
7.29-7.37 (3H, m, H Ph). Crextp SIMP “C, §, m. 1.: 7.9;
20.6; 32.2; 39.1; 54.4; 56.4; 104.6; 126.7; 128.6; 129.3;
142.6; 151.1; 153.9; 195.6. Macc-cniektp, m/z: 303 [M-+H]"
(100). Haiineno, %: C 63.74; H 5.94; N 9.34. C;sH;sN,O,S.
Brruucineno, %: C 63.55; H 6.00; N 9.26.
(2RS,7RS)-8-Aueruni-7-(3-0pompenni)-2-merui-2,3,6,7-
Terparuapo-SH-[1,3]tuazomn0[3,2-clnupumuaun-5-on  (4c).
Bexon 0.17 r (47%), cBeTIO-XKeNThIi NOPOIIOK, T. 1. 165—
166 °C. UK crektp, v, cM ': 3278 (N-H), 1682, 1627
(C=0). Cnextp SIMP 'H, &, m. a. (J, Tu): 1.50 (3H, n,
3J = 6.5, CHs); 2.01 (3H, ¢, CH;CO); 3.66-3.75 (2H, M,
CHS, CH,N); 4.204.26 (1H, m, CH,N); 5.40 (1H, g,
3J = 2.9, CHNH); 5.79 (1H, ym. ¢, NH); 7.16 (1H, n,
3J=179, H Ar); 7.23 (1H, 1, °*J = 7.8, H Ar); 7.38 (1H, c,
H Ar); 7.45 (1H, 1, °J=7.9, H Ar). Criextp SIMP °C, 8, m. 11.:
20.6; 27.4; 39.3; 54.6; 56.1; 104.5; 123.3; 125.3; 130.0;
130.9; 131.7; 144.7; 151.0, 154.8; 192.6. Macc-crektp, m/z:
367 [M+H]" (100). Haiineno, %: C 49.22; H 4.09; N 7.56.
C15H15BTN2028. BI)I‘-II/ICJ'IeHO, %: C 4906, H 412, N 7.63.
(2RS,7RS)-7-(3-bpompenun)-2-meTni-8-nponanoui-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMuaun-
5-on (4d). Beixoz 0.18 1 (46%), CBETIO-KENTHIN MOPOIIOK,
T. 1. 164-165 °C. UK cnektp, v, oM 3282 (N-H), 1676,
1620 (C=0). Cnextp SIMP 'H, &, m. 1. (J, T'm): 0.97 3H, T,
3J=6.9, CH;CH,); 1.48 (3H, 1, *J = 6.4, CH3); 2.00-2.08
(1H, m, CH,CHj3); 2.34-2.42 (1H, m, CH,CHj3); 3.65-3.72
(2H, M, CHS, CH,N); 4.16-4.19 (1H, m, CH,N); 5.40 (1H,
1, °J = 2.7, CHNH); 6.54 (1H, yur. ¢, NH); 7.13 (1H, n,
3J=17.6,H Ar); 7.19 (1H, T, °*J = 7.7, H Ar); 7.37 (1H, ¢,
H Ar); 7.41 (1H, 1, °J=7.9, H Ar). Ciextp SIMP °C, &, m. 11.:
7.9; 20.7; 32.3; 39.3; 54.5; 55.7; 104.1; 123.3; 125.2;
130.0; 130.9; 131.7; 144.8; 151.1; 154.4; 195.4. Macc-
crektp, m/z: 383 [M+H]" (100). Haiineno, %: C 50.62;
H 4.43; N 7.27. C,¢H;BrN,O,S. Brerancieno, %: C 50.40;
H 4.49; N 7.35.
