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PEAKIMH ITPOU3BOJHbBIX MAJIOHTHOAMUJIA C ABUJJAMU

Peakuyy nepBUYHBIX M TPETHYHBIX MAJIOHTHOAMUIOB C apwil- U CyJIb()OHWIA3UIAMH,
B 3aBHCHMOCTH OT IIPHPOJIBI THOAMU/IOB M Q3UJI0B, MOTYT IPOTEKATh 110 TPEM HAIPABICHUAM:
3TOKCHKapOOHMIITHOALIETAMHUJT B3aUMOJEHCTBYET C apHiIa3HIaMH C OOpa3OBaHHWEM STHII-
5-amuHO- 1 -apuin-1,2,3-Tprazon-4-kapOOKCHIATOB, TPETHYHBIC THOAMHIBl ITHAHYKCYCHOMH
KHCJIOTHl B pPEaKkIMy C apuiasuaaMu o0pasyloT S-amuHO-1-apmi-1,2,3-Tpua3on-4-xap6o-
THOAMUJBI, a B PEAKIIUH C TO3WIA3UIOM — 4-KapOOKCaMHINHO-5-aMUHO- 1,2,3-THaina3osl.
OO6cy>XaeHbI IpeanoIaracMple MEXaHU3MbI 00HAPYKEHHBIX MTPEBPALICHHN.

KioueBble cioBa: apuiazupl, MajJoOHTHOAMUIbL, 1,2,3-Tuaauzonsl, 1,2,3-Tpua3ossl,
MeperpyniupoBKH, IMKIOKOHACHCALHSI.

Cnocobnocts 1,2,3-TprazonoB u 1,2,3-THaama3ofioB K pa3IMIHBIM XUMHYE-
CKUM TIPEBpalllCHUsIM, OCOOCHHO K TpaHCPOpPMALUsIM U B3aWMHBIM Iepe-
TpyIIUPOBKaM, BCETAa MpHBIEKala BHUMaHue uccienosarenet [1-9]. 1,2,3-Tpu-
a30JIbHBIA U 1,2,3-THanna30dbHBIA ITUKIBI BXOIAT B CTPYKTYPY OOJIBIIIOTO YHCIIA
COeIMHEHHUH, 00namalonmx OHWOMOTHYECKOH aKTUBHOCTBIO, YTO CTUMYIUPYET
HWHTEPEC K CHHTE3Y HOBBIX MPOMU3BOAHBIX 3TOro psaa. 1,2,3-TpuazonabHbli LUK
SIBIISIETCS CTPYKTYPHOW OCHOBOW aHTHOAKTEPUAIBHBIX, MPOTUBOBOCIATHTEIBHBIX,
TUTIOTCH3UBHBIX TPENapaToB, HEHPOIENTHKOB, HHTHONTOpoB BUY, mecTurmmos
[1,2]. Cpenu mpousBogHbix 1,2,3-Tpuazona OOHAPYXKEHBI CENEKTHBHBIE HHIH-
outopsl mpoteassl BMU-1 u rucroHmuaneTunasbl — IMEPCIEKTHBHBIE TPOTHBO-
omyxoisieBbie areHTHl [10-14]. I[lmpokuii CHeKTp OMOJOTHYECKON aKTHBHOCTH
CBOMCTBEHEH U MPOW3BOAHBIM 1,2,3-THanuazonoB. Hanbonee mHTEpecHHI ¢ mpax-
TUYECKOW TOYKHU 3PEHUs Mpenaparthl, 00JaIalolue NpOTUBOBUPYCHOM, TepOnIuI-
HOW W (PYHTHIMIHONH aKTUBHOCTHIO, CPENCTBA 3alllUTHl M PEryJSATOPBl POCTa
pacrenwutii [6, 9, 15, 16].

