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KOHAEHCAIIUA y-BPOMJUITHOHA C TUOKAPBAMUJIAMM:
CHUHTES3 4,4-TU3AMEINEHHBIX 4,5-TUT'NJPO-1,3-TUA30JI-2-AMUHOB
N TUA3O0JININH-2-OHOB

[pu B3aumopeiictBun 1,3-nudennn-4-0pom-2-0yTeH-1-oHa ¢ THOMOYEBUHOM WM
N,N'"-nudennnrnomodeBrHol 00pazytorest 2-(2-amuH0-4-¢penmn-4,5-muruapo-1,3-truazon-
4-un)- u 2-[3,4-mudpenmn-2-(penmmmMuHO)- 1,3-TrazomuauH-4-mi|- 1 -permn- 1 -oTaHoH —
IPOAYKTHl HYKICO(QHUIBHOTO 3aMEIICHUs aToMa TaJloreHa M IPUCOSOWHEHUs 110
Muxasio 10 MOJIOKEHHUIO 3 cucTeMbl 2-0yTeH-1-0Ha. AHaJOrHYHAs PEaKIys C THO-
cemukap6azuaom u 1-peHunrrnocemMukap0asuIOM NMPUBOAUT K ruppodpomunam 4-(2-
0KCO-2-(heHm TN )-4-peHmn- u 4-(2-okco-2-pernmatun)-3,4-mudennn-1,3-tnazomnu-
JINH-2-0HY COOTBETCTBEHHO.

KaroueBsie cioBa: 2-amuHO-4,5-nurunpo-1,3-tuazon, y-OpoMaumHoH, 2.4-mude-
auntro(deH, 1,3-Tra3onuanH-2-0H, TAOMOYEBHHA, THOCEMUKAPOa3HI.

TuokapbamMuapl — HYKI€O(QWIBHBIE peareHThl C [MUPOKAMH CHHTETH-
YeCKIMH BO3MOXXHOCTSIMH B CHHTE3€ THIPHPOBAHHBIX a30JI0B M a3WHOB [1, 2],
MIPEJICTABIISIONINX WHTEPEC KaK OMOJIOTHYECKH aKTHBHBIE BEHIECTBA HIMPOKOTO
cnektpa aelictus [3]. B3aumopelicTBrue o-TaoreHKapOOHWIBHBIX COETMHECHHM
C THOMOYEBHHAMH M THOCEMHUKapOasugaMu — paclpOCTPaHEHHBIH METOJ
CHUHTE3a IIPOU3BOJHBIX 2-aMHHO-1,3-THa3zomna [2]. K Tuazonam Bemer u uCnoib-
30BaHUE B ATOM pEaKUU HEKOTOPHIX aKTUBHUPOBAHHBIX AJLTHITATOreHUI0B [4-9]
WIH BUHWIOTOB O-TaJIOTCHKapOOHWIBHBIX coeaunenuit [7, 10]. Panee [11]
HaMH TIOKa3aHo, 4YTO B3aumopeilctsue 1,3-mudennn-4-0pom-2-0yTeH-1-oHa
(y-6pomaunaoHa) (1) ¢ THOMOYEBMHON NMPUBOAUT K 3aMEUIEHHOMY 2-aMHHO-
THazony — 2-(2-amuHO-4-(henwn-4,5-muruapo- 1,3-truazon-4-wmn)- 1-heHmTaHoHy
(2). B nanoii pabore Oonee MOAPOOHO paccMOTPEHBI OCOOCHHOCTH CHHTE3a,
CTpoe- HHE ® CBOWCTBa TIPOMYKTOB peakIuii y-OpomaumHoHa 1 ¢
THOKapOaMHIaMH.

