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Method I:
1. BF3-Et,0, Et,0, A, 2 h;
2. LiAlHg4, A, 20 h

R2 Ph

N

R1

N __O

Method I

1. Et30+BF4_, CH2C|2, rt, 18 h;

2. LiAlH4, THF, 0°C, 30 min
then A, 18 h
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BoccTaHOBIICHHE aKTHBHPOBAaHHBIX — S-(MHIOJI-3-WII)ITUPPOIMINH-2-OHOB € 00pa3oBaHMEM CMECH COOTBETCTBYIOIIUX HHIOJIII-
MIUPPOJMANHOB M HMX KOMIUIEKCOB C OOpaHOM, a TaKXKe psiJi APYTHX IpeBpalleHHil CBHIETEIBCTBYIOT O 3aMETHOM HOHMKEHHH
ANMEKTPOPHUIBHOCTH KapOOHWIEHOU TPYIIIEL B 5-UHIOIHIMUAPPOIUIHH-2 -OHAX.

KnroueBbie caoBa: 1-Gopwmi-2-(MHI0I-3-HI)IUPPOITUANHUII,
BOCCTaHOBJICHHE KOMIIJIEKCHBIMU THAPUAAMH METAJIIOB.

5-(MHIOI-3-WIT)IUPPOSTHIUH-2-0HBI,

2-(MHI0T-3-MIT)IUPPOITUANHEL,

[MpponMIMHOBBIA IUKJI BXOAUT B COCTaB LEJIOTO psja
NIPUPOJHBIX  COEAWHEHWH:  0-aMHHOKHCIOT  (IPOJIMH,
THAPOKCHUIIPOJINH), alIKaJIONI0B (HUKOTHH), U JIEKApCTBEH-
HBIX CcpeicTB (mupaneraMm, guHKoMuimH).' © He MeHee
B)XHBIMH SIBIITIOTCS. M HMHAOJICOZEPIKAIE COCIMHCHMS,
Cpear KOTOPBIX, TIOMHUMO O-aMHHOKHCIIOTHI TpHUINTO(aHa,
W3BECTHBI aJIKAJIONABI (PO3EBHH) W JIEKAPCTBEHHBIE CpEJl-
cTBa (MHIOMETAIINH, apOHUI0, BI/IHKpI/ICTI/IH).F?)

Panee MBI Hanmum ymOOHBIA TIpeTapaTUBHBIA METO[
cuHTe3a S-(MHOON-3-mwin)- U S5-(MHAOI-2-WI)IHPPOITUI0-
HOB,' UTO CIENANO 3TH COEIMHEHHs NEPCHEKTHBHBIMH B
OpraHMYecKOM CHHTe3e. M3BECTHO,” YTO MUPPONHIHH-
2-OHBI JIETKO IOJBEPTaOTCs PA3IMYHBIM MPEBPAIIECHHSM C
ydJacTHeM KapOOHWIBHOW rpynmbl. [loHMKeHHe aKTHB-
HOCTH KapOOHWJIBHON IpymNIbl B S-3aMENICHHBIX ITHPPOIIH-
JIOHAaX HaOJII0IAJIOCh paHee MPU BOCCTAHOBJIEHHH |-MeTniI-
5-(penmnmmupponuauH-2-ona.’ Halmm monsITKy mpoBeIeH s
C MHAOJIWIIHMPPOINIOHAMH IPEBPAIIEHUH, aHAJOTMYHBIX
HAMJICHHBIM JUISl 5-He3aMEeIEHHBIX THPPOIIHIOHOB,” TAKKeE
MOKa3aly 3HAYNTEJIbHOE INOHMKEHHE AaKTUBHOCTH Kap0o-
HUJIBHOM TPYINIIBI B citydae S-(MHI0II-3-1i1)TUPPOITHIUH-2-
OHOB. MpbI HaOmofamu 3TO SIBICHHE [UI  S5-WHIOJNI-
MTUPPOJIMJIOHOB ¥ UX aKTUBUPOBAHHBIX ()OPM — HMHHHUEBBIX
cojeld, W NP MHOTOYHMCIEHHBIX HEYIAuHBIX MOMBITKAX
THIPOJIN3a ¥ THAPA3HHOJIN3a TUPPOIIHIOHOBOTO IIUKJIA, U B
OTCYTCTBHE B3aMMOJAEHCTBHUS MX C MarHUHOPraHMYECKUMHU
COeAMHEHUSMHU U JpyriuMu C-HyKIIeo(HIbHBIMU areHTaMu,
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TO €cThb B TE€X CaMbIX CIyd4asx, KOrJa NpEeBpaIleHus B
IIMPPOIHIOHAX MPOMCXOAAT JOCTATOUHO JIETKO.