Pa3znnyarot yetbipe OCHOBHBIX MeToJa cuHTe3a 1,2,3-Tpra30i0B: KOHAEHC AL
aMUHOB C 0-IMa30KapOOHIIFHBIMU COCIUHEHHUSIMH, [TUKIN3AIMs OUCTHIPa30HOB
o-TUKapOOHHUIIBHBIX COEAMHEHWH, MUKIONMPHUCOECTUHEHNE a3UI0B K 3aMEIIEHHBIM
aneTiiicHaM U oyiepuHaM W B3aumojeiictBue asuaoB ¢ CH-akTHBHBIMU coenu-
HeHusimu [1, 2]. B mocnegneM ciiydae KOHIEHcanued a3uaoB (apOMaTHYECKHX,
annpaTHIECKUX, TeTEPOITUKINIECKAX) U COCMUHCHUNA ¢ aKTUBHON METHIICHOBOM
Tpynmoi B TPUCYTCTBUM OCHOBAaHHUS IMOJNyYalOT TPHU3aMEIIEHHBIE TPHA30JIbL.
B 3aBucuMocTH OT XapakTepa aKTUBUPYIOIIEH TPYIIbI peakMi MOTYT IIPOTEKATh
mbo Kak HykiIeo(WIbHOE NPUCOCIUHEHHE KapOaHWOHa K asuiay, Ju0O0 110
COTJIACOBaHHOMY MEXaHM3MY KaK LHKIONPHCOEAMHEHHE a3uaa K IPOMEeXyTod-
HOMY oyieUHY (€HOTY).

B nutepatype mpuBeAeHBI MHOTOYHCICHHBIE TMPUMEPHI PEAKIUH a3HUI0B C
pa3sTMYHBIMA KapOOHWI- ¥ I[HAHONPOW3BOJHBIMH YKCYCHOM KHCJIOTBL, TaK
HaszpiBaeMas peakiust Jumpora [2, 14, 17-21]. [Ipu 5ToM H3BECTEH TOJIBKO OJIWH
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MPUMEp WCIIONB30BaHUSl B JAaHHON pEakIuu MaIOHTHOAMHIIOB — IUKIH3AIL
[UaHOTHOAlleTAaMHJIa TIPU B3aUMOJICHCTBUM C apuiasujaMu, B KOTOPOM THO-
aMuJIHas TpyImna ocraeTcs HeudMeHHoHW [19]. DTor mpumep HHKOUM 00pa3oM He
HCYepIbIBaeT OOTaThlii XVUMHYECKUI TMOTEHIMAl THOAMHIOB, WX CIIOCOOHOCTH
B3aMMOICHCTBOBATH C Pa3HOOOPA3HBIMH IEKTPOPIIIFHBIMA PeareHTaMHu, y4acTBO-
BaTh B pa3HOOOpa3HBIX KOHAEHCAIUIX [22] u meperpynmupoBkax [7-9].