C menpio pa3pabOTKH ONTUMATFHON METONHWKH CHHTE3a 2-aMHHOTHA30J1a 2
HaMU UCTIBITAHbI pa3HbIE YCIOBUS peakluu Y-OpoMauiHoHa 1 ¢ THOMOYEBHHOIA:
HarpeBaHHe CMECH pEareHToB B O€H30JIe, CHHUPTE, YKCYCHOH KHCIOTe
Y CIUIaBJICHWE B TPUCYTCTBUHM amerata HaTpus. llpoBemeHue peaxiuu
B IPUCYTCTBHHA OCHOBaHWS TPHUBOAWT K CIOXKHOM CMecH HeuAeHTU(U-
MPOBaHHBIX MPOAYKTOB, a B kucioii cpeae (HOAc) — k oOpasoBaHHUIO conH
2-amunotuaszona 2-HBr, Ho ¢ Beixogom MmenbmiuM (< 40%), yeM B ciayuae
WCIIONIb30BaHUs B KadecTBe pactBoputens crupta [11]. [Ipu nHarpeBanum
peareHTOB B OCH30JIE MOJTyueHa (COTIIaCHO JaHHBIM criekTpa SIMP 'H (AMCO-dy)
HEKpUCTANIM30BAHHOTO MPOAYKTa) CMECh MPOAYKTOB, COCTOSIIAs U3
rugpobpomuna  S-(4-okco-2,4-audennn-2-0yTeHnn)u30THOMOUEBUHBL  (3) |
runpobpomuna 2-amuHoTHazona 2-HBr.
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CTtpoeHne OCHOBHOTO MPOAYKTa pEeakUWud — THUYPOHUEBOW conmu 3, ycra-
HOBJICHO Ha OCHOBAaHUM [AHHBIX 3JEMEHTHOIO aHalW3a M €ro CIEKTPaIbHBIX
xapakTtepucTuk: B crektpe SIMP 'H mabmiomaroTcst aBa JBYXIPOTOHHBIX
ympeHHbix curHana rpynn NH, mpu 9.21 u 9.01 M. 1., a Takke CHHIJIETHI
npotoHoB rpynnsl CyH, u nporona H-3 ocTarka y-3aMeLIEHHOTO AUITHOHA NIPH
4.83 (2H) u 7.51 m. a. (1H) coorBercrBenno. [lpu xumnsyenun comu 3
B YKCYCHOM KucioTe B TedeHne 10 MUH MpPOMCXOIUT €€ LMKIU3alusl B THIPO-
Opomun 2-amuHOTHa30ma 2-HBr.

CBoOoIHOE OCHOBaHHUE 2-aMHUHOTHA30J1a 2 MOJYYCHO MPH B3aMMOJICHCTBUH
comu 2:HBr ¢ mopgonunom [11], ogHako cyMMapHBI BBIXOA 3TOTO COEIH-
HEHHUs MO Y-OpoMIWMHOHY HEBBICOK (35%). OCHOBHBIE MOTEPH, OYEBHUIHO,
OOBSICHSIOTCS HHU3KOH THAPOIUTUYECKOW YCTOWYMBOCTBIO 2-aMHHO-4,5-1H-
ruapo-1,3-TuazonoB B kucnoit cpene [2, 12]. He uckmoyeHa Takxke BO3MOKHOCTb
OTHICTUIeHHs ()parMeHTa areToeHOHa B MPUCYTCTBHU OCHOBaHWH [5, 6, 13],
OJTHAaKO BbLAETHUTH 4-(heHun-1,3-Tuazon-2-aMuH W3 CMECH MPOAYKTOB THAPO-
7u3a HaM He yjanock. [IpoTekaHue mporeccoB THAPOIIHN3a SBISAETCS OCHOBHOM
HPUYMHON HU3KOTO BBIXOJA 2-[3,4-mudennn-2-(pernnmmumMuHo)-1,3-
THa3oMuANH-4-mi]-1-heHnmdTanona (4) — TMPOAyKTa B3aUMOJCHCTBHS Y-
opomaumnHOoHa 1 ¢ N,N'-qudenmnrnoMmodeBHHON. [Ipn 3TOM yIanoch BBIICIHUTH
B MHAMBUIY- aJbHOM COCTOSHHMM TOJBKO CBOOOZHOE OCHOBaHuE. llombITKH
OYMCTUTh THUAPOOPOMHUI COeAUHEHHS 4 IepeKpUCTAIM3alueil OKa3aluch
Oe3ycreni- HbIMM, BBUAY JITKOCTU €ro pa3pyLIeHUs IPH HAarpeBaHUH, KaK B
IIPOTOHHBIX (CIMPTHI, YKCYCHasi KUCIIOTA), TaK U B ALIPOTOHHBIX PACTBOPUTEIIAX
(amieTo- HUTPHUI, HUITPOMETAH).

