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AmunometmipoBanueM 1-(4-ankokcudenun)-2-GeHun(xa0pPeHn1)d3TaHOHOB TapagopMaTbIeTuI0OM 1
3aMEIICHHBIMU MTUIIEPa3HHAMHU B CpPelie ITaHOJA MOTy4eHHl |-(4-ankokcudennn)-3-(4-R-munepasun-1-mm)-2-
benun(xnophenmn)nponan- 1 -ousl. BzaumoneicTBreM MOCIEIHUX € aTKWI(apwiI)MarHUHATaJIoTeHUIaMU
CHHTE3MPOBAaHBI TPETUYHBIC AMUHOCTIMPTHI IUIIEPA3HHOBOTO PsAIa, KOTOPHIC Janee MepeBeICHBI B AUTHIPOX-
snopuzabl. V3ydeHo BIUsSHUE CUHTE3UPOBAaHHBIX COSAMHEHUH Ha ITpoLecchl MeTUinpoBanus onyxosnesoi JJHK

B YCJIOBMSX N Vitro.

KiroueBnle cioBa: aJ'IKI/IJl(apHH)MaFHHﬁFaJ’IOFeHHI{H, AMUHOMCETHUIIMPOBAHUEC, 3aMCIICHHBLIC MMUIICPA3UHBI,

TPETUUHbIE aMUHOCTTUPTHI, ommyxosieBas JJTHK

DOI: 10.31857/S0044460X20060182

CrpykTypHBIE (parMeHThl aMUHOCITUPTOB BXOJST
B COCTaB IIMPOKOTO Psijia BCTPEUAIOIIUXCS B MPUPOIC
MOJICKYJT U CHHTETHYECKHX JICKAPCTBEHHBIX CPE/CTB
[1]. IIupoxwit crekTp OWOIOTHUECKOTO ICHCTBHS
TPETUYHBIX aMHWHOIIPOIIAHOJIOB — HNPOM3BOJHLIX ITU-
KJIooNa [2] — MOCIY>KHJI OCHOBOM HAIIMX HMCCIIEH0-
BaHUM 110 TMOUCKY IMOTCHIMAJIbHBIX OHMOJIOTHYECKHU
AKTUBHBIX CPEJICTB CPEIM COSAMHEHUH 3TOoTO psifna. C
LIETBbI0 CO3/IaHUSI HOBBIX I(PPEKTHBHBIX JICKAPCTBEH-
HBIX CPENICTB B PAAY TPETHUHBIX aMHUHOCIHPTOB, a
TaKXe JIs1 BBISBJICHUS BOBMOXKHOM CBSI3M MEXIY HX
XUMHYECKHM CTPOCHHEM U TPOTHBOOITYXOJICBOW aK-
TUBHOCTBIO, HAMU MPOBEACH CUHTE3 HOBBLIX TPETHUY-
HbIX aMHUHOCIIMPTOB — IMPOU3BOAHBIX 3aMCIICHHBIX
nurepasuHoB [3].

HapymeHHe SIMUI'CHCTUYCCKUX MCXaHU3MOB JIC-
JKUT B OCHOBE MHOT'MX U3BCCTHBIX 336OH6BaHHﬁ, B TOM
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YHCciIe U OHKOJIOTHYECKuX. ToT (hakT, 4To SMUreHeTH-
YecKre MOIU(DUKAITIH ITOJTHOCTHIO 0OpaTUMBI, IeTIaeT
MEPCIEKTUBHBIM CO3/IaHHE MEJIMKaAMEHTOB, PETYIIHPY-
IOIMX paboTy AMUTEHETHYECKIX MEXaHU3MOB [4].

AMUHOMETHIIMpOBaHUEM |-(4-anmkokcueHm)-2-
dbenun(xmophennn)dtanonoB 1 u 2 mapadopmanb-
JIETUIOM M 3aMEICHHBIMH THIIEpa3uHAMH B CpeJe
sTaHona monyudeHsl 1-(4-ankokcudenunn)-3-(4-3ame-
IICHHbIE  THIepa3uH- 1-mn)-2-pernn(xaopdenn)-
nporan-1-ousr 3—7 (cxema 1). BzaumoneticterueMm co-
envHeHuil 3—7 ¢ ankui(apui)MarHuHATragIoreHu1IaMu
CHUHTE3MPOBaH HOBBIN s TPETHYHBIX AMUHOCIIUPTOB
8-20, HekOTOpBIE U3 KOTOPBIX [IEPEBEICHBI B AUTHIPO-
xyopuzst 21-27.