C menpio pa3pabOTKM HOBBIX METOMOB cuHTe3a 1,2,3-tpmazona u 1,2,3-THa-
Ira3ojia MyTEM BOBJICUEHHS THOAMHUIHON TPYMIIBI B PEAKIHUIO C a3WAaMH MBI
WCCIIEZIOBATI pPEaKLUMH MEpPBHYHBIX W TPETUYHBIX THOALETAMHUAOB C apwi- U
To3mwnasugamMu. Ha ocHOBaHMM NUTEpaTypHBIX JaHHBIX [2] MpH B3aUMOAEHCTBUU
sTIIIOBOTO 3upa 2-THOKapOamomtykcycHol kucnotel (1) ¢ apumasumamu 2a,b
B IPUCYTCTBUM OCHOBAaHHS MbI OXHJIaMH oOpa3oBaHud |-apui-4-ruapokcu-
1,2,3-tpuazon-4-kapootnoamuzioB 3a,b B KauecTBe pe3yjbTaTa peakUud NpH-
COEMUHEHHS OJJIEKTPOPHUIBHOIO a3uja K aKTHUBHOH METWJICHOBOW TpyIIe C
nocjeAyroned MUKIOKOHIEHCAIMEN MPOMEXKYTOYHOTO TpUa3eHa A U 3JIMMUHUPO-
BaHUEM 3TUIIAT-MOHA Ha MOCIEAHEN CTaluu Mpoliecca.
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Bmecto aToro Mbel oOHapywiu, 4ro peakuus Troamuaa 1 c asumamu 2a.b
B IPUCYTCTBUM JTHWJIaTa HATpUs TP KOMHATHOW TeMIlepaType MpOTEeKaeT
CCJICKTHBHO ¢ 00pa30BaHUEM JPYToro THIA COeAUHEeHMU. M3 peakllMOHHON cMecu
CO CpPeIHHUMH BBIXOAaMHU OBUIM BBIACIEHBI 3THII-5-aMHHO-1-apuin-1,2,3-Tpua3zon-
4-xapbokcmiatel 4a,b, CTpoeHHE KOTOPHIX YCTAHOBIECHO HAa OCHOBAHWM JTaHHBIX
UK, SIMP cnexrpockonuu u macc-criektpometpun. B K cniektpe coenunenus 4a
3apeTUCTPUPOBAHBI ITOJIOCHI BAJICHTHBIX KOJICOAaHUH  CIOXXKHOI()UPHOW TPyIIIbI
C=0 (1733 cM ") u momocsr amuHOrpymIs! (3447, 3276 cM ). CHUrHAIBI IPOTOHOB
STUJILHOW TPYNIbl U CUHIJIET MPOTOHOB aMUHOTPYMIBI TIpH 6.76 M. 1. MPUCYTCT-
By10T B criektpe SIMP 'H. CunTe3sl mog06HEIX 5-amMuHO-1,2,3-TpHa3on-4-kapOok-
CWJIATOB JPYTUMH METOJaMH ObUIM ommcaHbl panee [2, 23, 24]. Ilo-Bumumomy,
B3auMoOJIelicTBHE d(upa 2-THOKapOAMOMIYKCYCHOM KHCIOTHI 1 ¢ apunmazumamu 2
MPOTEKaeT depe3 BHYTPUMOJEKYJSPHYIO KOHJEHCALHIO IPOMEKYTOUYHOTO
TpuazeHa A ¢ ydacTHeM THoaMuAHOW rpynmbl. OOHapy>KeHHas peakuus Mpen-
CTaBJISIET MEPBBIM NpuUMep peakiuu JJuMpoTa, 3aKIIOUUTEIBHON cTaAue KOTOpon
SIBIISIETCS JIMMUHUPOBAHUE THAPOCYIb(UA-HOHA.
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Peakuun N,N-au3aMemi€HHBIX LIMAHOTHOALIETaAMUIIOB Sa—¢ ¢ apunasuaamu 2a—d
B IPUCYTCTBUU TPHUATWIAMHMHA NPHU KOMHATHOM TeMIepaType TakkKe MPOXOISIT
CEeNIEKTUBHO ¢ 00pa3zoBaHueM l-apui-5-amuHo-1,2,3-Tprazon-4-kapOoTHOAMHIOB
6a—f. MoXXHO TPEANONOXKHUTE, YTO B 3TOM CiIydae BHYTPHMOJEKYJSIpHas araka
AHMOHHOTO IIEHTpa Ha aToMe a30Ta TpuaseHa B, oOpasyromierocs Ha HEPBOM
CTaJH, IPOXOAUT OBICTpPEE TIO NEKTPOPUILHOMY aToMy yIiepoja IHaHOTPYIIIbI
10 CPAaBHEHUIO C aTaKOH 110 THOAMHUIHON TPYyIIIE.
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Jloka3aTenbCTBO CTPYKTYpHI TpHA30510B 6a—f mpoBeeHO Ha OCHOBAaHUM aHANIH3a
crektpoB SAMP. Tak, Hamuuue THOAMUAHOU TIPYMIBl NOATBEPKAACTCS CUTHAIOM
MPOTOHOB aMHHOTPYIIEI B BuAe cuHmiera mpu 7.30 m. 1. B criekrpe SIMP 'H u
XapakTepHBIM CUTHAJIOM THOKapOOHWJIBHOTO yriiepona mpu 184.6 M. 1. B ceKTpe
SIMP “C.