Bo Bcex mepednciIeHHBIX BBIIE MPEBPAIIEHUSIX TPAKTH-
YeCKH KOJIMYECTBEHHO OBUTH BBIJENICHBI HCXOIHBIE IHP-
POJIHIIOHBI, YTO CBUAETEIBCTBYET O 3HAYUTEIBHOM CTa-
OMIBHOCTH 3THX coenuHeHHH. OOBIUHBIC I MHUPPOIIH-
JIOHOB yCJIOBMS BOCCTAHOBJICHHS IO HUPPOIHAMHOB ® ¢
HCIOJIb30BaHueEM amoMoruapuna jutust B TI'® npu xuns-
YeHWU B TedeHue 24 4, TUApUAa JUTHS U Ap. (C ydeToM
HEOOXOIMMOCTH COXPaHEHHUS MHAOJBHOTO A1pa) B CiIydae
(MHIO7-3-UT)TUPPOTUINH-2-0HOB TIPUBOAMIN K HEYJOB-
JIETBOPHUTEIIbHBIM PEe3yJIbTaTaM: BBIIEJICHBI CMECH HCKOMBIX
MUPPOTHIIMHOB ¢ UCXOTHBIMHU IMUPPOIHIOHAMH € Ipeodia-
JTAHUEM TIocieHuX. [IpucyTcTBHE TaOMIBHOTO MHAOIHHOTO
(parMeHTa B MOJIEKYJIE OTPaHUYMBACT BBHIOOP AIIEKTPOPHIIL-
HBIX aKTHBHPYIOIIMX areHTOB M JEJIaeT HENpPHUEMIIEMBIM
MPUMEHEHNE TPOTOHHBIX KHUCIOT, TAJOTEHUIOB METAJIIOB
u mp. C apyroif CTOPOHBI, CIOCOOHOCTH MUPPOIHIOHOB K
TOJTMMEpPU3aINH’ He MO3BOJIHIA HCIONb30BaTh HEKOTODHIE
rajoreanpl hocdopa u cepsl U naxe TpupeHmidhochuH:
MOCTEAYyIONnIee BOCCTAHOBICHHE OOPOTHAPHUIOM HATpPHUSA
WIH aTIOMOTHAPHUIOM JIUTHS, TOMAMO UCKOMBIX MHPPOIIH-
JIMHOB, TIPUBENIO Tak)Ke K 00pa3oBaHUIO TMOOOYHBIX IIPO-
JIyKTOB: JTUMEPOB W TOJUMEPOB HHAOIMIIHPPOIHINHA
MIPH HETIOJTHOW KOHBEPCHH UCXOTHBIX MTUPPOTHIOHOB.

AKTHUBUpPOBaHNE KapOOHMWIBHOM IPYMITBI B COSANHEHHUAX
la—e oOpa3zoBaHHEM KOMIUIEKCA C TPEX(PTOPUCTHIM OOpOM
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Cxema 1
Method I:
RI R (Ph 1. BF5E,O, Et,0, A, 2 h;
N \ N. o 2-LiAH, A 20h
Method II: B
1. Etz0*BF4~, CH,Cly, rt, 18 h;
la—e 2. LiAlH,, THF, 0°C, 30 min
then A, 18 h
R R2 Ph
N { N(
. +
2a-e
aR'=R?=H; bR'=H, R?=4-MeCgHy; cR'=Me, R?=H;
dR'"=R?=Me; eR'=Me, R? = 4-MeCgH,4

MTO3BOJIACT TOYYUTh IEJICBBIC MTUPPOAINHEL 2a—€ TOJIBKO
TIpH ICHCTBHUH aFOMOTHAPHIA JUTUS (HO He Ooporuapuaa
Hatpusi) (cxema 1). B ciydae coemunenuit 1b—e Obuim
BEIJICIICHBI CMECH THPPOIMANHOB 2b—€ 1 X KOMILIEKCOB C
O6opaHoM, oOpasyromumcst U3 ¢ropuma Oopa u U3OBITKA
amomMorupuaa, — coenuHeHuil 3b—e. IlomyueHHsle cMecu
nuppoauauHoB 2b—e u komiiekcoB 3b—e ynanoce pasze-
TUTH Xpomarorpadudeckn. OmpenenuTs ImepBOHAYaIbHOE
COOTHOIIICHUE TOIYJalOUINXCs MPOAYKTOB HE IPEICTaB-
JISIeTCS BO3MOXKHBIM, TaK Kak MpH 00paboTKe PeaKIIHOHHOM
CMECH TPOHUCXOANUT YaCTHIHOE PA3IOKEHIE KOMIIEKCOB 3
(mo mawHBIM crekTpoB SIMP lH, 0OBIYHOE COOTHOIIIEHHE
mociae o00pabOTKM pPEaKIHOHHOW CMeCH KOMIIIIEKC
3 :amun 2 : muppomugon 1 ~2 :1:0.6).