Oco6ennoctsio criektpa SIMP 'H 2-(bennmumuno)trnasona 4 (cM. Tabm. 1),
Kak W B ciaydae coemamHeHms 2 [11], sBisercs HalIWIuMe CUTHAJIOB MPOTOHOB
IBYX METUJICHOBBIX I'PYII C PACILEIVICHUEM, XapaKTepHbIM 11 AB-cIMHOBBIX
cucrem: 4.30 (n, Ha-5), 3.56 (a, Hg-5) ¢ KCCB 11.0 I'm u 4.21 (1, 4-CHaHp),
4.02 (m, 4-CHsHg) ¢ KCCB 16.0 I'm. OkxoHYaTelbHOE IOATBEKICHUE
CTPYKTYpBI IPOIYKTA 4 MOTYYEHO HA OCHOBAHHH JaHHBIX criektpa SIMP "°C.
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CnexTpajbHble XapaKTepHcTHKH 4,5-1uruapo-1,3-Ttua3zonos*

Tabnuma 1

1
CH(I),E K cneKITp, Cnextp SIMP 'H, J, m. 1. (J, ['m)
HCHUC v, tM ArH C(5)H2 4-CH2
4 1620 7.76 (2H, n, °J = 8.0, H-2",6"), 7.59 430 421
(yur, C=0, | (2H, 1, >J = 8.0, H-2""6"), 7.56 (1H, T, | (m Hy,), (m, Hy),
C=N), 1580, | °J = 8.0, H-4"), 7.44 2H, 1, *J=8.0, | 3.56 (x, 4.02 (n,
1230, 750 | H-3",5"™), 7.42 2H, 1, *J = 8.0, H-3"5™), | 2/=11.0, | 2J=16.0,
(C=S),683 | 7.34 (1H, 1, >J = 8.0, H-4""), 7.27 (2H, T, Hg) Hp)
3J=8.0, H-3",5"), 7.15 2H, T, °J = 8.0,
H-3',5"), 7.01 (4H, M, H-2',6', H-4'4"),
6.88 (2H, 1, >J = 8.0, H-2",6")
Sa%* 1650 7.84 (2H, 1, °J = 8.2, H-2",6"), 7.53-7.4 2 4.47 4.12
(ym., C=0), | (7H, m, H-2',3',5",6', H-3"—5"), 7.38 (1H, (m, Hy), (m, Hy),
1585, 1420, | 1. 1,°J=6.0,%7=2.4, H-4" 3.89 (x, 3.64 (x,
1280, 763 J=112, | =176,
(C-S), 690 Hp) Hg)
5b 1625 791 (2H, &, *J =72, H-2"6"), 7.55-7.45 4.56 4.17
(ym., C=0), | (11H, m, H-2'3,5'6'2",3",5",6", H-3"-5"), | (1, Hp), (m, Hy),
1590, 1220, | 7.39 (2H, m, H-4',4") 3.90 (m, 3.69 (1,
770 (C-S), 2Jj=108, | =176
695 Hp) Hpg)
6 1625 7.74 (2H, m, H-2",6"), 7.54 (2H, n, 3.83 (m, 3.88 (1,
(ym, C=0), | *J=7.8, H-2",6"), 7.44-7.39 (5H, M, Hy), Hy),
1590, 1380, | y_3n 57 H-3"-5"), 7.32 (1H, 1, >/ = 7.5, | ,3-050 | 3.37(n,
1225, 940, H-4"), 7.28 (2H, T, 3J = 8.0, H-3',5'), 2.]: 10.8, 2.]: 17.6,
757(C=S), | 7.02 (1H, , *J = 8.0, H-4"), 6.90 (2H, 1, Hg) Hp)
690 37=8.0, H-2',6")

* O003HAYCHUSI CHTHAJIOB apOMATUYCCKUX IPOTOHOB M aTOMOB YIJiepoJa HPUBEICHBI
Ha PHCYHKE.
#* Crrexrp SIMP 'H: 10.59 (1H, yu., SH), 10.49 (1H, yur., NH).