Ecim peakuuyu MaloOHTHOAMHUIOB C apWIa3vIaMU MallOM3BECTHBI, TO B3aHUMO-
JIefiCTBHE MAJIOHTHOAMU/IOB C CYIH(OHMIA3UAaMHU IIUPOKO UCTIONB3YETCS JUIS MOy
yeHus npou3BoAHbIX 1,2,3-tnaguazona [16]. Ilostomy B peakuuu THoaMuaoB Sa,d
C TO3WIA3MJOM 7 B IPUCYTCTBHHU 3TWJIAaTa HATPUS INPEXKAE BCEr0 MOXHO OBLIO
OXXuAaTh 00pa3oBaHUA S-aMUHONIPOU3BOJHBIX 1,2,3-THanuazon-4-kapooHuTpuia 8.
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UToOBl HCKITIOYUTH BO3MOXHBIE TMEpPerpynmupoBku 1,2,3-THaanas3onos, peax-
A0 TIPOBOIWIN TpU ToHKeHHOH Temmeparype (10 °C). Omnako B pe3ynbrare
9KCIIEpUMEHTa OBbUTM MONy4YeHbl He okupaemble 1,2,3-Tnanuazon-4-kapOOHUTPHIIEL 8,
a mpou3BoaHble N-To3mi-1,2,3-Trannazon-4-kapbokcamuanaa 9a,b ¢ xopomumu
Bbixonamu (80 1 82% cOOTBETCTBEHHO).

Co cTpykTypoil N-TO3WIKapOOKCaMUIMHA XOPOLIO COTJIAcyIOTCS JaHHBIE
ciekrpockormn IMP 'H n °C, a Takke Macc-criekTpoMeTpuH coemuHeHuH 9a,b.
Crextp SIMP 'H coenuuenns 9a COAEpKHT CHTHATBI IPOTOHOB TO3HIBHOTO M
MOpQOIHHOBOTO (HparMeHTOB, a Takxke ABa cuHriera nporoHoB NH npu 8.39 u
9.16 M. 1. B cnextpe SIMP C 3aperucTpupoBambl CHIHaIbl aTOMOB YIJIEpoja
MeTunbHOW rpynnel  (20.9 wm. n.), MopdommuoBoro (529 wm 619 m.nm) u
apomaruyeckoro (126.2, 129.5, 139.0 u 141.8 M. n.) UMKIOB, aToMa yriiepona
amMuaMHOBOM rpymnel npu 136.3 M. a. u AByx atoMmoB yriaepoaa 1,2,3-Tua-
auazonbHoro mukiaa npu 156.6 u 170.2 M. a. B monw3y 1,2,3-tnaguazona, a He
1,2,3-tpuazon-4-xkapbotrnoamuna 10a CBUIETEIECTBYET TaK)Ke OTCYTCTBHE CUTHAJIA
atoma yriepona C=S TuoamumHo# rpymmsl B obmactu 185 M. 1. 3HAUCHHS] XUMU-
YECKUX CIBUIOB CUTHAIOB aTomoB yriepoga C-4 u C-5 1,2,3-tuaguazonos 9a,b
COTTIACYIOTCS C JaHHBIMHE criekTpockonus IMP *C apyrux mpousBogHBIX 5-aMHHO-
1,2,3-tnaguazona [3, 4].

OxonyarenbHas uaeHTHUKanus S-mopdonuHo-N-To3ui-1,2,3-Tnanuazon-
4-xapbokcamuauHa (9a) OblIa cAenaHa ¢ TIOMOINBIO JIBYMEPHOH CIIEKTPOCKOITHU
SIMP ©a ocHOBaHumu pesyibTaToB 3kcnepuMenToB HMBC um HSQC. Tak, B
cnektpe HMBC coenunenuss 9a xapakTepUCTUYHBIMH SBJISIOTCS KPOCC-TTMKHU
curHajioB atroma yriepoaa C-5 (170.2 M. 1.) 1 MPOTOHOB MOP(OIMHOBOTO KOJIbIIA
(3.20-3.25 M. 11.), a TakKe KOppessaIws CUrHaiaoB atoMa yriepoaa C-3 (136.3 m. 1.)
¢ mpotoHamu rpynn NH (8.39 u 9.16 M. 1.) B amuauHOBOM ¢parmente. B criekrpe
HSQC coenunenns 9a 3admkcUpoBaHBI KPOCC-TTUKH BCEX CHTHAJIOB YTiIepoja M
MIPOTOHOB, HMEIOIINX NIPSIMOE B3aUMO/IEICTBHE.

