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(@) Cl HzNzN\/\OH C|/[N’§\l DMF, POCl3 / \N t-BuOK, pyridine / \
— — <l - >
R)]\/\Q EtsN, Et,0 H N dibenzo-18-crown-6, rt  Cl N’N
A, 3-16 h 49%
’ =
74-96% OH [ HzC)
CHCl3
SOCI, | A,8-16 h
50-92%
H
Me(H) NaOH
R = CHCIMe / \ EtOH, Fiz() A
/ \N or CHCIEt N __KMnO, /<—<
N’ -~ N
DMF t-BuOK, pyridine MeQCO Cl
H 150°C, 2 h dibenzo-18-crown-6, rt H, C) rt, 10 min
o 87-92% Cl 23-93% 96%

R = Ph, 4-CICgHg, 4-MeCgH,, 4-O,NCgH,, Me, n-Pr, CHCIMe, CHCIEt, CH,CI, CF4

BsaumopeiicTBre 2,2-TUXJIOPBUHIIKETOHOB € 2-(THAPOKCHAITII)THAPASHHOM IIPUBOIUT K 00pa30BaHMIO 3-3aMeIIeHHbIX |-(2-THIpOoKCcH-
9THN)-5-X010p- 1 H-tupazonos. Kumstuenue 1-(2-ruppokcustin)-1H-upazonoB B CHCl; B mpHCYTCTBHM THOHWIXJIOPHIA 3aBEpIIACTCS
obpazoBanueM S5-xiop-1-(2-xnopatuin)-1H-nupazonos. 1-Bunnin-5-xmop-1H-nupa3osns! ObUTH MOTYyYEHB! 3TMMHHHPOBAHUEM XJIOPOBOIO-
posa U3 COOTBETCTBYIOLIMUX S-Xi0p-1-(2-xmopaTun)-1 H-nupazonos noxa neiicteueM NaOH B EtOH unu ~-BuOK B nupuaune. Cuntes
1-BuHII-3-IponuiI-5-XJ0p- 1 H-niupa3on-4-kapOaibaeriaa OCyIIECTRICH U3 3-Mponmi-5-xyiop-1-(2-xmopatun)- 1 H-nupa3zon-4-kapOanbaeruia
npu ucnonb3oBanun ~-BuOK B mmpuanne. 3-Ankenun-5-xiop-1-(2-xmopatun)-1H-nupa3onsl o0pa3yroTcst B pe3ynbTaTe DIMMHHU-
posanust HCI u3 cootBercTByromux 3-(o-xmopankun)- 1 H-miupa3onos B JIM®PA npu 150°C.

KuioueBsle cioBa: 3-ankeHui- 1 H-nupa3zonsl, 1-BuHmiI-1H-nupazonsl, 2,2-1XJIOPBUHUIKETOHBI, S-XJ10p-1 H-nupa3ossl.

WuTepec k pa3paboTKe METOIOB MONyYSHHS MUPA30JIOB
C pa3UYHBIM Ha0OpOM (YHKIHMOHAIBHBIX TPYII 00yCIIOB-
JICH IMUPOKHUM NPUMCHEHUEM ITPOU3BOAHBIX IMUPA30JIbHOIO
psna B Ka4eCTBE JIEKAPCTBEHHBIX HpenapaTOB,1 TECTULIN-
JIOB,2 NMOJIMACHTATHBIX JIMTAHA0B,” MCTAIJIOPTaHUYCCKUX
Kapkacos,” kpacurerneil.’ IIMpason W ero 3aMelieHHBIC
MIPOU3BOAHBIC 3AHUMAKOT OJIHY U3 JIMIAUPYIOIIUX HOSI/IHI/Iﬁ B
cuHTe3e (hapMaKOJIOTHIECKUX CPENCTB, Onaromapsi HaJu-
YUIO ITUPOKOTO CIEKTpa OMOJOTHUECKON aKTI/IBHOCTI/I,l’é B
TOM  YHCIIE 06e360JmBaromeI71,7 aHm6aKTepI/Iam)Hoﬁ,8
IIPOTHBOBOCTIATUTE/bHOM, TIPOTHBOMHKPOOHOI,'’ IIPOTHBO-
BUpycHOiL.'' Cpemu NHPa3ooB MPeACTaBICHb COCMHEHHS
TIOJIABJIAIONINE aNleTUT, - CHIKAIONINE yYPOBEHBb XOJecTe-
puna,” a Takke COeIMHEHHMs, OONANAIONIME HPOTHBO-
paxoBbiMu® 1 aHTHOKCHIAHTHEIME® cBOjicTBaME. B psty

© 2022 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

JIEKapCTBEHHBIX TPETapaToB, COMACPKALINX MHPA30IbHBIA
UK, XOpPOIIO W3BECTHHI IIENIEKOKCHO, cuiaeHadwI,
JIOHA30JIaK, TENOKCAaJIWH M MHOTHe apyrue. llommmepsr,
MOJyYCHHBIE Ha OCHOBE N-BHHIIINIHPA30JI0B, O0JIAAAIOT
LEHHBIMA TPOTOHIIPOBOIAIINMH, MOIYHNPOBOJHUKOBBIMH,
ONTHYECKMMHU CBOiicTBAMH. '

Takum 00Opa3oM, TIOMCK HOBBIX YMOOHBIX TOIXOJOB K
CHHTe3y (YHKIIOHAJIBFHO 3aMENICHHBIX MHMPAa30jIoB, SBILIO-
IIMXCSI peareHTaMu, MOHOMEpaMH, JWTaHAAMH, IOTEH-
IIUATFHO OWOJIOTHYECKN AKTHBHBIMH COEAWHEHISIMH HIIN
HX INPEKypcoOpaMH, SIBISETCS Ba)XKHOM 3ajadeil, akTyallb-
HOCTb KOTOPOi1 HE BbI3bIBAET COMHEHMIA.

OmuH 13 Hamboliee pacHpOCTPaHEHHBIX METOJOB CHHTE3a
MUPA30JIOB OCHOBAaH Ha B3ammojeicTsuu 1,3-auxapbo-
HWIBHBIX COCIWHEHMH WM HMX CHHTETHYECKMX DKBHUBa-



Chem. Heterocycl. Compd. 2022, 58(11), 588-597 [Xumus cemepoyurn. coeounenuii 2022, 58(11), 588-597]

Cxema 1 OH OH R R
H
N \ /L_\<
O C  pN~"oH Clﬂ soch, g / JY
Pz > NH —_— N N —_— > N
R cl EtsN, Et,0 N™ " Cl Nl’ Cl| —Hcl CHCl,
1a-j A, 3-16h PN ol | 74-96% A, 8-16 h
—H,0 R Cl R OH 50-92% Cl
2a-j 3a-j

aR =Ph, bR= 4-C|CGH4, cR= 4-MeCGH4, dR= 4-02NCGH4, e R = Me,
fR =n-Pr, g R=MeCHCI, h R = EtCHCI, i R = CH,CI, jR = CF3

JIeHTOB ($-KeTod(hUpPOB, J-KETOHUTPHUIIOB, O,0-HEHACHIIICH-
HBIX KETOHOB) ¢ rupasuHamu.'’ OCOBEHHOCTBIO TAaKOrO
MeTojia SIBJISeTCS TO, YTO B3aUMOJEHCTBHE ¢ apui(TeTapui)-
THApa3uHaMH B OOJIBIIMHCTBE CIIy4aeB IIPOTEKAET XEMO-
CENICKTMBHO C 00pa30BaHHWEM EAMHCTBEHHOTO MPOJIYKTa
peaknun. OJTHAKO B peaknusX ¢ ATKHITHAPAa3NHAMU CEJeK-
TUBHOCTh YacTO OTCYTCTBYET, IPOUCXOAMUT O0Opa3oBaHHE
cMecel TpyAHOpa3AeIMMbIX H30MepHBIX 3(5)-3aMeIIeHHBIX
MTUPA30JIOB.

[TpoGnema oOpa3oBanusi U30MepHBIX 3(5)-3aMeIIEHHBIX
MUPA30JIOB OTCYTCTBYET IIPU HCIOJIB30BAaHUM APYroro
MeTOoJia MX IOJIy4eHHs, OCHOBAHHOTO Ha pPEaKLUH apui-
(ayKum)rugpasuHoOB 2,2-}II/IXHOpBI/IHI/IHKeTOHaMI/I.16 B
9TOM CITy4ae XeMO- M PErHOCENIeKTUBHO MOIy4aroT |-aikui-
(apmun)-3-R-5-xsop-1 H-nupas3onsl, Ipu 3TOM H30MEpHBIE
CTPYKTYpPBl C HHBIM pAacHOJIOKEHHEM 3aMmecTuTesned R B
MUpa30JIbHOM IMKJIE He o00pasyrorcsi. ATOM  XJopa,
HaxoJsIIMMCS B TMOJIOXKEHUH S5 NHUPa30JbHOrO IUKJIIA,
SIBIIICTCA OTHOCHTEIBHO MAJIONOABMKHBIM, OJHAKO OH
croco0eH HYKJICO(DUIBHO 3aMEIaThCsl MPH  HATAYHU
3MEeKTPOHOAKLENTOPHBIX IPYII B CTPYKType reTepoLUKIIa,
YTO yBEITHMYUBACT CHHTETHYECKYIO 3HAUUMOCTh S-xJop-1H-
nmpazonos.'’

IIpomomxkast pa3BUBaTh METOABI CHHTE3a PA3IUYHBIX
TeTEePOIMKINIECKUX CUCTEM Ha OCHOBE 2,2-IHXJIOPBUHMII-
KkeToHOB,'® B HacTOsIIIIeH PaGOTE MBI HCCIIEIOBAIIN B3aHMO-
JENCTBUE TMOCHEeTHUX C 2-(TUIPOKCHUITHI)THIPA3UHOM C
LIETBIO Pa3pabOTKH MOAXO0B K HOIYYCHHIO HOBBIX THAPOKCH-
IKMI3aMELICHHBIX M BUHUJI3AMEIICHHBIX THPA30JI0B.