(2RS,7RS)-8-ben3ounua-7-(3-opomdenn)-2-meTunli-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMmuaun-
5-on (4e). Boeixona 0.19 r (45%), Genplii MOPOIIOK, T. UL
239-240 °C. UK cmextp, v, cM : 3273 (N-H), 1698, 1646
(C=0). Cnektp SIMP 'H, &, m. 1. (J, Tu): 1.47 (3H, n,
3J = 6.3, CHs); 3.64-3.74 (2H, m, CHS, CH,N); 4.36-4.42
(1H, M, CH,N); 5.53 (1H, 1, *J = 3.0, CHNH); 5.71 (1H,
yur. ¢, NH); 6.93 (1H, 1, °J = 7.8, H Ar); 7.07-7.12 (2H, m,
H Ar); 7.24-7.26 (2H, M, H Ar); 7.35 (3H, 1,°J = 74,
H Ar); 7.44 (1H, 1,°J = 7.4, H Ar). Criektp SIMP “C, 8, m. 11.:
19.6; 39.3; 54.4; 54.6; 104.0; 121.7; 125.1; 126.6; 128.4;
128.9; 130.4; 131.0; 139.7; 146.2; 150.0; 156.8; 190.6.
Macc-cniextp, m/z: 429 [M+H]" (100). Haiineno, %:
C 55.71; H 4.06; N 6.48. C,yH;7BrN,O,S. Beruucaeno, %:
C 55.95; H3.99; N 6.52.
(2RS,7RS)-8-Auerui-2-merui-7-(4-¢propdennn)-2,3,6,7-
Terparuapo-SH-[1,3]tuaz010[3,2-clnupumuaun-5-on (4f).
Bexon 0.12 r (38%), Gernprit mopomoxk, 1. mr. 233-234 °C.
UK cmektp, v, cM 't 3284 (N-H), 1673, 1630 (C=0).
Crextp SIMP 'H, 8, M. 1. (J, Tm): 1.49 (3H, 1, *J = 6.4,
CH;); 1.99 (3H, ¢, CH;CO); 3.66-3.74 (2H, M, CHS,
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CH,N); 4.21-4.27 (1H, M, CH,N); 5.43 (1H, x, °J = 2.6,
CHNH); 5.71 (1H, yur ¢, NH); 7.04 2H, 1. 1, °J = 8.6,
Jur = 8.6, H Ar); 7.22 H, 1. 1, °J = 8.4, “Jir = 5.6, H Ar).
Coektp SAMP 13C, 5, M. 1. (J, T'm): 20.6; 26.9; 38.5; 54.1;
54.2; 104.5; 115.7 (n, “Jor = 21.1); 128.7 (1, *Jer = 9.1);
139.9 (1, “Jcr = 3.0); 150.2; 153.8; 161.6 (1, 'Jor = 244.4);
191.5. Cnextp AMP F, &, m. 1.: —113.97 (CF). Macc-
cnektp, m/z: 307 [M+H]" (100). Haiineno, %: C 59.03;
H 4.89; N 9.27. C;5H;5FN,O,S. Brruucneno, %: C 58.81;
H 4.94; N 9.14.
(2RS,7RS)-2-Metna-8-nponanon.i-7-(4-gproppenn)-
2,3,6,7-terparuapo-SH-[1,3]tuazono|3,2-clnmpumMmuun-
5-on (4g). Boixon 0.12 1 (37%), cBETI0-KENTHIH MOPOLIOK,
1. 1. 189-190 °C. UK cnektp, v, em ;3274 (N-H), 1703,
1627 (C=0). Crextp SIMP 'H, &, m. 1. (J, T'y): 0.97 (3H, T,
3J =172, CH;CH,); 1.49 (3H, 1, °J = 6.4, CH;); 1.99-2.08
(1H, m, CH,CH3); 2.34-2.44 (1H, m, CH,CH3;); 3.66-3.73
(2H, M, CHS, CH,N); 4.19-4.25 (1H, M, CH,N); 5.45 (1H,
1, °J = 2.8, CHNH); 5.73 (1H, ym. ¢, NH); 7.04 2H, 1. 1,
3J=84, )y =84, HAr); 721 QH, 1. 1, °J = 8.4, “Jyr = 4.8,
H Ar). Crextp SIMP °C, 8, m. 1. (J, T'n): 7.9; 20.6; 32.2;
39.2; 54.5; 55.5; 104.5; 1162 (n, “Jor = 22.1); 128.5 (x,
3cr = 8.0); 138.6 (1, “Jor = 3.0); 151.1; 154.0; 162.6 (n,
Jep = 247.5); 195.5. Cnextp SIMP "F, 8, m. m.: —113.96
(CF). Macc-cniextp, m/z: 321 [M+H]" (100). Haiineno, %:
C 5980, H 539, N 8.81. C16H17FN2028. BI)I‘II/ICJ'ICHO, %:
C 59.98; H 5.35; N 8.74.