CrpoeHne MOTYYEHHBIX COCIUHEHUN MOATBEPIK-
neno nanueiMu UK, IMP 'H u 13C CIIEKTPOCKOIHH.
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R! = OMe, X = CI (1); R! = OBu, X = H (2); R! = OMe, X = CI: R? = 3-CIC¢H, (3), Ph,CH (4, 21); R! = OBu, X =
H: R%=23-Me,CgH; (5), 2,5-Me,CgH; (6), 2-Me-5-CICGH; (7); R! = OMe, X = Cl: R?= 3-CIC4H,, R3= Me (8, 22),
CeHy, (9, 23), 2-MeOC,4H, (10), Bn (11); R? = Ph,CH, R3 = C4H,, (12, 24); R' = OBu, X = H: R? = 2,3-Me,C4H;,
R3=Me (13, 25), Bn (14); R?=2,5-Me,C¢Hs, R3= Me (15, 26), Ph (16), Bn (17); R2= 2-Me-5-CIC4H,, R3= Me (18,

27), Ph (19), Bn (20).

N3ydeHo nelcTBUE MOJYyYEHHBIX COEAMHEHUN Ha
ypoBeHb MeTuInpoBaHusa omyxoneBoil JJHK B ycio-
BUSIX in vitro Ha Mmoaenu capkoMbl 180 (C-180). Brime-
nennbsle JIHK npunamnexar k AT-tuny. Konndectso
(I'++5-MI1) B HuX coctamusieT 42.04—43.90 mon%.
Hyxneotunneiii cocrta JIHK coorBercTByeT npaBu-
sam Yapradda. [anHbie 00padboTaHbl CTATUCTHYCCKU
o CrerofeHty—duiepy.

Uetkoe pazimurie Mex 1y oopasuamu JJHK u3 omny-
XOJIEBOW TKaHU MOCJIE BO3JCHUCTBUS UCCIIEYEMBIX CO-
eIMHEHNH OOHAPYKUBAETCS TOJIHKO B OTHOLICHUH CO-
nepxanud S-MI1. 13 12 ucciienoBaHHBIX COSTMHEHUI
7 TPOSIBISIFOT JEMETUIMPYIOIIYI0 aKTUBHOCTh. Coe-
muaenus 10, 14, 16, 19, 27 nmonapistoT ypoBeHb METH-
nuposanus omyxonesoit JIHK na 61, 57.8, 62.5, 67.2,
56.3% coorBercTBenHo. Coennnenus 17 (45.3%), 24
(32.8%) obnapmatot cnaboii JeMETHIUPYIOLICH aKTHB-
Hocteto. Coenuuennus 8, 9, 11, 20 nemetumupyromieit
AKTUBHOCTBIO He o00nanarorT. PaspyiieHue MeTuib-
HBIX I'pYyIIT MOXET IMPUBECTU K MHAKTHUBAIIUW T'CHOB
CYIIPECCOPOB OMYXOJIEBOTO POCTA, JNEMETUIHPYS UX
JIHK.

Taxkum 06pa3om, MOKHO 3aKJIFOUMTh, YTO CPABHU-
TEJIBHO BBICOKYIO aKTMBHOCTbH (61-67.2%) mposiBis-
10T COCTMHEHUS], KOTOPBIE B MOJOKEHUN | comeprkar
(eHUIBHBI WM 2-MeTOKCH(EHWILHBINA 3aMeCTHTE-
n. CoellMHEHWMs, CoJlepKalie METHIBHBIN, [TUKIIO-
TeKCWIIBHBIA WK OCH3WJIBHBIM (parMeHT y aroma
yriiepoja ¢ TUAPOKCHIIBHON TPYNIOH, 32 HEKOTOPHIM
HCKIIOYEHHEM, 00/1aaroT cI1ab0i aKTUBHOCTELIO HITH
AKTHBHOCTHU HE TPOSIBIISIFOT.

1-(4- Anxoxcudenmn)-2-penmn(xaopdermn)ITa-
HOHBI 1 1 2 osryyanu no Metoauke [5].

