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Peakius 5-amuno-1-apui-1,2,3-tprua3ono-4-kapOOTHOAMHIIOB € CYIb(QOHIIXIOPUAAMH M aleTHI- U OCH30WIXJIOPHIAMHU COMPOBOXK-
JaeTCsl TMeperpynmnupoBkoi JIuMpoTa U mpoTekaeT peruocnenuuuHo ¢ oOpa3oBaHHeM 5-apuiiaMuHO-2-Cyibdonmi(ammn)-1,2,3-tpu-
a30510B. MexaHN3M PeakIiH TOATBEPKAECH CHHTE30M IIeJIEBBIX MPOAYKTOB peakuueil S-apmiaMuHo-1,2,3-Tpra3ono-4-kapOoTHOAMHIOB

¢ cynb(OHUI- ¥ AIMIIXIIOPUIaMH.

KnroueBble coBa: cynp)OHMIXIOPHIBL, 1,2,3-TpHa3osl, aMInpoOBaHNe, HeperpynnupoBka JAumMpora, CyaTs(pOHNINPOBAHHE.

1,2,3-Tpua3onsl — MpUBHICTHPOBAHHBIC (PYHKIIMOHANb-
HBI€ COEIUHEHHUS B MEIUIUHCKOM XMMHUU U XUMHU
MaTepI/IaHOB.l N?-3ameleHHbIe 1,2,3-Tpra3omnsl SBISIOTCS
BaXHBIMH CTPYKTYPHBIMH (parMeHTaMH Uil CO3JaHHS
MHOTOYHUCIICHHBIX OHMOJIOTMYECKH AaKTHBHBIX MOJIEKYJI-
KaHIWIAaTOB B JIGKApCTBA, HAIPUMEP AHTarOHHWCTOB OPEKCH-
HOBBIX DELENTOPOB: CyBOPEKCaHTa,” HEMOpEKCaHTa® |
CeNbTOPEKCaHTa,’ MPUMEHSIOUINXCS IS JIeUeHHs OeCCOH-
Huipl. C Ipyroit CTOPOHBI, MOKa3aHO, YTO BBEACHHUE CYIIb(o-
HIJIGHOHM TPYIBI B TETEPOLMKIMICCKAE COSTUHECHHS MOXET
M3MEHHTh MX PEAKIHOHHYIO CIOCOOHOCTH® M MPHBECTH K
NIPOSIBJICHUIO  pa3sHOOOpa3HOW OMOJIOrMYecKOoW aKTHB-
HocTh,® BKJIFOUAs IPOTHBOPAKOBYIO. M ATHMHUKPOOHYO.’

OnucaHHple paHee METOABI MPSMOTO CYIb(HOHWIUPO-
BaHus'" OOBIYHO HPHMBOIAT K CMECH 1- M 2-3aMeleHHBIX
1,2,3-1pra3010B, YTO 3aTPyAHSET UX UCIONb30BAaHUE IS

© 2020 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

MOJIYYEHUsI CEpU COEMMHEHUHN JJIsl OMOIOTUYECKUX HCTIBI-
TaHud. HenaBHO MBI OOHapyXWJIM, YTO B3aMMOJECHCTBHE
N-cynb(oHII-5-TMKI0aMIHO- 1,2, 3-THaina3on-4-aMAIHHOB
¢ Cynb(pOHWIXJIIOPUAAMH MPHUBOAUT K CEJICKTHBHOMY
o6pasoBanmio 2-cynbponui-1,2,3-rpuasonos.'* Peaxius
BKJIIOyaeT mneperpynnupoBky Kopudopra 1,2,3-THaau-
azoyibHOTO TWKJIa B 1,2,3-TpHA30oNbHBIA ~ W OrpaHHYEHA
CHHTE30M 2,5-Cynb(oHMIIpon3BOaHEIX 1,2,3-TpHasona.
IlonmbITkM pacHpoCTpaHHUTh 3TOT METOA Ha MOJIy4YEHHE
JIPYTUX MPOU3BOAHBIX 1,2,3-Tprazona ObIIN HEYAauHBIMH.
C nenpio cunTesa 1,2,4,5-tetpazamenieHHsx 1,2,3-Tpu-
a30JI0B MBI HCCIEJOBalM PEAaKLUIO JIETKOAOCTYIHBIX
5-amuHo-1-apun-1,2,3-tpuazon-4-kapbornoamunos 1 ¢
CyIbQOHWIXJIOPHUIAMHU 2 U alleTHI- U OEH30WIXJIOPHUIaMHU
3 (puc. 1). beuto obHapyxeHo, uto S-amuHo-1-apun-1,2,3-
Tpuazonsl 1, B ommuune ot 1,2,3-Tranua3onos, ¢ CyinbhOHMI-
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Pucynox 1. CTpyKTypbl HCXOJHBIX COCTUHEHHMN.

xmopunamu 2 B8 CHCl; B mpucyrctun DBU npu xomHaT-
HOM Temmeparype'' He B3amMozeiicTByioT. IlpoBeneHHe
peakuuu B kumsimem CHCI; no3Bonuino 3apukcupoBats B
peaknuu Tprasona la ¢ cynsdoHmIXIOpHAOM 2a 00paso-
BaHue 2-[cynbpoHmn(4-merokcudenun)]-5-(4-auTpodeHu-
amuHO)-1,2,3-Tpuazona 4a ¢ BeIxogoM 24% (tabm. 1,
omeIiT 1). OOpa3oBanme TpHazona 4a, MO-BUAUMOMY,
BKJIIOYAET MEPEeTPyNIMPOBKY Tprazosa 1a B S-apuiamMuHO-
1,2,3-tpuazon 5a. Cynb()OoHUIHPOBAHUE MOCICTHETO MPH-
BOJUT K IOJydeHHI0 TpHuazona 4a. C mesblo yBEIMYCHUS
BBIXO/1a COSIMHEHHS 42 MBI IPOBEIIM HECKOJIBKO PEAKIHH C
BapbUPOBAHUEM DPACTBOPHUTENS M TemIeparypsl (Tabm. 1,
OTIBITHI 2-9).

MsI 00HApYKUIH, YTO TpOBeneHue peakuuu 1,2,3-Tpu-
azona la ¢ cympdonmmxnopumom 2a B xumsimem EtOH B
npucyrctBud Et;N npuBomut kK 00pa3oBaHuio 2-Cyib(pOHII-
Tpuazona 4a ¢ BerxomoM 58% (omsiT 2). 3amena Et;N Ha
DBU yBenuuuBaeT BbIX0Jl KOHEYHOI'O COEAMHEHHUS 10 68%
(omeIT 3). OcCyIecTBICHNE PEAKIMH B KUIAIIEM 1,4-HOKCaHe
B mpucyrctBuu EtN IpPUBOIUT K CHUKEHUIO BPEMEHU
PEaKIUK M yBEIMUYCHUIO BBIXO/Ia KOHEYHOTO NPOIYKTa HA
10% (omeir 4). 3amena Et;N wa DBU mpuBena
JanbHEeHWIIeMy yBEIHMUSHHIO BBIXOIa TpHaszona 4a mo 85%
(onbrTer 5-8). IIpoBenenue peakuuu B JJM®PA npu 130 °C
B orcyrctBue DBU npuBOANT K CHHXXEHHIO BBIXOAA
Tpuazoyia 4a U 00pa30BaHUIO CMOJIOOOPA3HBIX MPOAYKTOB
(ompIT 9). TakuM 006pa3oM, MPOBEACHUE PEAKIIUU B KHUIIS-
meM |,4-1uokcane n ucroib3oBaHue M30bITKa (1.2 MoJbB)
DBU siBnsieTcsl ONTUMATBLHBIM JIJIST peakiiuu Tpras3odios 1 ¢
Cynb(hOHMIXIIOpUAAMH 2.