BepostHo, nuknuzanua N,N-Iu3aMelI€HHbIX LUAaHOTHUOALIETAMUIOB MOJ JIeH-
CTBHEM TO3MWJIA3UJa MPOXOAUT KaK TPEXCTYIEHUYaThIN MpOLecC: Ha NMEePBON CTauu
oOpa3yrorcs S-amuHO-1-T0o3m-1H-1,2,3-Tpnazon-4-kapd6otnoamuasl 10a.b, xoto-
pBIe Janee OBEPraloTCs ABYCTaAUHHON IMeperpyImupOBKe THIIA TIeperpyIIIpPOB-
ku Kopudopra B 1,2,3-tmanuazon-4-kapookcamMuauHbl 9a,b depe3 mpomexyTod-
HbIe qua3socoequHeHus 11a.b.

Takum oOpazom, B HacTosmed paboTe TOKa3aHO, YTO B pPEaKIUU a3HuIOB C
MIPOM3BOAHBIMH THOAIETAMHUA, B 3aBUCUMOCTH OT MPUPOIBI UCXOIHBIX PEareHTOB,
peanu3yIoTCsl pa3iM4yHble TUIBI TeTEPOLUKIM3alUN M MPOUCXOIUT 0Opa3zoBaHUE
m6o 3¢pupoB U THOAMUIOB S-aMuHO-1-apwi-1,2,3-Tpuaz3oi-4-kapOOHOBOW KHCIIO-
ThI, JIN0O0 4-KapOOKCAMUMHOBBIX IPOU3BOAHBIX 5-aMUHO-1,2,3-THaIra30I0B.

SKCHHEPUMEHTAJIBHAS YACTb

UK cnextpbl 3aperncTpupoBaHbl Ha ¢ypbe-criektpomerpe Bruker Alpha ¢ npucraskoit
HIIBO (ZnSe) mns o0pa3noB coefawHeHUi B Buae mopomkoB. Crektpbl SIMP 'Hu “C
3apeructpupoBadsl Ha npubope Bruker DRX-400 (400 u 100 MI'T cOOTBETCTBEHHO) B
pactBope IMCO-ds—CCly, 1:1, BuyTpennuii crangaptr TMC. Macc-crieKTpsl ¢ HOHU3ALUEH
OV 3zanucanbl Ha npudope Varian MATT 311A, yckopsironiee HanpsbkeHue 3 kB, sHeprus
noHmzanuu 70 3B. Macc-ciekTp coenauHeHHs 9a ¢ HMOHU3aLUEd 3IIEKTPOPACHBLICHUEM
3armmcan Ha npuoope Bruker Daltonics. DmementHsii aHamu3 BeimonHeH Ha CHNS-
ananuzatope Perkin Elmer 2400 II. Temmeparypsl TutaBiIeHUsI ONpeNeNeHBl Ha mpuOope
Stuart SMP-10 u He ucnpasieHsl. KoHTpons npoTekaHus peakuuil ¥ MHIUBUIYAJIBHOCTH
MOJTYYEHHBIX COEJAMHEHUH BBINOJHEH C ITOMOIIBIO TOHKOCIOWHOH Xpomarorpaduu Ha
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wiactuHax  Sorbfil UV-254 B cucremax pactBoputened xiopodopm—rekcaH, 9:1, u
xJytopodopm—0enson, 7:1.

Tuoamunst 1, 5a—d cuHTE3UPOBAHEI IO MeTOIUKaM [7, 25], To3unazug 7 — o METOAMKE
[25]. Asumer 2a—d momyuyeHbl Mo MeTomuke [21] M COOTBETCTBYIOT XapaKTEPHCTHKAM,
TpuBEIEHHBIM B [26, 27].

Itna-5-amuno-1-(4-nurpodennin)-1H-1,2,3-tpnaszon-4-xkapooxcuaar (4a). Cycnen-
nmupyioT 0.300 T (2.0 Mmoms) THOaMua 1 B pacTBOpE STHIIATa HATPHS, IPUTOTOBICHHOM U3
0.046 r (2.0 mmonp) Hatpus u 10 mu abcomoTHOTO 3TaHONa, W nobamisor 0.320 T
(2.0 mmonp) a3uaa 2a. PeakinoHHYIO cMeCh ITEPEMEIINBAlOT B TeUCHUE | 9 P KOMHATHOM
Temneparype, oxinaxgaroT 10 10 °C, oTGUIBTPOBHBAIOT BHIMABIINN OCAJOK W KPHUCTAJ-
m3yloT u3 sTaHona. Beixox 0.371 r (67%). becusernsie kpucramiel. T. mn. 174-176 °C.
UK criextp, v, cM ': 3447, 3276 (NH), 1733 (C=0). Cnektp SIMP 'H, &, m. 1. (J, T'm): 1.40
(3H, 1,J= 8.0, CHy); 4.36 (2H, x, J = 8.0, CH,); 6.79 (2H, c, NH,); 7.90 (2H, &, J = 8.6,
H Ar); 8.43 (2H, n, J = 8.6, H Ar). Macc-cniektp, m/z (Iy, %): 277 [M]"(75), 231 (42), 130
(100), 102 (43), 76 (61). Haitneno, %: C 47.57; H 4.12; N 25.39. C,;H;;N50,. Berancneno, %:
C 47.66; H4.00; N 25.26.