1-(4-Anxoxcupenun)-3-(4-3aMelieHHbIe THUIIe-
paszuH-1-m1)-2-pennn(xaopdenma)nponan-1-oHnl
(3-7). Cmecp 0.08 monb 1-(4-ankokcudennn)-2-de-
Hu(xiaopdenun)dtanona 1 wim 2, 2.7 v (0.09 mMomn)
napadopmansaeruaa, 0.09 Moib 3aMenIeHHOTO TTHIIe-
pasuna B 50 mu1 atanona Harpesanu (70—-80°C) Ha Bo-
nsiHoM Oane 6—7 1. [locie OTTOHKH ATaHoJa K OCTATKY
0OABIISITH BOAY M pa30aBICHHYIO COJISTHYIO KHCIIOTY
1o pH = 1-2 u skcTparupoBaiy AU THIOBBIM 3(prpoM
(GenzomoM) U1 ynaieHus! HeMpopearupoBaBIIero Ke-
toHa. K BomHoMy ciioro no6asmsuim 40%-Hblil pacTBOp
enkoro Harpa no pH = 8-9 u axcrparuposanu d3hupom
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(nmm 6ensornom) (3x100 mi). DdupHbie (OeH30IBHBIC)
9KCTPAKThI CYIIWIM Haj OC3BOIHBIM CEPHOKHUCIIBIM
HATPHEM, OTTOHSUIM PACTBOPUTENb M OCTATOK Tepe-
KPUCTAJJIM30BBIBAIM U3 STHUJIOBOIO CIIHPTA.

Juruapoxgopua 21. K agupHomy pactBopy co-
OTBETCTBYIOIIETO aMUHOKETOHA ME/ITICHHO T0OABIISITH
0 KarusiM 3(UPHBIN pacTBOP XJIOPHCTOIO BOAOPOA.
Ocanok oT(hMIBTPOBBIBAIN U MTEPEKPHUCTATITH30BBIBA-
7u u3 alc. aleToHa.

1-(4-MeTtokcudpenuni)-2-(4-xaoppenns)-3-
[4-(3-x10pennn)nunepasun-1-uwia|nponan-1-on
(3). Bexox 58%, 1. mn. 138-140°C. UK cmektp, v,
em 1670 (C=0). Crektp SAMP 'H, 8, m. n.:2.61 1. 1
(1H, CH,,J=12.5,5.3Tm), 2.62 m[4H, CH,N(CH,),],
3.08 T [4H, C(H4,N(CH,),, J=5.1Tu], 3.28 o. o (1H,
CH,, J =125, 8.5 I'n), 3.84 ¢ (3H, OCHj;), 4.96 n.
a (1H, CH, J = 8.5, 5.3 I'n), 6.66-6.73 m (2H), 6.77
T (1H, J = 2.2), 7.09 1 (1H, 3-CIC¢H,, J = 8.1 I'n),
6.90 m (2H), 7.97 m (2H, C¢H,OCHj;), 7.23 M (2H),
7.33 m (2H, 4-CIC4H,). Haiineno, %: C 66.61; H 5.52;
N 6.04. C,,H,cCl,N,0,. Beruucneno, %: C 66.53; H
5.58; N 5.97.

3-[4-(Aundpenunnmerunn)nunepasun-1-
wi|-1-(4-metokcudennn)-2-(4-xaopgpenun)npo-
nan-1-on (4). Beixox 51%, 1. . 110-112°C. UK
crektp, v, cM 1 1675 (C=0). Haiineno, %: 75.57;
H 6.27; N 5.36. C33H;;CIN,O,. Beraucaeno, %: C
75.48; H 6.33; N 5.33. luruapoxjopua (21). T. m.
189-192°C. Cnektp SIMP 'H, §, M. 1.: 2.50-3.16 M
(7H, CHCH,, C4HgN,), 3.19-3.43 m (2H, CHCH,,
C,HgN,), 3.82 ¢ (3H, OCH,), 4.00 ymr. ¢ (1H, CHCH,,
C4HgN,), 4.38 ym. ¢ (1H, CHCH,, C4,HgN,), 6.04 ym.
¢ (1H, NCH), 6.90-6.95 m (2H, Cc{H,OMe), 7.09-7.45
M (14H, C¢Hs, CH,Cl), 7.97-8.02 m (2H, C¢H,OMe),
12.45 ym. ¢ (1H, HCI). Haiineno, %: N 4.74; C111.79.
C;33H;3;CIN,O,-2HCI. Boruucneno, %: N 4.69; Cl
11.86.