Ta xe cMmechb HMHIOIWINMPPOIUAMHOB 2b—e u ux
KOMILIIEKCOB ¢ OopaHoM 3b—e ObliIa OTy4YeHA IPU aKTHBU-
poBaHMH THPpPONUAOHOB 1b—e QropOopaTomM TpUITHII-
OKCOHHUSI C TOCTCIYIONUM BOCCTAHOBJICHHEM AFOMO-
THOPUIOM JHATHS (IIPH TaKOM METOAE AKTHBUPOBAHMUS
HHIOJVIITAPPOIIMIOHOB BOCCTAHOBIICHUS OOPOTHIPHIOM
HATpUSl TaKkXKe HE NPOUCXOAMNO). VICKiIroueHWeM CTajo
BOCCTAHOBJICHHE B T€X )K€ YCIOBHSX |-OeH3mi-5-(MHIO0M-
3-wn)nupponuanH-2-oHa (1a), rae KoMIuieke ¢ 6opaHoM He
0o0pa3yeTcss ¥ MPOUCXOINT BOCCTAHOBICHHE N0 |-OcH3MII-
2-(mHIoN-3-wn)muppoauauHa (2a) ¢ XOPOIINM BBIXOJIOM
(63%) (cxema 1). BoccraHOBICHHE M30MEPHOTO COCTUHE-
Huto 1c  1-GeH3min-5-(3-MeTHITHH IO -2 - V) TAPP O IUH-
2-oHa (4a) B 3THX Xe ycioBusx (Mmerox II) Takxe mpuso-
JMT K 00pa30BaHMIO TOJIBKO COOTBETCTBYIOIIETO IUPPOIIH-
IvHa S5a (cxema 2).

Msl oOHapyXmim Takxe, 4ro 1-0eH3uin-5-[3-(4-metmi-
¢dernm)uHAON-2-1i1|nupponuauH-2-0H (4b) ObicTpo U C
XOPOIINM BBIXO/IOM BOCCTAHOBJIMBAETCS aJIFOMOTHAPHIOM

Cxema 2
(For 5a):
Method I
—_—

(For 5b): )
LiAlH4, THF
0°C, 30 min
then A, 4 h
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Pucynok 1. Ctpykrypa 1-6en3un-1-6opui-2-[2-(4-metundennn)-
1H-nanon-3-un|mupponunuaus (3b) B NpeacTaBlIeHUH aTOMOB
SJUTUIICONIaMH TEIIOBBIX Kosebauuii ¢ 50% BepOSTHOCTHIO.

IuTHSL 10 TmpponuamHa Sb o 6e3  mpeaBapuUTENhHOTO
AKTHBUPOBAaHUA KapOOHWIBHON TPYHIBl TPeX()TOPHCTHIM
6opom mwim pTopObopaToM TPUITHIOKCOHUS (cxema 2).

B UK cnekrpax Mojiy4eHHBIX COEIUHEHUN OTCYTCTBYIOT
MOJIOCHI TIOTJIOUIEHUS! KapOOHWIBHBIX Tpymm. CIeKTpsI
AMP 'H coenmuenuii 2a—e u 5a,b COOTBETCTBYIOT HX
CTPOCHHUIO, B CHEKTpax coenuHeHnit 3b—e HabmromaeTcs
3HAUUTENBHOE CMEIICHWE BCEX CHUTHAJIOB B 007acTh
cima0pIx moneii. Macc-criekTpbl coenuHeHnit 2b—e u cooT-
BETCTBYIOIINX KOMITJIEKCOB 3b—e mnpakTH4ecKu HICHTHY-
HBI, OIHAKO, KaK M OXKHJAJIOCh, B CIICKTpax OOpaHAMHHOB
3b—e [IOMOJHUTEIHLHO HAOMIONAIOTCS MUKW MaJIOil MHTEH-
cuBHOCTH (lory 3-5%), 3HaueHwe m/z KOTOpeHIX Ha 14
eAnHML OOJbIIe, YeM COOTBETCTBYIOLIMX ITHPPOJIMINHOB
2b—e. Crpykrypa KoMmIuiekca 3b OKOHYAaTENbHO YCTaHOB-
JIeHa C TIOMOIIIBIO PEHTICHOCTPYKTYPHOTO aHanm3a (puc. 1).