Hcnone3ys onTuManbHble YCIOBHS, Mbl BOBIEKIU 1-apHi-
5-ammuHo-1,2,3-tpuazonsl 1a—d,f-i B peakuuro ¢ cynbhoHmI-
xyopusiamu 2a—c. TakuM 00pa3oM ObUTH CHHTE3UPOBAHBI C
BBICOKMMH BBIXOJIaMH 2-CyJIb(OHHI3AMEICHHBIE S-apuil-
amuHO-1,2,3-Tprazonsl 4a—i (Tabmn. 2).

HecmoTps Ha Hamnume HECKOJBKUX HYKICO(MHIBHBIX
LIEHTPOB B MoJiekyje TpuazonoB la—df-i, peakius
MIPOTEKAET CEJIEKTHMBHO C 0OOpa3oBaHMEM 2-3aMEIICHHBIX

Tabauna 1. OnTumusanus ycIoBUi NOy4eHUS COCIUHEHU 4a
OJHOCTaJUHHBIM METOIOM*

R - s
NQ
N
N ) )
‘N7 NH; N

\H NH >
NO, 1a L 5a NO, _]
MeO 8
&
!\l_
2a ~N_ 2~
—_ //S\\ N NH
0o
4a NO,
Tewmre- Brixon
OcHoBaHue Bpewms,
OnbiT  PactBOpUTENH (>xB.) parypa, u TpHazoia
’ °C 4a, %

1 CHCl; DBU (1.0) 61 10.0 24
2 EtOH Et;N (1.0) 78 8.0 58
3 EtOH DBU (1.0) 78 8.0 68
4 1,4-nuokcan  Et;N (1.0) 101 7.0 78
5 1,4-nmoxkcan DBU (1.0) 101 6.0 83
6 1,4-nmoxcan DBU (1.2) 101 6.0 85
8 1,4-nmoxkcan DBU (1.5) 101 6.0 85
9 JIMOA - 130 2.0 55

* KommyectBo pearentos: 0.5 mMmonb Tpuasona 1a, 0.6 MMoib Cyib(hoHMI-
xyopuza 2a, 0.5-0.75 MMoJIb OCHOBaHHS.

1,2,3-Tpra3oiioB ¢ BRICOKUMH Bbixogamu (Tadi. 2). Peruo-
ceneKTHBHOe oOpasoBanue 2-cynbhoHui-1,2,3-rpua3osion
4a—i IPOUCXOIUT, BEPOSTHO, M3-3a CTCPUUCCKUX MPEIAT-
CTBHHA [UIA aTaku »dJIeKTpoQUIaMH aToMOB a30oTa B
nosoxeHusix 1 u 3 1,2,3-tpuazonbroro 1ukia. [lo-Bumumomy,
peaxims uMeeT oOIIMi XapakTep, MOCKOJIBKY B HEE MOTYT
OBITH BOBJICYEHHI |-apmi-1,2,3-TpHas3oibl, coaepIKamnIie
pa3HooOpa3HbIe MO JIEKTPOHHBIM CBOIICTBAM 3aMECTHTENIH
B apwibHOM (parMeHTe, a TaKKe THOKapOaMOWIbHbIC
Ipymmel ¢ (parMeHTaMH MUPPOIUIUHA, HHUIICPHIUHA U
Mop¢omuHa B monokeHun 4 1,2,3-TpHa3oidbHOTO MUKIIA.
Mpb1 0O0HApYKWIIH, YTO COeAUHEeHHs la,e,j JIETKO B3aUMO-
NEHCTBYIOT B HAWJICHHBIX YCIOBHSAX C alCTHIXJIOPHIOM
(3a) u Genzommxmopunom (3b) ¢ oOpa3oBaHHEM C BBHICO-
KHMH BBIXOJaMH 2-ameTwi- U 2-0enzoun-1,2,3-Tpua3osion
6a—d (tabm. 2).

MBI TIPEATIONOKIITH, 9YTO 00pa30BaHUe COSANHCHUH 4a—i 1
6a—-d peaxuueit 5-ammHo-1-apun-1,2,3-tpuaszonos la—j c
cynmbGOHMWIXIOpHIAMHU 2a—¢ U arpuxyopuaamu 3a,b mpo-
TEKaeT B JBE CTAJUH M BKIFOUYACT IPEIABAPUTEIBHYIO TIepe-
rpynnupoBky 1-apun-1,2,3-tpuazonos la—j B S-apun-
amuHO-1,2,3-Tpra3onsl 5a—j C TOCHenyromuM Cyibdo-
HUWJIMPOBAaHUEM B KOHEYHble TpPOAYKTH 4a—j. C memnbio
MOJTBEPXKICHUSI MEXaHU3Ma PEaKIMA MBI OCYIICCTBHIA

1342



Chem. Heterocycl. Compd. 2020, 56(10), 1341-1347 [ Xumus cemepoyuxn. coeounenuii 2020, 56(10), 1341-1347]

Ta6auua 2. Cunres u Beixoasl 1,2,3-tpuazonos 4a—k u 6a—d

/X
N \/'
s 3a,b R2 /N_
N
X DBU YN
N \J 1,4-dioxane 0
I\ A,5-8h
N 6a—d
°N NH, Method |
NO,
1a-j 2a—c S
DBU N\/:>'<
e
R! 1,4-dioxane 2 N=
A, 4-6 h \S’N\ Z~NH
l Ref. 12 7y N
S 4a-i
N/\X 1
N \_]  Method II R
N \ 2a,d,e or 3b
~ NH — > 4a-d,jkor6c
N DBU, CHCl,
rt, 1-5h
5a-d
R1
Coenu- R X R2 Beixon, %
HEHHE (meTon)
4a NO, CH, 4-MeOCH, 85 (I); 88 (1)
4b Me CH, 4-MeOCH, 80 (I); 85 (1)
4c F CH,O 4-MeOCgH, 70 (D; 71 (1)
4d NO, (CH,),  4-MeOC¢H, 75 (I); 80 (1)
4e MeO CH, 4-FCgH, 60 (D)
af MeO CH, 4-MeCgH, 95 (1)
4g H CH, 4-MeOC;H, 88 ()
4h Me CH,0 4-MeC4H, 85 (D)
4i H CH,O 4-MeOCgH, 83 ()
4j NO, CH, 4-0,NCsH, 95 (II)
S,
4K NO, CH, | )—coMe 94 (II)
6a NO, CH,0 Me 83 (1)
6b NO, (CH,)s Me 81 ()
6¢ NO, CH, Ph 87 (1), 94 (1)
6d NO, (CHa)s Ph 87 (D)

cuHTe3 S-apuiamuHO-1,2,3-TpuazonoB Sa—d meperpym-
MUPOBKOM COETMHEHUI 1a—d'" u ucce0BaTM MX B3aUMO-
aelictBue ¢ cynbpoHmixiaopuaom 2a,d,e u OeH3oMI-
xyiopuzoM (3b). Ml 0OHapYXIJIH, 94TO BCe coequHeHus Sa—d
[JIaJJKO B3aUMOJIEUCTBYIOT ¢ xyopujamu 2a,d.e, 3b npu
komHaTHOU Temneparype B CHCI; ¢ cenekTBHBIM 00pa3o-
BanueM coenuHeHunit 4a—d,j,k u 6¢ c Berxomamu 71-94%
(tabnm. 2). DT naHHBIE TOATBEPOWIM HAIle IPEIIo-
JIO)KEHUE, YTO MEXaHU3M peakluu coeAuHeHud la—j c
CyIb(pOHWI- U AIMIXIOPHIAME 2, 3 BKIIOYACT Ieperpym-
MUPOBKY S-amuHO-1-apmn-1,2,3-tpuaszonos 1 B S-apwmn-
aMHHO-1,2,3-Tpra3obl 5 ¢ mociaenyronuM cybHOHIIHPO-
BaHUECM/alWIIUPOBAHUEM C 00pa30BaHMEM KOHECUHBIX IPO-
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Tab6auua 3. Beixoas! Tpuazonos 4a—d, 6c¢,
nostyueHHbIX 1o meronam I u 11