[Tpu B3aumozeicTBUN 2,2-TUXIOPBHHWIKETOHOB la—j ¢
2-(THAPOKCUATHI)TUAPA3UHOM B IMPHUCYTCTBHUH TPUAITHII-
aMHMHa B KayeCTBE OCHOBaHMs B JIMITWIOBOM ddupe 3a
3-16 u obpasytorcs 2-(5-xmop-1H-nmpa3zon-1-um)sTan-
1-0J161 22— ¢ XOPOIIMMH BBIXOJaMH, JOCTHUralomMUMu 96%
(cxema 1).

Peakiusi mpoTeKaeT XEeMOCENEKTHBHO, IPEIIOI0KH-
TEJNBHO, Yepe3 00pa30BaHe MPOMEXYTOUHBIX THAPA30HOB,
KOTOpBIE B YCIIOBHSIX PEAKIMH BHYTPUMOJIEKYJSIPHO LIHK-
TM3YIOTCA B 5,5-auxiop-4,5-auruapo- | H-ipasoss ¢ MOCIeTyo-
el apomartusaied, IpuBosIIei kK S-xyop-1H-mpaszoiam
2a—j. [Inga BoBieUeHHUS B PEaKUUio C 2-(THIPOKCHITHII)-
THIpa3uHOM 2,2-TuxJIOpBUHIIKeTOHOB 1a,d,g—i, comepixa-
IMX B CTPYKType (QEHWIBbHBIA, 4-HUTPOGEHMIBHBIN WIH
TaJIOTCHAJIKWIBHBIA 3aMeCTUTENb, TpeOyercs Oonee -
TenpHOE BpeMs (10 16 1).

CornacHo nUTEpaTYpHBIM JaHHBIM, Ui NMHUPA30JIOB, HE
CoIlepKaMX aTOM TajJoreHa B MHPA30JIbHOM ITHKIIE,
3aMeIIeHNe THAPOKCHIBHOW Tpymmsl B N-(2-THIpOKCH-
STHIBHOM) (parMeHTe Ha aToM OpoMa MPOBOIWIN TpPHU
KWIsT9eHHH B cpexe PBry; B Tewenme 16 4 wam mpm
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UCTIONb30BaHUU CHCTEMBI PBrs—mpuansa B Teuenne 3 cyt
npu KoMmHaTHOH Temmeparype.”’ Takke OTMEYEHO 3aMe-
IIEHNE THIPOKCWIBHON TpyHmel HAa aToM XJopa IIpH
ucnons3oBanuu cucreMsl CCl,—Ph;P B Teuenne 3 cyT mpu
KOMHATHOH Temmeparype.”!

B mHacrtosmelt paboTe HaMH YCTaHOBIICHO, YTO 3aMe-
IICHHE TUAPOKCHIHHON TPYIIIBI B MHAPA30IaXx 2a—j MOXKET
OBITH peann30BaHO MOA ACHCTBHEM 2 5KB. THOHWIXJIOPHIA
npu kursraeHnd B CHCl; (cxema 1). Ilommas xoHBepcwus
Upa3ojioB 2a—j mnpoucxonmwna 3a 8—16 4, mpu >TOM
BBIXOJBI IPOAYKTOB 3a—j nocturanu 92%. B ontuManbHbIX
YCIOBHAX  3-TIpormii-5-xiop-1-(2-xmopatwmn)- | H-mpa3zon
(3f) 6pu1 momydeH ¢ BeIxoAOM 74% 3a 8 u. IloBbimeHme
teMreparypsl peakuuu 10 100°C u npoBeeHre CUHTE3a B
3amassHHOM aMITyJle HE TO3BOJMIM OCYIIECTBUTH CHHTE3
coeqmaeHus 3f ¢ Oornee BBICOKMM BEIXOmoM. Hapsny c
3aMEeIeHHEM TMIPOKCIIFHON TPYIITBI HA aTOM XJIOpa TIpo-
TEKar0T MOOOYHBIE MPOIECCHI, MPUBOIANINE K OCMOJICHHUIO
peaknuoHHOW cMmecH. IIpy HMCHONB30BaHWMM B KauyecTBE
xnopupytoero arenta PCls mpoTtekaer moGo4Has peakuus
XJIOPHPOBAHUS MHPA30JIFHOTO LHUKJIA 110 TOJIOXKEHUIO 4. B
3TOM ciaydae BbixoA coeaunenus 3f cocrasmi 51%.

Jlyist onTMMU3anyy yCIIOBHH CHHTE3a IEJNEBBIX | -BUHMII-
5-xyop-1H-nupa3osioB 4 B KauecTBE MOEIBHOIO COEIU-
HeHus Obu1 BeIOpaH 1-(2-xmopatwn)mupason 3f. Crout
OTMETHUTbH, YTO CHHTE3 |-BUHHI-1H-Mpa3zonoB ¢ oOmiei
cTpykTypoit 4 u3 1-(2-xmopatmn)-1H-mmupazomos 3 orMme-
4eH Ha JBYX NpHMepax B paHHeil pabore.”” B ykasaHHOIM
paboTe ommcaH CHHTE3 COCAMHEHHWH 4a.e, KOTOPHIH
npoBoauim B EtOH B mpucyrcTBUM ABYKpaTHOTO MOJIb-
Horo n3beiTka KOH B Teuenne 30 MMH, OJHAKO BBIXOJBI
MPOJYKTOB HE yKa3aHbI.

VYCTaHOBIICHO, YTO NPU BOCHPOM3BEAECHHH OIMCAHHBIX
panee” ycnoBuii Ha npuMepe coemuHenms 3f ueneBoi
npoaykT — 1-BuHWI-3-Tipormi-5-xmop-1H-mupazon (4f) —
He oOpasyercs (tabn. 1, ombiT 1). [locne kumsyeHus B
teuenue 2 4 B cucteMe EtOH-H,O 1-(Buamn)mupazon 4f
ObLT BBIZIETICH ¢ BBIXOAOM 29% (Tabn. 1, onbiT 2). Mcnoins-
30BaHME B KauecTBe ocHoBaHMd NaOH no3sonuno ysenu-
gtk BbIXon coenuHeHus 4f mo 35% (tabn. 1, omeir 3).
[MToeienne Temneparypsl peakiuuu 10 120°C (B ammyse)
U yMEHBIIEHUE KoJuuecTBa BoAbl 10 0.4 MI yBelIM4MIIO
BbixoJ coenuneHust 4f 1o 46% (tabn. 1, omeit 4). Ipose-
JIEHHE PeakLUU NPU MUKPOBOJIHOBOH aKTUBAIMM C KOHT-
ponem temmepatypbl (100°C) mo3Bomser 3a 2 4 MpoOBECTH
peakIuio ¢ TOJHOW KOHBepcued ucxoaHoro 1-(2-xmop-
stun)mupazona  3f W BBIXOAOM 1eneBoro 1-(BuHWI)-
nnpasona 4f 50% (tabu. 1, omeIT 5).

Hanmenee TpymoeMKHMH YCIOBUSIMH JUISI TIPOBEACHHS
JIETUAPOXJIOPUPOBAHUS SIBIIIIOTCSL KUISUYEHUE B TEUCHHE
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Tadanma 1. OnTuMu3aIys yCIOBUH peakuy MOJIydeHus 1-BHHUI-3-ponmi-5-xiop-1H-upasona (4f)*

Pr Pr
cl / N>N Base ik \N
> CI <
Z
I e
3f
OmsIT OcHoBaHHe (MMOJIb) PactBopuTens (M) Temmeparypa, °C Bpewms, u Beixon coequnenus 41, %
1 KOH (1.0) EtOH (abc.) (2) Kunsuenue 0.5 2
2 KOH (1.2) EtOH (2), H,O (1) Kunsiuenne 2 29
3 NaOH (1.2) EtOH (2), H,0O (1) Kunsiuenne 2 35
4 NaOH (1.2) EtOH (1), H,0 (0.4) 120 2 46
5 NaOH (1.2) EtOH (1), H,0 (0.4) 100 MW) 2 50
6 NaOH (1) EtOH (1), H,O (0.4) Kunsiuenne 4 53
7 NaOH (3.4) EtOH (1), H,O (0.4) Kunstaenne 4 24
8 NaOH (1.2) JIM®A (2) 120 4 31
9 NaOH (1.2) JIM®A (2) 150 4 <5
10 NaOH (1.0) JMCO (2) 150 4 Crenpl
11 NaOH (5.0) PQ?EERECP{Z(%,E)%ZZ))’ 80 1 Crenpl
12 t-BuOK (0.6) t-BuOH (3) Kurnsiuenne 2 Crnenpl
13 t-BuOK (0.6) IMupunus (2) Kowmm. 1. 24 42
14 +-BuOK (1.0) Tupran (2), KoMH. T. 8 56

nu6enso-18-kpayn-6-adup (10 monp %)

* Bce ombIThl poBoamH ¢ 0.5 MMoIb ucxoqHOTO 1-(2-X5mopatui)nupasona 3f.