HcxonHple aMUHOKETOHBI 5—7 OmMKCaHbl B paboTe
[6].

Tperuunble amuHocnupThl (8-20). K peaktu-
By I'punbsipa, nmpurorosiaeHHoMmy u3 1 r (0.04 moms)
MeTtamnaeckoro Maraus u 0.044 monp anku(apu)
MarauiranoreHuaa B 30 mi abc. TUAITHIOBOTO 3(hu-
pa, no6asnsu no kKarsaM 0.004 mons 1-(4-ankokcu-
(henmn)-3-(4-3amerieHHoro  numnepasuH-1-mi)-2-de-
HwiI(xmopgenmn)nponan-1-ona 3—7 B 20 mi alc.
a¢upa. [lomydeHHyr0 cMmech HarpeBanu 6 4, 3aTreM
OXJIXK/IATM U MEIJICHHO NTOOABJIsUIM 1O KarlisiM XO-
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JOHYIO0 BOAY. DQUPHBIA CIOW OTIENSIN, OCTaTOK
IBaYKIBI TIpoMBIBaIIH 3pupoM (2x20 mur). OObenHHEH-
HbIE Y(GUPHBIE SIKCTPAKTHI CYIITHIN OE3BOTHBIM KapOo-
HaroM Hatpusi. [locne OoTroHKH 3¢upa morydanm co-
enunenus 8-20. urnapoxmopuasr 2227 momydanu
aHAJIOTUYHO AUTHApoxJopuay 21 u mepexpucramiu-
30BBIBANIM U3 a0C. alleTOHa MJIM U3 cMecH adc. dpup—
anetoH (1:1).
2-(4-Metokcudenn)-3-(4-xaopdenun)-
4-[4-(3-xnopdenna)nunepazud-1-ua]0yran-2-oJa
(8). Brixox 70%, rycroe macno. MK crektp, v, cm
3285 (OH). Haiineno, %: C 66.86; H 6.33; N 5.71.
C,,H;(,Cl,N,0,. Beraucneno, %: C 66.80; H 6.23;
N 5.77. Jurugpoxjopua (22). T. mn. 153-156°C.
Cnextp SIMP 'H, §, m. a.: 1.62 ¢ (3H, CH;C-OH),
2.71 m (1H), 3.03-3.16 m (2H), 3.22-3.61 m (5H),
3.69m (1H), 3.86-3.93 m (2H, CHCH,, C,HxN,), 3.74
¢ (3H, OCHj;), 5.28 ym. ¢ (1H, OH), 6.67 m (2H), 6.96
M (2H, C(H,0), 6.75 . n (1H, J= 7.8, 1.6 I'ry), 6.80
noa(1H,J_8.3,23 ), 6.88 m (1H), 7.14 0. n (1H,
3-CIC¢Hy, J = 8.3, 7.8 I'm), 6.99 m (2H), 7.11 m (2H,
4-CIC¢Hy), 12.08 ym. ¢ (1H, HCI). Haiineno, %: N
4.96; Cl 12.77. C,;H;,CI,N,0,-2HCI. Bsruaucneno,
%: N 5.02; C112.70.
1-(4-MeTokcudpennn)-2-(4-xaopdenna)-3-
[4-(3-xsopdennn)nunepasun-1-uia]-1-uukiaorex-
cuwinponan-1-o04 (9). Bexon 90%, 1. . 168—170°C.
UK cnektp, v, cm': 3360 (OH). Cnexrp SIMP 'H, 3,
M. 1. 0.91-1.31 m (5H), 1.38-1.76 m (4H), 1.86 m
(1H), 2.26 m (2H), 2.53 m (1H), 2.76-2.87 m (4H),
3.27 m (4H), 3.68 m (1H), 3.77 ¢ (3H, OCH,), 6.65—
6.87m (8H), 6.79 ¢ (1H, OH), 7.08-7.18 m (4H). Haii-
neno, %: C 69.50; H 6.98; N 4.98. C;,H;3CI1,N,0,.
Brruucneno, %: C 69.43; H 6.92; N 5.06. Juruapox-
nopup (23). T. . 201-204°C. Haiineno, %: N 4.51;
Cl 11.45. C;,H;3C1,N,0,-2HCI. Bbruncneno, %: N
4.47; C111.32.
1-(2-MeTtokcudenuna)-1-(4-metoxkcude-
HI)-2-(4-xj0pphenn)-3-[4-(3-xnopenun)nume-
pasun-1-wiajnponan-1-oa (10). Beixon 62%, 1. 1
125-127°C. UK cnektp, v, cMm': 3516 (OH). Cekrp
SIMP 'H, 8, M. 1.: 2.23-2.32 m (2H), 2.34-2.43 m [2H,
N(CH,),], 2.85 n. n (1H, CHCH,, J _ 13.4, 2.6 I'n),
293 n. n(1H, CH,,J_13.4,7.5'y), 2.97-3.10 m [4H,
N(CH,) ,], 3.64 ¢ (3H, OCHj;), 3.67 ¢ (3H, OCH,),
4.15 ymr. x (1H, CHCH,, J=7.5T'1), 5.92 ym. ¢ (1H,
OH), 6.46-6.51 m (2H, 4-OCH;C¢H,), 6.65-6.74 m
(3H, Ar), 6.82—7.11 m (8H, Ar), 7.19-7.26 m (3H, Ar),
7.88 n. n (1H, Ar, J = 7.8, 1.6 I'mm). Haiineno, %: C
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68.50; H 5.99; N 4.80. C53H5,Cl,N,0O5. Brruncneno,
%: C 68.63; H 5.93; N 4.85.