Takum 00pa3oM, BOCCTAaHOBJIEHHE AKTHBHPOBAHHBIX
5-(MHIO-3-MT) MPPOTUINH-2-0HOB C OOpa30BaHMEM CMECH
COOTBETCTBYIOIINX HMHIOIWIMUPPOIUINHOB U HX KOMII-
JIEKCOB ¢ OOpaHOM, a TaKkXke psAA APYIHX HpeBpaleHUi
CBHJICTEILCTBYIOT O 3aMETHOM IOHMKEHHH 3JICKTPO(HIE-
HOCTH KapOOHHWJIBHOW TPYNIBI B 5-MHAOIWINHPPOIUINH-
2-oHax. Pa3paboranHble HAMH METOJbI BOCCTAHOBJICHHS B
LIEJIOM HE SBJIAIOTCS NPENapaTHBHBIMHM, HO B HEKOTOPBIX
Cily4asx TO3BOJIAIOT TOJYYHTh WHAOIMIIHUPPOIUANHBL C
JIOCTaTOYHO XOPOIIMMHU BBIXOJAMU.

3KC]’ICpﬂMeHTaJ’ILHafl HacTb

UK cnextpsl 3apeructpupoBansl Ha npudope UR-20 B
BasemuHoBoM Macie. Crektpst SIMP 'H u °C 3aperucrpu-
poBanbl Ha criektpomerpax Bruker Avance-400 (400 MI'm)
n Agilent 400-MR (100 MI'm) coorBerctBenHo B CDCls,
BHyTpeHHul cranaapt TMC. Macc-crekTpsl 3anucaHbl Ha
npudope Bruker Autoflex II, monmzamuss Y (70 3B).
OnemeHTHbIH aHanu3 BeimonHeH Ha CHN-ananuzatope
¢upmbr  Carlo-Erba ER-20. TemmepaTypsl Iu1aBieHUs
omnpezenens! Ha npubope Electrothermal 1A 9100.

Pa3nenenne peakMOHHBIX cMecell MpoBeAeHO (uien-
xpomarorpagueii Ha cyxoi xkoionke SiO, mapku L (5/40),
amoeHT — Oen3o1. KOHTpob 3a X0J0M peakiyii, KOJIOHOY-
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HOH Xpomarorpadueil M YUCTOTOW COEAMHEHHWI ocyIe-
creiien meronoM TCX ma maactumax Silufol UV-254,
amoenT PhH-EtOAc, 10:1, nmposiBnenue B napax noja.

Hcxonueie nupponunoHsl la—e, 4a,b cuHTE3MpPOBaHBI
10 THTEpaTypHOil MeTouKe.

BoccranoBienne S-ungoamianupposmaonoB la—e
(obmas meromuka). Meron 1. K kumsiimemy pacteopy 0.07
M (0.53 mmons) BF;-Et,0 B 15 Mt abe. Et,0 no6asistor
0.25 mmons S-unponunnupponunoHa la—e. CMech Kums-
TAT B TEUCHHUE 2 4, 3aTeM OXJIaXJAIOT, MOPUUAMH J100aB-
asirot 47 mr (1.25 mmoins) LiAlHy, moce dyero cmech Kursi-
1T B TeueHue 20 4. PeaknmoHHyI0 cMech 00pabaThIBaloT
0.8 mn HaceimenHoro BogHoro pacrtsopa KF, nmepemenrn-
BaloT B TeueHue 30 MuH M0 0oOpa3oBaHHs O€JIOro ocaika
MIPOJYKTOB Pa3JIOKEHUsI, 10CIe Yero NEKaHTHPYIOT 3(hup-
HBII CJIOW M 3KCTParupyrT OCTaTok 3¢hupoM. DdupHbIe
9KCTPAKThl OOBEIUHSIOT, IPOMBIBAIOT HECKOJBKO pa3
Bomoit m cymar Hax Na,SO, Ddup ymapuparoT, cMmech
MPOJYKTOB Pa3eisioT Quien-xpoMaTorpaduei.

Meron II. K pactBopy 247 mr (1.3 mmons) Et;O'BF, B
15 mu abe. CH,Cl, mo6Gasistror 1.0 MMOJIB S5-MHIOJIWI-
MUpPPOJIUIOHA 1a—e, cMech IepeMeNInBaloT B TeUeHUE 3
W OCTaBJIAIOT HAa HOYb NMPU KOMHATHOW Temmeparype. Ha
CIEYIOUNH JEeHb pPEaKUHOHHYI0 CMECh YIapHBaloT,
0CTaTOK pacTBOpstoT B 15 mit abe. TT'®, oxnaxxnarot 1o 0 °C
n nopuusivu jobasnsror 190 mr (5.0 mmons) LiAlH,,
noanepxkuBas temmeparypy oxoso 0 °C. Cmech mepeme-
muBaloT emnie 30 MUH TPHU OXJIAXKACHHUU, 3aTeM KUILITIT B
TedeHune 18 4, mociie yero oOpadaThIBAIOT TaK K€, KaKk B
meroje 1. [TomydeHHyr0 cMech MPOIYKTOB pa3nessitoT (hrer-
xpomarorpadueii, 6opanamMuHbl 3b—e ISl OYMCTKH CyCHEH-
nupyiot B cucteme rekcan—-EtOAc, 1:1, oTguasTpoBBIBaIOT
U TIOJIy4aloT Oesible yCTOWYHMBBIE HA BO3JyXe KPHUCTAJLIBI,
KOTOpBIE IPH TIOJKUI'AHUH TOPSAT CO BCIIBIIIKOM.

