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Ar Lawesson's R R’ SOR
(0] S ArCOCHzBr /g reagent S N\R2 R3SOZN3 R2/N _N
R NH; EIOH JJ\/L 1,4-dioxane _N n-BuOH N
rt, 224 h A, 1-3 h \/>——Ar A, 3-22h jAr
56-74% 47-92% S 55-83% S

Ha ocHOBe peTpOCHHTETHYECKOTO aHaIHW3a OCYLIECTBICH IU3aliH U pa3pabOoTaH TPEeXCTAAUMHBIN METOJ CHHTE3a TMOPHIHBIX MOJICKYI,
COZEPXKAMMNX THA30NBHBIA IHUKI W N-Cynb(GOHHIAMHIWHOBBINA (parMeHT, COEAWHEHHBIX METHJICHOBBIM JIHHKEpOM. MexaHu3M
TOCJIeTHEH CTaanuy BKIIOYAeT 0Opa3oBaHHE MPOMEXKYTOUHBIX 1,2,3.4-THAaTpHa30iIoB M UX TPaHC(HOPMALUIO B KOHEUHBIE NPOIYKTH B

PEIYIbTATE JJIMMUHUPOBAHUA MOJICKYJI a30Ta U CEPLI.

KuroueBrble ciioBa: a3uJibl, THA30JIbI, 1,2,3,4-TI/IanI/Ia3OJTI>I, TAOAMUIBI, HUKJIONPUCOCANHEHUE.

TurazonbHBI UK BXOAUT B COCTaB PsAa NPUPOAHBIX
coeymHennit.'®  THazombl IIEPCIEKTUBHLL B  JICYCHUU
GonesHn AubireiiMepa,'’ MPOSBIAIOT TPOTHBOBOCIIAH-
TeJ'H)HyIO,lc aHTI/InponH(bepaTI/IBHonld U MHOTHE Ipyrue
BHbI OMOJOTMYECKOH aKTHBHOCTH,'®® a Takke HCIOIb-
3YIOTCA KaK HCHHBIC XUMHUYECKHUEC PEAr€HTbl B OpraHuvc-
CKOM CHHTe3e.”

B Hacrosimielt ctathbe MBI coolmaeM o pa3paboTke
3¢ (GEKTHBHOIO METOJa CHHTE3a THA30JI0B, COJIEPIKAIIUX
N-cynb(hOHUTALIETAMUATMHOBYIO TPYIIIY, IS JaIbHEHIIIETO
Hux HUCIIOJIb30BAaHUS B 6I/IOHOFI/I‘{CCKOM CKPUHUHIC.
N-CynbhoHUIaMUANHBl  3apEKOMEHIOBAIM  ce0s  Kak
HOBBIH Kjacc OPraHn4CeCKux COGHHHGHHﬁ, IIOAABJIAIOINX
mudepeHIraInio KIeTOK, Pa3pymaroninX KOCTHYIO TKaHb,
1 TPOSIBIITIONINX aHTHPE30POTHBHYIO aKTMBHOCTb,”" MHTH-
OWpYIOMIMX TPAHCHIOPT nomamuza” Ka3eI/IHKI/IHa3y.3C
HOBTOMy 1A CO3AaHUSA HOBBIX TEPCIICKTUBHBIX 61/IOJ'IO-
THYCCKN aKTUBHBIX BEIIECTB MPEACTABIIACT HHTEPEC CUHTE3
HEU3BCCTHBIX A0 HACTOALICIO HCCJICIOBAHUS FI/I6pI/I}1HBIX
MOJIEKYJ, COJEPXKAIIMX KaK THA30JbHBIM IMKJI, TaK U
¢parmeHT N-cynbhoHMIaMuAMHA. Vcmonb3oBaHHE B
KayeCTBE pEarcHTOB psga KapOaMOWJITHOAIETAMHIOB,
apOMAaTHUYECKUX TaTOrCHKETOHOB U apUiICY/Ib(HOHHUIA3HI0B
JEMOHCTPHPYET pa3HooOpasue CTPYKTYp 3alIaHUpOBaH-
HBIX COEIUHEHU.

© 2018 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

Jlns perpocuHTE3a IENEBOM MOJEKYJbl OBLIM HpUMe-
HeHBI TpaHchopMbl ['anua (oOpazoBanme Thazomna), Jloyc-
coHa (THOHMPOBaHME) ¥ HWMHHOCYJIb()OHWINPOBAHUS
(cxema 1). CuHTE3 THA30JI0B U3 THOAMHJOB peakIuen
'aHua MIMPOKO HCIONB3yeTCsI B CHHTETHYECKOM MpaK-
tuke.**" OnHaxo kapGamomnTHOAUETAMIABI 1 B peaKiio
'aHua He BOBJIEKAINCh, M aAMUABI 2-THA3OJMIYKCYCHOH
KHCJIOTHI 2 B JINTEPATYype HE ONHCAHBI.
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Crnenyromemy TpaHCPOpMy THOHHPOBAHHUS COOTBET-
CTBYeT peakuusi amuaoB 2 ¢ peaktuBoM JloyccoHa c
00pa3oBaHHeM THOAMHJOB 3, KOTOpas IPUMEHsIACh HAMHU
paHee Ul MOJNy4eHHs 2-THOKApGAaMOMIOEH3HMH/IA3010B. >
muHOCYIB(QOHIINPOBAaHUE MOXET OBITh MPOBEICHO C
HCTIONB30BAaHMEM HECKOIBKHX CHHTETHUECKHX METOJIOB.
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W3BecTHBIN 00mMi MeTon TMOJydeHuss N-CyabhOHWI-
aMHIMHOB W3 THOAMHUAOB BKIIOYA€T TPH CTaJWU:
1) peakIis anKHIMPOBAHKS ¢ 00PA30BAHMEM THOUMHIATOB;
2) B3auMoneicTBHE OOpa3yIOIIMXCS THOWMHAATOB C
aMUHAMH® C OOPA3OBAHHEM AMHIMHOB; 3) CyIb()OHUIHPO-
BaHHE AMHIMHOB PeaKieil ¢ cymb(QOHMIXIOpHIaME ¢
00pa3oBaHHEM KOHEYHBIX HMPOXYKTOB. OJHAKO 3TOT METOJ
OBUT OTBEPTHYT M3-3a HU3KOT'O CYMMapHOTO BBIXOJa Iieje-
BEIX MIPOAYKTOB. bollee MepCeKTHBHBIMHU NPEACTABISIOTCS
OHOCTaJIMHHBIE  METOABl  IONydeHHs N-Cynb()OHMII-
AMUJIMHOB B PEAKIMAX aleTHIeHoB,’ eHammuoB'"'? n
TlxloaMm[mz.”’15 ¢ cynbhormnazunamu. [locrnenamii Metox
YCHENTHO TPUMEHSIICS [UIA TONy4deHus: N-Cyiab(poHMI-
AMHIUHOB B PEAKIUAX CYITh(POHMIA3UIO0B C MUKITHICCKIMU
THOAMUIAMH,'? ¢ METHICHAKTHBHBIME THOaMHzamu, a
TaKXKe JUIs CHHTe3a OMOJOTHYECKH aKTHBHBIX COCITMHECHUH,
conepanux (parMeHT N-CyTbpoHHIaMUIMHOB. ™ VIMeHHO
MMOSTOMY OH OBUT BEIOpaH i CHHTE3a 2-THA30JIHIALCT-
aMHIUHOB 4.