2-(4-Metokcudenu)-1-penunn-3-(4-xaoppe-
H1)-4-[4-(3-xs0pphenunn)nunepa3un-1-ua|oyran-
2-041 (11). Boixon 68%, 1. 1. 194-196°C. UK cnektp,
v, cM1: 3300 (OH). Cnexrp SIMP 'H, 8, m. 1.: 2.34 1. 1t
(1H, CHCH,, J= 12.8, 3.8 I'm), 2.51-2.56 m (2H),
2.74-2.82 m (2H), 2.84-2.95 m (1H), 2.96 n (1H, J =
13.7 T'w), 3.19 o (1H, CH,Ph, J=13.7 I'n), 3.18-3.31
M [2H, N(CH,),], 3.46 n. n (1H, CH, J=10.2, 3.8 T'my),
3.75 ¢ (3H, OCH,;), 6.64-6.69 m (2H, OCH;C¢H,),
6.73 n. n (1H, CIC(H,, J = 7.7, 1.6 T'n), 6.79 1. n
(1H, CIC¢H,, J = 8.3, 2.3 T'm), 6.84—7.00 m (10H, Ar),
7.11-7.17 m (3H, Ar), 7.18 ym. ¢ (1H, OH). Cuekrp
SIMP 13C, 8, M. 1.: 46.2, 47.9, 50.4, 52.5, 54.2, 59.5,
79.0, 111.6, 113.4, 115.0, 118.4, 124.9, 126.5, 126.8,
128.2,129.5, 130.5,131.1, 131.6, 133.9, 137.1, 138.2,
151.6, 157.4. Hatineno, %: C 70.64; H 6.03; N 4.91.
C;3H;5,CLN,0O,. Beraucneno, %: C 70.58; H 6.10; N
4.99.

3-[4-(AudpennameTuJ)NiunepasuH-
1-una]-1-(4-meToxcudenni)-2-(4-xaopdenn)-
1-muknorekcuinponan-1-on (12). Brixon 89%,
T. . 218-221°C, UK cnektp, v, cM~': 3420 (OH).
Cnextp SIMP 'H, §, m. 1.: 0.84-1.30 m (5H), 1.39-1.64
M (4H), 1.83 m (4H, 1H, C4H,)), 2.14-2.25 m (2H),
2.32-2.79 m (9H, CHCH,, C¢H,, C,HgN,), 3.59 m
(1H, CHCH,), 3.75 ¢ (3H, OCHj;), 4.26 ¢ (1H, NCH),
6.63 M (2H), 6.75 m ( 2H, C4H,0), 6.72 m (2H), 7.10
M (2H, CcH,Cl), 7.11-7.17 m (2H), 7.20-7.27 m (4H),
7.35-7.41 m (4H, 2C¢Hs), 7.53 ¢ (1H, OH). Haiine-
HO, %: C 77.91; H 7.57; N 4.54. C3yH,5CIN,O,. BbI-
yucneno, %: C 76.89; H 7.44; N 4.60. IurugpoxJio-
pun (24). T. mn. 185-188°C. Haiineno, %: N 4.05; Cl
10.46. C;4H,5sCIN,O,-2HCI. Berancneno, %: N 4.11;
C110.39.