(2RS,7RS)-8-Ben3zoniu-2-meTni-7-(4-¢proppennn)-
2,3,6,7-terparuapo-SH-[1,3]Tuazono|3,2-clnupumMmuun-
5-on (4h). Brixon 0.14 1 (39%), cBeTNI0-5KENTHIN MOPOLIOK,
1. 1. 89-90 °C. UK cnextp, v, em ' 3293 (N-H), 1701,
1657 (C=0). Crextp SIMP 'H, 8, m. 1. (J, Tw): 1.45 (3H, 1,
3J = 6.4, CH;); 3.59-3.72 (2H, M, CHS, CH,N); 4.40 (1H,
n ;A =110, % = 6.4, CH,N); 5.55 (1H, n, °J = 2.6,
CHNH); 6.03 (1H, yur. ¢, NH); 6.88-6.98 (4H, m, H Ar);
724 (2H, 1, °J=7.6, H Ar); 7.32 (2H, 1, °J = 7.8, H Ar); 7.41
(1H, 1, °J = 7.2, H Ar). Cnextp IMP “°C, §, m. 1. (J, Ty):
19.2; 39.8; 54.7; 55.8; 105.7; 115.7 (n, *Jep = 21.4); 127.1;
128.1 (1, *Jor = 7.5); 128.5; 130.7; 138.8 (1, “Jer = 3.8);
139.7; 151.1; 155.8; 162.4 (1, 'Jop = 246.4); 192.1. Criextp
SAMP “F, §, M. 1.: —115.10 (CF). Macc-cniektp, m/z: 369
[M+H]" (100). Haiineno, %: C 64.97; H 4.69; N 7.51.
C20H|7FN202S. BI)I'-H/ICJ'ICHO, %: C 6520, H 465, N 7.60.
(2RS,7RS)-2-MeTua-8-nponanousi-7-(4-xjaopdenu)-
2,3,6,7-terparuapo-SH-[1,3]tuazono|[3,2-clnupumuaun-
5-on (4i). Beixon 0.15 1 (43%), Oenplit MOPOMIOK, T. TUI.
189-190 °C. MK crektp, v, cM ': 3292 (N-H), 1677, 1635
(C=0). Criextp SIMP 'H, 8, m. 1. (J, T'): 0.98 (3H, 1, J =72,
CH;CH,); 1.49 (3H, 1, °J = 6.0, CH3); 2.00-2.09 (1H, m,
CH,CHj;); 2.34-2.45 (1H, m, CH,CHj3); 3.66-3.73 (2H, m,
CHS, CH,N); 4.20-4.25 (1H, M, CH,N); 5.44 (1H, 1, °J =24,
CHNH); 5.66 (1H, ym. ¢, NH); 7.17 (2H, 1, °J = 8.4, H Ar);
7.33 (2H, 1, °J = 8.4, H Ar). Criextp SIMP °C, 5, m. 11.: 7.8;
20.5; 32.2; 39.1; 54.4; 55.5; 104.2; 128.0; 129.4; 134.3; 141.0;
151.0; 154.0; 195.3. Macc-criexTp, m/z: 338 [M+H]" (100).
Haﬁ}ICHO, %: C 5729, H 511, N 8.26. C]6H]7C1NQOQS.
Brruncineno, %: C 57.05; H 5.09; N 8.32.