Ucxonueie tHoamuabl la—f ObUIM CHHTE3WPOBAHBI C
BBEICOKUMH  BBIXOJAMH W3 KOMMEPYECKH HOCTYIHBIX
aMHIIOB IMaHYKCYCHOH KHCIOTHI peakmueil ¢ cepo-
BoopooM (cxema 2).” TIpy B3aHMOJCHCTBHHE THOAMHIOB
la—f c SKBHBaJNCHTHBIM KOJMYECTBOM OpomaneTo(eHOHOB
5a—d B EtOH npu xoMHaTHOH TemmepaType ¢ XOpOLIUMHU
BEIXOJAaMH OBLTH TONyYeHBI 2-THazoimaneraMmuasl 2a—f.
Msl nokaszanu, uro aueramuabl 2a—f mpeBpamarorcs ¢
XOpOIIMMHU BEIXOJaMH B THoaneramuabl 3a—f mpu oOpa-
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1-3 a—c R'+ R? = morpholin-4-yl,

d R"+ R? = pyrrolidin-4-yl,

e R" + R? piperidin-1-yl,

fR' = 4-MeOCgH,4, RZ = H;
2,3,5aAr=4-CICgH,,

b Ar = 4-CF306H4,

cAr= 4-MeCGH4, d—f Ar= 4-BrCeH4

FI{Z 3a-f

60TKE YKBUBAJICHTHBIM KOJIMYECTBOM peakTHBa JloyccoHa,
KOTOPBIIl 3apeKOMEHIOBAN ceOsl KaK JIy4IMIHH THOHHPYIO-
mHHA peareHT B cuHTe3e N-OCH3MMHIA301-2-HITHOALET-
aMuoB. >

C menbio Moiy4eHHs cylb(GOHIIAMUANHOB 4a—m MBI
HCCIIEoBalId B3auMoaeicTBue THoaMunos 3a—f ¢ mesnn-
asugoM 6a w apwicynbhormIazunamu 6b—f, comepxka-
IAMH B NApa-TIONIOXCHUN (DEHUIBHOTO IIMKIA aTOMBI
rajoreHa, METWIBHYI0 WM HHUTporpymmy (cxema 3).
B nepByio ouepenp MbI MOMPOOOBANN MPOBECTH PEAKIIUIO
npu temmeparype 100-120 °C B orcyTrcTBHE pacTBO-
purens. Takas MeToauKa OblIa MCIONB30BaHA HAMH paHee
Uil ToMydeHHst N-Cynb(OHUIAMHAMHOB W3 THOAMHIOB
MAIIOHOBO# KHCIOTEL " MBI HaGMIOaM BBIIENEHHE a30Ta
13 PEaKIMOHHOHN CMecH, OJTHAKO HaM HE YaJI0Ch BBIACIHUTD
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OMe F
4 a—c Ar = 4-CICgHs
=N _o d Ar = 4-CF3CgHs
s e Ar = 4-MeCgHs

Ts f—m Ar = 4-BrCqHs

4m (6 h, 56%)
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HH OJTHOTO HOBOT'O COEIMHEHUs, KPOME MCXOAHOTO THOAMUJIA.
B oTnuune OT HMKINYECKUX THOAMHUAOB, KOTOPBIE JIETKO
pearupytot ¢ 6enzocynbonmnazugom B EtOH ¢ obGpazo-
BaHneM N-cynbonmnamuanuos, THoammmel 3a—f He
pearupyioT ¢ azuaamu 6a—f npu kumnsiuenun B EtOH. Mur
oOHapyxuim, 4Tto THoamMuasl 3a—f pearupyror ¢ azuaamu
(1.5 skB.) npu kunsiueHun B n-BuOH B Teuenue 4.5-22 u ¢
oOpazoBanueM N-Cynb(HOHWIAMHAMHOB 4a—m C XOpO-
muMH BbIxogamu. OOIIne BBIXO/BI 32 TPH CTaJUM COCTa-
B 19-44%.

CrpoeHue BCeX CHHTE3MPOBAHHBIX COEIUHEHUI COOT-
BETCTBYET JaHHBIM criektpockomuu IMP 'H u BC u macc-
crnektpoMerpuu. Tak, B cnekrpax SAMP 'H coenuuenmuit
2, 3 af u 4a—m mPUCYTCTBYIOT CHTHQJIBl HPOTOHOB
MeTwiIeHOBOW Tpynmsl mpu 4.66—4.88 M. a., ¢pparmeHToB
nukioanupaTiyeckux amuHoB npu  1.38-3.86 M. 1.,
apoMaTUYeCKHX MPOTOHOB mpu 7.63—7.89 M. A. u curHan
npoToHa npu atome C-2 ThazonpHoro ukna mpu 8.02 M. a.
XapakTepUCTHYHBIMU  JUI1 THOAMMJIOB 3  SABISIOTCA
CHTHAJIbI aTOMOB yryieposa B criektpax IMP *C B o6nactu
192.4-194.0 M. 1., a ans N-cyiapQoHMIaMUIMHOB 4 — B
untepBasie 161.8-162.7 M. 1., uTO coriacyercs ¢ JuTepa-
TYpHBIMH JaHHBIMH JUTS 3THX KIACCOB COCAMHEHMI'  u
cootserctByer crektpam 'H-"C HSQC u 'H-"*C HMBC
cynmbponmnamuauna 4d. J[amneie PCA  ams  MoHo-
KpHucTaia 4¢ OKOHYATEeNbHO MOATBEPIKIAIOT CTPYKTYPHI
coeMHeHu# 3Toro pana (puc. 1).

ITo manaeiM PCA, coenuHeHune 4¢ KpucCTauiuzyercs B
LIEHTPOCUMMETPUYHON IPOCTPAHCTBEHHOW IpYIIE CUM-
MeTpuH. Monekyna HeIulocKasi, AJIHHbI CBS3el U 3HaYeHUS
BAJICHTHBIX YTIJIOB OJHM3KM K OXHAaeMbIM. J[JTHHBI cBA3eH
aMHJIUHOBOTO (pparMeHTa NPAKTHUYECKHd OJIWHAKOBBIE, Y
atoma yraepoga C(1) m atomoB azora N(1) m N(2) tpe-
yronpHas KOHGUIypalus sp’-THOPUIHOTO  COCTOSHHS,
aToM cepbl CYJb(QOHHIBHOW TPYIIbI JIEKUT B INIOCKOCTH
amuanHOBOro (¢parmMenra. MopdonuHoBblit  pparmeHT
JEMOHCTPHUPYET Pa3yHOPsI0UeHHOCTh 10 IBYM IMO3UIUAM
¢ ko3¢ durmenTamu 3acenerHocta 0.65/0.35. Mexmy atoMoM
cepbl THA30JbHOTO IHKJIA W aTOMOM KHCIOpOJAa CyIb(o-
HUJIBHOW TPYMITBI CYIIECTBYET YKOPOUCHHBIH MEXMOJIEKY-
JApHBINA (TOJsIpHBINH) KOHTAKT S(2)---O(1) (1 —x, 1 —y, —2)
¢ paccrosaumeM 3.239 A (ma 0.081 A MeHpmIe CymMMBI
paanycoB Ban-mep-Baansca). Bropoit arom kucimopojna
CyIb(MOHUIBHOM IPyMITbl HOPMHUPYET CIA0YIO BOIOPOIHYIO
cBs3p O(2)---H(16)-C(16) ¢ apunbHBIM 3aMeCTUTEIIEM
cocenueit monekynsl (1.5 —x, — 1/2 + y, 1/2 — z) (paccros-
uue S...H 2.58 A, na 0.14 A menbure cymMMbl paauycos
Ban-gep-Baansca). O 10OCTOBEPHOCTH  YKOPOYEHHBIX
KOHTAKTOB, HAOMIOZAEMBIX 1T MOP(HOIMHOBOTO ITHKIA,
CYIUTH CIIO)KHO HM3-3a CTPYKTYPHOH pPazyHoOpsIOYCHHOCTH
JaHHOTO (hparmeHTa.