2-(4-n-byTokcupenni)-4-[4-(2,3-numernnde-
Hujg)nunepasun-1-mwi|-3-pennadyran-2-ox  (13).
Brixon 61%, rycroe macno, UK cnektp, v, em b
3261 (OH). Haiineno, %: C 78.84; H 8.79; N 5.68.
C3,H4,N,0,. Berunceneno, %: C 78.97; H 8.70; N 5.76.
Jurugpoxaopun (25). T. mn. 210-213°C. Coekrp
SIMP 'H, §, m. 1.: 0.99 T (3H, CH;, Bu, J = 7.3 I'n),
1.49 m (2H, CH,CH3;), 1.61 ¢ [3H, CH;C(OH)], 1.73
M (2H, CH,CH,0), 2.11 ¢ (3H, CH;-Ar), 2.21 ¢ (3H,
CH;-Ar), 2.70-2.89 m (2H), 2.99 n (1H, J = 12.4),
3.11-3.44 m (5H), 3.56 n (1H, J=11.3 I'ry), 3.85-3.97
M (2H, CHCH,, C,HgN,), 3.89 T (2H, OCH,, J =

6.4 I'n), 5.46 ¢ (3H, CH,-Ar, OH), 6.64 m (2H), 6.94
M (2H, C4Hy), 6.82-7.03 m (5H), 7.12-7.17 m (3H,
CeH;+ CcHs), 11.90 ym. ¢ (1H, HCI). Haiineno, %: N
5.10; C112.77. C5,H4,N,0,-2HCI. Beruucneno, %: N
5.01; C112.67.
2-(4-n-ByTokcudenni)-4-[4-(2,3-numetunde-
Hua)nunepasun-1-uial-1,3-gudennndyran-2-o4
(14). Beixog 70%, T. . 197-198°C. UK cnextp, v,
cm': 3280 (OH). Cnektp SIMP 'H, §, m. a.: 1.00 T
(3H, CH;,Bu,J=7.4Tn), 1.44-1.57m (2H, CH,CHj;),
1.69-1.79 m (2H, CH,C,Hs), 2.16 ¢ (3H, CH;-Ar),
2.24 ¢ (3H, CH;-Ar), 2.34 0. n (1H, CHCH,, J = 12.8,
2.5 '), 2.45-2.61 m (2H), 2.82-3.02 m (7H), 3.16 1
(1H, CH,Ph,J=13.7Tn), 3.46 n. n (1H, CH, J=11.6,
2.5 T'm), 3.90 T (2H, OCH,, J = 6.4 '), 6.61-6.66
M (2H, CcH,OBu), 6.80-7.04 m (12H, Ar), 7.16-7.22
M (3H, Ar), 7.78 ym. ¢ (1H, OH). Haiineno, %: C
81.18; H 8.19; N 4.92. C;3HysN,O,. Beruucneno, %:
C 81.10; H 8.24; N 4.98.
2-(4-n-ByTokcudenni)-4-[4-(2,5-numerunde-
Hug)nunepa3un-1-mwil-3-pennadyran-2-oa  (15).
Brixon 65%, rycroe macnmo. UK cnektp, v, em :
3370 (OH). Haiineno, %: C 79.04; H 8.76; N 5.71.
C5,H4oN,O,. Boraucneno, %: C 78.97; H 8.70; N
5.76. Juruppoxaopux (26). T. mn. 210-213°C.
Cnexrp SIMP 'H, 8, M. 1.: 0.99 T (3H, CH;, Bu, J =
7.3T'm), 1.49m(2H, CH,CHj;), 1.61 ¢c[3H, CH;C(OH)],
1.73 m (2H, CH,CH,0), 2.14 ¢ (3H, CH;-Ar), 2.28 ¢
(3H, CH;-Ar), 2.65-3.59 m (9H), 3.86-3.98 M (2H,
CHCH,, C4HgN,), 3.90 T (2H, OCH,, J=6.4I'1), 5.31
yur ¢ (1H, OH), 6.64 m (2H), 6.94 m (2H, C¢H,), 6.73
n. 1 (1H, CgH,, J= 7.6, 1.6 T'm), 6.80 o (1H, C¢Hj;,
J=1.6T"n), 6.92-6.97m (3H), 7.13-7.17m (3H, CcH;+
CeHs), 11.96 ym. ¢ (1H, HCI). Haiigeno, %: N 4.97;
Cl12.75. C3,H4»)N,0,-2HCI. Boruucneno, %: N 5.01;
Cl12.67.
2-(4-n-ByTokcudenni)-3-[4-(2,5-numerunde-
HuiI)nunepa3ud-1-mia|-1,2-qudpennanponan-1-o
(16). Beixog 81%, T. . 212-214°C. UK cnextp, v,
em!: 3300 (OH). Cnextp SIMP 'H, §, m. 1.: 0.94 T
(3H,CH;,Bu,J=7.3Tm), 1.37-1.49 m (2H, CH,CH,),
1.61-1.70 m (2H, CH,C,H;), 2.11 ¢ (3H, CH;-Ar),
2.25 ¢ (3H, CH;-Ar), 2.23-2.38 m [4H, N(CH,),],
2.72-2.80 m (5H), 2.83-2.88 m [1H, CH, + N(CH,) ,],
3.80 T (2H, OCH,, J=6.4 1), 3.92 n. n (1H, CH, J =
5.5, 3.6 I'n), 6.51-6.56 m (2H, C4H,OBu), 6.66 1. 1
(1H, C¢H;,J=17.6,1.6 '), 6.74 ym. ¢ (1H, OH), 6.90
1o (1H, C¢Hs, J=7.6T'm), 6.99-7.19 m (6H, Ar), 7.24—
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7.36 M (5H, Ar), 7.61-7.66 m (2H, Ar). Haiineno, %:
C 80.95; H 8.14; N 5.17. C5;H44N,0O,. Beruncneno,
%: C 80.98; H 8.08; N 5.10.