3-(1-benzuamuppoauaun-2-wi)-1H-ungoa (2a). Beixon
63% (meroz I), 60% (merox IT), macno. MK criektp, v, cM ':
3400 (N-H). Crextp SIMP 'H, &, m. 1. (J, I'my): 1.80—1.82
(1H, m) u 1.94-1.96 (1H, M, 4-CH,); 2.04-2.06 (1H, M,
3-CH,); 2.19-2.21 (2H, M, 3-CHg, 5-CH,); 3.07 (1H, g,
J=13.2) n 4.03 (1H, n, J = 13.1, CH,Ph); 3.12-3.13 (1H,
M, 5-CHp); 3.70 (1H, n. n, J = 8.1, J = 8.9, 2-CH); 7.13—
7.48 (OH, m, H Ar); 7.92 (1H, o, J = 7.8, H Ar); 8.03 (1H,
yur. ¢, NH). Macc-ciektp, m/z (Iym, %): 276 [M]"(31), 233
(14), 185 (12), 157 (38), 143 (17), 130 (25), 120 (19), 117
(35), 91 (100), 65 (20). Haitneno, %: C 82.17; H 7.47;
N 9.95. C19H20N2. BBI‘H/ICJ'ICHO, %: C 8257, H 729,
N 10.14.

3-(1-bensnmuppoanauH-2-ui)-2-(4-merniapennn)-1H-
unaoJ (2b). Berxon 15% (meton 1), 17% (meton II), macno.
UK criextp, v, cM : 3400 (N-H). Criektp SIMP 'H, 8§, m. 1.
(/, Tm): 1.83-1.86 (1H, M, 4-CH,); 2.04-2.08 (2H, M, 4-CHp,
3-CH,); 2.14-2.16 (1H, m) u 2.28-2.30 (1H, ™, 3-CHp,
5 CH,); 2.47 (3H, ¢, ArCHs); 2.90 (1H, o, J = 13.6) u 3.90
(1H, o, J = 13.3, CH,Ph); 3.11-3.13 (1H, M, 5-CHp); 3.75
(1H, o. o, J = 7.8, J = 10.1, 2-CH); 7.18-7.40 (10H, M,
H Ar); 7.50 2H, n, J = 7.9, H Ar); 8.02 (1H, ym. ¢, NH);
8.26 (1H, n, J = 7.9, H Ar). Crextp SIMP “C, §, m. 1.:
21.3; 31.2; 44.1; 53.3; 58.2; 61.9; 110.6; 119.2; 120.4;
122.0; 127.9 (2C); 128.4 (2C); 128.7 (4C); 129.3 (2C); 136.3;
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136.6. Macc-cniextp, m/z (Iym, %): 366 [M(ocu.)*]"(33),
323 (34), 275 (93), 265 (15), 247 (55), 220 (28), 207 (17),
159 (24), 91 (100). Haitneno, %: C 70.44; H 6.43;
N 5.86. CyHyN,'0.5H,B40;. Brruucaeno, %: C 70.16;
H6.11; N 6.29.
3-(1-bensunnupposanaun-2-mwi)-1-merun-1H-ungoa (2c).
Boeixong 19% (meron 1), 25% (meton II), macno. Cnektp
SAMP 'H, §, m. 1. (J, T): 1.78-1.81 (1H, m) u 1.93-1.95
(1H, M, 4-CHy); 2.03-2.05 (1H, M, 3-CH,); 2.17-2.21 (2H,
M, 3-CHg, 5-CH,); 3.05 (1H, x, J = 13.1) u 4.03 (1H, n,
J=13.2, CH,Ph); 3.11-3.13 (1H, ™, 5-CHg); 3.67 (1H, n.
n,J="1738,J=8.1, 2-CH); 3.72 (3H, ¢, NCHj); 7.06-7.08
(1H, m, H Ar); 7.12-7.38 (8H, M, H Ar); 7.90 (1H, n, J = 8.2,
H Ar). Macc-crextp, m/z (Iym, %): 290 [M]" (45), 247
(31), 199 (14), 171 (66), 157 (33), 144 (57), 91 (100), 65
(20). Haitneno, %: C 83.09; H 7.89; N 9.17. CyHN,.
