JKYPHAJI OPTAHUYECKOH XUMMH, 2023, mom 59, Ne 5, ¢. 573-581

VIK 547.233 + 547.59

CHUHTE3 U BUOJTOT'NYECKAA AKTUBHOCTD
4-OPTOPOEHUILTUKJIIOI'EKCHJI-
(TETPATUAPOIINPAHUI)METU/IBAMEINIEHHDBIX
APUJTOKCHUITPOITAHOJTAMMWHOB

© 2023 1. A. A. Arekan® *, I. T. Mxpsin?, I. C. Meaunxsn®, I. A. Ianocsin?,
A. C. Harunsin?, A. C. I'puropsu?, I. B. Tacnapsn®

& Hayuno-mexnono2uueckuil yenmp opeanudeckoi u gapmayesmuyueckou xumuu HAH Pecnyonuxu Apmenus,
Apmenus, 0014 Epesan, npocn. Azamymsn, 26
b Epesanckuii 2ocyoapemeennviii ynusepcumem, Apmenus, 0025 Epesan, yn. A. Manykana, 1
*e-mail: aaghekyan@mail.ru

[Moctynuia B pepaxuuio 20.04.2022 r.
[Mocne nopadotku 19.05. 2022 1.
[Mpunsra k myonukamu 20.05.2022 1.

ANKUIMpoBaHUEM HUTpHIIA 4-(OTOP(HEHNITYKCYCHOM KUCIOTH JUOPOMICHTAHOM H 2,2-TIXJIOPIUITHIIOBEIM 3(H-
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BBEJIEHUE

AMHMHOCIMPTB MMEIOT OOJIBIIOE MPAKTHYECKOE
3HAYEHUE U MPECTABISIOT 3HAYUTEIbHBI HHTEPEC B
KaueCTBE MOTCHLHUAIBHBIX OMOJOTMYECKH AKTUBHBIX
coequHeHnH. CTPYKTypHBIE ()parMEeHThl aMUHOCITHP-
TOB BXOJAAT B COCTaB LIIMPOKOTO Psijia BCTPEYAIOLINXCS
B NPHUPOJE MOJIEKYI M CHHTETHYECKHX JIEKaPCTBEH-
HBIX CpEJCTB, TMPOSBISAIONIMX CIIA3MOJUTHYECKHE,
CellaTUBHBIE, MECTHOAHECTE3HPYIOLIUE, aHAJIBIETH-
YecKue, aHTUTUIEepPIIIMKeMUYecKue, aHTHApUTMHU-
yeckue u ap.ceoiictea [1-3]. IIpoaykTsl amuHONM3a
IIMIHAIAIOBBIX TIPOU3BOIHBIX ITUPOKO IPUMEHSIOTCS
B MEIHIMHE NpPHU JICYCHUHU IVIa3HBIX 3a00JeBaHUM, a
TaK)KE PA3IUYHBIX MOCTHAPKOTHUYECKHX CHHIPOMOB,
OHU SBISIIOTCS MHrHOUTOpamMn BUY-niporeasb n 00-
JagaroT QYHIHUUAHOW aKTUBHOCTBIO [4—0]. [loaTomy
HMHTEpEC K CHHTE3y COCOUHEHHM, COIEpIKAIUX AMH-
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HOCIIMPTOBBIN ()parMeHT, He 0CJIadeBaeT U OCTACTCS B
LIEHTpE BHUMAaHUs uccienonarenei [7, 8].