[Ipennonaraemplii MeXaHU3M 00pa30BaHUsI COSAMHEHHMA
4 BKITIOYAET IUKIIOTPUCOEINHEHNE a3uaoB 6 k cBs3u C=S
THOAMUAHON Tpynmbel coexanHeHus 3. Hammume y atoma
cepbl THOAMHIHOW TPYHIBI W Yy KOHIIEBOTO aToMa a3oTa
AQ3UOHOW TPyNmbl oOpOWTanei, nexammx B IJIOCKOCTH
MOJIEKYJTBI (OPTOTOHAJIBHBIX T-CHCTEME), MO3BOJIIET Mpen-
MOJIOKUTh I PEAaKIUH TeTePOTEKTPOIUKINISCKUN
MexaHm3M'® ¢ HeBBICOKOI sHeprueil akTuBamun. OGpasyio-

cn

Puynok 1. MonekyinspHas CIpyKTypa COCAMHCHHs 4¢ B Ipen-
CTaBJICHHH aTOMOB 3JUTHUIICOMIaMH TEIIOBBIX KojicOanuii ¢ 50%
BEPOSATHOCTHI0. KOMIOHEHTHI pa3ynopsigoueHus MOp(HOIUHOBOTO
LUKJIA HE TIPUBOISTCS.

Cxema 4
Ar, o
— (NI |/:¢1
NS \N/S*R Al R2-N
R3 Rl NG N 0
O N — | N 1\ ——N; R3‘S:‘o

// S
© \’\C?\Js 3 N

N R" R ?
\\@‘—/
6 N 7 4

nmmecs 1,2,3,4-THaTpras3onbl 7 HECTaAOMIbHBI TIPU BBICOKUX
TeMIepaTypax M B YCJIOBHMAX pEaKIMH INPEBPaIlalOTCS B
N-cynbdoHmnamMunuael 4 ¢ BBIIEICHHEM CEpbl U a30Ta
(cxema 4).

Takum o00Opa3oM, cTparerusi CHMHTE3a, OCHOBaHHasi Ha
PETPOCHHTETHYECKOM aHalW3e, MO3BOJIMIAa pa3padoTaTh
o0IMii TpeXCTaauiHBIA METOJ| IMOJyYeHUs! CyJb(haHuII-
aMHUJIMHOB 2-THA30JIMIYKCYCHOM KHCIIOTBI C BapHaluen
Tpex (parMeHTOB o0WIel CTPYKTYpBI: CYJIb(GOHHILHOM,
aMHUHHOM W apWIbHOW Tpymmn. 3aKIIOYUTENbHOM, KIIIo-
YEeBOM, CTaAnel MeToaa sBjsieTcs reHepupoBanue 1,2,3,4-
THATPUA30JIMHOB C MOCIEIYIOUIeH aerpajanuel THaTpu-
A30JITHOBOTO IMKNAa B N-Cynb(OHMIaMUAMHOBEIN (par-
MeHT. Ilo-BumuMomy, pa3paboTaHHBIM METOA MMeeT OOLHi
XapakTep M MOXET ObITh PEKOMEHJIOBaH AJsi CHHTE3a M
JIPYrUX IIPEICTaBUTENIEH 3TOrO KJIacCa COSAUHEHUM.

3KCI[epl/IMeHTa.]I]>Haﬂ JacTh

Cnekrpst SIMP 'H u "°C 3apeructpupoBans! Ha npu6ope
Bruker Avance II (400 m 100 MI'I1 cOOTBETCTBEHHO) B
pactBope JIMCO-d¢—CCly, 1:1, BHyTpeHHHI CcTaHOapT
TMC. Macc-cieKTpsl 3aliCaHbl Ha  CIIEKTPOMETPE
Shimadzu GCMS-QP2010, wonmzamus 3JY (70 sB).
OnemeHTHBIH aHanu3 BeimoHeH Ha CHNS-anammzarope
PE 2400 Series II. Temnepatyps! I1aBIeHUS ONPEACICHBI
Ha mnpubope Stuart SMP-10 u He KOpPpPEeKTHPOBAHEI.
Kontponb 3a x070M peakiuil U YHUCTOTON MOJIY4EHHBIX
coenmuHeHuil mpoeneH MeromoM TCX Ha miacTHHAX
Sorbfil UV-254, smoentst Me,CO — neTponeiHslii 3¢up,
3:5; EtOAc — metponeiinstii odup, 3:1, 2:1, 1:3.

Hcxonnple THOAMUIBI 1a—%" y CYIB(OHUITA3HIBI 6a—f'
TIOJTY9ICHBI IT0 U3BECTHBIM JINTEPATYPHBIM METOANKAM.
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Monyyenue 2-(4-apuaTuasosi-2-uia)3Ttad-1-onos 2a—f
(obmas merommka). K pactBopy 3.2 MMmomb 3-okcompo-
magTrnoamuna la—f B 7 mur EtOH no06aBisroT 3KBUMOIISIp-
HOe KommdecTBO OpomamerodeHona Sa—d u mepeme-
IIMBAIOT PEAKIMOHHYI0 CMECh IPH KOMHATHOW TemIepa-
Type B TedeHHe 2—-24 4. BrmaBmmumii ocagok OTHUIBTPO-
BEIBAfOT U mpoMeiBaroT EtOH (2 x 5 mum).

1-(Mopdoaun-4-un)-2-[4-(4-xnopdenni)-1,3-Tuazon-
2-ua]3Tan-1-on (2a). Bexon 0.38 r (74%), GeciBeTHBIC
kpuctamisl, T. wr. 160-165 °C. Cnekrp SIMP H, 8, m. 1.
(/, Tm): 3.50-3.51 (2H, M, CH,); 3.57-3.59 (6H, M, CH,);
4.27 (2H, ¢, CHy); 7.49 (2H, 1o, J = 8.0, H Ar); 7.95 (2H, =,
J=28.0, H Ar); 8.07 (1H, ¢, H tiazon). Cnextp SIMP "°C,
6, M. 1.: 37.1 (COCH,Het); 41.8 (CH,); 45.8 (CH,); 66.0
(2CHy); 115.6; 127.5; 128.8; 132.3; 133.0; 152.0; 164.1;
166.6 (C=0). Macc-criektp, m/z (Iom, %): 325 [MC'Cl)+1]"
(2), 324 [IMC'CD]" (12), 323 [M(PCD)+1]" (6), 322 MC°C]
(33), 70 (100). Haitneno, %: C 56.11; H 4.64; N 8.72.
C15H;5CIN,O,S. Beruuciaeno, %: C 55.81; H 4.68; N 8.68.