Brruucneno, %: C 82.72; H 7.64; N 9.65.
3-(1-benswsmmuppoanaun-2-uwi)-1,2-numerna-1 H-unno
(2d). Bexom 18% (merox I), 20% (meron II), macmo.
Crextp SIMP 'H, §, m. 1. (J, T): 1.82-1.84 (1H, m) u 1.98—
2.02 (1H, M, 4-CH,); 2.10-2.13 (3H, M, 3-CH,, 5-CH,);
2.51 (3H, c, 2-CH3); 2.96 (1H, o, J = 12.9) u 3.92 (1H, &,
J=13.1, CH,Ph); 3.12-3.15 (1H, m, 5-CHg); 3.67 (1H, a. n,
J=19,J=10.2, 2-CH); 3.69 (3H, c, 1-CHs;); 7.12-7.30
(8H, m, H Ar); 8.00 (1H, 1, J = 7.9, H Ar). Criextp SIMP “C,
6, M. a.. 10.5; 22.2; 29.4; 31.7; 53.4; 58.2; 62.3; 99.8;
108.4; 118.5; 120.4; 126.3; 127.9 (3C); 128.7 (2C); 132.8;
136.1. Macc-cextp, m/z (I, %): 304 [M]"(26), 225 (11),
211 (21), 185 (22), 171 (12), 160 (42), 159 (41), 120 (22),
91 (100), 65 (16). Haitneno, %: C 82.97; H 8.14; N 9.28.
C,1Hy4N,. Brruucaeno, %: C 82.85; H 7.95; N 9.20.
3-(1-beH3uanuppoauauH-2-ui)-1-meru-2-(4-MmeTui-
¢enun)-1H-unnoa (2e). Bexox 28% (merox 1), 31%
(meron II), macno. Cnextp SIMP 'H, 8, m. 1. (J, T'm): 1.75—
1.77 (1H, m, 4-CH,); 1.97-2.02 (3H, m, 3-CH,, 4-CHp);
2.25-2.27 (1H, m) n 3.05-3.07 (1H, M, 5-CH;); 2.50 (3H, c,
ArCH;); 2.83 (1H, n, J = 13.1) u 3.94 (1H, n, J = 13.1,
CH,Ph); 3.45 (1H, a. o, J= 7.9, J = 9.8, 2-CH); 3.59 (3H,
¢, NCH3); 7.16-7.38 (12H, m, H Ar); 8.26 (1H, 1, J = 8.1,
H Ar). Macc-cniektp, m/z (Iom, %): 380 [M]" (71), 337
(45), 289 (76), 261 (69), 234 (36), 218 (23), 159 (53), 91
(100), 65 (19). Haiineno, %: C 84.77; H 6.94; N 6.98.
C,7H,5N,. Brruucneno, %: C 85.22; H 7.42; N 7.36.
1-bensui-1-6opui-2-[2-(4-meruiigennn)-1H-unmo-
3-na|nupposmaunuii (3b). Bexox 32% (meton I1), T. .
166-168 °C (c pasn.). UK crektp: 23002400 cm™' (B—H),
3400 (N-H). Cnextp SIMP 'H, §, m. 1. (J, Tw): 1.33-1.93
(3H, m, BH3); 2.23-2.25 (1H, m) u 2.44-2.46 (1H, M,
4-CH,); 2.47 (3H, c, ArCH;); 2.69-2.72 (2H, M, 3-CH,);
3.00-3.02 (1H, m) u 3.28-3.30 (1H, ™M, 5-CH;); 3.54 (1H,
n,J=12.1)u 3.81 (1H, o, J=12.2, CH,Ph); 5.25 (1H, #. n,
J=28.1,J=102, 2-CH); 7.26-7.56 (12H, m, H Ar); 7.71
(IH, o, H Ar); 8.30 (1H, ym. ¢, NH). Macc-ciektp, m/z
(Iors %): 380 [M]" (6), 366 (11), 275 (72), 247 (56), 230
(33),220 (100), 207 (42), 159 (41), 91 (97), 65 (26).
1-Ben3una-1-6opua-2-(1-meruia-1H-unaoa-3-un)nup-
posmaunuii (3¢). Bexon 28% (meron II), 1. . 198-200 °C.