PE3VIIBTATBI 1 ObCYXIAEHUNE

Panee HamMu ObUT ONMMCAH CHHTE3 aMHHOIIPOTIAHO-
JIOB, colepKamux (eHWI- U 7-TOTMWIIUKIONEHTaHO-
BbIe(TETParuIponupaHoBbie) (pparMeHThl, KOTOpHIC
o0y1aany CUIbHOBBIPAKEHHON CHUMIIATOJIMTUYECKON
Y aHTHAPUTMUYECKOW aKTUBHOCTHIO [9, 10]. B mpo-
JIOJDKEHUE 3TUX MHCCIIeOBaHMN M B IUIaHE TOMCKA
HOBBIX OMOJIOTHYECKH aKTHBHBIX COCAMHEHHH B Ha-
CTOSILLIEH CTaThe ONUCAH CHHTE3 apUJIOKCHUIIPOIAHO-
JJAMUHOB, B OEH30JbHOM KOJbIIE aMHHHBIX KOMIIO-
HEHTOB KOTOPBIX 0053aTENBbHO TPUCYTCTBYET aToOM
¢TOpa, HAIMYKE KOTOPOTO YacTO ONMpEeIsieT BBICO-
KyI0 OMOJOTHYECKYI aKTUBHOCTHh coeamHeHuit [11,
12].
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RI=R2=H,R3=F (k); Rl=R2=Cl, R3=H (I); Rl = CHg, R2 = R3 = H (m): RL = OCH3, R2 = R3 = H (n):
R1=CI,R2=R3=H (0); 4, X = CHy: R = H (a); CH3 (b); X = 0: R = H (c); CH3 (d).

B kauecTBe KII04€BOTO MPOLYKTA HAMHU HCIOJIb30-
BaH 4-¢propdenunaneronntpui. B nuteparype onu-
CaHBI METOIBI CHHTE3a HUTPWIOB 1-(4-propdennn)-
nukiorekcan- - 4-(4-gropdennn)rerparunpo-2H-
nupan-4-kapOoHOBeIX  kucimotr la, b peakimeit
4-bropdennnaneToHuTpuiIa ¢ AUOPOMIICHTAHOM H
2,2-muOpoMIN3TIIIOBBIM 3(GUPOM C HPUMEHEHHEM
THIpHUIa HATPHUS B MUHEPAILHOM Maciie M MOCIIeayIo-
e OYUCTKOM Ha KOMOHKE. AMUHBI 24, D GbL1n BhIIE-
JIEHBI BOCCTAHOBJIEHHEM HUTPHIIOB B 3TAHOJIE B IPHU-
cyrcTBuu Karanm3aropa Ni/Re B aBrokmase [13, 14].
Hamu vutpuiiet 1a, b momy4denst ¢ 67—70% BbixogamMu
[P NPOBEACHUM KOHAeHcauuu 4-dropdenunnanero-
HuTpmia ¢ 1,4-1uOpoMIeHTanoM U 2,2-TUXJIOPIAUITH-
70BBIM 3¢upom B cpene MDA B mpuCyTCTBUHN €IKO-
ro HaTpa M OYMIIEHBI NeperoHkoi. BoccranoBnenue
BbILLICYKa3aHHBIX HUTPHJIOB IIPOBEACHO aJTIOMOTUAPH-
JIOM JIUTHSI, U aMHHBI 2a, D MoJgy4eHbl ¢ BHICOKMMHU
BbIXozaMu. B3anMoaecTBEM TOCIEAHNUX C pa3ind-
HBIMHU 3aMELICHHBIMU 1O OCH30JIbHOMY KOJIBILYy apH-
JIOKCUMETHJIOKCUPAaHAMH CHHTE3HPOBAHBl LICJIEBBIC

ApUIIOKCUIIPONIAaHOIAMUHBI, OXapaKTePU30BAHHBIC B
BHJIE THAPOXJIOPUIIOB 3a—0.

CoenuHenus, coaeprKaliie aMUHOIPONaHOIbHBIN
(parMeHT, MOTYT CIIy)KHUTh UCXOJHBIMH B CUHTE3€ Ta-
KO reTepolMKINYECKON CUCTEMBbI KaK OKCA30JIUIUH.
C aroii niensio ruapoxaopuast 3a, b u 3g, h gelicTeu-
em 20% Boanoro pactsopa NaOH nepeseneHs! B oc-
HOBaHMs, U UX peakuuel ¢ GOpMaIMHOM MOTYy4EHBI
cooTBeTcTBYIONTHE OKcazonuauuel 4a—d. B UK cmek-
Tpax MOCIETHUX OTCYTCTBYIOT MOJIOCHI TOIVIOLIEHHUS,
xapakrepHsbie 11 NH u OH rpynm, a B ciektpe AMP
'H npucyTcTByroT curHansl IByX NMpPOTOHOB, COOT-
BeTcTBytonue nporonam rpynmnsl OCH,N B oOnactu
3.81-3.83 1 3.90-3.93 m.x. (cxema 1).