4 4, nByKpaTHbIW MOJBHBIH n30bITOK NaOH, wucnons-
30BaHHE BOJHO-CIIUPTOBON CHUCTEMBI B Ka4yecTBE PacTBO-
putens (merox ). Beixon 1-(Bunmm)nupasona 4f B Takux
yCIOBUAX cocTaBull 53% TpU MOTHOW KOHBEPCHUU HCXO]I-
Horo 1-(2-xmopatum)mupaszona 3f (tabn. 1, omeir 6).
YBenu4yeHne KOHLEHTPAIUK PeareHTOB MPUBOANT K 3HAYH-
TETbHOMY CHIDKEHHIO BBIXOJa IIEJIEBOTO MPOAyKTa (10
24%, T1abn. 1, omeiT 7). Kpome TOTOo, BBIXOIBI CHHXKAIOTCSA
npu nposeneHun peakimuu B IAM®PA, JIMCO, 6Genzone
(tabu. 1, onbiTel 8—11), a Taxke B MeCN winu 1,4-n1rokcaHe.
IIpoBenenne peakimii B -BuOH B mpucyrctBum #-BuOK
IPU KWUIITYEHWH TIPUBOAUT K O0Opa30BaHUIO IIEJIEBOTO
MPOJIyKTa B CJIENOBBIX KosmuecTBax (Tabm. 1, ombiT 12).
OpHako B MUPWAMHE B TPHUCYTCTBHU IHOCH30-18-KpayH-
6-3pupa (meron II) 1-uamnmupazon 4f Obl1 mONydUeH
¢ BBIXOZIOM 56% (Tab:. 1, omeiT 14).

Haiinennsle ontumansHble ycimoBus (Metomsl | u II)
ObUIM WCIIONB30BAHBI /U MOJTYYEHHS psga |-BHHWI-5-Xi0p-
MTUPa3oJIoB 4a—i, cofepKalnX pa3INdHbIC 3aMECTUTENH B
niosiockernu 3 (Tabm. 2). 5-Xnop-1-(2-xopatn)- 1 H-rmpazosnbt
3a—c, copepkamye B TOJNOXKEHUH 3 MHPa30JIBHOTO IUKIIA
(eHnIbHEIN, 4-XJ10pGEeHMITBHBIN HIH 4-MeTHI()eHIIBHBIN
3aMEeCTHTEINb, IIPH OCYIIECTBICHUN PEaKINU Mo MeToxy I ¢
XOPOIIMMHU BBIXOAAMH HAalOT COOTBETCTBYIOIIHE BHHMI-
nupazonsl 4a—c  (43-93%). IlpucyTrcTBHE DIEKTPOHO-
aKIEeNTOpHOW HUTpodeHmIbHOW Trpymnmel B mmpaszoie 3d
MPOSIBISIETCS. B TOM, YTO BBHIXOJ |-BHHWI-3-(4-HUTpO-
¢denmn)-5-xmop-1H-mpazona (4d) ymensmaercs g0 16%.

590

B ycrnoBusx merona Il Berxoa nupazosna 4d yBenuuuBaeTcs
10 23%.

MertunpHas TpymIa B TMOJIOKEHUH 3 XIJIOPITHIINNPA30iIa
3e BamseT TakuM 00pa3oM, 4TO OOpasyromuiics 1-BUHWUII-
3-metuin-5-xnop-1H-nupazon 4e B ycnoBusx Meronos I u II

Ta6auna 2. Cuntes 1-BuHuI-5-x510p-1H-nupaszonos 4a—d,f—i
o merozam [ u II

R Method |

/F< NaOH R
c N EtOH, H,0, A ﬂ
Cl .
Method I1 N
t-BuOK, pyridine H C/)
Cl dibenzo-18-crown-6 4;_ dfi
3a-d,f-i rt ’
C -
H(;iiz R Bpewms, g (MeTon) Beixon, % (meron)
4a Ph 4D 72 ()
4b 4-CIC4H,4 4 (D) 93 (I)
4c 4-MeC¢H, 4D 43 (D
4d 4-O,NC¢H, 3 (D), 24 (II) 16 (I, 23 (1)
4f n-Pr 4 (1), 8 (1IN 53 (D), 56 (I1)
4g MeCHCI 6 (1), 24 (II) 42 (1), 54 (1N
4h EtCHCI 24 (1) 64 (II)
4i CH,CI 6 (1), 24 (1) 47 (1), 58 (1)
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Cxema 2 cl Method | o oH OFt
NaOH
m/é_/\{ EtOH?Hgo, A /4_\{ /4_\{ /L/_\{
N > Ol N + Cl N + Cl N
H Method I ) ) )
-_| idi = ~ —
.t BuOK, pyridine H,C H,C H,C
Cl dibenzo-18-crown-6 4 5 6
3i rt Method | 47% 10% 6%

Method Il 58%

JIETKO TIO/ABEPraeTcs IONMMEPH3ALNH, W B PE3YJIbTaTe
oOpasyercss HoNMMep, HEPACTBOPUMBIA B OPraHHYECKHX
pactBoputensx. Hamuuue CHIIBHON 31EKTPOHOAKLENTOp-
HOH TpU(PTOPMETIIIFHOM TPYMITH B mojioxkeHn: 3 1-(2-xyop-
STHI)Upa3ona 3j TakkKe CYIMECTBEHHO BIISIET HAa €ro
PEaKIHOHHYIO CIOCOOHOCTh. B sTOM cCmywae aermapo-
XJIOPUPOBaHUE 0 MeToxy | oCymiecTBUTH HE ymaercs, u
MOYTH KOJNUYECTBCHHO (C BBIXOHOM 93%) mpomCXOmuT
HYKJICO(QHIbHOE 3aMEIEHHE XJIOpa B XJIOPATHILHOM (par-
MEHTE THIPOKCWIBHOH TIpynmod ¢  oOpa3oBaHHEM
1-(2-TuppoxcmyTI)IEpasona 2j. [IpoBeneHne peakum 1mo
Mmerony Il Takke He NMPUBOAUT K IIEIEBOMY IIPOXYKTY, C
MOYTH KOJWYECTBEHHBIM BBEIXOZoM (98%) Obun BbIIENCH
HUCXONHBIA  3-TpUTOpMETHII-S5-XJI0p-1-(2-X7m0p3Tun)-1 H-
mupasoin (3j).

st 3-xmopmetit-1-(2-xmopaTmn)mipasona 3i mpH HCHolb-
30BaHMM MeTona [, Hapsaoy c AErnApOXJIOpHUpPOBAHHEM,
HaOII0aTI0Ch HYKIICO(QHUIBHOE 3aMEIICHHE aTOMa XJIopa B
XJIOPDMETHIIBHOM (parMeHTe Ha TUAPOKCHIBHYIO WIH
AIKOKCWIIBHYIO TPYHITy ¢ OOpa3oBaHMEM CMECH COeIu-
HEHUH: LEeJeBOro 1-BUHUI-5-XJI0p-3-XJIOpMETWINHNPA30IIa
4i c BeixogoM 47%, a Takxke 1-BUHUI-3-TUIPOKCUMETHII-
S-xmoprnmpazona 5 u 1-BUHHI-5-XJI0p-3-(3TOKCHMETHI)-
mmpasona 6 ¢ eerxomamu 10 u 6% cooTBeTCTBEHHO (cxema 2).
IMpoBenenune nermapoxiopuposanus mo meroxy Il mosso-
JSIeT CHHTE3MpOBaTh NMHUPa3osl 4i CENEKTHBHO C BBIXOJIOM
58% (Tabm. 2).

o metony I u3 5-xmop-3-(1-xmopatmn)-1-(2-xI0p3THIN)-
1H-mupazona (3g) ObUT CHHTE3UpPOBaH |-BHHWI-5-XIIOp-
3-(1-xopatin)-1H-mupazon (4g) B cMmecu C 1-BUHMI-
5-x110p-3-(1-3TOKCUAITIIT)TUPA30JIOM 7 C BBIXOJAMH COOT-
BercTBeHHO 42 U 12% (cxema 3). [IpoBeneHue peakuu 1Mo
Merony Il mo3BosIsIeT NCKITIOYNTH 3aMElIeHHe aToMa XJopa
B O-XJIOPITHIIBHOM ()parMeHTe B MOJOXKEHUH 3 HHPA30JIb-
HOTO [HMKJIA HA 3TOKCUTPYIITY M IOBBIIACT BBIXOJ ILIEJe-
Boro 1-suHwiI-1H-nupasona 4g no 54% (tabn. 2). B cBoro
ouepenp, 1-BuHMI-5-x50p-3-(1-xmopnponun)nupazon 4h
661 mosrydeH no merony Il m3 S-xiop-1-(2-xmopatnin)-
3-(1-xnoprponmin)nupasona 3h ¢ Beixogom 64% (tabm. 2).

Cxema 3
Cl
Me Method | Cl EtQ
e NaOH Me M
\
o | N EtOH, H,0, A f \N . / \N
N Method Il CI Ny~ Ny
t-BuOK, pyridine _ P
CIH dibenzo-18-crown-6 HZC) g Hzc)7
39 Method | 42% 12%

Method Il 54%

e
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IMlpn pa3paboTke NOAXOJOB K MOJYYCHUIO IIOJIU-
(YHKIIMOHANBHBIX MTUPa30J0B OBbII OCYIIECTBIEH CHHTE3
3-nipormit-5-xs0p-1-(2-x0patun)- 1 H-nupazoa-4-kapOanbie-
ruga (8) u3 nmupasona 2e B YCIOBMSX peakuuu Bubc-
Maifepa—Xaaka IO paHee pa3pabOTaHHOW HaMU MeETO-
nuke.” IIpu neruppoxnopupoBanuu no meroxy II wu3
(YHKIIMOHANIN3UPOBAHHOTO TMHpa3oia 8 ObUl HONIydYeH
1-BunmMI-3-iponui-5-xnop- 1 H-nupason-4-kapoanbaerua (9),
KOTOPBIi OBLT BBIICIICH C BBIXOI0M 49% (cxema 4).