Coenu- Brixon Beixox no metony 11, %
HEHHE o meroay I, % (c BeIIEIEHHEM TpHa3oia Sa—d)
4a 85 81
4b 80 71
4c 70 68
4d 75 49
6¢ 87 86

nyktoB 4, 6. Ilporexanue peakuuil coequHenuil Sa—d c
cynbhoHWI- ¥ anmixjaopuaamu 2a,d,e, 3b B 6osiee MATKHX
YCIIOBHAX, YeM peakIuid TpwuazonoB la—j, mo3BoIsIEeT
cAenaTh BBIBOJ, YTO CKOPOCTh OINpelensrouieil cragueit
peakimu Tpra3oyioB la—j ¢ cyab(GOHWI- U AIMIXIOPHIAMHI
2a—e, 3a,b sBisieTcs meperpynnupoBka Tpuazojo la—j B
TpHUa30JIbl Sa—j.

[MpuHKMas BO BHMMaHue TOT (BakT, 4yTo coenuHeHus Sa—d
obOpazytorcst U3 coequHeHuil 1a—d, MBI CMOTJIM CPaBHUTH
1o 3¢ eKTUBHOCTH OHOCTanUIHEII MeTox I ¢ meTomom I,
KOTOPBIN BKJIIOYAET BBIACICHUE M MOCIEAYIOIEee CyIb(o-
HIUINPOBaHUE coequHeHuH Sa—d. AHamu3 JaHHBIX, Mpen-
CTaBJIECHHBIX B Tabi. 3, TMO3BOJSIET cAeilaTh BBIBOJ, YTO
BbIX0J coenuHeHuil 4a—d mo meroay I Bblme, yeM mno
Metoxy Il (¢ ydeTom moTeps npu NOTYUEHUH U BBIICICHUN
coequaeHnit Sa—d mo meromy II). Bmecre ¢ Tem coemu-
HeHus 4j,k ObITM CHHTE3MPOBAHBI C BBICOKUMH BBIXOAAMH
no merony II, a meron I B aTOM cityuyae Obut Hea(h(heKTUBEH.

Cnektper SIMP '"H u C coemunennit 4a-k, 6a-d, a
TaK)X€ CIIEKTPhI 'H-B¢ HSQC u '"H-3C HMBC coenu-
HeHus 6b Xopomo cornacyroTcs C TpeIcTaBICHHBIMHU
CTPYKTypaMmu 2-3amernieHssx 1,2,3-tpuazonos 4a—k, 6a—d.

CrpykTypa coenuHenus 4a uccinenoana metojgom PCA
(puc. 2). Ilo maraeM PCA, coenuHeHHEe KPUCTAIUTA3YETCS
B LIEHTPOCUMMETPUYHON IPOCTPAHCTBEHHOI I'pyIIE TpU-
KIMHHOM CHHIOHUH. Tpua3oibHbIH, 4-HUTPOAHMINHOBBIN
(GparMeHTsl M TETepoaToMbl THOAMHUIHOTO (parMeHTa
MOJICKYJIBl 4a JIeKaT NMPAKTHUYECKH B OJHOW IUIOCKOCTH,

PucyHnok 2. MosekyispHas CTpyKTypa CO€AMHEHUs 4a B Ipen-
CTaBJICHUU aTOMOB 3JUIMIICOMJAMH TEIIOBBIX KoJjiebaHuii ¢ 50%
BEPOSTHOCTBIO.
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NpUYeM JaHHas KoHdpopMmaius 3adUKCHpOBaHA BHYTPH-
MOJICKYJISIPHOM BOJIOPOJHON CBS3bI0. MeTOoKCH(DEHUITEHBIN
3aMeCTUTEeNb pacloylaraeTcsl MpPaKTHYECKH IepHeHIu-
KYJISIPHO TUIOCKOCTH TPHA30JIBHOTO HHUKIA. DIICKTPOHHBIC
3¢ ¢deKTs Cynb()OHMIBPHON TPYMIIBI MPHUBOAAT K HCKaXke-
HUIO IJIOCKOM KOH(Urypauuu atoma a3ota N(2), B pe3yib-
TaTe 4ero oH OoTkIOHseTcss oT miockoctu N(1)-N(3)-S(1)
Ha 0.177 A. Monekynsl B KpucTajie yKIambIBalOTCS B
BUJIE CTONOK IMMEPOB 0€3 CYyLIECTBEHHO YKOPOYEHHBIX
MEKMOJIEKYJIIPHBIX KOHTaKTOB.

TakuM o00pa3oMm, B pe3yiabTaTe M3YUCHHS pPEaKIUH
5-amuHO- 1-apmi-1,2,3-Tpna3on-4-kapO0THOAMHUIOB c
CyIb()OHMWI- M alMIIXJIOPUAAMHU pa3paboTaH OJHOPEaKTop-
HBIH PErHOCEeNeKTHBHBIN METON CHHTEe3a 2-Cyab()OHIII(ariT)-
1,2,3-Tpra30oB, OCHOBaHHBIA Ha IEPETPYNIHPOBKE
Humpora 5-amuHo-1-apun-1,2,3-tpuasonoB B S-apui-
amMuHO-1,2,3-TpHa3oibl M WX MOCIeAyoueM Cyib(OHU-
JIMPOBaHNHN/alMIINPOBAHHH.

BKCHepI/IMeHTaJﬂ)H‘dﬂ HacTb

UK crextpsl 3anmcansl Ha ypbe-criekTpoMeTpe Bruker
Alpha (HIIBO, ZnSe) B wunrepaze 4000-500 cm .
Crnextpsr IMP 'H u "*C 3apeructpupoBassl Ha crieKTpo-
merpe Bruker Avance II 400 (400 u 100 MI'm coot-
BercTBeHHO) M Bruker Avance NEO (600 u 150 MI'nt
cootBerctBeHHO) B CDCly; wimn JIMCO-ds, BHYTpeHHHUIA
cragaapt TMC. Crektpsl 'H-"3C HSQC u HMBC coesu-
HeHus 6b 3ammcansl Ha cmektpomerpe Bruker Avance
NEO. Macc-ciekTpbl 3amMcaHbl Ha Xpomaro-macc-
cnekrpomerpe Shimadzu GCMS-QP2010 Ultra (noHuza-
mus DY, 70 3B). Dnementneiit ananu3 C, H, N BoimonHeH
Ha aBToMaTmdeckoM aHammzarope PerkinElmer 2400 II.
Temmneparypbl TUIaBlIeHUS onpeaeneHsl Ha mpubope Stuart
SMP3. KoHTponb 32 XOJOM peakiMidi W YUCTOTOH MOJIy-
YEHHBIX coelrHeHul nposeneH merogoM TCX Ha mactu-
Hax Sorbfil UV-254 B cucreme EtOAc — meTponeitHbrit
adup (40-70 °C), 2:1.