CTpoeHHUE ¥ YUCTOTA IMOJyYCHHBIX BEIECTB TMOJI-
TBEPXKICHBI (PU3NKO-XUMHUECKUMH METOJaMHU U TOH-
KOCJIOWHOM XpomMaTtorpadueii.

B ompiTax Ha W30MUPOBAHHOM CEMSBBIHOCSIIEM
MIPOTOKE KPBICHI M3Y4YEHO NEHCTBHE COJICH CHHTE3U-
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POBAaHHBIX COEIMHEHUH Ha CEPIETHO-COCYIUCTYIO CH-
creMy 1o [15], B KauecTBE KOHTPOJISI UCHOIb30BaHBI
OeraHuauH ¥ TponpaHoioi. CoeIuHEHUs] UCTIBITHI-
BaJIUCh B KOHEUHOU KoHIeHTpanuu 0.05 MKMOJIB/MIL.
HccnenoBanus mokaszaiu, 4to coenuHeHus 31, 3m u
30 BBI3BIBAIOT OJIOKAAY CHMITATHYCCKUX OKOHYAHHUI
B OTBET HAa HEPBHBIN MUMITYJIbC U TPOSIBIISTIOT CHIIBHOE
U JJIUTEIBHOE CHUMIIATOJIUTHUECKOEe aelicTBue Ha 10
(84-96%) u Ha 60 (66—-89%) MuH, a TaKKe CUIHHOE
KpaTKOBPEMEHHOE aJIPCHOJUTHYECKOE JCHCTBHE Ha
10 (78-86%) muH. OcTanbHbIe coennHEeHHs 00mIana-
IOT KPaTKOBPEMEHHBIM CHMITATOTHTUYESCKUM H aJpe-
HOJIUTUYCCKUM JICHCTBUEM.

WzyueHo Takxke BIMSHUE COCIMHEHHH Ha aKTUB-
HoCThb (pepmeHTa MOHOAMHHOKcHAa3bl (MAOQ) B ycio-
BUSIX in vitro [16]. B kauecTBe KOHTPOJIS HCTIOIB30BaH
naruoutop MAO — unnonas. 3a 100% npuHsATa UH-
TEHCUBHOCTb [I€3aMHHUPOBAHUS CEPOTOHHMHA B KOH-
TPOJIBHBIX Npo0Oax. MccienoBanus nokasaiu, 4To co-
enuHeHus 3e, 3m u 4d B KoHIIEHTpauu | MKMOJIB/MIT
YTHETAIOT JIe3aMUHUPOBaHHE CEPOTOHMHA Ha 62, 76 u
72% CcOOTBETCTBEHHO, a coeauHenue 4b —na 90%.

OKCIIEPUMEHTAJIBHA S YACTb

UK cnekrpsl cHATBI Ha crnekTpomerpe Nicolet
Avatar 330 FT-IR (CIIA) B Ba3zennHOBOM Macie,
ciextpsl SIMP 'H u '3C - na cnekrpomerpe Varian
Mercury-300 (CIIA) B IMCO-d¢, pabouast gactoTa
300 MI', BayTpennuii crangapt TMC. Temnepatypsr
IUIaBJICHUS OIpEICIeHbl Ha MUKPOHArpeBaTeIbHOM
cronuke «Boétiusy (I'epmanust). TCX mpoBenena Ha
mwiactuHax Silufol UV-254, nmonmsmxHast daza s
THIIPOXJIOPUIOB 3a—0 — OyTaHOJI—yKCYyCHasl KUCIIOTa—
Boza (10:1:3), s oxcazonmuauHoB 4a—d — GeH30I—
aneroH, 3:1. mposiBuTens — napsl noaa. Bee ucnosnb-
30BaHHBIC PEAKTHBbBI COOTBETCTBYIOT CTAHAAPTY «XU».