* 3nech u ganee M(0cH.) — MOJISIpHas Macca OCHOBAHHSL.
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UK crextp, v, cM ' 23002400 (B-H), 3400 (N-H). Criextp
SAMP 'H, 8, m. 1. (J, T): 1.32-2.07 (3H, M, BH3); 2.22-2.24
(2H, M, 4-CH,); 2.64-2.66 (2H, m, 3-CH,); 3.00-3.02 (1H, m)
n 3.20-3.22 (1H, m, 5-CH,); 3.54 (1H, o, J=12.1) u 3.80 (1H,
n, J = 12.1, CH,Ph); 3.86 (3H, ¢, NCH3); 5.00 (1H, m. n,
J=28.9,J=10.1, 2-CH); 7.23-7.39 (9H, m, H Ar); 7.95 (1H, g,
J = 8.1, H Ar). Macc-crextp, n/z (I, %): 304 [M]™ (4), 290
(19), 171 (38), 157 (24), 144 (100), 115 (17), 91 (77), 65 (18).
1-bensuia-1-6opui-2-(1,2-numerwii-1H-unao-3-ui)-
nuppoauaunnii (3d). Bexoa 20% (meton II), 1. mn. 181-
182 °C. MK crektp, v, cM ': 2300-2400 (B-H). Cnextp
AMP 'H, &, m. a. (J, T): 1.30-1.87 (3H, m, BH;); 2.31—
2.34 (2H, M, 4-CH,); 2.52-2.54 (1H, m) u 2.87-2.90 (1H,
M, 3-CH,); 2.63 (3H, ¢, ArCHj3); 3.03-3.05 (1H, m) u 3.29-
3.31 (1H, M, 5-CHy); 3.67 (1H, n, J = 12.1) n 3.72 (1H, &,
J =12.2, CH,Ph); 3.75 (3H, ¢, NCHj3); 4.97-5.00 (1H, m,
2-CH); 7.24-7.40 (8H, m, H Ar); 7.59 (1H, n, J = 8.2,
H Ar). Haiineno, %: C 78.72; H 8.53; N 8.21. C,;H,;BN,.
Brruucaeno, %: C 79.25; H 8.55; N 8.80.
1-ben3uni-1-6opun-2-[1-meTnii-2-(4-meruadeun)-
1H-unpon-3-un|nupposmmauauii  (3e). Breixon 13%
(meton II), T. 1. 163-165 °C. UK cnektp, v, cM ': 2300—
2400 (B-H). Crextp SIMP 'H, &, m. 1. (J, T'w): 1.32-1.79
(3H, m, BH;); 2.18-2.21 (1H, m) u 2.37-2.39 (1H, M,
4-CH,); 2.51 (3H, c, ArCH;); 2.66-2.69 (2H, M, 3-CH,);
2.92-2.94 (1H, m) u 3.22-3.24 (1H, M, 5-CH;); 3.55 (1H,
n,J=12.1) n 3.80 (1H, n, J= 12.1, CH,Ph); 3.59 (3H, c,
NCH;); 4.99-5.01 (1H, ™M, 2-CH); 7.26-7.47 (12H, M,
H Ar); 7.76-7.79 (1H, m, H Ar). Macc-criektp, m/z (Iym, %0):
394 [M]" (9), 380 (17), 337 (21), 289 (35), 261 (40), 234
(64), 159 (28), 91 (100), 65 (20).
2-(1-BenzuanuppoanauH-2-un)-3-meruit-1H-unpoa (Sa)
nony4aror mo meroay II m3 1-6eH3uin-5-(3-MeTHINHIO0M-
2-unm)nupponuauH-2-ona (4a). Beixog 59%, wacino.
UK cnextp, v, cM ' 3400 (N-H). Cnextp SIMP 'H, 5, m. 1.
(/, T'm): 1.86-1.90 (3H, M, 3-CH,4, 4-CHy); 2.19-2.21 (1H,
M, 3-CHp); 2.29-2.31 (1H, m) u 3.14-3.16 (1H, m, 5-CH,);
2.36 (3H, c, CH3); 3.20 (1H, 1, J = 13.1) u 3.91 (1H, &,
J=13.2, CH,Ph); 3.80 (1H, n. o, J = 7.8, J = 9.3, 2-CH);
7.06-7.08 (IH, M, H Ar); 7.17-7.36 (7H, m, H Ar);
7.57 (1H, o, J = 8.1, H Ar); 8.51 (1H, ym. ¢, NH). Macc-
ciextp, m/z (o %): 290 [M(ocn.)]™ (27), 260 (13),
247 (83), 246 (35), 232 (27), 231 (25), 171 (27), 157 (26),
120 (49), 101 (17), 91 (100), 40 (31). Haiineno, %: C 75.03;
H 707, N 8.64. C20H22N2'0.5H3BO3. BI)I‘{I/ICJ'ICHO, %:
C 74.76; H 7.37; N 8.72.
2-(1-BenzuanuppoananH-2-ui)-3-(4-meruiapennn)-1H-
unaoJ (5b). K pactsopy 0.10 r (0.26 Mmmoup) 1-6en3mi-5-
[3-(4-meTundennn)uamon-2-un|uupponuanH-2-osa (4b) B
10 Ma abc. TT'® mpu OXJaKASHUH ITHIAOM JOOABISIFOT
0.05 r (1.30 mmoms) LiAlH,, momnepxuBas TeMIepaTypy
okonmo 0 °C. Cmecsr mepememuBaroT eme 30 MHH TpH
OXJIQXKJICHUH, 3aTEM KHUIISATAT B TeueHue 4 4. PeaklMOHHYO
cMech oOpabaThiBarOT Tak ke, kak B mMeromax [ wu II,
nupposuauH Sb ouwmmaror xpomarorpaduuecku. Buixon
0.06 T (62%), macmo. UK cmextp, v, eM @ 3320 (N-H).
Crnextp SIMP 'H, &, m. a. (J, T'm): 1.83-1.85 (1H, M,
4-CH,); 2.00-2.04 (2H, M, 4-CHp, 3-CH,); 2.25-2.29 (2H,
M, 3-CHp, 5-CH,); 2.47 (3H, ¢, ArCH,); 3.11-3.17 (2H, M,
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5-CHg, CHAPh); 3.75-3.90 (2H, m, 2-CH, CHgPh); 7.14—
7.45 (12H, m, H Ar); 7.70 (1H, n, J = 8.1, H Ar); 8.84 (1H,
yur. ¢, NH). Crektp SIMP °C, 8, m. x.: 21.2; 29.6; 35.9;
52.9; 58.9; 60.4; 110.9; 119.1; 119.7; 121.9; 128.1 (20);
129.2 (3C); 129.5 (4C); 131.9; 133.4; 134.6. Macc-criexTp,
m/z: 366 [M]". Haitneno,%: C 79.63; H 6.45; N 7.48.
Cy6Ho6N,0.5H,CO;. Brruncieno, %: C 80.07; H 6.85; N 7.05.