Itui-5-amuno-1-(4-xaopdennin)-1H-1,2,3-tpuazon-4-kapookcmiar  (4b). Ilomydaror
ananormyao. Bexon 60%. becusernsre kpructamibl. T. mr. 158-160 °C. UK cnekrtp, v, oM
3438, 3277 (NH), 1732 (C=0). Cnextp SIMP 'H, &, m. 1. (J, Tw): 1.39 3H, T, J = 8.0,
CH;); 4.34 (2H, x, J= 8.0, CHy); 6.76 (2H, c, NH,); 7.9 (2H, n, J= 8.2, H Ar); 8.42 (2H, &,
J= 8.2, H Ar). Hatineno, %: C 49.74; H 4.02; N 20.92. C,;H;;N,O,Cl. Beraucneno, %:
C49.54;H4.16; N 21.01.

Honyuenune S-amuno-1,2,3-tpua3zoeson 6a—f (obmas meroauka). K 1.0 Mmmons TrHoamima
Sa—c B 9TaHONE MO0ABISIOT SKBUMOJSIPHBIC KOJIMYECTBA asuma 2a—d W TPHITWIAMAHA.
PeakumoHHyF0 CMeCh IepeMEeIMBAIOT B TEUCHHUE | U MPU KOMHATHOM TEMITepaType, OXJIaXKIaroT
10 10 °C, oT(hUIBTPOBBIBAIOT BHITABIINIA 0CaJOK U KPUCTALIN3YIOT U3 STAHOJIA.

[5-Amuno-1-(4-uurpodennn)-1H-1,2,3-tpuazon-4-ua](Mop¢oaun-1-ui)MeTAHTHOH
(6a). Berxon 80%. becrBernbie kpuctamibl. T. r. 164—167 °C. UK crnexrp, v, em 1 3432,
3292 (NH), 3041 (Ar); 2987, 2857 (CH,). Criextp SIMP 'H, 8, m. 1. (J, T'): 3.75-3.85 (4H,
M, 2CH,); 4.20-4.6 (4H, M, 2CH,); 7.30 (2H, ¢, NH,); 7.92 2H, n, J = 6.2, H Ar); 8.45
(2H, 1, J = 6.2, H Ar). Criextp SIMP °C, 3, m. 11.: 49.9 (CH,), 54.0 (CH,), 66.6 (CH,); 66.7
(CH,); 125.6 (=CH); 125.7 (=CH); 126.6 (C-5); 140.3 (=C); 147.1 (C-4); 147.5 (=C); 184.6
(C=S). Macc-criextp, m/z (I, %): 334 [M]"(33), 103 (11), 86 (100), 76 (24). Haiineno, %:
C 46.98; H 4.12; N 2547; S 11.61. C;3H4NgO;S. Breruncineno, %: C 46.70; H 4.22;
N 25.13; S 11.89.

[5-Amuno-1-(4-xnoppenni)-1H-1,2,3-Trpua3oi-4-ui](mopPpoauH-1-ui)MeTAaHTHOH
(6b). Beixon 71%. becupernsie kpuctamisl. T. mi. 168—171 °C. UK cmektp, v, oM 3367,
3226 (NH), 3040 (Ar), 2928, 2862 (CH,). Criextp SIMP 'H, 8, m. 1. (J, T'): 3.65-3.85 (4H,
M, 2CH,); 4.25-4.55 (4H, m, 2CH,); 7.07 (2H, ¢, NH,); 7.60 (4H, c, H Ar). Macc-cnektp,
m/z (I, %): 323 [M]"(27), 210 (100), 153 (67), 111 (34), 76 (14). Haiineno, %: C 48.38;
H4.15; N 21.54; S 9.87. C13H4N5OSCI. Boruuciaeno, %: C 48.22; H 4.36; N 21.63; S 9.90.