2-(4-n-bByroxcudenni)-4-[4-(2,5-numerunde-
HuI)nunepasud-1-uial-1,3-1upennadyran-2-oa
(17). Bexog 59%, 1. . 199-201°C. UK cnexrp, v,
cm': 3060 (OH). Cnexrp SIMP 'H, §, m. 1.: 1.00 T
(3H, CH;,Bu,J=7.4Tn), 1.45-1.57m (2H, CH,CHj;),
1.69-1.79 m (2H, CH,C,Hs), 2.19 ¢ (3H, CH;-Ar),
2.29 ¢ (3H, CH;-Ar), 2.34 n. n (1H, CHCH,, J =12.5,
2.3 T'm), 2.44-2.60 m (2H), 2.81-3.05 m (8H), 3.16 1
(1H, CH,Ph,J=13.7T1),3.46 1. n (1H, CH, J=11.5,
2.5Tm), 3.91 t (2H, OCH,, J = 6.4 T'n), 6.61-6.66 m
(2H, C(H,OBuU), 6.72 1. n (1H, C¢H5, J=7.7,1.2 '),
6.83—6.93 M (5H, Ar), 6.94-7.04 m (6H, Ar), 7.15—
7.22 m (3H, Ar), 7.80 yur. ¢ (1H, OH). Haitneno, %: C
81.15; H 8.29; N 4.91. C33H4¢N,O,. Beruncneno, %:
C 81.10; H 8.24; N 4.98.

2-(4-n-byrokcudennn)-4-[4-(2-meTuia-5-xaop-
(penna)nunepasun-1-nial-3-gpennndyran-2-o (18).
Brixon 68%, ryctoe macno. UK cnektp, v, em 1 3460,
3338 (OH). Haiineno, %: C 73.51; H 7.82; N 5.48.
C;,H;39CIN,O,. Boruucneno, %: C 73.42; H 7.75;
N 5.52. Juruapoxjopun (27). T. mn. 208-211°C.
Cnektp SIMP 'H, §, M. 1.: 0.99 T (3H, CH;, Bu, J =
7.3Tm), 1.49m (2H, CH,CH;), 1.61 c[3H, CH;C(OH)],
1.73 m (2H, CH,CH,0), 2.17 ¢ (3H, CH;-Ar), 2.75 M
(1H), 2.93 M (1H), 3.05-3.48 M (6H), 3.57 m (1H),
3.85-3.97 m (2H, CHCH,, C,HgN,), 3.90 T (2H,
OCH,, J = 6.4 I'n), 6.64 m (2H), 6.95 m (2H, C4H,),
6.91-6.97 m (4H), 7.06 n (1H, C¢H, J=8.1T), 7.12—
7.17 m (3H, C¢H; + C¢Hs), 11.99 ym. ¢ (1H, HCI).
Haiineno, %: N 4.94; C1 12.17. C5;H3¢CIN,0,-2HCI.
Boruncneno, %: N 4.83; C112.22.