J1d OTHECEHUs CUTHAJOB B CIOXHOW CHUCTEME apOMaTHUECKHUX IPOTOHOB
W CHTHAJIOB yTiieposa ObUM IpuMeHeHbl MeTo bl romMosinepaoid (COSY) u rerepo-
saepHoit (HMBC u HMQC) nByMepHO# KOppesnsIMOHHON CIEKTPOCKOINH,
a JJIs1 BBIACHEHUS TPOCTPAHCTBEHHOM ONM30CTH OTHAENBHBIX MPOTOHOB M3MEPEH
cnektp NOESY (tabn. 2). Ha pucyHke TNOKa3aHBl OTHECCHUS CUTHAJIOB
U CTpeNIKaMH — CTPYKTypHO-3HauuMmble koppemsimuun HMBC. Tak, mis
coenuHeHus 4 TMPOTOHBI ¢ XxuMuUdeckuMu capuramu 4.31 u 3.56 M. 1. UMEOT
KOPpENALNU C IBYMsI YeTBEPTUIHBIMU aTOMaMH yTIIEpO/ia, MOTJIOMAIOIINMH TIPH
14449 u 71.04 M. n., KoTOophle OTBeHarOT y3i0BbIM atromMaM C-1" u C-4.
[locnenHuii aToM MMeeT TakXke KOPPENslHd C CUTHAJIaM{ MPOTOHOB MeETHIIe-
HoBod Trpymmel 4-CH, wu apomatmueckumu mnporoHamu H-2"', H-6"',
OTCTOSIIUMHU Ha 3 XuMmuueckue cBs3u. Koppemsmwmst nmpotona Hp-5 ¢ uerBep-
THUYHBIM aTOMOM YTJIEPO/a, MOTJIOMAIKUM Tpu 159.3 M. 1. U HE UMEIOIUM
KOppensauuii ¢ IpyruMH MPOTOHAMH, TTO3BOJIIET OTHECTH 3TOT CUTHAN K aTOMy
C-2. Otnecenne curnana nporonos H-2"", H-6"" ocymiecTBnsiercss Ha OCHOBaHUU
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nmaHHbeIx criektpa NOESY: HaOmomaroTcs KpOCC-TIUKH, CBUACTEILCTBYIONTHE
O MPOCTPAHCTBEHHON  OJM30CTH  yKa3aHHBIX apOMAaTHYECKUX TPOTOHOB
u npoToHoB MeTuiaeHoBbIX Ipynn Cis)H, u 4-CH,. Ha ocHOBaHUY NOIY4YEHHBIX
JAHHBIX OBLTH CACMaHbl OTHeCeHHs U B criektpe IMP °C ruapo6pomuza 2-
amuHoTHAa30Ma 2-HBr.

W3BecTHO, 9TO MTPH B3aMMOICHCTBUN O-TAIOTCHKAPOOHWIBHBIX COCTUMHCHUN
C THOCeMHKapOasuaaMu OO0pa3yroTcs IPOU3BOMHBIC 2-THApPA3HHO-1,3-THa30II0B
[2]. Bunnioru o-raqoreHKapOOHMIBHBIX COEIMHEHUI B 3TON peakuy paHee He
WCIONb30BaNIMCh. Hamu HalifieHO, 4TO HarpeBaHue cMecu y-OpomaumHoHa 1
¢ ThocemukabaszugoM, Wi |-hbeHmITHOCEeMUKapOa3uoM B JTaHOJNE WIH
YKCYCHOM KUCIIOTE TaK)Ke MPUBOJMT K MPOU3BOIHBIM 4,5-nmurunpo-1,3-tuazona.
OpHaKo, COTJIACHO JAHHBIM 3JIEMEHTHOTO aHaiu3a U crekTpoB SIMP, mpomyKTh
peaKIMu HE COJCPXKAT B CBOCU CTPYKType OCTaTKa TUAPA3HHA, a SBISIOTCS
MPOAYKTaMU THUAPOJIM3A 2-THIPa3HH3aMEIICHHBIX THA30JI0B — THUAPOOPOMHU-
namu 4-(2-okco-2-permnatun)-4-pennn- (5a) u 4-(2-okco-2-permnaTn)-3,4-
mudenun-1,3-tnazonuand-2-ona (Sb). Crnenyer ykaszaTb, YTO H3BECTHBIC Ha
cerofiHs HauOoJiee TOIMYJIAPHBbIE METOJbI CHHTE3a IMPOU3BOAHBIX 1,3-THa30-
JIUJNH-2-0OHa OCHOBaHbI Ha B3aUMOJCHCTBUM TPYAHOJOCTYIHBIX O,-THO-
[IMaHOKETOHOB C aMHWHaMH [2] WIM Ha OKHUCIUTEIHHOM THOKapOOKCHIIU-
POBaHUU Cl-aMHHOCTIHPTOB [14]. AnbTepHAaTUBHBIN crIoco0 oOpa3oBanus 1,3-TH-
a30n-2-0HOB 0aszupyercss Ha THAPOJIHM3E HEKOTOPBIX 2-aMHHO3aMEIIeHHBIX
1,3-Trazomnos [2].