Hutpun 1-(4-¢propdenna)ukiorekcankapoo-
HOBO# KucaoThI (1a). K pactBopy 27.0 T (0.2 Moib)
4-propoenzmiuanuaa B 150 mur abc. aumeTHii-
(dbopmamuia py NepeMEIIUBaHUN TPUOABIISIN 16 T
(0.6 monw) mopomkoo6pasznoro NaOH, uepe3 0.5 u
npubassu 46.0 T (0.2 Moyp) TUOpOMITEHTaHa C Ta-
KOW CKOPOCTBIO, YTOOBI TemIeparypa MOJHUMAIIACh
He Bbie 55-60°C u nepeMemmBaii Npu 3TOH TeM-
neparype 4 4. [1o oxnaxaeHnu K cMeCH MpHOaBIISIIH
100 M 6en3ona u 200 M1 BOJIBI, OpTaHUYECKUN CIIOH
OTJIEIISUTH, BOJHBIA DKCTPArupoBain 2 pa3a OCH30JIOM.
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OObeHEHHBIE OCH30JIBHBIE DKCTPAKTHI IMPOMBIBA-
M BojoH, cymuian MgSO,, OTTOHsIN pacTBOPUTEb
U OCTaTOK TMEperoHsuiu B Bakyyme. Boixox 27.2 T
(67.2%), t.xum. 130-135°C (2 mm pr.cr.), Ry 0.51
(6erzon—sdup, 10:1). UK criektp, v, cM~': 2220 (CN).
Cnextp IMP 'H, 8, m.1.: 1.25-1.33 M (1H), 1.75-1.91
M (7H) n 2.15-2.19 m (2H, C¢H,(), 7.08-7.15 m (2H)
u 7.41-7.48 m (2H, C¢H,). Haiineno, %: C 77.12; H
6.87; N 6.77. C;3H4FN. Beruucneno, %: C 76.82; H
6.94; N 6.89.

Hutpna 4-(4-¢proppennia)rerparuapo-2H-nn-
paH-4-kap6oHoBoii kucaoTsl (1b). [loayuen anamo-
ruyHo HuTprity la u3 27.0 v (0.2 monb) 4-dropben-
swmuanuga 1 28.6 T (0.2 MoiIb) IUXJIOPAUITUIOBO-
ro s¢wupa. Bexox 29.0 r (70.7%), T.xun. 145-149°C
(2 mm prer), Ry 0.53 (6enzom—-odup, 10:1). UK
CIIEKTp, V, cM 1 2220 (CN). Cunextp SAMP H, §, M.
1.96-2.15 m [4H, C(CH,),], 3.38-3.48 M (2H) u 3.70—
3.80 m [2H, O(CH,),], 7.16-7.21 m (2H) u 7.32-7.37
M (2H, C¢H,). Haiineno, %: C 70.45; H 5.78; N 6.71.
Cy,H,FN. Beraucneno, %: C 70.23; H 5.89; N 6.82.

[1-(4-PTOopdheHnT)HUKIOTEKCHI |MEeTHIAMHAH
(2a). K cycnenzun 5.3 t (0.14 Moab) aqroMOTHIPH-
na mutast B 150 mu abc. adupa npubasmsm 14.2 T
(0.07 monp) Hutpmia 1a B 100 M 6eH3071a U peakiu-
OHHYIO cMech kunsatwin 18 4. Komruieke pasmnaraiau
BOJIOH, OT(QUIBTPOBBIBAIN, (PUIBTPAT CYIIUIH, OTIO-
HSUIM PacTBOPUTENb U OCTATOK IEPEroHsuH. Bbixon
10.2 r (70.3%), T.xun. 120-125°C (2 mm pr.ct.), Ry
0.48 (6enzon—auetoHn, 1:2, napet NHy). Criextp AMP
'H, §, m..: 0.68 ymc (2H, NH,), 1.23-1.41 m (3H),
1.45-1.59 M (5H) u 2.02-2.12 m (2H, C¢H,), 2.56
¢ (2H, CH,), 6.95-7.04 m (2H) u 7.25-7.32 m (2H,
C¢Hy). Crextp SIMP 13C, 5, m.1.: 21.5 (2CH,), 26.1
(CH,), 33.1 (2CH,), 42.6, 54.1 (NCH,), 114.2 1 (2C,
Jep20.5T), 128.2 1 (2C, I p 7.5 T'w), 140.2 1 (Icp
3.5 T'w), 160.1 1 (Jop 243.7 I'n). Haitneno, %: C
75.61; H 8.64; N 6.59. C|3H;gFN. Beruucneno, %: C
75.33; H 8.75; N 6.76.