Jnst  TpoBeNeHMS CHHTE30B HCIIOJB30BAaHBI CyXHE
pactBopurenu: EtOH, 1,4-nuokcan, CHCl;. 5-Apunamuno-
1,2,3-tpuazonsl Sa—d noTy4eHsl 0 METOUKE, OITMCAHHOM
HaMU paHee.'”

Hony4yenue 2-cyabponuni-1,2,3-tpuazonos 4a-k u
2-kap6oHui-1,2,3-Tpua3onoB 6a—d (obmas MeTonuKa).
Merton I. Cmechb 1.0 mmons 5-amuno-1,2,3-Tpuazona la—j,
1.2 MMmonb cynmbQoOHMIXIOpHIA 2a—C WIH alWiIXIopuia
3a,b m 183 mr (180 mxi, 1.2 mmone) DBU B 10 M
1,4-noKcaHa KUIIATAT B TedeHue 5-8 u. OkoHuaHue
peaxmmu omnpenenstior MmerogoM TCX. 3aTeM peakInOHHYIO
CMECh OXJIaXJIAI0T, PACTBOPHUTEIb YIAPUBAIOT JOCYXa MPH
MMOHMKCHHOM  JIaBJICHHH, OCTaTOK KPHUCTANIN3YIOT U3
EtOAc nnmm EtOH. BemaBmmii ocagok oTHHUIBTPOBEIBAIOT
U cylaTr B BAKYYMHOM 3Kcukatope Haj P4Oq.

Merton II. K cmecu 1.0 MMOIb COOTBETCTBYIOILETO S-
apmiamuHo-1,2,3-tpuazona Sa—d u 5 ma CHCl; mobas-
nstoT 183 mr (180 Mk, 1.2 mmons) DBU u BBIAEpKUBAIOT
IpU KOMHATHOM Temmeparype B TeueHue 10 mun. K
o0pazoBaBIIeMyCs pacTBOPY J00ABISIOT 1.2 MMOJIb COOT-
BETCTBYIOMIETO Cyib(oHmIXIopuaa 2a,d,e win 1.2 MMoib
6ensomnxiopuna (3b). PeakumoHHylo cmech mnepeMerniu-
BalOT NpPU KOMHATHOM TeMmmeparype B TeueHue 1-5 u.

OkoH4aHue peaknuu onpenelsitor Mmetogom TCX. PactBo-
pUTEIh YIIAPHBAIOT TPU TOHIDKCHHOM [IABJICHHUH, OCTAaTOK
kpuctaunsytoT u3 EtOAc nnu EtOH, BemmaBmuii ocamok
OT(OUIBTPOBBIBAIOT U CYIIAT B BAKYYMHOM 3KCHKaTOpe Haj
P4010.

{2-[(4-MeTtokcudpenmn)cyabdonmni]-5-[(4-aurpodenn)-
amuno|-2H-1,2,3-Tpua3zoi-4-ua}(nuppoauaun-1-mwimeran-
THOH (4a) monydator o meroxy I u3 318 mr (1.0 MMos)
5-ammHO-1,2,3-Tpnazona la m 248 wmr (1.2 mmonb)
cynbponmnxiopuna 2a. Beixox 415 mr (85%), skenthiid
nopouok, T. mi. 195-197 °C (EtOH), R; 0.79 (EtOAc —
nerponeinsii 3¢up, 2:1). UK cnexrp, v, em ' 3102, 3067,
2983, 1601, 1575, 1444, 1326, 1264, 1110. Cnextp AMP 'H
(400 MI'u, CDCly), 6, m. n. (J, I'm): 2.04-2.16 (4H, ™,
2CH,;); 3.87 (3H, ¢, OCHs;); 3.96-3.99 (2H, m, CH,); 4.13—
4.16 (2H, m, CH,); 7.01 (2H, x, J = 12.0, 4-MeOC¢Hy);
7.62 2H, n, J = 12.0, 4-O,NC¢H,); 8.01 (2H, n, J = 8.0,
4-MeOC¢Hy); 8.21 (2H, g, J = 8.0, 4-O,NC4¢H,); 10.47 (1H,
¢, NH). Crnekrp SIMP C (100 MI'u, CDCL), 8, m. a.:
24.0; 27.0; 55.1; 55.6; 56.1 115.1 (2C); 116.9 (2C); 125.7
(20); 126.8; 131.3 (2C); 135.3; 141.9; 145.6; 150.7; 165.4;
179.9. Macc-criektp, m/z (Iyy, %): 488 [M]" (12), 317 (18),
289 (16), 141 (52), 70 (100). Haiimeno, %: C 49.13;
H 419, N 17.35. C20H20N60582. BI)I‘H/ICJ'ICHO, %: C 4917,
H4.13; N 17.20.

ITo merony II momrygarot u3 318 mr (1.0 MmMous) 5-apw-
amuHo-1,2,3-Tpnazona Sa u 248 wmr (1.2 wmMmomb)
cynbonmnxiopuna 2a. Beixox 430 mr (88%), sxentsiid
MOPOIIOK, T. 1. 194—-196 °C.

{2-|(4-MeToxkcudennn)cyabhonni]-5-(7-ToJuI1aMUHO)-
2H-1,2,3-Tpua3o-4-uia}(muppoauauH-1-mi)MeTaHTHOH
(4b) nomy4garor no Meroxay I 3 287 mr (1.0 MMonb) S-amuHO-
1,2,3-rpuazoma 1¢ u 248 wmr (1.2 mmonb) cymbpOHMI-
xnopuza 2a. Beixox 412 mr (80%), *enTble KPUCTAILIBL,
T. . 152-154 °C (EtOH), R; 0.39 (CHCI;-PhH, 2:1).
UK crektp, v, cM 1 3272, 3132, 2968, 2849, 1592, 1535,
1492, 1160, 1017. Cnextp SIMP 'H (400 MI'n, CDCly),
S, m. 1. (J, T'm): 1.98-2.10 (4H, m, 2CH,); 2.43 (3H, c,
CH;); 3.87-3.90 (5H, m, OCHj3;, CH,); 3.99—4.02 (2H, M,
CH,); 6.96 (2H, n, J = 8.0, H Ar); 7.27 (2H, 1, J = 8.0,
H Ar); 7.89 (2H, n, J = 8.0, H Ar); 7.96 (2H, 1, J = 8.0,
H Ar); 10.41 (1H, yur. ¢, NH). Criekrp SIMP C (100 MI'n,
CDCl,), 6, m. 1.: 21.7; 23.9; 26.9; 54.9; 55.2; 56.1; 115.0;
126.6; 128.7; 129.5; 131.5; 135.7; 136.2; 144.3; 147.6;
165.4; 179.4. Macc-cniektp, m/z (Lo, %): 457 [M]" (29),
258 (12), 141 (100), 118 (40), 70 (34), 55 (39). Haiineno, %:
C 55.21; H 5.39; N 15.60. C,;H»3N503S,. Beruncneno, %:
C55.12; H5.07; N 15.31.

Mo merony II nmomyuator u3 287 mr (1.0 MMoib) n-TONHIT-
amuHO-1,2,3-tprazona Sb u 248 mr (1.2 MmMons) cynbhoHmI-
xyopuna 2a. Berxox 388 mr (85%), xenThie KpHUCTAJLIBI,
T. L. 152-155 °C.