1-(Mop¢oann-4-ni)-2-[4-(4-TpudpropMmeTnadenni)-
1,3-Tnazon-2-uwialatan-1-on (2b). Brxox 0.32 1 (56%),
6ecLBeTHbIe KpUCTAIb, T. 1. 207-210 °C. Crextp SIMP 'H,
o, M. 1. (J, T'm): 3.50-3.52 (2H, M, CHy); 3.58-3.60 (6H, M,
CH,); 4.30 (2H, ¢, CH,); 7.79 (2H, 1, J = 8.0, H Ar); 8.15
(2H, 0, J = 8.0, H Ar); 8.25 (1H, c, H tnazom). Cnextp
SAMP C, 8, m. 1. (J, T'm): 37.1 (COCH,Het); 41.8 (CH,),
45.8 (CH,); 66.0 (2CH,); 117.5; 124.3 (x, J = 272.0); 125.7
(m, J=3.6); 126.4; 127.9 (x, J = 32.0); 137.8; 151.6; 164.5;
166.6 (C=0). Macc-cniektp, m/z (Lo, %): 356 [M]™ (34),
243 (100). Haitmeno, %: C 54.05; H 4.19; N 7.84.
Ci6HsF5N,O,S. Berancneno, %: C 53.93; H 4.24; N 7.86.
1-(Mopdoann-4-un)-2-[4-(n-roaun)-1,3-tuazon-2-uial-
staH-1-on (2¢). Beixog 0.34 1 (71%), OecuBerHBIC
kpuctamibl, T. wi. 188—190 °C. Cnektp HMP'H, o, M. I
(/, Tm): 2.32 (3H, ¢, CH3); 3.48-3.51 (2H, M, CH,); 3.56—
3.59 (6H, m, CH,); 4.25 (2H, ¢, CH,); 7.24 (2H, 1, J = 8.0,
H Ar); 7.82 2H, n, J= 8.0, H Ar); 7.93 (1H, c, H Tiazomn).
Cnexrp IMP °C, §, m. 1.: 20.8 (CHs); 37.2 (COCH,Het);
41.8 (CHy); 45.8 (CHy); 66.0 (2CH,); 114.0; 125.8; 129.3;
131.5; 137.2; 153.3; 163.6; 166.7 (C=0). Macc-criektp, m/z
(Lo, %): 302 [M]" (40), 189 (100). Haiineno, %: C 63.93;
H 6.06; N 9.21. C;cHsN,O,S. Beraucieno, %: C 63.55; H
6.00; N 9.26.
2-[4-(4-bpomdenn.n)-1,3-Tuazon-2-ui|-1-(muppoauauH-
1-ua)ran-1-on (2d). Beixon 0.43 r (71%), OecuBerHbIe
kpucTamwsl, T. mwr. 201-203 °C. Cnextp SIMP 'H, 8, M. .
(/, Tm): 1.78-1.82 (2H, M, CH,); 1.89-1.92 (2H, M, CH,);
3.32-3.34 (2H, m, CH,); 3.54-3.57 (2H, M, CH); 4.17 (2H,
¢, CHy); 7.62 (2H, 1, J = 8.0, H Ar); 7.89 (2H, n, J = 8.0,
H Ar); 8.08 (1H, c, H tnazon). Cuekrp AMP BC, 8, M. 1.:
24.0 (CHp); 25.5 (CH,); 38.5 (COCH,Het); 45.6 (CHy);
46.1 (CH,); 115.5; 115.9; 120.7; 127.7; 128.0; 131.7;
133.4; 151.8; 164.1; 166.0 (C=0). Macc-cuekrp, m/z
Uorw %): 354 (2), 353 (3), 352 [M(”Br)]" (16), 351 (3),
350 [M(™Br)]" (16), 70 (100). Haiineno, %: C 51.63;
H 4.33; N 8.03. CsH;sBrN,OS. Brruucneno, %: C 51.29;
H 4.30; N 7.98.
2-[4-(4-Bpomdennin)-1,3-tuazon-2-uij-1-(nunepuanH-
1-ma)aran-1-on (2¢). Bexon 0.38 1t (65%), OecuBeTHbie