Cxema 4
Qo o
H§_<Pr H Pr
\ t-BuOK
cl LN - I\
N pyridine Cl -
dibenzo-18-crown-6 /)
rt, 24 h H,C
Cl 49% 9
8

Hanuune o-rajoreHaJKUIbHOTO 3aMECTHTENs B IOJIO-
JKEHUM 3 TO3BOJISIET CHHTE3UPOBATh 3-aJKEHWI-5-XJIOp-
MHPa3oibl ¢ BBICOKMMH BhIXOgami. *¢ B mpopomkenne
STHX WCCIICIOBAaHMM, pemas 3agady XeMOCEJIEKTHBHOIO
CHHTe3a (PYHKIIMOHAJIBPHO 3aMENICHHBIX IHPA30JIOB, MBI
OCYIIECTBWIM CHHTE3 3-ankeHwinupazosoB 10a,b Ha
ocHOBe 5-xy10p-3-(1-xnopankun)-1-(2-xnopatun)-1 H-rmpaso-
goB 3g.h (cxema 5). OnTUManbHBIM JIsI CENEKTUBHOTO
JETUAPOXJIOPUPOBAHUS TaJIOTEHAJKMIBHOTO (parMeHTa,
HAXOJAIMIErOCs B TOJOXEHWH 3 MHPA30JIBHOTO ITUKIIA,
ABJISIETCSA BBIACP)KMBaHHE B TeueHwe 2 4 npu 150°C B
cpene JJM®PA. B takux ycIOBHSIX BBIXO[ 3-BHHUI-5-XJIOP-
1-(2-xnopatum)nupazona 10a cocraBun 87%. s nmpasona
3h peakmus MpoTeKaeT XeMO- M PErHOCENeKTUBHO ¢ 00pa-
30BaHHEM TpeumyiecTBeHHo (E)-3-(mpon-1-en-1-mn)-
5-xnop-1-(2-xmopatun)nupazona 10b ¢ Beixogom 92%.
mpaHc-PacnonioxkeHue 3aMecTuTeNieil OTHOCUTEILHO JIBOM-
HOW CBS3M B COCOWHECHWH TOATBEPXKIACTCS CIEKTpaMu
SIMP 'H, B KOTOpBIX CHMIHAJbl NMPOTOHOB IIPH JBOMHOM
csi3u B coequneHusnx 10a,b umeror KCCB Jyys 17.8
16.7 't COOTBETCTBEHHO.

Cxema 5
Cl R R
B DMF /é_\(\/
Cl/qﬁ\/ ————— N
H 150°C, 2 h H
o] Cl
3g.h 10aR = H (87%)

b R =Me (92%)
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Crnenyer OTMETHTb, YTO BHHWIIbHAS TPyIIa HE TOJIBKO
OTKpBIBAE€T HIMPOKHE BO3MOMKHOCTH AJIS MOCIETYHOLUX
XHMHYECKHX MpeBpaIieHuit,”! Ho TaKke MOXKET BBICTYIIATh
B POJIM 3aIlIMTHOW TPYIIIBI, KOTOPasi MOXKET OBITh yaaneHa
B OTHOCHTENILHO MATKHX ycaoBusx.” Ha mpumepe npespa-
mieHudt 1-BuHMI-3-nponun-5-xaopnupaszona 4f Hamu noxa-
3aHO, YTO NOJ ACHCTBHEM IN€pPMaHTaHaTa Kajus MpU KOM-
HaTHOI TemmepaTtype 3a 10 MHH B aleTOHE MPOHCXOIUT
CHSITHE BUHWJIBHOHM TPYMITBI ¢ 00pa30BaHUEM CMECH TayTo-
MEpPHBIX 3-TIPOMII-5-XJ10p- ¥ S-Tporui-3-xiop-1 H-nupa3onos
11 c cymMMapHBIM KONMHYECTBEHHBIM BBIXOAOM 96% (cxeMma 6).

Cxema 6 b
/<_< ' Pr cl
\ KMnO4
_ Me,CO Cl ”/ Pr ﬁ/
rt, 10 min
H,C :
2 af 96% 11

CTpyKTypBl BCEX CHHTE€3UPOBAaHHBIX N-BUHUIIIHUPA30JI0B
ObUTM YCTAHOBJIEHBl C IOMOLIbIO (PH3MKO-XHMMHUYECKHX
MetozioB. B cnextpax SIMP 'H mmpasonos 4a—d,f-i HaGmo-
Jaercs curHan mnporoHa H-4 mnmpa3onpHOTO IMKNA B
obmactu 6.08-6.69 M. 1. B Buze cunriera. [IpoToHbI BUHMIIB-
HOH Tpynmsl nposBiLstorcs B 06mactu 4.87-5.08 (Jye = 8.6—
8.9Tm), 5.71-5.97 (Jipanec = 15.2-15.5 Tu) u 7.06-7.18 m. 1.

[IpennoxeHHbIe B HACTOSILIEH paboTe METOIBI CHHTE3a
BUHWIMTUPA30JIOB UMEIOT Pl IPEUMYILECTB IIPH COIOCTaB-
JICHUH C aJbTePHATUBHBIMH METOAAMU U IOJXOJAaMHU.
CornmacHo JHTEpaTYpHBIM JaHHBIM, JUIS MOJIY4YEHHUS
N-BUHWIININPA30JIOB TPOBOAIT MpPSIMOE BHHUIMPOBAaHUE
NH-1ipa3osoB, KOTOPOE MPOTEKAeT TOJIbKO B KECTKHUX
YCIOBHUAX TOJ JAaBJICHHEM alleTHIeHa B MPUCYTCTBUH
dochunoBOro Karanmusaropa npu 140°C B Teuenue 14 u.*
B Takux ycnoBusx BbIXOA N-BUHWJIMHpA3oia (€JUHCTBEH-
HBI TpuMep) coctaBui 31%. Yarne Bcero oCymiecTBISIIOT
ankwiupoBanne NH-mupa3onoB 1,2-TuragoreHITaHOM B
IIPUCYTCTBMH OCHOBAHMII" C MOCHEIYIOIHM JErHAPOraio-
TeHHPOBaHHEM. B STOM cilyuyae HMMEIOTCS CIIOKHOCTH,
CBS3aHHBIE C OTCYTCTBHEM CEJIEKTMBHOCTH M 00pa3oBa-
HUEM cMecell 3- U S-3ameleHHbIX |-(2-XI0p3Thi)nupas3o-
JIOB, a Takke Mob6ouHbIX 1,1'-(3Tan-1,2-aumn)oncnupasonos.

Takum oOpa3oM, B pe3ysibTaTe BBINOTHEHHS HACTOSA-
LIETO MCCIEOBaHUS pa3paboTaH METOJ| CHHTE3a HOBBIX
mpeAacTaBuTeNiell  N-BUHWINHMPA30JI0OB W 3-aJKeHMI-
MTHUPA30JIOB — TIEPCIIEKTUBHBIX CTPOUTEIBHBIX OJOKOB IS
OpraHMYeCKOTO CHHTE3a M MOHOMEPOB JUIA IIOyYCHHS
MTOJIMMEPHBIX MaTepuaiioB. [IpogeMoHCTprpOBaHa BO3MOXK-
HOCTh CEJIEKTUBHOTO JACTHIPOXJIOPUPOBAHUS TIPH OFHO-
BPEMEHHOM TPHUCYTCTBUU  XJIOPAIKWJIBHBIX TPYNI B
MOJIOXKEHNUAX | ¥ 3 MHUPa30IBbHOTO [TUKIIA.