B npoTrBOmnonoxHOCTh THAa30J1aM CTpoeHusl 2 U 4, THA30JIUIUH-2-0HbI Sa,b
OKa3aJIMCh HEYCTOHYMBBIMH K THIPOJU3Y, Kak B Kuciod [15, 16], Tak u B
ocHOBHOW cpeae. CBoOomHoe ocHoBaHme — 4-(2-0kco-2-heHuIITII)-3,4-
mudenni-1,3-tnazonuana-2-0H (6) yoanoch BBIICIUTh W OXapaKTEPH30BaATh
JUh TpH 00pabOTKE TPHUATUIAMHHOM CONHM 3-(EeHUI3aMEIIEHHOTO THAa30-
muauH-2-oHa Sb. Ctpoenue coneit S5a,b m ocHoBaHMS 6 ycCTaHOBJICHO Ha
OCHOBAaHMH AaHaJM3a WX CIEKTPAIbHBIX Xapakrepuctuk (tadm. 1, 2). s
OTHECEHMs CHTHAJIOB NpOTOHOB B crektpe SIMP 'H u curaamoB atomos
yrinepona B cmektpe SIMP °C coemuHeHHS 6 ObUTH HPHMEHEHBI METOIBI
romosinepaorr (COSY) wm rerepospepuoii (HMBC u HMQC) nBymepHOit
KOPPENAINNOHHON CIEKTPOCKONHH, a JJIs BBIICHEHHS MPOCTPAHCTBEHHOM
OJIM30CTH OTIEIBHBIX MPOTOHOB M3MepeH criekTp NOESY.

Koppemsiiiuu 1711 ocHOBaHMS 6 TIOJJOOHBI yKa3aHHBIM BBIIIIE 711 COSAMHCHUS 4
(tabmn. 3). Tak, IPOTOHBI ¢ XUMUYECKAMU cIBHTaMHU 4.83 1 3.65 M. 1. UMEIOT
KOppeNanny C ABYMS YEeTBEPTHYHBIMH aTOMAaMH YTJIEPOJa, MOTIIOIIAIONTIMHE
mpu 144.4 u 74.6 M. &., KOTOpBIE OTBEUAIOT y3JIOBBIM atomam C-1" um C-4.
[locnenanii aToM WMeeT TakXe KOPPENSIHUd C CUTHAJIaM{ IPOTOHOB METHIIe-
HOBO# rpynmsl 4-CH, n apomarnuecknmu npotonamu H-2", H-6", orcrosmumu
Ha 3 XuMHUYecKue cBs3u. Kpome Toro, HaOIOJAIOTCS KOPPENISIHAW MPOTOHA
Hg-5 ¢ atomom C-2 (153.4 M. m.) m mpotroHa Ha-5 — ¢ atomom yriepona
MetmieHoBor Tpymmel 4-CH, (46.85 wm. n.). Takke HaWACHBI COOTBET-
CTBYIOIIIME KOPPEISAIUH MPOoTOHOB Tpynmsl 4-CH, ¢ deTBepTUYHBIME aTOMaMu
C-1", C-4 u C-5 (41.95 M. n.). Ha ocHOBaHWH MOJYICHHBIX IAaHHBIX OBLIH
cIeNIaHbl OTHECEHUS B criekTpax IMP rumpoOpoMuoB 2-0KCOTHA30JI0B Sa,b.
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Tabnuma 2

Cnekrp SIMP BC coenunennii 4, 5a u 6

Cnektp SIMP B, 8, m. 1.