kpuctamwisl, T. . 168—170 °C. Cnektp AMP lH, 4, M. II.
(/, T'm): 1.78-1.82 (2H, m, CH,); 1.89-1.92 (2H, M, CH,);
3.32-3.34 (2H, m, CHy); 3.54-3.57 (2H, M, CH,); 4.17 (2H,
¢, CHy); 7.62 (2H, n, J = 8.0, H Ar); 7.89 (2H, n, J = 8.0,
H Ar); 8.08 (1H, ¢, H trazon).Cnextp SAMP Be, 8, . .
23.9 (CHp); 25.2 (CHy); 25.9 (CHp); 37.5 (COCH,Het);
42.3 (CHy); 46.3 (CHy); 115.4; 121.1; 127.9; 131.7; 133.3;
161.4; 167.3; 172.2 (C=0). Macc-cuektp, m/z (o, %):
367 (1), 366 [IM(*'Br)]" (6), 365 (2), 364 [M("Br)]" (6), 84
(100). Haiineno, %: C 52.38; H 4.68; N 7.63. C¢H;7BrN,OS.
Brruucineno, %: C 52.61; H4.69; N 7.67.
2-[4-(4-bBpomdennin)-1,3-tuazon-2-uil-N-(4-merokcu-
ennn)aneramun (2f). Brixon 0.40 r (74%), 3eneHble
kpuctabl, T. wi. 182—-185 °C. Cnektp SAMP 1H, 4, M. II.
(/, T'm): 3.72 (3H, ¢, OCH3;); 4.18 (2H, ¢, CH,); 6.90 (2H, n,
J=28.0, H Ar); 7.52 (2H, n, J = 8.0, H Ar); 7.62 (2H, n,
J=28.0, H Ar); 7.90 (2H, n, J = 8.0, H Ar); 8.10 (1H, c,
H trason); 10.24 (1H, ¢, NH). Crextp SIMP °C, &, m. 1.:
40.7 (COCH,Het); 55.1 (OCH;); 113.9; 115.7; 120.9;
121.0; 128.0; 131.7; 131.9; 133.3; 152.1; 155.4; 164.0;
165.9 (C=0). Macc-criecktp, m/z (I %): 405 (3), 404
IMC'Bn)]" (11), 403 (2), 402 [M("Bn)]" (10), 255 (100),
253 (99). Haiigeno, %: C 53.96; H 3.78; N 6.99.
C3H5sBrN,O,S. Breruucineno, %: C 53.61; H 3.75; N 6.95.
IHonydenue 2-(4-apuiaruaszon-2-ui)Itan-1-ruonos 3a—f
(oOmast meronuka). PactBop 4.0 mMmons amupa 2a—f B
10 M1 abcomoTHOTO 1,4-1MOKCaHa HArPEBAOT JI0 KUICHUS
u nopuusamMu no6asisior 2.0 Mmons peakTuBa Jloyccona.
PeaknmonHyto cMech KumATAT B TeueHue 1-3 4, 1,4-nmokcan
yIapHuBalOT PY IIOHWKEHHOM JIaBJICHUH, K OCTaTKy J00aB-
maror EtOH, oxnmaxmgaror mo Ttemneparypsl 4-8 °C u
BBIEP)KMBAIOT B TedeHwe 12 4. BemaBmmii ocamox
oTuiIbTpoBEIBaOT U mpoMeiBaoT EtOH (2 x 5 mu) nm
Et,O (2 x 5 mm).
1-(Mopdoann-4-un)-2-[4-(4-xnopdenun)-1,3-tuazon-
2-ua]arantuon  (3a). Beixog 0.29 1 (92%), xenthie
kpuctamsl, T. . 140-145 °C. Crnextp SIMP 'H, §, m. 1.
(/, T): 3.59-3.62 (2H, m, CH,); 3.67-3.69 (2H, m, CH,);
4.00-4.03 (2H, M, CH,); 4.22-4.24 (2H, m, CH,); 4.68 (2H,
¢, CHy); 7.50 (2H, n, J = 8.0, H Ar); 7.95 (2H, 1, J = 8.0,
H Ar); 8.09 (1H, ¢, H tnason). Cnextp IMP °C, §, m. 1.:
47.1 (COCH,Het); 50.1 (CH,); 51.2 (CHy); 65.6 (CH,);
65.9 (CHy); 115.5; 127.6; 128.8; 132.5; 132.8; 152.4;
164.9; 195.2 (C=S). Macc-cuextp, m/z (I, %): 342
[M+4]" (1), 341 [IMC'CD)+17" (3), 340 [MC'CD]" (16), 339
IMPC)+1]" (8), 338 [M(P°C)]" (36), 86 (100). Haiinero, %:
C 53.49; H 4.42; N 8.31. C;5H;5CIN,OS,. Beraucneno, %:
C 53.17; H4.46; N 8.27.
1-(Mopdoaun-4-un)-2-{4-[4-(tpudropmernit)penn]-
1,3-tnazon-2-mn}3rautuon (3b). Beixox 0.32 r (56%), Gec-
LBETHBIE KpHCTALbl, T. 1. 207-210 °C. Cnekrp SIMP 'H,
S, M. 1. (J, T'm): 3.50-3.52 (2H, m, CH,); 3.58-3.60 (6H, m,
CH,); 4.30 (2H, ¢, CH,); 7.79 (2H, n, J = 8.0, H Ar); 8.15
(2H, n, J = 8.0, H Ar); 8.25 (1H, ¢, H taazomn). Cnektp
AMP BC, §, m. 1. (J, T'n): 37.1 (COCH,Het); 41.8 (CH,);
45.8 (CHy); 66.0 (2CH,); 117.5; 124.3 (x, J = 272.0); 125.7
(x, J=4.0); 126.4; 127.9 (x, J = 95.0); 127.9 (x, J = 32.0);
1283 (x, J = 6.0); 137.8; 151.6; 164.5; 166.6 (C=0). Macc-
cnektp, m/z (Lo, %): 375 [M+3]" (1), 374 [M+2]" (3), 373
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[M+17° (9), 372 [M]" (69), 243 (100). Haiineno, %:
C 51.54; H 4.08; N 7.56. C;sH;sFsN,OS,. Boruncieno, %:
C 51.60; H 4.06; N 7.52.
1-(Mopdoann-4-nn)-2-[4-(n-roaunn)-1,3-tuazon-2-uial-
srantnoH (3¢). Boxon 0.18 1 (87%), GeciBeTHbIE KPUCTAILIBL,
1. . 125-127 °C. Cnextp SIMP 'H, 8, m. 1. /, T): 2.37
(3H, ¢, CH3); 3.58-3.61 (2H, m, CH); 3.68-3.70 (2H, M,
CH,); 4.03-4.05 (2H, M, CH,); 4.23-4.25 (2H, M, CH,);
4.66 (2H, ¢, CHy); 7.19 (2H, n, J= 8.0, H Ar); 7.71 (1H, c,
H tuason); 7.77 (2H, n, J = 8.0, H Ar). Cnektp SIMP "°C,
5, M. 1.: 20.8 (CHy); 47.2 (COCH,Het); 49.9 (CH,); 51.2
(CHy); 65.6 (CHy); 65.9 (CHy); 113.8; 125.8; 129.3; 131.3;
137.3; 153.8; 164.3; 195.3 (C=S). Macc-crektp, m/z (Lo, %0):
321 [M43]" (1), 320 [M+2]" (7), 319 [M+1]7(13), 318 [M]"
(63), 189 (100). Haiineno, %: C 60.34; H 4.69; N 8.81.
C1sHsN>OS,. Beruncieno, %: C 60.34; H 5.70; N 8.80.
2-[4-(4-Bpombpennin)-1,3-Tuazon-2-uil-1-(munepuanH-
1-wia)srantuon (3d). Bexox 0.19 r (60%), xenteie
kpuctamibl, T. . 123-125 °C. Cnektp AMP H, §, m. 1.
(/, Tm): 1.42-1.45 (2H, M, CH,); 1.53-1.61 (4H, M, CH,);
3.89-3.92 (2H, m, CH,); 4.17-4.19 (2H, M, CH,); 4.68 (2H,
¢, CHy,); 7.63 (2H, 1, J = 8.0, H Ar); 7.89 (2H, n, J = 8.0,
H Ar); 8.09 (1H, ¢, H Ttrason). Crekrp IMP “C, §, m. a.:
23.9 (CH,); 25.9 (2CH,); 47.8 (CSCH,Het); 50.9 (CH,);
51.5 (CHy); 115.4; 115.7; 121.1; 127.8; 128.0; 131.7;
133.2; 152.3; 165.0; 193.7 (C=S). Macc-criektp, m/z (Iym, %):
384 (3), 383 (7), 382 [M(*'Br)]" (36), 381 [M("Br)]" (7),
84 (100). Haitneno, %: C 50.64; H 4.76; N 7.37.
CisH7BrN,S,. Brruucneno, %: C 50.39; H 4.49; N 7.35.
2-[4-(4-Bpom¢enni-1,3-)yruazoun-2-un|-1-(muppoauaun-
1-ua)dtantuon (3e). Boixog 0.23 1 (73%), opaHxkeBbIe
kpuctamibl, T. . 118-120 °C. Cnextp SAMP H, §, m. 1.
(/, T): 1.89-1.94 (2H, M, CH,); 1.97-2.04 (2H, M, CH,);
3.68 2H, T, J=17.1, CHy); 3.86 2H, 1, J= 7.1, CH,); 4.53
(2H, ¢, CHy); 7.63 (2H, n, J = 8.0, H Ar); 7.89 (2H, x,
J = 8.0, H Ar); 8.09 (1H, ¢, H tuason). Crektp SIMP "°C,
5, M. 1.: 23.9 (CHy); 25.9 (CH,); 47.8 (CSCH,Het); 51.2
(CHy); 53.8 (CHy); 115.6; 115.9; 121.0; 127.8; 128.0;
131.7; 133.3; 152.2; 165.0; 192.4 (C=S). Macc-cnektp, m/z
o, %): 370 (5), 369 (9), 368 [M(*'Br)+1]" (45), 367 (9), 70
(100). Haiineno, %: C 48.90; H 4.13; N 7.64. C;sH;sBrN,S,.
Brruucaeno, %: C 49.05; H4.12; N 7.63.
2-[4-(4-bpomddennn)-1,3-tuazon-2-uil-N-(4-meTokcu-
pennn)arantnoamun (3f). Beixon 0.15 t (47%), TemHo-
KpacHble KpucTamisl, T. . 113115 °C. Crextp SIMP 'H,
S, M. 1. (J, T'm): 3.76 (3H, ¢, OCH3;); 4.55 (2H, ¢, CH,);
6.98 (2H, n, J = 8.0, H Ar); 7.64 (2H, n, J = 8.0, H Ar);
7.73 2H, n, J = 8.0, H Ar); 7.91 (2H, a, J = 8.0, H Ar);
8.10 (1H, ¢, H Ttumazom); 11.97 (1H, ¢, NH). Cmektp
SAMP C, 8, m. 1.: 55.3 (OCHs3); 50.4 (CSCH,Het); 113.6;
115.6; 121.0; 124.6; 127.8; 131.7; 132.3; 133.3; 152.2;
157.3; 165.6; 195.5 (C=S). Macc-cuektp, m/z (Lo, %): 422
(2), 421 (4), 420 [M(*'Br)]" (17), 419 (4), 418 [M(”Br)]"
(16), 253 (100). Haiineno, %: C 51.29; H 3.66; N 6.71.
C,3HsBrN,OS,. Brruucieno, %: C 51.55; H 3.61; N 6.68.
Moayuyenune N-cyab(poHnI-2-THAZ0IMIANETAMUINHOB
4a—m (o6mras meroauka). K pacteopy 0.3 r (0.71-0.94 Mmmons)
troamuza 3a—f B 7 mn n-BuOH noGasmsror 1.06—1.41 mMmoins
cynbdoHmnazuaa 6a—e. PeaknMOHHYIO CMeCh KHUIIATAT B