{2-[(4-MeTtoxcudpennn)cyabpouni]-5-[(4-¢propdenun)-
amuno|-2H-1,2,3-Tpua3oi-4-ua}(Moppoaun-4-ui)mMeran-
THOH (4¢) monyvaroT mo meroxy I u3 307 mr (1.0 MMoJIb)
5-amuno-1,2,3-Tpnazona 1g u 248 wmr (1.2 mMmous)
cynbponmixnopuna 2a. Bexox 334 mr (70%), sxentble
kpuctamisl, T. 1. 158-160 °C (EtOAc), Ry 0.62 (CHCl;—
PhH, 2:1). UK cnextp, v, cM 1 3237, 2964, 1573, 1508,
1481, 1393, 1262, 1195, 1151, 1010, 944, 883, 827, 674.
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Crextp SIMP 'H (600 MTI'u, JIMCO-dy), 8, m. 1. (J, T'n):
3.43 (2H, T, J = 6.0, CHy); 3.56 (2H, 1, J = 6.0, CH,); 3.81
(2H, 1, J = 6.0, CH,); 3.83 (3H, c, OCHj3); 4.26 (2H, T,
J = 6.0, CHy); 7.16-7.21 (4H, m, H Ar); 7.56 (2H, n,
J=16.0, H Ar); 7.86 (2H, 1, J = 6.0, H Ar); 8.95 (1H, c,
NH). Cnextp SIMP °C (150 MI'u, IMCO-dq), 8, M. 1.
(/, Tm): 49.5; 52.2; 56.1; 65.5; 65.8; 115.2 (2C); 115.6 (2C,
o, J = 23.0); 118.8 (2C, n, J = 7.5); 125.4; 130.5 (20);
136.6; 140.9; 148.9; 157.1 (m, J = 237.0); 164.6; 182.6.
Macc-cnextp, m/z Iy, %): 477 [M]" (79), 278 (64), 221
(37), 157 (100), 130 (48), 122 (89), 107 (50), 86 (86), 77 (63).
Haﬁ,ﬂCHO, %: C 5031, H 417, N 14.44. C20H20FN50482.
Brruucaeno, %: C 50.30; H 4.22; N 14.67.

ITo merony II momyuator u3 307 mr (1.0 Mmmons) S-apui-
amuHO-1,2,3-Tprazona Se u 248 mr (1.2 Mmons) cynbhoHIII-
xmopuna 2a. Berxox 339 mr (71%), XKenTble KpUCTAJLIBL,
1. 1. 159-160 °C.

{2-[(4-Metoxcudenmn)cynbdonna]-5-[(4-auTpodenn)-
amuHo|-2H-1,2,3-Tpua3on-4-un}(nunepuans-1-nia)meran-
TUOH (4d) monyuaroT no meroxy I u3z 332 mr (1.0 MMosb)
5-amuHo-1,2,3-Tpuazona 1li um 248 wmr (1.2 wmmoib)
cynpormnxaopuna 2a. Bexon 377 mr (75%), xentslie
kpuctamisl, T. . 158-160 °C (EtOAc), R¢ 0.72 (EtOAc —
nerposneitusiit 3¢up, 1:1). YK crektp, v, cM ': 3266, 2925,
1606, 1509, 1339, 1264, 1167, 1090, 1018, 841, 679.
Coexrp AMP 'H (600 MI'y, AMCO-dg), 6, m. 1. (J, I'm):
1.48-1.55 (2H, M, CH,); 1.66-1.78 (4H, M, 2CH,); 3.36
(2H, ym. c, CH,); 3.84 (3H, ¢, OCH;); 4.23 (2H, ym. c,
CH,); 7.18 (2H, n, J = 12.0, H Ar); 7.70 (2H, n, J = 6.0,
H Ar); 7.92 (2H, n, J = 12.0, H Ar); 8.26 (2H, 1, J = 6.0,
H Ar); 9.72 (1H, ¢, NH). Crekrp SIMP “C (150 MI,
JIMCO-dg), 6, m. m.: 23.3; 25.1; 26.4; 49.4; 53.0; 56.1;
115.3 (2C); 116.5 (2C); 125.4; 125.5 (2C); 130.7 (20);
140.6; 141.8; 146.5; 147.3; 164.8; 180.9. Macc-cektp, m/z
Uors %): 502 [M]" (3), 331 (14), 155 (22), 84 (100).
Haiimeno, %: C 50.48; H 4.05; N 17.04. C,;H»,N¢OsS,.
Brruucaeno, %: C 50.19; H4.41; N 16.72.

ITo metony Il momywaroT u3 332 mr (1.0 Mmmons) S-apui-
amuHO-1,2,3-Tprazona Sd u 248 mr (1.2 MMone) cyabhOHMII-
xmopuna 2a. Berxox 402 mr (80%), *enTble KPUCTAJLIBL,
1. 1. 157-158 °C.

{5-[(4-MeTtoxcudpenun)amuto|-2-[(4-¢pToppenn)-
cyiabponni]-2H-1,2,3-Tpuazos-4-ua}(muppoauamd-1-ui)-
MeTaHTHOH (4e) monydaroT 1o Metoxy I w3 303 wmr
(1.0 mmomp) S-ammuo-1,2,3-Tpnazoma 1b u 234 wmr
(1.2 mmonp) cynbonmxiopuaa 2b. Berxon 277 mr (60%),
KeNThl nmopowok, T. wi. 168—-170 °C (EtOAc), Ry 0.85
(EtOAc — metponeiinbiii adup, 2:1). UK crektp, v, cM
3219, 3191, 3071, 2936, 1603, 1585, 1509, 1489, 1400,
1189, 1148. Criextp SIMP 'H (400 MI'ty, IMCO-dg), 8, M. 1.
(/, Tm): 1.95-2.03 (4H, M, 2CH,); 3.62-3.65 (2H, M, CH,);
3.74 (3H, c, OCHj;); 3.80-3.83 (2H, M, CH); 6.95 (2H, &,
J = 8.0, 4-MeOC¢Hy); 7.44 (2H, 1, J = 8.0, 4-MeOC4H,);
7.49-7.54 (4H, ™M, 4-FCgHy); 8.03-8.06 (2H, M, 4-FC¢H,);
8.99 (1H, ¢, NH). Criextp SIMP *C (100 MI'ti, IMCO-d),
o, M. 1. (J, I'm): 23.4; 25.7; 53.5; 53.6; 55.2; 114.3 (2C);
117.3 (2C, o, J = 23.3); 118.8 (2C); 130.6 (m, J = 2.8);
131.3 (2C, o, J = 10.4); 132.8; 139.9; 150.4; 154.4; 165.8
(1, J =256.2); 178.8. Macc-cextp, m/z (I, %): 461 [M]"
(24), 141 (100), 134 (55), 114 (13), 99 (16), 95 (43), 70 (20).