Coenu-
HCHHC C CH CH2
4 197.43 (C=0), 159.4 (C- | 133.81 (C-4"), 129.49 (C-3",5"), 129.30 | 43.79
2), 1522 (C-1"), 144.49 (C- | (C-2'6"), 129.16 (C-3",5"), 129.12 (C-3", | (4-CH,),
", 5™,  128.85 (C-3',5"), 128.5 (C-4™), | 40.40
139.73 (C-1Y, 137.62 128.21 (C-2",6™), 126.82 (C-4), 126.77 | (C-5)
(C-1"), 71.04 (C-4) (C-2",6"), 123.45 (C-4"), 122.31 (C-2",
6")
5a | 169.27 (C=0), 164.52 (C- | 130.29 (C-4"), 129.59 (C-3",5"), 129.57 47.39
2), 140.80 (C-1'), 132.80 | (C-3',5"), 129.18 (C-4"), 128.34 (C-2",6"), | (4-CH,),
(C-1"), 77.49 (C-4) 125.09 (C-2',6") 44.55
(C-5)
6 158.4 (C=0), 153.4 (C-2), | 130.9 (C-4"), 129.68 (C-3'5"), 129.5 46.85
1516 (C-l'), 1444 (C-l"), (C_3m,5m), 12935 (C-3",5"), 1285 (C- (4-CH2),
13205 (C-l'”)’ 746 (C'4) 4!#)’ 1272 (C-Z"',6m), 1258 (C-Z”,6"), 4195
123.9 (C-4"), 121.8 (C-2',6") (C-5)

CrpykrypHO-3HaunMbIe Koppesinun HMBC st coenunenmii 4 (a) u 6 (b)
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Tabnuma 3

IIporon-yriepoaHbie U NIPOTOH-NIPOTOHHbIEC KOPPE/ISIUHU ISl cCOeHHEeHuii 4, 6

XHUMHYECKUE CIBUTH, O, M. [I.
| Cmexp TJIEPOIOB,
i(;f{ilz AMP 'H, Cy KOTI()’PHMH YIJIEPOJIOB, C KOTOPBIMH 1POTOHOB,
8, M. 1. €CTb KOppe- ecth koppemsiiuu HMBC ¢ KOTOPBIMH €CTh
st HMQC koppessiuun NOESY
4 3.56 40.4 71.04, 144.5,159.3 7.59,4.30
4.02 43.8 40.1,71.04, 144.5,197. 43 4.22,7.59,7.76
421 43.8 40.1, 71.04, 197.43 4.02,7.59
431 40.4 43.8,71.04,197.43 3.56
6.88 122.3 122.3,123.45 7.27
7.01 129.3, 126.8, 122.3,126.8, 129.3 7.15,7.27
123.45
7.15 128.85 128.85, 139.73 7.01
7.27 129.5 122.3,129.5, 152.2 7.00, 6.88
7.37 128.5 126.7 7.44
7.42 129.16 129.17, 137.6 7.56,7.76
7.44 129.12 129.16, 144.5 7.37,7.59
7.56 133.81 128.2 7.42
7.59 126.77 71.04, 126.7, 128.5 3.56,4.02,4.21,7.44
7.76 128.2 128.2,133.8,197.43 4.02,7.42
6 3.37 46.85 41.95,74.6, 144.4, 158.4 3.88,7.53,7.74
3.65 41.95 74.6, 144.4,153.4 3.83,7.53
3.83 46.85 41.95,46.8, 74.6, 3.65
3.88 41.95 144.4,158.4 3.37
6.90 121.8 121.8, 123.9 7.27
7.02 123.9 121.8 7.27
7.27 129.68 121.8,129.7, 151.6 6.90, 7.02
7.32 128.5 125.8 7.42
7.42 129.35, 129.5 127.2,129.5, 129.35, 7.53,7.74
132.0, 144.4
7.53 125.8 74.6, 125.8, 128.5 7.42
7.74 127.2 130.9, 158.4 7.42