3KCHepI/IMeHTaJI]>Haﬂ JacThb

UK crnektpsl 3anmucansl Ha cnektpoMerpe Varian 3100
FT-IR B TorkoMm cioe. Criektpst SIMP 'H, "°C, "°F 3aperuc-
TpupoBans! Ha ipudope Bruker DPX-400 (400, 100, 376 MI'1
cooTBeTcTBeHHO) B pactBopax CDCIl;. B xauectBe BHYT-
PEHHETO CTaHJapTa MUCIOJIb30BaH XUMHUYECKUI CABUT" XJIOPO-
dopma (7.26 m. 1. mrst simep 'H m 77.2 m. 1. mst simep C)
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umn CFCl; (0.00 m. 1. s smep °F). DineMeHTHbIH aHanm3
BhINOJTHEH Ha aHanuzatope Thermo Finnigan Flash cepun
1112. Jdns KOJOHOYHOM Xpomarorpauu HCIOJIb30BaH
cunukarens 230-400 mer.
3-IIpomuin-5-xsop-1-(2-xnopatun)-1 H-nupazon-4-kap0-
anpaerus (8) mosnyueH no JUTEpaTypHOU METOAUKE.
Cunre3 coenuHeHuii 2a—j (oOmas meronuka). CMech
5 mmoub 2,2-nuxnopBuHuikeTona 1la—j, 0.457 r (6 Mmoub)
2-runpasuHWwTal-1-oma u 0.607 v (6 mmoms) Et;N
kurATAT B 10 Ma Et,O B TeueHHe yka3aHHOTO AT KaX0TO
IpOAyKTa BpEMEHH. PeakIMOHHYI0 CcMech OXJIaXIaoT,
0CaIoK OT(WIBTPOBBIBAIOT, PACTBOPHUTENH OTTOHSIOT. K
ocrarky nobasnstor 10 mn CHCI; (abc.) u mpomyckaroT
4yepe3 CJIOW CHJIHKAareias WIM OYHMIAIOT C IOMOIIBIO
KOJIOHOYHOH Xpomarorpaduu.
2-(3-®enuni-5-xaop-1H-nupa3son-1-un)sran-1-oa (2a).
Bpewms peakuun 12 u. Bexon 0.824 r (74%), GexxeBbIid
nmopomiok, T. wi. 79-81°C, Ry 0.26 (CHCl;-MeOH, 97:3).
UK cmektp, v, eMm ' 3289, 3130, 1648, 1490, 1458. Crnektp
SAMP 'H, §, m. 1. (J, Tm): 3.35 (1H, 1, J = 6.4, OH); 4.06—
4.10 (2H, m, OCH,); 4.28 (2H, 1, J = 4.9, NCH,); 6.54 (1H,
¢, H-4); 7.31-7.43 (3H, m, H Ph); 7.73-7.74 (2H, m, H Ph).
Cnextp AMP 13C, 4, M. 1.: 50.5; 61.5; 102.0; 125.6; 128.5;
128.6; 128.9; 132.5; 151.6. Haiineno, %: C 59.54; H 4.96.
C1H;;CIN,O. Brruucineno, %: C 59.33; H 4.98.
2-[5-Xnop-3-(4-xnoppenun)-1H-nupa3zoi-1-uialdran-
1-o1 (2b). Bpems peakmuu 3 4. Brixon 1.067 r (83%),
OecuBeTHBIN mopomiok, T. mwi. 82—-83°C, Ry 0.20 (CHCl;—
MeOH, 97:3). UK cnektp, v, em 11 3319, 3130, 1644, 1486,
1454. Crexrp SIMP 'H, §, m. 1 (J, T): 3.27 (1H, 1, J = 6.4,
OH); 4.04-4.08 (2H, M, CH,); 4.26 (2H, 1, J=4.9, NCH,);
6.50 (1H, c, H-4); 7.36 (2H, 1o, J = 8.5, H Ar); 7.65 (2H, &,
J =28.5, H Ar). Criektp SIMP "C, §, m. 1.: 50.6; 61.4; 102.0;
126.8; 128.9; 129.0; 131.5; 134.3; 150.5. Haiineno, %: C 50.91;
H 3.90. C]]H]oClzNzO. BI)I‘II/ICJ'IGHO, %: C 5139, H 3.92.
2-[3-(n-Tommn)-5-x0p-1H-mupa3on-1-ua]dran-1-o0a (2¢).
Bpems peakmuu 5 4. Brixox 0.959 1 (81%), xenteie
kpuctaisl, T. wi. 95-96°C. UK cnektp, v, em !t 3302,
3129, 1621, 1497, 1458. Cnextp AMP 'H, §, m. 1. (J, T'u):
2.38 (3H, c, CH3;); 3.43 (1H, 1, J = 6.2, OH); 4.054.09
(2H, M, OCH,); 4.24-4.29 (2H, M, NCHy); 6.51 (1H, c,
H-4); 7.21 2H, n, J = 8.5, H Ar); 7.62 (2H, &, J = 8.5,
H Ar). Criextp IMP °C, §, m. 1.: 21.4; 50.4; 61.5; 101.8;
125.0; 128.9; 129.5; 129.7;, 138.4; 151.7. Haiineno, %:
C 60.36; H 5.57. C|,H3CIN,O. Brerancneno, %: C 60.89;
H 5.54.
2-[3-(4-Hurpodenu)-5-xaop-1H-nupa3zon-1-wa]dran-
1-oa1 (2d). Bpems peaknuu 16 4. Beixog 1.285 1 (96%),
CBETJIO-KENThI Topomok, T. T 144-145°C, Ry 0.52
(CHCI;-MeOH, 95:5). UK cmektp, v, cM ': 3299, 3148,
1599, 1521, 1488. Cnextp SIMP 'H, &, m. 1. (J, I'm): 2.89
(1H, ym. ¢, OH); 4.11 (2H, T, J = 4.9, OCH,); 4.33 (2H, T,
J=4.9, NCH,); 6.65 (1H, c, H-4); 7.90 (2H, 1, /= 8.9, H Ar);
8.27 (2H, 1, J = 8.9, H Ar). Cnextp IMP "C, §, M. n.:
50.0; 61.3; 103.1; 124.3; 126.0; 129.6; 138.7; 147.7; 149.2.
Haiineno, %: C 49.72; H 3.74. C,;H,(CIN;O3. Beruucneno, %:
C49.36; H3.77.
2-(3-Metui-5-xaop-1H-nupa3zo-1-un)sran-1-oa (2e).
Bpems peakmmm 4 u. Beixom 0.707 T (88%), OesxeBbrid
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opouIoK, T. wi. 53-54°C. UK cnekrp, v, em 't 3270, 3144,
1629, 1517, 1464. Cnektp SIMP 'H, &, M. 1. (J, T'm): 2.23
(3H, ¢, CH3); 3.34 (1H, 1, J = 6.1, OH); 3.96—4.00 (2H, M,
CH,); 4.16 2H, T, J = 4.9, NCH,); 6.01 (1H, c, H-4).
Coektp SAMP 13C, 6, M. 1.: 14.0; 50.1; 61.3; 104.2; 127.6;
149.0. Haiigeno, %: C 44.40; H 5.63. C¢HoCIN,O. Brrunc-
neHo, %: C 44.87; H 5.65.

2-(3-IIponua-5-xaop-1H-nupa3on-1-ua)Iran-1-oa 2n=
Bpems peaxiuu 4 4. Beixon 0.811 r (86%), xopuuHeBoe
Macio, Ry 0.50 (CHC1;—MeOH, 97:3). UK cnexktp, v, em
3326, 3131, 1615, 1516, 1463. Cnextp SIMP 'H, 5, m. 1.
(/, Tw): 095 3H, 1, J=7.2,CH;); 1.63 2H, 1. x, J= 7.7,
J =172, CH;CHy); 2.53 2H, 1, J = 7.7, CHy); 3.47 (1H,
ymi. ¢, OH); 3.98 (2H, 1, /=4.9, OCH,); 4.16 2H, T, J = 4.9,
NCH,); 6.02 (1H, ¢, H-4). Criektp SIMP °C, §, m. 1.: 13.1;
22.6; 30.7; 50.0; 61.6; 103.4; 127.4; 153.8. Haiineno, %:
C 51.47; H 6.91. CgH3CIN,O. Brruncieno, %: C 50.93;
H 6.95.

2-[5-Xa0p-3-(1-xaopaTui)-1 H-nupa3zoi-1-ujj3Taun-
1-0a1 (2g). Bpems peaxkuuu 12 4. Bexon 0.951 r (91%),
opamxkeBoe Macio. MK cnektp, v, eM ' 3260, 3163, 1606,
1556, 1442. Cnextp SIMP 'H, §, m. . (J, Tu): 1.82 (3H, 1,
J =17.0, CHj); 3.07 (1H, ym. ¢, OH); 3.98-4.01 (2H, M,
OCH,); 4.19 (2H, 1, J = 4.8, NCH,); 5.06 (1H, x, J = 7.0,
CHCI); 6.31 (1H, ¢, H-4). Cnextp SIMP “C, 8, m. 1.: 25.8;
51.1; 52.5; 65.5; 102.8; 127.4; 154.0. Haiineno, %: C 40.56;
H 4.77. C;H,(CILbN,O. Beraucaeno, %: C 40.21; H 4.82.

2-[5-Xnop-3-(1-xaopnponui)-1 H-nupa3zon-1-ui]atan-
1-0a1 (2h). Bpems peakiuu 12 4. Beixox 0.870 r (78%),
xkenrtoe macno. UK cmekrp, v, eM s 3372, 3140, 1644,
1512, 1461. Cnextp SIMP 'H, &, m. 1. (J, T'm): 1.01 (3H, T,
J=1.3, CH;); 2.08 (2H, k8, J = 7.3, CHCICH,); 3.26 (1H,
yut. ¢, OH); 3.97 (2H, 1, J= 5.0, OCH,); 4.17-4.19 (2H, M,
NCH,); 4.79 (1H, 1, J = 7.2, CHCI); 6.27 (1H, ¢, H-4).
Crextp AMP “C, 5, m. 1.: 11.4; 31.6; 50.6; 58.2; 61.0; 102.9;
128.3; 153.2. Haiineno, %: C 43.50; H 5.40. CgH;,C1,N,0.
Brruucaeno, %: C 43.07; H 5.42.

2-(5-Xu0p-3-xso0pMeruii-1 H-nupa3zo-1-ui)dran-1-oa
(2i). Bpems peakiuu 16 4. Beixox 0.722 1 (74%), sxentsiid
mopomiok, T. wi. 94-95°C, Ry 0.34 (CHCl;-MeOH, 96:4).
UK cmextp, v, em': 3318, 3131, 1597, 1511, 1467. CrexTp
SMP 'H, §, m. 1. (J, T): 2.92 (1H, ym. ¢, OH); 3.98-4.02
(2H, m, OCH,); 4.20 (2H, T, J = 4.9, NCH,); 4.51 (2H, c,
CH,CI); 6.30 (1H, ¢, H-4). Cniextp SIMP "°C, §, m. 1.: 38.2;
51.9; 62.4; 105.3; 128.7; 149.8. Haiineno, %: C 37.49;
H 4.16. C¢HgCILN,O. Breruucieno, %: C 36.95; H 4.13.

2-(3-Tpudropmernia-S-xyuop-1H-nupa3zon-1-ui)dITan-
1-o1 (2j). Bpems peakmum 4 4. Beixog 0.858 r (80%),
xentoe Macno, Ry 0.34 (rexcan—Et,0, 3:1). UK cmextp,
v, cM 't 3405, 3154, 1520, 1476, 1432. Crextp SIMP 'H,
o, m. 1. (J, T'm): 2.58 (1H, 1, J = 6.0, OH); 4.05—4.09 (2H,
M, OCH,); 4.30 (2H, 1, J = 5.1, NCH,); 6.52 (1H, c, H-4).
Criextp SIMP °C, &, m. 1. (J, T'ny): 51.4; 60.7; 103.5; 120.6
(x, J=1269.3); 129.4; 142.5 (x, J = 39.3). Criextp SIMP '°F,
8, M. 1.: —62.7. Haiineno, %: C 34.03; H 2.79. C¢H¢CIF;N,0.
Breruucaeno, %: C 33.59; H 2.82.