[S-Amuno-1-(4-¢pToppennn)-1H-1,2,3-rpuazon-4-ui|(Mopdoaun-1-m)MeTaHTHOH
(6¢). Beixon 53%. becupernsie kpuctamibl. T. mr. 136-138 °C. UK cnekrp, v, em ' 3340,
3246 (NH), 3046 (Ar); 2916, 2849 (CH,). Cnextp SIMP 'H, &, m. 1. (J, T'): 3.65-3.85 (4H,
M, 2CH,); 4.20-4.55 (4H, M, 2CH,); 7.04 (2H, ¢, NH,); 7.35-7.42 (2H, M, H Ar); 7.60-7.83
(2H, m, H Ar). Macc-ciextp, m/z (I, %): 307 [M]"(33), 194 (100), 137 (77), 95 (99), 86
(50), 75 (36). Hatineno, %: C 50.64; H 4.38; N 22.59; S 10.26. C;3H4NsFOS. Boraucneno, %o:
C 50.80; H 4.54; N 22.79; S 10.43.

[S-AMuno-1-(4-meTokcupenun)-1H-1,2,3-tpuason-4-uia](mopdoaun-1-nia)meran-
THOH (6d). Berxon 67%. becrsetnbie kpuctammiel. T. or. 155-158 °C. UK cmektp, v, oM
3347, 3235 (NH), 3010 (Ar); 2916, 2856 (CH,). Cnextp SIMP 'H, §, m. . (J, 'm): 3.65—
3.82 (4H, M, 2CH,); 3.89 (3H, s, OCHj;); 4.20—4.65 (4H, M, 2CH,); 6.92 (2H, ¢, NH,); 7.15
(2H, o, J= 6.7, H Ar); 7.45 (2H, n, J = 6.7, H Ar). Macc-cuextp, m/z (1o, %): 319 M1
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(16), 206 (100), 191 (48), 149 (68), 108 (20), 77 (52). Haiineno, %: C 52.39; H 5.22;
N 21.72; S 10.26. C4H7N50,S. Brraucneno, %: C 52.65; H 5.36; N 21.93; S 10.04.
[S-Amuno-1-(4-auTpodpennn)-1H-1,2,3-rpuazon-4-ui|(munepuanH-1-ua)Meran-
TioH (6€). Boixon 44%. becupernsie kpuctamisl. T. mr. 167170 °C. UK crektp, v, cM
3434, 3293 (NH), 3085 (Ar); 2903, 2857 (CH,). Cnextp SIMP 'H, &, m. 1. ( J, T'm): 1.70—
1.90 (6H, M, CH,); 4.13 (4H, c, CH,); 7.18 (2H, ¢, NH,); 7.95 (2H, n, J = 8.9, H Ar); 8.45
(2H, 1, J = 8.9, H Ar). Crextp SIMP “C, 8, m. 1.: 27.4; 50.7; 54.1 (CH,); 125.6 (=CH);
127.0 (C-5); 140.4 (=C); 147.0 (C-4); 147.5 (=C); 183.6 (C=S). Macc-criektp, m/z (Iyry, %0):
332 [M]" (19), 111 (15), 84 (100). Haiineno, %: C50.95; H 4.32; N 25.59; S 10.01.
C14H16N¢O,S. Brrancneno, %: C 50.54; H 4.85; N 25.28; S 9.65.
[5-Amuno-1-(4-uutpodennn)-1H-1,2,3-tpuazon-4-ui| [4-(4-meTokcudennn)-nume-
pasuH-1-wia]merantnon (6f). Beixon 58%. becusernsie kpucramnsl. T. mn. 201-203 °C.
UK crektp, v, cM @ 3396, 3249 (NH), 3081 (Ar), 2905, 2829 (CH,). Cnextp SIMP 'H, §,
M. 1. (J, T'm): 3.02-3.38 (4H, m, 2CH,); 3.74 (3H, ¢, OCHj;); 4.25-4.65 (4H, m, 2CH,); 7.25
(2H, ¢, NH,); 6.75-6.90 (4H, M, H Ar); 7.95 2H, o, J= 7.9, H Ar); 849 (2H, o, J= 7.9, H Ar).