Haﬁz[eHo, %: C 5220, H 408, N 15.56. CZ()HZ()FN503SZ.
Breruncaeno, %: C 52.05; H4.37; N 15.17.
{5-[(4-MeTokcudennn)amuuo]-2-ro3ua-2H-1,2,3-rpu-
a3o0u1-4-un} (muppoauaun-1-wn)merantuon (4f) momyyaror
o meroxy I u3 303 mr (1 Mmons) 5-amuHO-1,2,3-TpHazona
1b u 229 wmr (1.2 mmomns) cynehormIxIopraa 2¢. Bexon
435 mr (95%), xentele Kpuctawibl, T. mi. 154-155 °C
(EtOH), R; 0.31 (CHCL;—PhH, 2:1). YK cmextp, Vv, cM
3154, 3089, 2953, 2833, 1602, 1575, 1444, 1030. Cnextp
SAMP 'H (400 MI'y, CDCly), 8, M. a. (J, Tw): 2.01-2.12
(4H, m, 2CH,); 2.40 (3H, ¢, CH3); 3.80 (3H, ¢, OCHs); 3.96
(2H, T, J = 6.0, CH,); 4.10 (2H, T, J = 6.0, CH,); 6.89 (2H,
1, J = 8.0, 4-MeOCgHy); 7.30 (2H, n, J = 8.0, 4-MeC¢H,);
7.46 (2H, 1, J = 8.0, 4-MeOC4H,); 7.90 (2H, n, J = 8.0,
4-MeC¢H,); 9.50 (1H, ¢, NH). Criextp SIMP *C (100 MI'n,
CDCl;), 6, M. a.: 21.9; 24.0; 26.9; 54.8; 55.4; 55.7; 114.5
(2C); 118.9 (2C); 128.6 (2C); 130.2 (2C); 132.9; 133.4;
135.9; 146.5; 152.3; 154.8; 180.3. Macc-cnekrp, m/z
(Lors %0): 457 [M]" (38), 233 (10), 141 (100), 134 (67), 114
(15), 99 (13), 91 (31), 70 (22). Haitzeno, %: C 55.37;
H 531, N 14.99. C21H23N50382. BI)I‘II/ICJ'ICHO, %: C 5512,
H5.07; N 15.31.
{2-[(4-MeTtoxcudenuin)cyibdonn]-5-(pennnamMmuno)-
2H-1,2,3-Tpua3o-4-wi} (MMpponanH-1-ni)MeTaHTHOH (4g)
nony4arot 1mo Meroay I u3 237 mr (1.0 MMois) 5-amuHO-
1,2,3-rpuazona 1d u 248 wmr (1.2 mMmonp) cymbpOHMI-
xsopuza 2a. Beixox 390 mr (88%), enTble KpUCTAJLIBL,
T. 1. 152-154 °C, R; 0.76 (EtOAc — neTponeiinsiii 3¢up,
1:1). UK cmexrp, v, em 3168, 3072, 2911, 1630, 1592,
1560, 1535, 1438, 1400, 1265, 1199, 1140, 1087, 950, 837,
746, 671. Cuextp SIMP 'H (600 MI't, IMCO-dy), 3, m. 1.
(/, Tm): 1.93-2.01 (4H, M, 2CH,); 3.66 (2H, T, J = 6.0,
CH,); 3.81 (2H, 1, J = 6.0, CH,); 3.83 (3H, ¢, OCHj3); 6.99
(1H, 1, J = 6.0, H Ar), 7.18 (2H, n, J = 6.0, H Ar); 7.35
(2H, 1, J = 6.0, H Ar); 7.51 (2H, n, J = 6.0, H Ar); 7.92
(2H, 1, J= 6.0, H Ar); 9.19 (1H, ¢, NH). Cnextp SIMP "*C
(150 MI'u, AIMCO-dy), o, M. 1.: 23.6; 53.7; 54.0; 56.1; 115.4
2C); 117.1 (20); 121.6; 125.7; 129.2 (2C); 130.6 (2C);
139.7; 139.8; 150.0; 164.8; 179.0. Macc-cnextp, m/z Iy, %):
443 [M]" (41), 244 (20), 203 (27), 141 (100), 70 (45).
Haﬁ,lleHO, %: C 5391, H 516, N 15.83. C20H21N50382.
Brrauciaeno, %: C 54.16; H4.77; N 15.79.
Mopdoaun-4-ui[2-To3ui-5-(n-rosmnamuno)-2H-1,2,3-
Tpua3oJ-4-wi|merantuon (4h) nonydarot mo metoay I u3
303 mr (1.0 mmonb) S-amuno0-1,2,3-Tpuazona 1f u 229 mr
(1.2 mmonb) cynbonmixiopuzaa 2¢. Berxon 389 mr (85%),
JKENTBIA mopomok, T. wi. 173-175 °C, Ry 0.64 (CHCl;—
PhH, 2:1). UK cnextp, v, cM 1 3272, 2977, 2917, 2849,
1598, 1569, 1489, 1390, 1178, 1117, 1040, 1013. Cuektp
SAMP 'H (400 MTI'ti, AMCO-dy), 8, m. 1. (J, T'm): 2.32 (3H,
¢, CH3); 2.41 (3H, ¢, CH3); 3.79 (2H, 1, J=4.0, CH,); 3.88
(2H, T, J=4.0, CH,); 4.11 (2H, T, J = 6.0, CH,); 4.40 (2H,
1, J = 6.0, CHy); 7.14 2H, 1, J = 8.0, H Ar); 7.31 (2H, &,
J=28.0, H Ar); 7.40 2H, n, J = 8.0, H Ar); 7.91 (2H, &,
J=8.0, H Ar); 8.56 (1H, ¢, NH). Criektp SIMP "*C (100 MI'w,
JAMCO-dy), 6, m. a.: 20.9; 21.9; 50.0; 53.8; 66.6; 67.1;
117.5 (2C); 128.8 (2C); 129.8 (2C); 130.3 (2C); 131.6 (C);
133.1; 135.5; 137.3; 146.7; 152.0; 184.3. Macc-cnektp, m/z
sm, %): 457 [M]" (28), 258 (14), 217 (12), 141 (100), 118
(38), 114 (18), 107 (17), 99 (15), 91 (20), 77 (23), 70 (31).
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Haﬁz{eHo, %: C 5542, H 468, N 15.71. C21H23N5O382.
Breruncneno, %: C 55.12; H5.07; N 15.31.
{2-[(4-MeTokcudenmnn)cyabpoumni]-5-(penniammnno)-
2H-1,2,3-Tpna3ou-4-uia}(Mopdosaun-4-ma)merantuon (4i)
mony4aroT mo Meroxy I u3 289 mr (1.0 Mmois) S-amuHO-
1,2,3-tpuazoma 1h u 248 mr (1.2 mMmonp) cymbhoHMI-
xsopuzaa 2a. Beixox 381 mr (83%), xenTble KpUCTAJLIBL,
1. . 129-131 °C (EtOAc), Ry 0.60 (EtOAc — merposneiHbIit
a¢mup, 1:2). UK cnexrp, v, em ' 3316, 1597, 1566, 1496,
1397, 1262, 1154, 1111, 1027, 938, 830, 674. Cnektp
SAMP 'H (400 MTI'y, IMCO-d), 8, m. 1. (J, T'mp): 3.41-3.50
(2H, M, CH,); 3.56-3.61 (2H, m, CH,); 3.80-3.87 (5H, M,
CH,, OCHs); 4.26 (2H, 1, J = 4.0, CH,); 6.98 (1H, 1, J = 8.0,
H Ph); 7.17 2H, n, J = 12.0, H Ar); 7.34 (2H, 1, J = 8.0,
H Ph); 7.54 (2H, r, J = 12.0, H Ar); 7.87 (2H, n, J = 8.0,
H Ph); 8.89 (1H, ¢, NH). Cnektp SIMP C (100 M,
IAMCO-dg), 6, m. n.: 48.5; 52.2; 56.0; 65.4; 65.8; 115.2
(20); 117.1 (2C); 121.6; 125.5; 129.0 (2C); 130.5 (20);
140.0; 140.9; 148.9; 164.6; 182.8. Macc-criextp, m/z Iy, %):
459 [M]" (83), 203 (48), 175 (24), 130 (36), 104 (100), 77 (60).
Haﬁ}leHO, %: C 5231, H 492, N 14.94. C20H21N504SQ.
Brraucaeno, %: C 52.27; H4.61; N 15.24.
{5-[(4-Hutpodenna)amuuo]-2-[(4-uurpodenn.)-
cyabdonnn]-2H-1,2,3-Tpuazon-4-ua} (muppoauaus-1-mn)-
MeTaHTHOH (4j) mnonyudaror mo merony II w3 318 wmr
(1.0 mMmomp) S-apumammuaO-1,2,3-TpHasona Sa u 266 Mmr
(1.2 mmonb) cynbdonmxiopuna 2d. Beixon 478 mr (95%),
JKENTHIN MOpOIIoK, T. Ti. 244-245 °C, Ry 0.65 (EtOAc —
neTpodeinsit 3¢up, 2:1). UK cmektp, v, em ' 3100, 3030,
2956, 1604, 1576, 1345, 1192. Crextp SIMP 'H (400 MI'n,
CDCly), 8, M. a. (J, I'm): 2.08-2.16 (4H, m, 2CH,); 3.96—
4.00 (2H, m, CHy); 4.12-4.15 (2H, m, CH,); 7.63 (2H, &,
J = 8.0, H Ar); 8.24-8.27 (4H, m, H Ar); 8.39 (2H, n,
J=28.0, H Ar); 10.43 (1H, ¢, NH). Criextp SIMP "*C (100 Mry,
CDCly), 8, M. a.: 24.0; 27.0; 55.2; 55.6; 117.1 (2C); 125.0
(20); 125.8; 130.1 (20); 136.9 (2C); 141.2; 142.3; 145.0;
151.3; 151.8; 172.7. Macc-criextp, m/z (Iyy, %): 503 [M]" (5),
318 (15), 70 (100). Haiineno, %: C 45.65; H 3.63; N 19.47.
C19H7N-O¢S,. Berancmeno, %: C 45.32; H 3.40; N 19.47.
Metuin-3-({4-[(4-uuTpodenus)aMuHO|-5-(MUpPOIUAMH-
1-unxapoonornonn)-2H-1,2,3-Tpua3zon-2-uijcyabgonunn)-
THO(peH-2-kapOokcuaar (4k) nonyqatror no merony Il u3
318 mr (1 mMmomb) S-apmiamuHo-1,2,3-Tprazona 5a u 289 mr
(1.2 mmomp) cynsdonmxaopuna 2e. Beixon 491 mr (94%),
JKENTHIN mopomiok, T. . 240-241 °C, R¢ 0.62 (EtOAc —
neTpodeinslit 3¢up, 2:1). UK cmektp, v, em 't 3113, 3038,
2951, 1740, 1602, 1575, 1327, 1305, 1234. Cnextp SIMP 'H
(400 MI'm, CDCl3), 6, m. a. (J, I'm): 2.07-2.14 (4H, M,
2CH,); 3.89 (3H, ¢, OCH3); 3.99-4.02 (2H, m, CH,); 4.19—
4.21 (2H, M, CH,); 7.58-7.63 (4H, m, H Ar); 8.20 (2H, &,
J =89, H Ar); 10.55 (1H, ¢, NH). Cnextp SIMP “C
(100 MI', CDCl3), 6, m. n.: 24.0; 27.0; 53.5; 55.1; 55.6;
116.9; 125.7; 130.1; 131.1; 134.9; 137.0; 138.0; 141.9;
145.5; 150.4; 159.1; 179.7. Macc-cnektp, m/z (Iom, %):
522 [M]" (6), 318 (9), 141 (25), 111 (12), 70 (100).
Haiineno, %: C 43.38; H 3.83; N 15.78. C19H;sNO6Ss.
Brruucneno, %: C 43.67; H 3.47; N 16.08.
1-{4-(Mop¢poauH-4-naxkapooHoTHOMT)-5-[(4-HUTPO-
pennn)amunol-2H-1,2,3-Tpuazon-2-uia}dtan-1-on  (6a)
noxyyator no meroxy I uz 334 wmr (1.0 mmonb) S-amuHO-