SKCHHEPUMEHTAJIBHAS YACTb

Temnepatyps! 1uaBiIeHHs ONIPEAETICHBI HA HarpeBaTeNnbHOM mpuOope Tuna Boetius
u He nonsepraiuck koppekuuu. MK cnexrper (Tabnerku ¢ KBr) 3apeructpupoBansi
Ha npubope Pye-Unicam SP3-300. Crnextpst IMP 'H u "C u skcrnepumentsi mo
rerepo- sineproi koppewan  HMQC u HMBC mpoBeneHsl Ha criekTpoMeTpe Varian
Mercury-400 (400 m 100 MI'm coorBercTBeHHO). Bce nByMepHBIE SKCHEPHUMEHTHI
MPOBOAWINCH C I'PAJIMEHTHOW CeJIEKUMEN MOJEe3HbIX CHUTHajIoB. Bpems cMelinBaHus
B MMITYJIbCHBIX IOCIEIOBATENBHOCTSAX COOTBETCTBOBANO 'Jey = 8 I'm. Kommuectso
skcriepuMerToB B criektpax HMQC coctaBuno 128, a B cnextpax HMBC — 400. Bo
Bcex ciydasix pactBopurens IMCO-dg, BHyTpennuit crangapr TMC. Macc-criekTpsi
noiyuensl Ha npubope BXXX-MC AGILENT/100-Series (XU, aneronutpui, 0.05%
MYpaBbUHOH KHCIOTHI). KOHTpoib 3a XOIOM peakuMid W YHCTOTOHM ITOJy4EHHBIX
coequHEeHUH ocymiecTBisuics ¢ momombio TCX Ha mmacturakax Silufol UV-254.

108



I'uapodpomun S-(4-oxco-2,4-nudeHus1-2-0yTeHnJa)u3oTuoMoyeBuHbI (3). Cmech
1 r (3.32 mmonb) y-6pomaunHoHa u 0.25 T (3.32 MMoOnb) THOMOYEBHHBI B 50 Mi
OCH30Ia TIEpeMENmIMBAIOT § Y TMpH HarpeBaHWM Ha BoxsHoil Oame (40 °C).
BhinepkuBatoT mpu KOMHATHOW Temreparype emie 8§ 4. Ocaliok OT(QHUIBTPOBBIBAIOT,
MIPOMBIBAIOT CIIMPTOM W JABAXKAbI IIEPEKPUCTATIIIM30BbLIBAIOT U3 chyCHOﬁ KHCIIOTHI.
Beixon 0.41 1 (33%), 1. mn. 162—-164 °C (MeCO,H). UK crektp, v, cM ' 3250 (yur.,
NH,), 3050, 1640 (C=0), 1450, 1223, 770 (C-S), 660. Cuextp IMP 'H, &, m. 1. (J,
I'm): 9.21 (2H, ym. ¢, NH,); 9.01 (2H, ym. ¢, NH,); 8.07 (2H, x, J = 8.0, H-2",6"); 7.74
(2H, 1, J = 8.0, H-2',6"); 7.66 (1H, T, J = 8.0, H-4"); 7.54 (2H, T, J = 8.0, H-3",5"); 7.51
(1H, ¢, H-3); 7.50 (3H, M, H-3'5"); 4.83 (2H, c, C)H,). Macc-cextp, m/z (Iom, %):
297 [M-Br]" (58), 192 (100). Haiineno, %: Br 21.20; N 7.45; S 13.51. C;;H;;BrN,0S.
Breruncneno, %: Br 21.18; N 7.42; S 13.50.

I'mapodpomun  2-(2-amuno-4-penun-4,5-guruapo-1,3-tuazosn-4-un)-1-penuni-
stanoHa (2-HBr). Pacteop 0.37 r (1 Mmoub) conn Trokapbamuna 3 B 10 Mt ykcycHOM
KACIOTH KUMATAT 10 MuH. BEImaBmmii mocie oxXIakaeHns: 0caiok OT(GHUIBTPOBEIBAIOT,
MpoMBIBaIOT aneToHoM. Brixox 0.25 1 (67.5%), 1. . 194-196 °C (u3 AcOH) (T. m.
196 °C [11]). UK cmektp, v, em ;3150 (ymr., NHy), 1647 (ym., C=0, C=N), 1225, 995,
740 (C-S), 675. Ciexrp SIMP °C, 8, m. 1.: 197.69 (C=0); 173.0 (C-2); 142.34 (C-1");
136.76 (C-1"); 134.25 (C-4"); 129.25 (C-3",5"); 129.11 (C-3'5"); 128.77 (C-2",6");
128.32 (C-4"); 125.61 (C-2,6"); 71.0 (C-4); 47.13 (4-CH,); 44.12 (C-5). Macc-cnektp,
m/z (Lo, %): 297 [M=Br]" (100).