TeueHne 3-22 4, 3aTeM OXJaXIaloT, OT(UIBTPOBHIBAIOT
BBITABLINI 0CcaJIOK ¥ poMbIBatoT ropstunm EtOH (3 % 5 mur).
N-(1E)-2-[1-(Mop¢oaun-4-uin)-4-(4-xaoppenn)-1,3-
THA30JI-2-WTHINAeH|MeTaHCyIb(poHamMun (4a). Bexon
0.21 r (58%), OGecuBeTHBIC KpHUCTAILIEL, T. TWI. 173-175 °C.
Cnektp AMP 'H, §, m. 1. (J, I'm): 2.91 (3H, ¢, CH;); 3.58—
3.60 (2H, m, CH,); 3.64-3.67 (2H, M, CHy); 3.77-3.79 (4H,
M, CHy); 4.79 (2H, ¢, CHy); 7.40 (2H, n, J = 8.0, H Ar);
7.91 (2H, n, J= 8.0, H Ar); 7.95 (1H, c, H tuazoxn). Crektp
AMP “C, 8, m. 1. 33.7 (CNCH,Het); 43.7 (CHs); 45.3
(CHp); 47.8 (CH,); 66.0 (CH,); 66.5 (CH,); 116.5 (C-5
trazon); 128.2; 129.4; 133.1; 132.2; 152.8 (C-4 tuazon);
161.8 (C-2 tnasomn); 163.3 (C=N). Macc-cniektp, m/z (Iym, %0):
401 MC'CDY" (5), 400 (2), 399 [MCCD]" (11), 86 (100).
Haiineno, %: C 48.13; H 4.50; N 10.50. C;¢H;3CIN;05S,.
Brruuciaeno, %: C 48.06; H 4.54; N 10.51.
N-(1E)-2-[1-(Mopdoaun-4-uin)-4-(4-xaoppenn)-1,3-
THA30JI-2-WDRTWINEeH]-4-HuTpoden3oicyabponamun (4b).
Bexon 0.25 r (55%), cBeTIO-KOpPUYHEBBIE KPUCTAJLIBL,
1. 1. 202205 °C. Cnextp SIMP 'H, §, m. a. (J, T'u): 3.59—
3.61 (2H, m, CH,); 3.66-3.68 (2H, M, CHy); 3.75-3.77 (2H,
M, CHy); 3.83-3.85 (2H, M, CH,); 4.86 (2H, ¢, CH;); 7.36
(2H, 1o, J = 8.0, H Ar); 7.77 (2H, n, J = 8.0, H Ar); 7.91
(1H, ¢, H tnazon); 7.95 (2H, n, J = 8.0, H Ar); 8.14 (2H, #,
J = 80, H Ar). Crexktp SIMP “C, §, m. 1. 33.0
(CNCH;Het); 45.6 (CH,); 47.8 (CH,); 65.6 (CH,); 66.0
(CHp); 115.8 (C-5 tnazom); 123.9; 127.2; 127.4; 128.7;
132.3; 132.5; 148.6; 148.8; 152.0 (C-4 tnazon); 161.8 (C-2
tuazon); 162.4 (C=N). Macc-criektp, m/z (Ioy, %): 510
(1), 509 (3), 508 [MC'CD]" (2), 507 (2), 69 (100).
Haiineno, %: C 49.69; H 3.84; N 11.09. C;H;yCIN4OsS,.
Brruaucneno, %: C 49.75; H 3.78; N 11.05.
N-(1E)-2-[1-(Mopdoaun-4-uin)-4-(4-xaoppenn)-1,3-
THA301-2-WTHINAEH]|0en3oicyabdonamun (4¢). Boixon
0.26 T (64%), 3enensle kpuctayuiel, T. wi. 150-152 °C.
Cnextp SAMP H, 5, m. 1. (/, T'm): 3.58-3.60 (2H, m, CH,);
3.62-3.65 (2H, m, CHy); 3.77-3.78 (4H, m, CH,); 4.86 (2H,
¢, CH,); 7.38-7.48 (5H, m, H Ar); 7.78 (2H, n, J = 8.0,
H Ar); 7.86 (2H, 0, J = 8.0, H Ar); 7.92 (1H, c, H trazomn).
Crextp SIMP “°C, 8, m. 1.: 33.6 (CNCH,Het); 45.6 (CH,);
48.1 (CHy); 66.0 (CHy); 66.4 (CH,); 116.3 (C-5 tnazon);
126.1; 128.1; 129.3; 132.1; 133.0; 133.1; 144.1; 152.7 (C-4
trazon); 162.2 (C-2 tuazon); 162.9 (C=N). Macc-cnextp,
m/z (Lo, %): 463 [MC'CI]" (3), 462 [M(P°CI)+1]" (2), 461
IMC’CD]" (7), 86 (100). Haiineno, %: C 54.71; H 4.34;
N 9.12. C,1H,oCIN30;S,. Boeruucieno, %: C 54.60; H 4.36;
N 9.10.
N-(1E)-2-[1-(Mopdoann-4-ni1)-4-(4-TpupTopMeTHI-
enui)-1,3-Tuazon-2-wnTuimaeH|-4-gpropoenszoncyib(poH-
amug (4d). Bexox 035 1 (76%), OnemHO-KenThie
kpuctaysl, T. wi. 153-155 °C. Cnextp AMP H, §, m. 1.
(/, T): 3.59-3.61 (2H, m, CH,); 3.64-3.66 (2H, m, CH,);
3.75-3.77 (2H, m, CHy); 3.78-3.8 (2H, m, CH,); 4.87 (2H,
¢, CH,); 7.15 QH, 1. n, 'J=5.4,%J=8.8, H Ar); 7.71 (2H,
1, J = 8.0, H Ar); 7.79-7.84 (2H, m, H Ar); 8.06 (2H, n,
J=18.0, H Ar); 8.17 (1H, ¢, H tnazon). Cuextp IMP °C,
S, M. 1. (J, I'm): 33.0 (CNCH,Het); 45.2 (CH,); 47.6 (CHy);
65.5 (CHy); 659 (CHy); 115.7 (m, J = 23.0); 117.7 (C-5
trazon); 124.2 (x, J = 272.0); 125.7 (x, J = 4.0); 126.5;
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128.1 (m, J = 31.0); 128.6 (m, J = 9.0); 137.4; 140.0 (x,
J = 3.0); 151.8 (C-4 tnazon); 161.8 (C-2 tuazon); 162.6
(C=N); 163.5 (n, J = 248). Macc-cnektp, m/z (Iom, %): 514
[M+17" (1), 513 [M]" (5), 86 (100). Haitneno, %: C 51.55;
H 3.71; N 8.20. C»H;9F4N305S,. Brruncneno, %: C 51.46;
H3.73; N 8.18.
(1E)-4-Metua-N-{1-(mopdosnn-4-ui)-2-[4-(n-romn)-
1,3-Ttuazon-2-ua|3ruiauaen}oensoincyiabponamun  (4e).
Bexon 0.33 1 (83%), cBeTNIO-KOPUYHEBBIE KPUCTAJUIBL,
1. . 193-195 °C. Cnextp SIMP 'H, 8, m. 1. (/, T'm): 2.28
(3H, ¢, CH3); 2.36 (3H, ¢, CH3); 3.56-3.58 (2H, m, CH,);
3.61-3.63 (2H, m, CHy); 3.71-3.74 (2H, m, CH,); 3.75—
3.77 (2H, m, CHy); 4.82 (2H, c, CH,); 7.16-7.21 (4H, m,
H Ar); 7.61 2H, n, J = 8.0, H Ar); 7.72 (2H, n, J = 8.0,
H Ar); 7.81 (1H, ¢, H Ttrason). Crekrp IMP °C, §, m. x.:
21.3 (2CHj3); 33.5 (CNCH,Het); 45.6 (CH,); 48.0 (CH,);
65.5 (CHp); 65.9 (CH,); 114.6 (C-5 tnazon); 126.2; 126.3;
129.6; 129.8; 131.7; 137.9; 141.3; 142.2; 154.1 (C-4
Tuazon); 162.2 (C-2 tuazon); 162.4 (C=N) Macc-cnexrp,
miz (Lo, %): 457 [M+2]" (1), 456 [M+1]" (3), 455 [M]"
(9), 215 (95), 86 (100). Haitneno, %: C 60.85; H 5.50;
N 9.26. C23H25N30382. BLI‘IHCHCHO, %: C 6064, H 553,
N 9.22.
(1E)-N-{2-[4-(4-bpomdenn.n)-1,3-tuazosn-2-ui|-1-(mumne-
puaun-1-wn)Irunuaen}-4-gpropoensoncyiabponamus (4f).
Brixon 0.32 r (78%), GecuiBeTHBIE KpUCTAILIBL, T. M. 164—
165 °C. Cnextp SIMP 'H, &, m. 1. (J, 'm): 1.39-1.42 (2H,
M, CHp); 1.52-1.56 (4H, M, 2CH,); 3.62-3.64 (2H, ™,
CHy); 3.73-3.75 (2H, m, CH,); 4.86 (2H, c, CH,); 7.23
(H, 1. n, 'J=53,% =88, H Ar); 7.63 (2H, 1, J = 8.8,
H Ar); 7.79-7.82 (4H, m, H Ar); 8.10 (1H, c, H t1azomn).
Criextp IMP °C, 8, m. 1. (J, I'np): 23.3 (CH,); 25.1 (CH,);
25.8 (CHy); 33.3 (CNCH,Het); 45.9 (CHp); 48.1 (CH,);
115.7 (C-5 tnaszon); 115.8 (n, J = 22.0); 121.1; 127.9;
128.6 (n, J = 9.0); 131.7; 132.9; 140.4 (n, J = 3.0); 152.2
(C-4 tnazom); 161.0 (C-2 Ttmazom); 162.5 (C=N); 163.4
(n, J = 250.0). Macc-cnektp, m/z (I, %): 524 (1), 523
IME'BrT™ (3), 522 (2), 521 [M("Br)]” (2), 84 (100).
HaﬁHEHO, %: C 5051, H 403, N 8.05. C22H21BrFN3OQSZ.
Brruucaeno, %: C 50.58; H 4.05; N 8.04.
(1E)-N-{2-]4-(4-bpomdenn.n)-1,3-tuazosn-2-ui|-1-(mumne-
puauH-1-wi)3TiinaeH }-4-MeTuidoensoncyabponamus (4g).
Brxon 0.33 1 (80%), GecuiBeTHBIE KpUCTAIIIBL, T. UL 153—
155 °C. Cnextp SIMP 'H, 8, m. 1. (J, I'm): 1.38 (2H, c,
CH,); 1.50-1.55 (4H, m, CHy); 2.23 (3H, ¢, CHj); 3.60-
3.63 (2H, m, CHy); 3.71-3.73 (2H, m, CH,); 4.84 (2H, c,
CHy); 7.20 (2H, n, J = 8.0, H Ar); 7.62 (4H, n, J = 8.0,
H Ar); 7.81 (2H, 0, J = 8.0, H Ar); 8.10 (1H, c, H Trazomn).
Crextp SIMP °C, §, m. x.: 20.8 (CHs); 23.3 (CH,); 25.1
(CHy); 25.8 (CHy); 33.3 (CNCH,Het); 45.6 (CH;); 48.0
(CHp); 115.7 (C-5 tmazom); 121.1; 125.6; 127.9; 129.0;
129.1; 131.7; 133.0; 141.1; 141.4; 152.1 (C-4 tuazon); 160.8
(C-2 tnazom); 162.6 (C=N). Macc-cniektp, m/z (I, %): 520
IMC'Br)+117 (1), 519 [M(*'Br)]" (2), 518 [M("Br)+1]" (1),
517 M(”Bn]" (2), 84 (100). Haiizeno, %: C 53.05;
H 470, N 8.07. C23H24BTN30282. BI)I‘{I/ICJ'IGHO, %: C 5328,
H 4.67; N 8.10.
(1E)-N-{2-]4-(4-bpomdenn.n)-1,3-tuazosn-2-ui|-1-(mume-
puauH-1-wi)3THinaeH }-4-HuTpoden3oscyabonamus (4h).