PeHTreHoCTpYKTYpHBINH aHaqau3 coeguHeHus 3b.
[Ipuroansie ans PCA xpucramisl coenunHenust 3b momy-
4amT, cycrneHaupys B cMmecu rekcan—EtOAc (1:1), Oenbie
KPHUCTAJUTBl OT(QUIBTPOBBIBAIOT U CyIIaT. PEHTreHOCTpyK-
TypHBIE HCCIIeJOBaHUs MpoBeaeHs! npu 295(2) K Ha aBTO-
MaTHYECKOM PEHTTeHOBCKOM audpakromerpe STADI-VARI
¢upmel Stoe & Cie (CuKo-msmyuenue, L 1.54186 A),
OCHAIIIEHHOM TIO3UIMOHHO-YYBCTBUTEIBHBIM JETEKTOPOM
DECTRIS Pilatus-100K mon ynpaBieHHeM IporpamMmbl
X-AREA.” Vder mormnomenus MpOBEJEH IO Iporpamme
DIFABS." CrpykTypa pacumdpoBana mpsMbIMH METOIAMH
¢ ucnonp3oanneM nporpammsl SHELXS97."! Vrounenne
CIPYKTYp HpPOBOJHMIOCH 1O F° C HCMONB30BAHHEM IPO-
rpamvel - SHELXL97.'"  T'paduueckoe mpencraBinenue
CTPYKTYpPbI MOJIEKYJIBI IIOJYYEHO C HUCIOJIb30BAaHUEM IIPO-
rpammsl - ORTEP-3."2  Kpucramnorpadudeckas uHpOp-
Manusi JernoHupoBaHa B KeMOpHuIkckoM GaHKe CTPYKTYp-
HBIX TaHHbIX (HenoHeHT CCDC 912382).

Daifnpl COMPOBOIUTEIRHON WHPOPMALINH, COMEPKAIIUE
nanHele PCA  coenunenuss 3b, pocTynHel Ha caiite
xypnaia http://hgs.osi.lv.

Paboma evinonnena npu ¢unancosoii noodepoicke
Poccutickozo ¢onoa gynoamenmanvhvix ucciredosanuii
(npoexm 15-29-05785 ogpu_m u 15-54-45051 uno_a).

Cnexmpockonuss  JIMP u  penmeeHoCmpyKmypHblll
AHANU3 YACMUYHO GbINOIHEHbI C UCHONB3068AHUEM 000py00-
6aHUsA,  NPUODPEMEHHO20 NO  Npocpamme  pa3eumMs.
MI'Y.y670p (cnexmpomemp Agilent 400-MR u ougpaxmo-
memp Stoe STADI-VARI Pilatus-100K).
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