1,2,3-tpuazona le m 94 mr (1.2 MMOJIB) aleTHIXJIOpHIA
(3a). Bexox 312 mr (83%), sxenThle KpUCTaUIBL, T. L. 205—
207 °C (EtOAc), Rr 0.61 (EtOAc — merponeiinsii 3¢up,
2:1). UK cmektp, Vv, eM': 3253, 3083, 2910, 1760, 1603,
1565, 1501, 1422, 1369, 1328, 1265, 1228, 1109, 1014,
930, 845. Cnextp AMP 'H (600 MI't, IMCO-dy), 8, M. 1.
(/, T'm): 2.71 (3H, ¢, CH3); 3.64 (2H, 1, J = 6.0, CH,); 3.77
(2H, T, J = 6.0, CH,); 3.85 (2H, T, J = 6.0, CH,); 4.33 (2H,
1, J = 6.0, CHy); 7.82 (2H, n, J = 8.0, H Ar); 8.26 (2H, n,
J = 8.0, H Ar); 9.73 (1H, ¢, NH). Cnextp SIMP "C
(160 MI'u, AMCO-dg), 6, M. 1.: 21.9; 48.7; 52.4; 65.6; 66.1;
116.5 (2C); 125.5 (2C); 139.1; 140.4; 146.3; 146.8; 165.5;
183.1. Macc-cniektp, m/z (Iym, %): 376 [M]" (40), 334 (24),
305 (14), 86 (100). Haiineno, %: C 47.58; H 3.89; N 22.48.
C15sH ¢NgO,4S. Brruncneno, %: C 47.87; H 4.28; N 22.33.
1-{4-(Azenan-1-uaxap6oHoTHOWT)-5-[(4-HUTpODEeHT)-
amuHo|-2H-1,2,3-tpua3on-2-uiajatan-1-on (6b) momygaror
o meroxy I u3 346 mr (1.0 mmons) S-amuno-1,2,3-Tpu-
azona 1j u 94 mr (1.2 mmons) anermwixiopuna (3a). Berxon
314 mr (81%), xentele KpucTaibl, T. mwi. 155-157 °C
(EtOAc), R 0.83 (EtOAc — merponeiinsiii 3dup, 2:1).
Coextp SIMP 'H (600 MI't, IMCO-dg), 6, m. 1. (J, T'm): 1.58—
1.62 (4H, m, 2CH,); 1.71-1.75 (2H, M, CH,); 1.90-1.94
(2H, m, CH,); 2.70 (3H, ¢, CH3); 3.72 (2H, T, J = 6.0, CH,);
4.18 (2H, 1, J= 6.0, CH,); 7.82 (2H, 0, J=9.0, H Ar); 8.25
(2H, 1, J=9.0, H Ar); 9.66 (1H, ¢, NH). Cnextp SIMP "*C
(150 MI'u, AMCO-ds), 6, m. n.: 21.9; 24.5; 25.6; 26.6;
28.5; 53.1; 54.5; 116.5 (2C); 125.4 (2C); 139.8; 140.2 (C-4
TpHUAa30Jl, KPOCC-IIUK C CUTHAJIOM IpH 9.66 M. 1. B clIEKTpe
'H-B¢ HMBC); 146.3; 146.7 (C-5 Tpuazoin, Kpocc-uK ¢
curHanomM mpu 9.66 M. 1. B criektpe 'H-""C HMBC); 165.4;
183.4. Macc-criektp, m/z (Iy, %): 388 [M]" (27), 317 (25),
98 (100). Haiimeno, %: C 52.78; H 5.19; N 21.89.
C17H20N503S. BI:I‘II/ICJ'IeHO, %: C 5257, H 519, N 21.64.
{4-[(4-Hutpodennn)amuuo]-5-(muppoauann-1-ui-
kapooHoTnomi)-2H-1,2,3-Tpua3on-2-ui}(pesna)meranon
(6¢) nomyyarot 1o metoxy I u3 318 mr (1.0 Mmoib) S-amuHO-
1,2,3-tpuazona 1a u 169 mr (1.2 Mmonb) OGeH30MIXIIOpHIA
(3b). Beixon 367 mr (87%), sKeNTHI TOPOMIOK, T. TWI. 170—
173 °C, R¢ 0.85 (EtOAc — merponeitnbrit 3¢up, 2:1).
UK cnektp, v, cM 1 3123, 3007, 2968, 2863, 1720, 1600,
1566, 1501, 1329, 1181. Cnextp SMP 'H (400 M,
CDCly), 6, m. n. (J, ['m): 2.06-2.14 (4H, M, 2CH,); 4.01—
4.04 (2H, m, CH,); 4.13-4.16 (2H, m, CH,); 7.55-7.59 (2H,
M, H Ar); 7.68-7.72 (3H, m, H Ar); 8.11-8.13 (2H, ™,
H Ar); 8.20-8.24 (2H, M, H Ar); 10.55 (1H, ¢, NH).
Cnextp SIMP °C (100 MTI'ti, CDCl3), 8, M. a.: 23.9; 27.0;
55.1; 55.6; 116.9 (2C); 125.7 (2C); 128.4 (2C); 130.6; 131.5
(20); 133.8; 135.8; 141.8; 145.4; 150.3; 163.3; 179.9. Macc-
ciextp, m/z (Lo, %): 422 [M]" (13), 141 (11), 105 (100),
77 (52), 70 (34). Haiineno, %: C 56.91; H 4.54; N 20.08.
CyH;5N¢O5S. Brrancneno, %: C 56.86; H 4.29; N 19.89.
Mo meromy II momyuwator w3 318 mr (1.0 mmous)
S-apumamuHo-1,2,3-Tprazona Sa u 169 mr (1.2 mMmoib)
o6enzomrxsiopuaa (3b). Beixonm 397 mr (94%), kenTwiid
nopouox, T. mi. 170-172 °C.
{4-(Azenan-1-uakap0ooHoTHOWI)-5-[(4-HUTpODeHT)-
amuHo|-2H-1,2,3-Tpua3on-2-un)}(dpenuna)meranon (6d)
nony4aroT 1mo meroay I u3 346 mr (1.0 Mmois) 5-amuHO-
1,2,3-tprazona 1j u 169 mr (1.2 mmounb) GeH30MIXIIOpHIA
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(3b). Bexox 392 wmr (87%), CBETIIO-KENTHIA MOPOIIOK,
T. 1. 165-167 °C, R; 0.90 (EtOAc — meTponeitnsiii 2¢up,
2:1). UK cmextp, v, cM ': 3253, 3117, 2938, 2867, 1712,
1613, 1569, 1555, 1516, 1325, 1269. Cnextp SIMP 'H
(400 MTI', CDCl3), 6, m. a. (J, T'm): 1.60-1.71 (4H, ™,
2CH,); 1.81-1.87 (2H, M, CHy); 1.98-2.04 (2H, M, CH,);
4.02 2H, 1,J=6.0, CH,); 4.27 (2H, 1, J= 6.0, CH,); 7.53—
7.57 (2H, M, H Ph); 7.66—7.70 (3H, M, H Ph); 8.09 (2H, n,
J=28.0, H Ar); 8.23 (2H, n, J = 8.0, H Ar); 9.60 (1H, c,
NH). Criektp SIMP *C (100 MI'ti, CDCl3), 8, M. 1.: 25.2;
26.3; 27.0; 29.4; 55.3; 56.1; 116.8 (2C); 125.7 (2C); 128.4
(2C); 130.7; 131.5 (2C); 133.7; 136.7; 141.8; 145.4; 149.8;
163.3; 183.3. Macc-crextp, m/z (Iym, %): 450 [M]" (8),
317 (12), 105 (100), 98 (53), 77 (57). Haiineno, %:
C 5858, H 467, N 18.36. C22H22N603S. BBI‘-II/ICJICHO, %:
C 58.65; H4.92; N 18.65.