Cunre3 coenumHenni 3a—j (obmas meromuka). CMmech
3 wmmonb 2-(5-xnop-1H-nmpason-1-un)aran-1-oma 2a—j,
0.238 t (6 Mmoutp) TroHMWIXNOpHAa B 10 Mt CHCl; kunsTsT
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B TCYCHHUE YKa3aHHOIO JUIS Ul Ka)XJIOro MPOJYKTa Bpe-
MeHH. PeakIMOHHYI0 CMeCh OXJIaXKIAIOT, JICTKOKHIISAIINE
KOMIIOHCHTBI OTTOHSIIOT TPU MOHM)KEHHOM JaBiicHuH. K
ocratky nobasnsitor 10 mn CHCI; (abc.) u mpomyckaroT
4yepe3 CIIOW CHIIMKArelsl MM OYHIAIT C MOMOIIBI0 KOJIO-
HOYHOHM Xpomartorpaduu.
3-®enna-5-xaop-1-(2-xyopatui)-1 H-nupazon (3a).”
Bpems peaxuuu 16 4. Brixox 0.542 mr (75%), xenrtoe
Mmacio, Ry 0.50 (rexcan—Et,0O, 3:1). UK cmektp, v, em b
3136, 1604, 1527, 1494. Cnextp SIMP 'H, §, m. 1. (J, T'n):
3.93 2H, 1, J = 6.6, CH,Cl); 4.48 (2H, T, J = 6.6, NCH,);
6.52 (1H, ¢, H-4); 7.31-7.32 (3H, m, H Ph); 7.73-7.75 (2H,
M, H Ph). Crexrp SIMP “C, §, m. na.: 42.1; 50.1; 102.9;
126.4 (2C); 129.2 (3C); 130.1; 132.1; 150.8. Haiineno, %:
C 54.38; H 4.21. C{1H;(,C1,N,. Brruncieno, %: C 54.80;
H4.18.
5-Xnop-3-(4-xaopdenn)-1-(2-xaopratuin)-1 H-nupazoJn
(3b). Bpewmst peakiu 16 4. Beixon 0.703 r (85%), OerxxeBbIit
nopomiok, T. mwi. 98-100°C, R; 0.43 (rekcan—Et,0, 4:1).
UK criextp, v, oM ' 3137, 1654, 1565, 1490. Cniextp SIMP 'H,
o, m. 1. (J, I'm): 3.92 2H, T, J = 6.5, CH,Cl); 4.47 (2H, T,
J = 6.5, NCH,); 6.50 (1H, ¢, H-4); 7.37 2H, n, J = 84,
H Ar); 7.67 (2H, 1, J = 8.4, H Ar). Criextp SIMP °C, §, m. 1.:
41.9; 50.2; 102.2; 125.9; 128.9; 129.0; 131.2; 134.2; 150.8.
Haiigeno, %: C 47.62; H 3.24. C;HyCI3N,. Brruucneno, %:
C47.95; H 3.29.
3-(n-Toamnn)-5-xn0p-1-(2-xaop3tui)-1H-nupazon (3c).
Bpemsi peaknun 8 4. Beixon 0.520 r (68%), OexeBble
kpuctasl, T. wi. 38-39°C. UK chmektp, v, em ! 3135,
1617, 1537, 1499. Cnextp SIMP 'H, &, m. 1. (J, I'm): 2.39
(3H, ¢, CHy); 3.92 (2H, 1, J = 6.6, CH,Cl); 4.46 (2H, T,
J = 6.6, NCH,); 6.49 (1H, ¢, H-4); 7.22 2H, n, J = 7.9,
H Ar); 7.65 (2H, 1, J = 7.9, H Ar). Cniextp SIMP “C, §, m. 11.:
21.4; 41.9; 50.0; 102.0; 125.5; 128.4; 129.5; 129.9; 138.2;
151.9. Haiineno, %: C 57.00; H 4.79. C,H,,C1,N,. Borunc-
neHo, %: C 56.49; H 4.74.
3-(4-Hutpodenmn)-5-xop-1-(2-xaoprtui)-1 H-nupazon
(3d). Bpems peakuuu 8 4. Beixog 0.429 r (50%), cetio-
JKENThIe KpUCTaIIbl, T. . 123—-124°C. UK cnektp, v, em b
3133, 1601, 1519, 1488, 1343. Cnextp SIMP 'H, 8, m. 1.
(/, T): 3.95 (2H, 1, J = 6.5, CH,Cl); 4.51 (2H, 1, J = 6.5,
NCH,); 6.63 (1H, ¢, H-4); 7.91 (2H, 1, J= 8.7, H Ar); 8.26
(2H, 1, J = 8.7, H Ar). Crextp SIMP °C, &, m. 1.: 50.0;
61.3; 103.1; 124.3; 126.0; 129.6; 138.7; 147.7; 149.2.
Haiineno, %: C 46.47; H 3.20. C,;HyCL,N;0O,. Beruucneno, %:
C46.18; H 3.17.
3-Merna-5-xa0p-1-(2-xa0p3tuan)-1H-nupason  (3e).”
Bpewms peakmuu 8 4. Beixon 0.365 r (68%), TeMHO-KOpHY-
HeBas KuakocTh, Ry 0.53 (rexcan—Et,O, 2:1). UK cnextp,
v, eM 't 3132, 1629, 1552, 1452. Cnextp SIMP 'H, 8, m. 1.
(J, T): 2.21 (3H, ¢, CH;); 3.81 2H, 1, J = 6.7, CH,Cl);
434 (2H, 1, J = 6.7, NCH»); 5.98 (1H, ¢, H-4). Cnekrp
SAMP °C, §, M. n.: 14.1; 41.9; 49.7; 105.1; 127.7; 149.4.
Haiineno, %: C 40.67; H 4.45. C¢HgCI,N,. Beraucieno, %:
C 40.25; H 4.50.
3-IIponua-5-xaop-1-(2-xaopaTui)-1H-nupa3zoa (3f).
Bpewms peakiuu 8 4. Beixon 0.460 1 (74%), xentoe macio,
R; 0.34 (CHCl;-MeOH, 97:3). MK cmextp, v, cM & 3132,
1649, 1518, 1458. Cnektp SIMP 'H, §, M. 1. (/, Tm): 0.94
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(3H, T,J=7.3, CH3); 1.63 2H, 1. x, J= 7.5, J= 7.3, CH,);
2.53 2H, T, J = 7.5, CHy); 3.83 (2H, T, J = 6.7, CH,Cl);
436 (2H, T, J = 6.7, NCH,); 6.01 (1H, c, H-4). Cnektp
SIMP 13C, 6, M. m.: 13.3; 22.7; 30.8; 41.9; 49.7; 103.6;
127.5; 154.1. Haiigeno, %: C 46.24; H 5.79. CgH,C1,N,.
Brruucneno, %: C 46.40; H 5.84.

5-Xnop-3-(1-xn0p3Tui)-1-(2-xaopatui)-1H-nupason
(3g). Bpems peaxun 12 4. Beixog 0.491 r (72%), cetiio-
kopuuneBoe macio. UK crextp, v, oM 3138, 1641, 1515,
1456. Criexrp SIMP 'H, &, m. 1. (J, Tw): 1.83 3H, 1, J = 6.9,
CH3); 3.85 (2H, T, J = 6.6, CH,Cl); 4.39 (2H, 1, J = 6.6,
NCH,); 5.06 (1H, k, J = 6.9, CHCl); 6.29 (1H, c, H-4).
Cnektp SAMP 13C, 6, M. 1.: 24.7; 41.6; 50.0; 51.8; 102.9;
128.4; 154.4. Haiigeno, %: C 37.49; H 4.06. C;HoCl;N,.
Beruucneno, %: C 36.95; H 3.99.

5-Xuop-3-(1-xaopnponui)-1-(2-xaoparun)-1 H-nupazos
(3h). Bpems peakuuu 12 4. Beixon 0.667 T (92%), ceTio-
kopuuneBoe macio. UK crektp, v, cMm ' 3138, 1647, 1514,
1459. Criexrp SIMP 'H, §, M. . (J, T): 1.01 3H, 1, J = 7.2,
CH3); 2.09 (2H, kB, J = 7.2, CH;CH,); 3.84 (2H, T, J = 6.6,
CH,CI); 4.38 (2H, n, J = 6.6, NCH,); 4.80 (1H, T, J = 7.2,
CHCI); 6.26 (1H, ¢, H-4). Cnextp SIMP “C, &, m. 1. 11.4;
31.7; 41.7; 50.0; 58.3; 103.1; 128.4; 153.7. Haiineno, %:
C 39.99; H 4.65. CgH;;CI3N,. Brruucneno, %: C 39.78;
H 4.59.

5-Xuop-3-xaopmerni-1-(2-xaopatui)-1H-nupaszon  (3i).
Bpewms peakmuu 8 4. Beixon 0.461 r (72%), xopudHeBoe
macino. MK cmektp, v, cM i 3137, 1647, 1514, 1462.
Cnextp SIMP 'H, §, m. a. (J, 'm): 3.85 2H, 1, J = 6.5,
CH,); 4.40 (2H, 1, J = 6.5, NCH,); 4.51 (2H, ¢, CH,Cl);
6.29 (1H, ¢, H-4). Criextp SIMP °C, 8, m. 1.: 38.8; 41.7;
50.0; 104.6; 128.7; 149.6. Haiineno, %: C 34.11; H 3.29.
CsH,C1;N,. Brruucaeno, %: C 33.76; H 3.31.

3-Tpudropmerni-5-xjaop-1-(2-xaopatui)-1H-nupason
(3j). Bpems peaxmuum 8 4. Beixon 0.398 1 (57%), xentoe
macio, Ry 0.30 (CHCL,—MeOH, 99:1). UK crextp, v, cM :
3148, 1517, 1475. Cnextp SIMP 'H, §, m. 1.: 4.28-4.44
(4H, m, CH,CH,); 6.51 (1H, ¢, H-4). Criekrp SIMP “C, &, m. 1.
(/, T'm): 48.9; 59.8; 103.8 (x, J = 2.1); 120.6 (x, J = 269.3);
129.6; 143.0 (x, J = 39.3). Cnextp SIMP “F, §, m. 1.
—62.79. Haiineno, %: C 30.69; H 2.13. C¢HsCLF;N,. Boruuc-
neno, %: C 30.93; H 2.16.