1-(4-n-ByTtokcudennn)-3-[4-(2-MeTnJi-5-xJop-
penna)nunepasun-1-ual-1,2-qudenunanpo-
nan-1-oa (19). Bexon 79%, 1. mn. 156-157°C. UK
crekTp, v, cM~': 3060 (OH). Criextp IMP 'H, §, M. 11.:
0.94 T (3H, CH;, Bu, J = 7.3 T'm), 1.37-1.49 m (2H,
CH,CH,), 1.61-1.70 m (2H, CH,C,Hs), 2.14 ¢ (3H,
CH;-Ar), 2.24-2.40 m [4H, N(CH,) ,], 2.73-2.79 M
(5H), 2.84-2.89 m [1H, CH, + N(CH,) ,], 3.80 T (2H,
OCH,,J=6.4T1),3.92 0. n (1H, CH, J=5.5,3.4 '),
6.50-6.55 m (2H, C(H,OBu), 6.86 1. n (1H, C¢Hs, J =
8.0,2.1Tm), 6.90 n (1H, C¢H;, J =2.1Tm), 6.97-7.17
M (7H, Ar), 6.98 ym. ¢ (1H, OH), 7.24-7.34 m (4H,
Ar), 7.61-7.65 m (2H, Ar). Haiineno, %: C 76.04;
H 7.32; N 4.85. C34H,,CIN,O,. Brruncneno, %: C
75.97; H7.26; N 4.92.
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2-(4-n-byTokcupenun)-4-[4-(2-meTna-5-xaop-
¢pennm)nunepasun-1-mil-1,3-1upennndyran-2-oa
(20). Boixon 80%, T. mi. 223-225°C. UK cnextp,
v, cM~': 3345 (OH). Cnektp SIMP 'H, §, m. a.: 1.00
T (3H, CH;, Bu, J = 7.3 I'm), 1.45-1.57 m (2H,
CH,CH,), 1.69-1.79 m (2H, CH,C,H;), 2.22 ¢ (3H,
CH;-Ar), 2.35 o. n (1H, NCH,CH, J = 12.7, 2.5 '),
2.46-2.60 m (1H), 2.82-3.06 m [8H, N(CH,) ,], 2.94
1o (1H, CH,Ph, J=13.7 I'm), 3.16 n (1H, CH,Ph, J =
13.7T),3.46 . n (1H, CH, J=11.4,2.6 '), 3.90 T
(2H, OCH,, J=6.4T'n), 6.61-6.66 m (2H, C;H,OBu),
6.84-7.03 m (11H, Ar), 7.08 1 (1H, C¢H;, J= 8.1 I'n),
7.18-7.22 m (3H, Ar), 7.63 ym. ¢ (1H, OH). Hatineso,
%: C 76.12; H 7.48; N 4.84. C3;H4;CIN,O,. Bpruuc-
neHo, %: C 76.20; H 7.43; N 4.80.

UK cnekrpsl cHsiTh Ha ipubdope Nicolet Avatar 330
FT-IR B BazenuuoBoM Macie. Criekrpsl IMP 'H u 13C
3apEruCTPUPOBaHbl Ha crekTpoMmerpe Mercury-300
Varian B IMCO-ds—CCl,, BHyTpeHHHUIl cTaHmapT —
TMC. Temmeparypsl IIaBJICHUS OMPeNeICHBI Ha IIPH-
oope Boetius.
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Aminomethylation of 1-(4-alkoxyphenyl)-2-phenyl(chlorophenyl)ethanones with paraformaldehyde and
substituted piperazines in ethanol gave 1-(4-alkoxyphenyl)-3-(4-R-piperazin-1-yl)-2-phenyl (chlorophenyl)-
propan-1-ones. Reaction of the latter with alkyl (aryl) magnesium halides furnished tertiary amino alcohols of
piperazine series, which were further converted to dihydrochlorides. The effect of synthesized compounds on
the processes of tumor DNA methylation in vitro was studied.

Keywords: alkyl (aryl) magnesium halides, aminomethylation, substituted piperazines, tertiary amino alcohols,
tumor DNA
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