PeHTreHOCTPYKTYpPHOE HccIeJOBAHUE COeJUHEeHHe 4a
MPOBE/ICHO Ha aBTOMAaTH4YecKoM mudpakromerpe Xcalibur 3
mo craHmapTHoil mponenype (MoKo-msnmydenue, rpadu-
TOBBIf MOHOXPOMATOp, M-CKaHUPOBaHME ¢ mIarom 1° mpu
T 295(2) K). Beenena smnupuueckast nomnpaska Ha MOTJIO-
meHue. PacimmdpoBka 1 yTouHEeHHE CTPYKTYPHI TPOBEICHO
C HCMONB30BaHHEM TmporpamMmHoro makera SHELXTL,"
cTpykTypa pacmudpoana mno mnporpamme SHELXS
IPAMBIM METOIOM M yTouHeHa 1o mporpamme SHELXL'
nonHomatpuyasiM MHK no F°. Tlonoxenus HEBOAOPOI-
HBIX aTOMOB YTOYHEHBI B aHM30TPOIHOM MPHUOIIDKECHUH,
NIOJIOKEHU aToMOB Bogopoja cBsizu NH yTouHeHsl
HE3aBHCUMO, aToMbl Boxopoxaa cBsizeii CH moGaBneHsl B
pacyeTHbIe TOJIOXKEHHSI W BKIIOYCHH B YTOYHEHHE II0
Mozenu "Hae3gHHUK"' B M30TPOMHOM Mpubmmkenun. Kpuc-
tamorpagudeckne maHHble (Cy0Hy0NgOsS,, M 488.54):
cUcTeMa TPHUKJIMHHAS, IIPOCTPAaHCTBEHHass rpynma Pl;
a 8.6240(9), b 10.7271(10), ¢ 11.9771(11) A; a 97.537(8),
B 92.443(8), v 91.260(8)°; ¥ 1097.01(18) A’ Z 2;
u(MoKa) 0.289 mm™'. Ha yriax paccestrms 2.74 < © < 33.62°
cobpano 14315 orpaxenuit, u3 HUX 6944 HEe3aBUCUMBIX
(Rine 0.0270). OxoHuaTenbHBIE MapaMeTPhl CXOAMMOCTH
Ry 0.1120, wR, 0.1294 (Bce otpaxenus), R; 0.0495,
wR, 0.1154 (I > 20(l)) npum ¢akrope I0OpPOTHOCTH
GOOF 1.003. Apmax/Apmin 0.398/~0.293 eA~. Tlonmbie
KpHcTajulorpaguiecKkue JaHHbIe JENOHHpoBaHbl B KemO-
PUIKCKOM OaHKe CTPYKTYPHBIX MaHHEIX (xemoneHT CCDC
2036185).

daill cCOnpOBOMUTENBHBIX MAaTEPHANIOB, COJEPIKaIUH
crexktpsl SIMP '"Hu BC coenuHenuit 4a—-k, 6a—d, nocry-
TIeH Ha caiite xypHana http://hgs.osi.lv.

Paboma evinonnena npu unancosoli nododepoicke
PO®U (2panm 18-03-00715).
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