Cunre3 coequnenuii 4a—d,f—i, 5-7 (o0mas MeToauka).
Metox I. Cmecs 1 mmomp 5-xyop-1-(2-xmopatmn)-1H-
nmupazona 3a—d,f,g,i, 0.080 r (2 mmons) NaOH, 0.8 mx H,O
u 2 mi EtOH kunsaTsaT B TeueHUe yKa3aHHOTO IS KaKIOTO
nponykra 4a—d,f,g,i Bpemenn. PeakimoHHYIO0 cMech OXJIax-
narot, nobasmsaor 10 M H,O m skcrparmpyror EtOAc
(3 x 5 mam). Opranudeckuii cioit 00beIUHSIOT, TPOMBIBAIOT
5 mn H,O, 5 mn macemenHoro pactBopa NaCl, cymar
MgSO,. PacTBopuTenbh OTTOHSIOT TPU MOHWKEHHOM J1aB-
nernu. K ocratky mobasmsror CHCI; (abc.) n mpormyckaioT
4yepe3 CIIOW CHIIMKaress WM OYMIIAIOT C I[OMOIIBIO
KOJIOHOYHO# XpoMaTtorpadum.

Mertox II. Cmecs | Mmonb 5-xmop-1-(2-xmopatwn)-1H-
mupazona 3d,f,g—i, 0.225 r (2 mmons) #-BuOK, 0.036 T
(0.1 moup) nmubenso-18-kpayn-6-3¢upa B 4 M MupHIAHA
(abc.) mepeMemmMBalOT B T€UCHNE YKA3aHHOTO IS MTPOAYK-
toB 4d,f,g—i Bpemern. K peaknnonnoil cmecn 100aBISIOT
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20 mu H,O u axcrparupytor EtOAc (3 x 5 mi). Oprannye-
CKHii citoi 00benHsAI0T, mpombiBatoT HyO (3 % 5 M), 5 M
HachimenHoro pactsopa NaCl, cymar MgSQO,4. PactBopu-
TENb OTFOHSIIOT NPU MOHW)KEHHOM JnaBieHuu. K ocraTky
nobasmsior CHCl; (abc.) u mpomyckaloT uepe3 Clod
CUJIMKArejlsl WIM OYHMINAIOT C IOMOINBI0 KOJOHOYHOU
Xpomarorpapuu.

1-Bunni-3-¢penni-5-xaop-1H-mapason (4a).> Merox L.
Bpewms peaxiuu 4 4. Beixon 0.147 1 (72%), cBetno-xenrtoe
macio. UK cnektp, v, em 1: 3135, 3059, 1645, 1531, 1499.
Crextp SIMP 'H, &, M. 1. (J, T'm): 4.99 (1H, 1, J = 8.8,
yuc-CH=); 5.92 (1H, n, J = 15.3, mpanc-CH=); 6.60 (1H,
¢, H-4); 7.16 (1H, n. n, J = 15.3, J = 8.8, CH=CH,); 7.33—
7.44 (3H, m, H Ph); 7.80-7.84 (2H, m, H Ph). Cnektp
SIMP °C, 8, m. a: 102.5; 103.4; 125.9; 127.8; 128.1;
128.7; 128.8; 132.4; 152.5. Haiineno, %: C 64.93; H 4.48.
C11HoCIN,. Brruucneno, %: C 64.56; H 4.43.

1-Bunuia-5-xyop-3-(4-xanopdenni)-1H-nupazoa (4b).
Meton 1. Bpems peakmum 4 4. Beixox 0.222 r (93%),
Oenbrii mopomok, 1. mwi. 66—-67°C. UK cnektp, v, em
3139, 3093, 3048, 1646, 1496, 1443. Cnextp SMP 'H,
S, M. 1. (J, T'm): 5.00 (1H, n, J = 8.8, yuc-CH=); 5.90 (1H,
n,J=15.2, mpanc-CH=); 6.57 (1H, ¢, H-4); 7.15 (1H, n. n,
J=15.2,J=8.8, CH=CH,); 7.38 (2H, n, J = 8.1, H Ar);
7.75 (2H, 1, J = 8.1, H Ar). Cnextp SIMP “C, 8, M. n.:
102.8; 103.3; 127.1; 128.0; 128.1; 129.1; 130.9; 134.6;
151.4. Haiigeno, %: C 55.69; H 3.33. C;;HgCLN,. Brrunc-
neHo, %: C 55.26; H 3.37.

1-Bunui-5-xaop-3-(rn-roaun)-1H-nupason (4¢). Meton 1.
Bpewms peakiun 4 4. Beixon 0.094 1 (43%), cBeTnno-xentoe
Mmacno, Ry 0.52 (amoent rexcan—Et,0, 1:1). UK cmektp,
v, eM ' 3134, 3052, 3020, 1645, 1507, 1440. Cniextp SIMP 'H,
S, M. 1. (J, Tm): 2.39 (3H, ¢, CH3); 497 (1H, n, J = 8.8,
yuc-CH=); 5.90 (1H, n, J = 15.3, mpanc-CH=); 6.56 (1H,
¢, H-4); 7.15 (1H, n. n, J = 15.3, J = 8.8, CH=CH,); 7.23
(2H, n, J=7.9, H Ar); 7.72 2H, 1, J = 7.9, H Ar). Cnextp
AMP C, §, m. 1.1 21.5; 102.3; 103.2; 125.7; 127.7; 128.1;
129.5; 129.6; 138.7; 152.5. Haiineno, %: C 66.17; H 5.11.
C,H;;CIN,. Beraucneno, %: C 65.91; H 5.07.

1-Bunui-3-(4-uutpodennin)-5-xsop-1H-nupazon (4d).
Meton 1. Bpems peakmum 3 4. Brixom 0.040 r (16%).
Merton II. Bpems peaxmmu 24 4. Bexon 0.057 r (23%).
Bensrii mopomok, T. wi. 96-98°C, Ry 0.50 (3110€HT TeKcan—
Et,O, 1:5). UK cnektp, v, em ! 3136, 3094, 1646, 1601,
1514, 1439. Cnextp SIMP 'H, 5, m. 1. (J, Tm): 5.08 (1H, 7,
J = 8.6, yuc-CH=); 597 (1H, n, J = 15.3, mpanc-CH=);
6.69 (1H, ¢, H-4); 7.18 (1H, a. n, J = 153, J = 8.6,
CH=CH,); 7.98 (2H, 1, J=8.9, H Ar); 8.28 2H, n, J=8.9,
H Ar). Crextp IMP C, &, m. 1. 103.9; 104.1; 124.2;
126.3; 127.9; 128.6; 138.4; 147.8; 150.0. Haiineno, %:
C 52.58; H 3.19. C;;HgCIN;0,. Boruucineno, %: C 52.92;
H 3.23.

1-Bunua-3-nponua-5-xnop-1H-nupaszon (4f). Merox 1.
Bpems peakmpm 4 4. Beixoxg 0.090 T (53%). Meron II.
Bpems peakmum 8§ 4. Beixom 0.096 1T (56%). Csetio-
xenroe macno. UK cmektp, v, em 3128, 3095, 3064,
1646, 1529, 1442. Cnextp IMP 'H, &, m. 1. (J, I'm): 0.97
(3H, T, J=7.4, CHj); 1.66 2H, 1. x, J= 7.6, J= 7.4, CH,);
2.58 (2H, T, J= 7.6, CH,); 4.87 (1H, n, J = 8.9, yuc-CH=);



Chem. Heterocycl. Compd. 2022, 58(11), 588-597 [Xumus cemepoyurn. coeounenuii 2022, 58(11), 588-597]