2-(2-AmuH0-4-penuni-4,5-nuruapo-1,3-ruazon-4-uin)-1-gpennadTanon (2) mnomy-
4AIOT 10 METONMKE, pUBEAeHHOH B pabote [11]. UK crektp, v, cM ': 3500 (NH,),
3100, 1645 (ym., C=0, C=N), 1220, 1000, 755 (C-S), 685.

2-[3,4-Indennin-2-(pennanmuno)-1,3-Tuazoauann-4-unal-1-pennatanon  (4).
Cmecy | r (3.32 mmonb) y-OpomaumHoHa U 0.76 T (3.32 Mmons) N,N'-mudenun-
THOMOUYeBUHBI B 50 My sTaHona KunATAT 1 4. PactBoputens ymapuBaioT. OctaTok
pactBopsitor B 2 My Mopdonmna u npubasmssior 50 mi Boxel. Ocamok oT¢hwMib-
TPOBEIBAIOT, MPOMBIBAIOT BOJOH, 2-TIpomaHoioM. [lepekprucTaluin30BEIBAOT U3 2-TIPO-
nanona. Beixon 0.71 r (48%), 1. . 88-90 °C (i-PrOH). Macc-cniextp, m/z (Iyy, %):
449 [M+H]" (100). Haiineno, %: C 77.57; H 5.34; N 6.27; S 7.16. CyHN,OS.
Beruncieno, %: C 77.65; H 5.39; N 6.24; S 7.15.

I'napodpomun  4-(2-okco-2-peHndTu)-4-penuii-1,3-ruazonuaun-2-ona (Sa).
Cwmech 1 1 (3.32 mmonb) y-O6pomaunuona u 0.3 r (3.32 MMonb) THOCeMHKapbaznaa
B 50 mu1 aTaHONA KUMSTAT B TeueHne 40 muH. PactBopuTens ynapusatot. OcTaTok nepe-
KPUCTAJUTM30BBIBAIOT U3 YKCYCHOM KucioThl. Brixon 0.6 T (50%), T. . 199-202 °C
(MeCO,H). Haiineno, %: Br 21.13; N 3.74; S 8.50. C;;H;,BrNO,S. Brruucieno, %:
Br21.12; N 3.70; S 8.48.

I'mapodpomun  4-(2-oxco-2-peHudTHN)-3,4-nupennii-1,3-ruazonanann-2-ona
(5b) moxydaroT 1Mo ONMMCAHHOI BbINIE METOIMKE CHHTE3a INMPOAYKTa Sa, HCHOIb3Ys
BMecTo THOcemukapbazuma 0.55 r (3.32 mmons) 1-dpenuntnocemukapbasuna. Brrxoxn
0.87 T (58%), T. mn. 208-211 °C (pazn., MeCO,H). Haiineno, %: Br 17.61; N 3.10;
S 7.10. C3H,,BrNO,S. Brruncneno, %: Br 17.59; N 3.08; S 7.06.

4-(2-Oxkco-2-pennadTui)-3,4-mupenun-1,3-tuazomuaun-2-ou (6). K cycnensun
0.6 r (1.33 Mmmoup) comu 7b B 5 M1 2-niponianosia npubarisitor 2 M E;N u HarpeBaroT
JI0 TIOJTHOTO pacTBOpeHus cosn. PactBopurens u n3osTok Et;N ynapusaror. K ocratky
npudaBisior 50 Ma Boapl. TBEpIsIii 0CaloK OTOMIBTPOBBIBAIOT, MMPOMBIBAIOT 2-TIPO-
MAHOJIOM M TIEPEKPUCTAJUIM30BBIBAIOT M3 2-mipomnanona. Breixon 0.24 r (49%), T. mi.
225-227 °C (i-PrOH). Haiineno, %: C 73.91; H 5.08; N 3.76; S 8.60. Cy;H;oNO,S.
Brruucneno, %: C 73.97; H 5.13; N 3.75; S 8.59.
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