Beixon 0.29 r (67%), OecuBeTHBIC KpUCTAILIbBI, T. L. 188—
190 °C. Crektp SIMP 'H, &, m. 1. (J, I'm): 1.42-1.44 (2H,
M, CHy); 1.56-1.58 (4H, m, CH,); 3.62-3.64 (2H, m, CH,);
3.79-3.81 (2H, M, CH,); 4.87 (2H, ¢, CHy); 7.58 (2H, n,
J=28.0, H Ar); 7.69 (2H, n, J = 8.0, H Ar); 7.93 (2H, n,
J=28.0, H Ar); 8.07 (1H, c, H tuazon); 8.13 (2H, 1, J= 8.0,
H Ar). Criektp SIMP °C, §, m. 1.: 23.3 (CH,); 25.2 (CH,);
25.8 (CHp); 33.1 (CNCH;Het); 46.2 (CH,); 48.3 (CH,);
115.7 (C-5 tmazom); 121.2; 124.0; 127.0; 127.7; 131.6;
132.7; 148.5; 149.2; 152.0 (C-4 tnazon); 161.6 (C-2 tnazon);
162.1 (C=N). Macc-criextp, m/z (Iom, %): 469 [M-Br-] (1),
466 [M—CsHoN"] (1), 451 (100). Haiigeno, %: C 48.27;
H 3.83; N 10.16. C,,H,BrN4O,4S,. Beraucneno, %: C 48.09;
H 3.85; N 10.20.
(1E)-N-{2-[4-(4-Bpomdennin)-1,3-Tuazon-2-wi|-1-(muppo-
JMIUH-1-nn)3Tmimaen}-4-gpropoensoncynbgonamun (4i).
Beixox 0.27 t (64%), 6ecrBeTHbIe KpUCTAILIbL, T. UL 185—
187 °C. Cnextp SIMP 'H, §, m. 1. (J, Tu): 1.83-1.90 (4H,
M, CH,); 3.48-3.52 (2H, M, CH,); 3.66-3.70 (2H, M, CH,);
4.74 2H, ¢, CH,); 7.21 (2H, n. 1, 'J=5.3,%7=8.8, H Ar);
7.62 (2H, n, J = 8.0, H Ar); 7.77-7.82 (4H, M, H Ar); 8.09
(1H, ¢, H tuason). Criextp SIMP °C, 8, m. 1. (J, T'): 23.8
(CH;); 25.1 (CHy); 35.0 (CNCH,Het); 48.2 (CH,); 49.0
(CHy); 115.6 (n, J = 23.0); 115.7 (C-5 tmaszom); 115.8;
116.0; 121.1; 127.8; 127.9; 128.6 (1, J=9.0); 131.7; 133.0;
140.5 (m, J = 3.0); 152.3 (C-4 tnazon); 160.8 (C-2 tuazon);
160.8; 162.2; 163.4 (1, J = 248.0). Macc-criektp, m/z (Iyy, %0):
510 [M*'Br)+11" (1), 509 [M'Br)]" (3), 508 [M(”Br)+1]"
(1), 507 [M(B)]" (2), 70 (100). Haiineno, %: C 49.57;
H 376, N 8.27. Cz]H]ngFN30zSz. BLI‘II/ICHGHO, %: C 4961,
H3.77; N 8.26.
(1E)-N-{2-|4-(4-Bpomdpennn)-1,3-Tuazoun-2-uil-1-(mup-
poJuaun-1-ua)3TUianaeH }-4-MeTuI0eH30J1CcyIb(poHnaMux
(4j). Beixon 0.26 1 (62%), GecuiBeTHbIE KPUCTAJUIBI, T. ILI.
202-205 °C. Cnextp SIMP 'H, §, m. 1. (J, I'm): 1.82—1.90
(4H, m, CH,); 2.24 (3H, ¢, CH3); 3.46-3.50 (2H, m, CH,);
3.66-3.69 (2H, m, CH,); 4.73 (2H, ¢, CHy); 7.19 (2H, &,
J=28.0, H Ar); 7.62 (4H, n, J = 8.0, H Ar); 7.79 (2H, &,
J=8.0, H Ar); 8.09 (1H, ¢, H tnazon). Cuexrp IMP °C,
5, M. .. 21.0 (CH;); 24.0 (CH,); 25.3 (CHp); 35.2
(CNCH;Het); 48.3 (CH,); 49.1 (CHy); 115. 9 (C-5 tnazomn);
121.3; 125.8; 128.1; 129.2; 129.3; 131.9; 133.2; 141.5;
141.6; 152.4 (C-4 tunazon); 160.8 (C-2 tumasom); 162.5
(C=N). Macc-cnextp, m/z (I, %): 506 (1), 505 [M(*'Br)]"
(3), 504 [(2), 70 (100). Haiineno, %: C 52.43; H 4.44; N 8.50.
C,,H,,BrNzO,S,. Brraucneno, %: C 52.38; H 4.40; N 8.33.
(1E)-N-{2-|4-(4-bBpomdennn)-1,3-Tuazon-2-uil-1-(mup-
posuaun-1-nn)3Tuianaen}-4-auTpodeH30scyibGoHAMUT
(4k). Berxon 0.26 1 (59%), GecriBeTHBIE KPUCTAIIIBI, T. I
190-195 °C. Crnextp IMP 'H, 8, m. 1. (J, T'): 1.94-2.01
(4H, M, CH,); 3.59-3.62 (2H, M, CH,); 3.77-3.80 (2H, M,
CH,); 4.75 (2H, ¢, CH,); 7.50 (2H, n, J = 8.0, H Ar); 7.71
(2H, o, J= 8.0, H Ar); 7.92 (1H, c, H tnazomn); 7.95 (2H, n,
J =28.0, H Ar); 8.15 (2H, n, J = 8.0, H Ar). Cnekrp
AMP BC, §, m. m: 23.8 (CHy); 25.1 (CH,); 34.9
(CNCH,Het); 48.4 (CH,); 49.2 (CH;); 115.8 (C-5 tnazomn);
121.3; 123.9; 127.1; 127.7; 131.6; 132.2; 148.5; 149.4;
152.2 (C-4 Tmazon); 161.4 (C-2 Ttumazom); 161.8 (C=N).
Macc-cexktp, m/z Iy, %): 455 [M-Br-](1), 55 (100).
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Haiineno, %: C 47.00; H 3.63; N 10.44. C;;H,9BrN4O,S,.
Brruucaeno, %: C 47.11; H 3.58; N 10.46.
(1E)-2-[4-(4-bpomdenu)-1,3-tnazon-2-ual-N'-[(4-¢prop-