Macc-cniextp, m/z (Iym, %): 439 [M]" (16), 190 (19), 175 (21), 162 (100), 134 (73), 108
(17), 77 (20). Haiineno, %: C 54.49; H 4.57; N 22.09; S 7.23. C,,H,;N;O;S. Boruncieno, %:
C 54.66; H 4.82; N 22.34; S 7.50.
5-(Mopdoaun-4-un)-N-to3umi-1,2,3-tuaguazosn-4-kapooxcamuaud  (9a). Cycnen-
mupytoT 0.31 r (2.0 MMoTB) THOAMHIA Sa B pacTBOPE ATHIIATAa HATPHS, IIPUTOTOBICHHOM U3
0.046 r (2.0 mmous) Hatpust 1 10 M abconmtoTHOTO 3TaHoNa, U 1pHu Temmeparype 10 °C u
nepememmBaniu 100aBisoT 0.39 r (2.0 MMoie) Tomyoncyib(anmiazuna 8. BrimaBmmit
yepe3 30 MUH 0CaJloK OT(QHUIBTPOBBIBAIOT M NEPEKPHCTAIUIN30BBIBAIOT U3 3TaHoNa. BrIxon
80%. beciernbie kpuctamisl. T. mr. 123—-125 °C. UK cnektp, v, em bt 3400, 3291 (NH),
2960 (CH); 2859 (CH,); 1143 (S=0). Cnextp SIMP 'H, 8, m. 1. (J, T'w): 2.38 (3H, ¢, CH3);
3.20-3.25 (4H, m, CHy); 3.50-3.53 (4H, m, CH,); 7.39 (2H, n, J = 8.2, H Ar); 7.79 (2H, g,
J=8.2, H Ar); 8.39 (1H, s, NH); 9.16 (1H, s, NH). Cniextp SIMP °C, 5, m. 1.: 20.9 (CH);
53.0 (CH,); 64.0 (CHy); 126.2 (=CH); 129.5 (=CH); 136.3 (C=NH); 139.1 (C-S0,); 142.8
(C-Me); 156.6 (C-4); 170.2 (C-5). Macc-cniektp, m/z (Lo, %): 368 [M+H]". Haiineno, %:
C 45.59; H 4.78; N 18.88; S 17.45. C4H;7N503S,. Breraucneno, %: C 45.77; H 4.63;
N 19.07; S 17.43.
5-(IInpposmaun-1-ui)-N-To3uia-1,2,3-tuaguazon-4-kapooxkcamuaun (9b). Iomyuator
ananornuno. Beixon 82%. Becusernsie kpuctamist. T. mr. 163-165 °C. Crexrp SIMP 'H,
o, m. 1. (J, I'm): 1.87 (4H, ¢, 2CH,); 2.38 (3H, ¢, CH3); 3.21 (4H, c, 2CH,); 7.38 (4H, o, J = 8.2,
H Ar); 7.80 (4H, n, J = 8.2, H Ar); 8.26 (1H, ¢, NH); 9.08 (1H, ¢, NH). Cnextp SIMP "°C,
o, M. 1.: 21.3 (CHj3); 26.0 (CHy); 55.8 (CH,); 126.8 (=CH); 129.8 (=CH); 134.7 (C=NH);
139.9 (CSO,); 142.7 (CMe); 157.2 (C-4); 165.3 (C-5). Macc-cniextp, m/z (Lo, %): 351 [M]"
(12), 196 (40), 91 (64), 72 (28), 70 (100). Haiineno, %: C 47.69; H 4.72; N 19.81; S 18.45.
C14H17N50,S,. Beruucneno, %: C 47.85; H4.88; N 19.93; S 18.25.

Paboma evinonnena npu gunancosoii noodepocke POOU (epanm 14-03-01033),
@onoa Kumas (Foundation of China, 21372132) u Kumaiickou npocpammbl
MeANCOYHAPOOHO20 HAYUHO-MeXHUYecKoeo compyonudecmea (International Science
& Technology Cooperation Program of China, 2014DFR41030).
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