5.71 (1H, n, J = 15.3, mpanc-CH=); 6.08 (1H, ¢, H-4); 7.06
(1H, 1. 1, J = 15.3, J = 8.9, CH=CH,). Cniextp SIMP “*C,
5, M. 1.: 14.0; 22.6; 30.9; 101.8; 104.9; 126.9; 128.0; 155.2.
Haiineno, %: C 56.42; H 6.52. CgH;;CIN,. Beruucaeno, %:
C56.31; H 6.50.
1-Bunnua-5-xaop-3-(1-xaopatuna)-1H-nupa3zou (4g).
Meton 1. Bpems peaknum 4 4. Beixox 0.080 r (42%).
Merton II. Bpems peaxmuu 24 4. Bexox 0.103 r (54%).
Ceetno-xenroe macio. UK cmektp, v, em: 3139, 3097,
1647, 1525, 1447. Cnextp SIMP 'H, &, M. 1. (J, T'): 1.85
(3H, n, J= 6.9, CH;); 4.97 (1H, 1, J = 8.8, yuc-CH=); 5.10
(1H, x, J= 7.0, CHCl); 5.78 (1H, n, J = 15.2, mpanc-CH=);
6.37 (1H, ¢, H-4); 7.08 (1H, n. o, J = 15.2, J = 8.8,
CH=CH,). Cniektp IMP °C, &, m. 1.: 24.7; 51.8; 103.0;
103.9; 127.7; 127.9; 155.4. Haiineno, %: C 43.89; H 4.27.
C,HgCI,N,. Beruncieno, %: C 44.01; H 4.22.
1-Bunui-5-xop-3-(1-xsopnponui)-1H-nupasoa (4h).
Merton II. Bpems peaxmuu 24 4. Bexox 0.131 r (64%),
cBeTyo-xentoe macino. UK cmektp, v, em s 3139, 3096,
1647, 1525, 1450. Cnextp SIMP 'H, &, m. 1. (J, T'n): 1.05
(3H, T, J = 7.3, CHy); 2.12 (2H, k8, J = 7.3, CH,); 4.85
(1H, T, J = 7.3, CHCI); 4.96 (1H, 1, J = 8.9, yuc-CH=);
5.77 (1H, n, J = 15.5, mpanc-CH=); 6.34 (1H, c, H-4); 7.08
(1H, n. 1, J = 15.5, J = 8.9, CH=CH,). Cniextp SIMP “*C,
o, M. 1m.: 11.4;31.6; 58.3; 103.0; 104.1; 127.6; 127.9; 154.7.
Haiigeno, %: C 46.71; H 4.90. CgH,(CI,N,. Brruucneno, %:
C 46.85; H 4.92.
1-Bunuia-5-xyop-3-(1-xa1opmerui)-1 H-nupazoa  (4i).
Meton 1. Bpems peakiun 4 4. Beixom 0.083 r (47%).
Merton II. Bpems peaxmuu 24 4. Bexog 0.103 1 (58%).
Kentoe macmo. K cnektp, v, em s 3140, 3097, 1647,
1526, 1455. Cnextp SIMP 'H, §, m. 1. (J, ['m): 4.55 (2H, c,
CHy); 4.98 (1H, 1, J = 8.9, yuc-CH=); 5.79 (1H, 1, J = 15.4,
mpanc-CH=); 6.36 (1H, ¢, H-4); 7.09 (1H, . n, J = 15.4,
J =18.9, CH=CH,). Cniextp SIMP “°C, §, m. 1.: 38.8; 103.2;
105.6; 127.8; 127.9; 150.5. Haiigeno, %: C 40.92; H 3.45.
CsHsC1,N,. Brruncaeno, %: C 40.71; H 3.42.
(1-Bununia-5-xnop-1H-nupa3zoi-3-ua)meranoia (5).
Metoxn 1. Bpems peakium 4 4. Beixoxg 0.016 t (10%),
cBeTio-xentoe macno. MK cmektp, v, cM ': 3363, 3141,
1647, 1528, 1452. Cnextp SIMP 'H, &, m. a. (J, T'm): 2.51
(1H, yur. ¢, OH); 4.65 (2H, ¢, OCH,); 4.94 (1H, o, J = 8.8,
yuc-CH=); 5.74 (1H, n, J = 15.3, mpanc-CH=); 6.28 (1H,
¢, H-4); 7.08 (I1H, n. n, J = 15.3, J = 8.8, CH=CH,).
Cnextp SIMP °C, 8, m. a.: 58.7; 102.1; 103.7; 127.4;
127.9; 153.8. Haiineno, %: C 45.60; H 4.41. C¢H;CIN,O.
Breruucaeno, %: C 45.44; H 4.45.
1-Bunui-5-xyiop-3-(3rokcumerun)-1 H-nupa3oa  (6).
Merton 1. Bpems peakmmu 4 4. Beixog 0.011 r (6%), Temuo-
Kopiunesoe Maci1o. MK criektp, v, em : 3142, 1647, 1526,
1453, 1096. Cnextp SIMP 'H, §, m. 1. (J, ['m): 1.22 (3H, T,
J=17.0, CH;); 3.55 (2H, k, J = 7.0, CH;CH>»); 4.47 (2H, c,
OCHy,); 4.93 (1H, n, J = 8.8, yuc-CH=); 5.76 (1H, x, J = 15.4,
mpanc-CH=); 6.31 (1H, ¢, H-4); 7.08 (1H, o. n, J = 15.4,
J=8.8, CH=CH,). Criextp SIMP C, 8, m. 1.: 15.7; 66.2; 66.6;
102.5; 105.3; 127.5; 128.0; 151.9. Haiigeno, %: C 51.72;
H 5.99. CgH;CIN,O. Brruucneno, %: C 51.48; H 5.94.
1-Bunui-5-xyiop-3-(3rokcumeru)-1H-nupazoa (7).
Metox 1. Bpems peakmum 4 4. Bexom 0.024 r (12%),
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TeMHO-KopuuHeBoe Macio. MK cmektp, v, oM 3138,
1649, 1523, 1450, 1099. Cnektp SAMP 'H, §, m. 1. (/, T):
1.18 (3H, 1, J = 7.0, CH3CH,); 1.46 (3H, n, J = 6.5, CHj3);
3.44 (2H, x, J = 7.0, CH;CH,); 4.48 (H, k, J = 6.5, CH);
492 (1H, n, J = 8.8, yuc-CH=); 5.74 (1H, 1, J = 15.5,
mpanc-CH=); 6.28 (1H, ¢, H-4); 7.08 (1H, a. o, J = 15.5,
J = 8.8, CH=CH,). Cniextp SIMP °C, §, m. 1. 15.5; 22.0;
64.3; 72.3;102.2; 103.2; 127.4; 128.1; 157.0. Haiineno, %:
C 54.03; H 6.55. CoH5CIN,O. Brruucneno, %: C 53.87;
H 6.53.

1-Bunni-3-nponmit-5-xiiop-1H-nupasosi-4-kapoanbaerny
(9). Meton 11. Bpems peakiuu 24 4. Beixon 0.097 r (49%),
TeMHO-KopryHeBoe Macio. MK crmektp, v, oM 2962, 2932,
2872, 2736, 1684, 1644, 1530, 1568. Cnextp SMP 'H,
o, m. 1. (J, I'm): 0.97 3H, 1, J = 7.5, CHy); 1.70 (2H, T. Kk,
J=1.17,J="15,CH,); 2.83 2H, T,J= 7.7, CH,); 5.10 (1H,
n, J = 8.8, yuc-CH=); 5.92 (1H, n, J = 15.2, mpanc-CH=);
7.09 (1H, n. n, J = 15.2, J = 8.8, CH=CH,); 9.89 (1H,
¢, HC=0). Cunextp SAMP 13C, 6, M. m.: 14.0; 21.7; 30.1;
105.5; 116.8; 127.0; 132.8; 156.3; 183.1. Haiineno, %:
C 54.60; H 5.60. CoH;;CIN,O. Brruucneno, %: C 54.42;
H 5.58.

Cunre3 coenunennii 10a,b (oOmas meronuka). Ilpu
150°C B 5 man JIM®A (abc.) BeIOEpkHBalOT 1 MMOJIB
5-xnop-1-(2-xnopankuin)-3-(1-xaopankun)-1 H-nmupazona 3gh
B TCYCHUEC YKA3aHHOT'O I KaXXIOT'o IMpOAYKTa BPEMCHHU.
Peakimonnyro cMmech oxiaxaaroT, nodasstoT 15 ma HyO,
skcTparupyoT EtOAc (3 x 5 mu). OpraHudeckuil cioi
o0wsenuHsI0T, mpomseiBatoT H,O (3 X 5 mut), 5 mu Hachl-
mienHoro pacteopa NaCl. Cymar MgSO,. IIpoaykt Beige-
JISIFOT € TIOMOIIBIO KOJIOHOYHOM Xpomarorpaduu.

3-Bunuii-5-xjop-1-(2-xaopatui)-1H-nupaszoa (10a).
Bpewmst peakiuu 2 4. Beixoz 0.166 1 (87%), skenroe Macio.
UK crextp, v, eM : 3135, 3092, 3015, 1636, 1507, 1434.
Cnextp SIMP 'H, §, m. 1. (/, T'm): 3.86 2H, 1, J = 6.6,
CH,Cl); 4.40 (2H, 1, J= 6.6, NCH,); 5.34 (1H, n. n, J=11.0,
J = 1.1, yuc-CH=); 5.69 (1H, a. n, J = 17.8, J = 1.1,
mpanc-CH=); 6.34 (1H, ¢, H-4); 6.61 (1H, o. n, J = 17.8,
J =11.0, CH=CH,). Cniextp SIMP "°C, §, m. 1.: 41.8; 50.0;
101.7; 116.4; 128.5; 128.8; 151.4. Haiineno, %: C 44.29;
H 4.19. C;HgCLN,. Beruucneno, %: C 44.01; H 4.22.

(E)-3-(ITpon-1-en-1-uwia)-5-xaop-1-(2-xjaopatui)-1H-
nmupa3oa (10b). Bpemsa peakmum 8 u. Breixoxg 0.189 r
(92%), xentoe macmo. MK cmektp, v, em ' 3138, 3015,
1665, 1510, 1455. Cnektp SIMP 'H, §, M. 1. (J, Tm): 1.85
(3H, 1, J = 6.0, CH3); 3.84 (2H, T, J = 6.5, CH,Cl); 4.38
(2H, 1, J = 6.5, NCH,); 6.16-6.32 (3H, m, H-4, CH=CH).
Criextp SIMP °C, 8, m. 1. 18.4; 41.8; 49.8; 101.4; 122.9;
128.2; 128.8; 151.5. Haiineno, %: C 46.99; H 4.96.
CsH oC1,N,. Berancieno, %: C 46.85; H 4.92.

3(5)-IIponua-5(3)-xaop-1H-nmupa3oa (11). K pactsopy
0.051 r (0.3 mmomb) 1-BuHMI-3-Tiporii-5-xiop- 1 H-iupasona
4f) B 10 max Me,CO nobGamnsitor 2% BOJHBIA PacTBOP
0.142 r (0.9 mmomp) KMnO,. IlepemenmBaior B TeueHHE
10 muH. Ocanok oTGMILTPOBBIBAIOT. DKCTparupyroT EtOAc
(3 x 5 mm). Opranuveckuii cioili OOBEAMHSAIOT, CYIIAT
MgSQO,. PactBopuTens ynapuBamOT TpPH TOHUKCHHOM
nmasienun. Beixox 0.041 r (96%). CriekTpanbHbBIE XapakTe-
PHCTHKH COOTBETCTBYIOT JINTEPATYPHBIM. >
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@aiin conpoBOAUTENBHBIX MAaTEpPHAJIOB, COJEpPMKALIUIL
crnextpsl  SIMP 'H, “C, “F Bcex CHUHTE3UPOBAHHBIX
COCMHEHUI, TOCTYIIeH Ha caiTe xypHaia http://hgs.osi.lv.
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