(2RS,7RS)-8-beHn3zoua-2-metTua-7-(4-xyopdenun)-
2,3,6,7-Trerparuapo-SH-[1,3]Tuazo.10[3,2-clnupumMuann-
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5-on (4j). Bexon 0.20 t (52%), Oenblif TOPOMIOK, T. I
209-210 °C. UK cnektp, v, oM ;3285 (N-H), 1703, 1680
(C=0). Cniextp SIMP 'H, 8, m. 1. (J, T'): 1.45 3H, 1, °J = 6.4,
CH;); 3.59-3.71 (2H, M, CHS, CH,;N); 4.39 (1H, n. x,
2J=11.0, *J = 6.6, CH,N); 5.56 (1H, x, *°J = 2.0, CHNH);
5.87 (1H, yur ¢, NH); 6.93 2H, 1, °J = 7.8, H Ar); 7.19
(2H, 1,°J = 7.8, H Ar); 7.25-7.27 (2H, m, H Ar); 7.33 (2H,
T, °J = 7.6, H Ar); 7.43 (1H, 1, °J = 7.6, H Ar). Cniextp
SIMP °C, 8, m. a.: 19.2; 39.9; 54.8; 55.8; 105.5; 127.2;
127.7; 128.5; 129.1; 130.8; 133.9; 139.6; 141.4; 151.2;
156.0; 192.0. Macc-cextp, m/z: 385 [M+H]" (100).
Haiineno, %: C 62.18; H 4.38; N 7.42. C,,H;;,CIN,O,S.
Brruucineno, %: C 62.41; H4.45; N 7.28.

PeHTreHOCTpYKTYpHOE HCC/IeI0BAHHE MOHOKPHCTAILIA
coennHenus 3j c nuHelHbIMH pazMepamu 0.07 x 0.42 x
x 0.49 mm mposeneno mpu 173 K Ha audpakromerpe
Bruker Smart Apex II (AMoKo-u3nydeHue, rpaduToBblit
MOHOXPOMATOP, 0.« 26.28°, cerment chepbr —18 </ < 18,
-7 <k <7,-26 <[ < 28). Kpucraymuiel coeauneHust 3j
(CyH7CIN,O,S-CHCl;, M 504.23) MOHOKJIMHHBIC; MPO-
cTpaHCcTBeHHas rpynna P2i/c; a 15.5773(6), b 6.1061(2),
¢ 23.9575(8) A; B 100.0471(17)%; V 2243.81(14) A%; Z 4;
dee 1.493; 1 0.642 mm'; F(000) 1032. Beero coGparo
18702 otpaxeHus, u3 KoTopeix 4067 He3aBHCHMBIE
(R-¢aktop ycpennenus 0.0361). Beenena mompaBka mor-
nomeHust mo mnporpamme SADABS wMetomom MynbTH-
ckanupoBanus (OTHOMICHUE T/ Tyaxe = 0.75/0.96). CTpyk-
Typa pacuiudpoBaHa OpsMbIM MeToa0M U yrouHena MHK
B MOJHOMATPHYHOM aHH30TPOITHOM IPUOJIMHKEHUH C UCIIONb-
30BaHMEM KOMIUIeKca mporpamm Bruker SHELXTL.*!
ITonmoxenus Bcex aromoB Bomopona (CH) paccuuransl
TeOMETPUUECKd M YTOYHEHBI MO0 Mojaenu "Hae3gHuk'. B
YTOYHEHHUH HCIOIB30BaHO 4067 HE3aBUCUMBIX OTpakeHHIl,
u3 Hux 3381 orpaxenue ¢ [ > 20(l) (275 yroyHseMBIX Tapa-
METpPOB, HCIIONb30BaHA BecoBas cxema ® = 1/(c*(Fo?) +
+ (0.0529P)* +1.1326P), rne P = (Fo* + 2Fc%)/3, orHo-
IIEHHEe MaKCHMAaJIbHOTO(CPeAHEero) CABUra K MOTPEIIHOCTH
B nocieaHem 1ukie 0.021(0.001)). OxonyarenbHbie 3HaUE-
Hust (pakTOpoB pacxomumoctr R (F) 0.0396, wR,(F?) 0.096
1o otpaxenusm ¢ I > 26(I), R(F) 0.0512, wR,(F*) 0.1032,
GOF 1.027 o BceM HE3aBUCUMBIM OTpakeHHs M. OcTaTou-
Hasl 3JIEKTPOHHAs IUIOTHOCTH U3 pa3HOCTHOro psna dypse
nocie mocieaHero nukiaa yrounenns 0.35 u —0.32 e/A°.
[TonHBIE PEHTIEHOCTPYKTYPHBIC NaHHbIE IETIOHUPOBAHBI B
KemOpumkckoM OaHKe CTPYKTYPHBIX JAHHBIX (JCTIOHEHT
CCDC1941158).
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