dhenui)cynbdonni|-N-(4-MeTokcudenna)aneTHMIIaAMHIL
(4]). Beixon 0.23 r (55%), kopu4HeBble KPUCTAJLIBL, T. IUL
173-175 °C. Cnexrp SIMP 'H, 8, m. 1. (J, I'm): 3.75 3H, c,
OCHs); 4.67 (2H, c, CHy); 6.96 (2H, n, J = 8.0, H Ar);
7.19 QH, n. 1, 'J =53, % = 8.8, H Ar); 7.51 (2H, 1z,
J=28.0,H Ar); 7.61 (2H, r, J= 8.0, H Ar); 7.71-7.75 (2H,
M, H Ar); 7.78 (2H, n, J = 8.0, H Ar); 8.09 (1H, c,
H Tmason); 10.75 (1H, ¢, NH). Cnekrp SIMP °C, &, m. 1.
(/, I'm): 37.1 (CNCH,Het); 55.3 (OCHs;); 114.0; 115.6 (C-5
tazon); 115.8 (m, J = 23.0); 121.1; 123.6; 127.9; 128.5 (7,
J =9.0); 130.5; 131.6; 133.0; 139.5 (&, J = 3.0); 152.3;
156.9 (C-4 tuazon); 160.0 (C-2 tnazon); 163.5 (2C, C=N;
1, J = 249.0). Macc-criextp, m/z (o, %): 564 (1), 563 (3),
562 (6), 561 [M(*'Br)]" (22), 560 (7), 559 [M(”Br)]" (21),
558 (1), 557 (1), 255 (100), 253 (98). Haiineno, %: C 51.64;
H 384, N 7.53. C24H19BI'FN303SQ. BLI‘IHCHCHO, %:
C51.43; H3.42; N 7.50.
(1E)-2-[4-(4-bpomdennn)-1,3-Tuazon-2-un]-N-(4-MeToxcu-
(enmwin)-N'-Tozunanerumuaamua (4m). Beixox 0.23 r
(56%), xopuuHeBble KpHcTauibl, T. Mmi. 173-175 °C.
Cnextp SIMP 'H, §, m. 1. (J, I'm): 2.20 (3H, ¢, CH3); 3.75
(3H, ¢, OCH;); 4.66 (2H, c, CHy); 6.95 (2H, 1, J = 8.0,
H Ar); 7.16 (2H, 1, J = 8.0, H Ar); 7.55 (4H, 1, J = 8.0,
H Ar); 7.61 (2H, », J = 8.0, H Ar); 7.79 (2H, 1, J = 8.0,
H Ar); 7.81 (1H, ¢, H tnazon); 10.77 (1H, ¢, NH). Cnektp
AMP C, 8, m. 1. 20.7 (CHs); 37.0 (CNCH,Het); 55.2
(OCHy); 113.9; 115.3 (C-5 tnazom); 121.0; 123.5; 125.6;
127.8; 129.0; 130.7; 131.6; 132.6; 133.0; 140.3; 141.3;
152.3; 156.8 (C-4 tunazom); 159.8 (C-2 tuasom); 163.5
(C=N). Macc-cuektp, m/z (Iom, %): 559 (1), 558 (4), 557
IMC'Bn)]™ (11), 556 (4), 555 [M(”Br)]" (10), 91 (100).
HaﬁﬂEHO, %: C 5428, H 404, N 7.49. C25H22BTN30382.
Brruucaeno, %: C 53.96; H 3.98; N 7.55.
PeHTreHOCTPYKTypHOE MCCJIeIOBaHNe COeTUHEHNS 4¢
mpoBeaeHo mpu 295(2) K Ha aBTOMaTn4eckom 4-Kpy>KHOM
muppakromerpe ¢ CCD-nerexkropom Xcalibur 3 mo cran-
JapTHOHM MpoLeaype METOAOM (O-CKaHWPOBAaHUS C IIaroM
1 rpag. Ha MOHOXPOMATHU3MPOBAHHOM MoOKO-U3ITydeHHH.
BBenena oMmupudeckas IONpaBKa Ha  IOTJIOIICHHE.
Crpyktypa pacumdppoBaHa MpsSMbIM CTaTHCTHYECKUM
METOJIOM M yTOuYHeHa mnonHomartpuuneiM MHK mo F* B
AQHW30TPOITHOM TPHONIKEHUH M BCEX HEBOJOPOIHBIX
aToMoB. AToMBI Bojmopona cBs3eit C-H c¢enmmsHOTO
3aMECTHTENS BBISBICHB IO THKAaM IPOCTPAHCTBEHHOU
9NEKTPOHHOH IUIOTHOCTH W BKJIIOUYEHBl B YTOYHEHHE
HE3aBUCHIMO B H30TPOITHOM NPHUOIIKEHHUH, MOJIOXKCHHUS
OCTaJBHBIX aTOMOB Bojopona cBszeii C—H paccumransr
TEOMETPUYECKH W BKJIIOYEHBI B YTOYHEHHE I10 MOJENHU
"Hae3MHUK" B HM30TPOMHOM NpHOMMKeHHH. Bce pacueTs
MPOBEACHBl C WCIIOJIB30BAaHUEM IPOTPAMMHOTO I[TaKeTa
SHELXTL."” OcHoBHuble KpucTamtorpaduueckne mapa-
METpBI: KPHUCTAI MOHOKJIMHHBIA;, IPOCTPaHCTBEHHAS
rpynma P2,/n; a 16.1718(14), b 5.1463(4), ¢ 24.837(2) A;
B 92.552(8)°; ¥ 2065.0(3) A’, mns BemectBa GpyTTO-
dbopmyner Cy HpoCIN;O5S, Z 4; p 0.417 mm L. Ha yriax
3.84 < 0 < 30.85° cobpano 14806 oTpakeHWH, W3 HHUX

He3aBUCHMBIX 5503 (R, 0.0458), B Tom uucne 2984 ¢
I > 20(]). OxoHuaTenbHBIC MapaMeTPhl YTOYHEHUS:
R, 0.1182, wR, 0.1994 (mo BceM oTpakenusim), R; 0.0570,
WwR, 0.1466 (o otpaxenusiMm ¢ [ > 20(/)) mpu ¢axrope
nobpornoctn GOOF 1.001. Ilukn ocTaToyHO# 3JIEKTPOH-
Hoit mmotHocTH 0.360/-0.456 €A, Tlonmblii Habop
PEHTIeHOCTPYKTYPHBIX JAaHHBIX JUIS COSAWHEHUs 4¢ nero-
HHpoBaH B KeMmOpumKckoM OaHKe CTPYKTYPHBIX JTQHHBIX
(menonent CCDC 1876572).
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