[4-(4-DTOopdenun)rerparuapo-2H-nupan-4-
wi|mMeruigamun (2b). IlonydeH aHANIOTHYHO aMUHY
2a u3 14.4 r (0.07 monp) HuTpmia 1b. Bexon 10.6 T
(71.6%), t.xun. 132-137°C (2 mm prct.), Ry 0.50
(6enzon—aueron, 1:2, mapel NHj). Cnexrp SMP H,
o, m.i1.: 1.47 ym.c (2H, NH,), 1.80 n.n.n (2H, CH,, J
13.8, 8.9, 3.8 I'm), 1.99-2.07 m (2H, CH,), 2.68 ¢ (2H,
NCH,), 3.41 a.n.n (2H, OCH,, J 11.5, 8.9, 2.9 '),
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3.66 n.o.n (2H, OCH,, J 11.5, 5.5, 3.8 T'm), 6.98-7.07
M (2H) u 7.24-7.31 M (2H, C¢Hy). Criexrp SIMP 13C,
0, m.a.: 33.2 (2CH,), 40.6, 52.8 (NCH,), 63.1 [2C,
O(CHy),], 114.4 1 (2C, I 5 20.6 I'n), 128.3 1 (2C, I
7.5T), 139.7 1 (Jc p 3.2 ), 160.3 0 (I p 244.1 I'n).
Haiineno, %: C 68.64; H 7.85; N 6.82. C,H;cFNO.
Breranciieno, %: C 68.88; H 7.71; N 6.69.

OO0masi MeToAMKA MOJIyYeHUs] THAPOXJIOPHI0B
3a—o0. Cmech 2.0 T (9.7 mmonb) amuHa 2a wim 2.1 T
(10 mmomp) amuHa 2b, 11 MMONB 3aMeIIEHHOTO apH-
JOKCUMETHIIOKCHUpaHa u 2—3 kamenb Boabl B 30 M
M30MPONIIIOBOTO crupTa KumaATiin 20 4. OTroHsum
pacTBOpPUTENb JOCYXa, OCTATOK pacTBOpsUIM B 30 M
abc. a¢upa u nercTrueM 3UPHOro PacTBOpa XJIOPHU-
CTOTO BOJOPOJIa TONYYalld THAPOXIOPUIBI, KOTOPHIE
OT(GWILTPOBBIBAIH, TPOMBIBAIIN dPUPOM U TEPEKPH-
CTAJTU30BBIBAIH U3 N30IPOMIIIOBOTO CITUPTA.

I'mppoxnopun 1-penoxcu-3-({[1-(4-pTopde-
HIJI) U KJIOTEKCHJI|METHJI}aAMUHO)IPONaH-2-0J1a
(3a). llonyuen u3 amuHa 2a u 1.65 r 2-(heHoKCHMe-
tuiokcupada). Beixon 2.3 r (60.5%), t. 126°C,
R; 0.49. Criextp SAMP 'H, §, m.z1.: 1.25-1.68 m (6H),
1.76-1.89 m (2H) u 2.25-2.39 m (2H, C¢H,(), 2.76—
2.88 M (1H) m 2.95-3.04 m (1H, CH,), 3.05-3.19 m
(2H, CH,), 3.81 n.n (1H, CH,, J 9.8, 6.1 I'm) u 3.93
1.1 (1H, OCH,, J 9.8, 4.8 T'm), 4.22-4.32 m (1H, CH),
5.76 yu.c (OH), 6.83-6.91 m (3H, o- u n-H C¢Hs),
7.05-7.13 m (2H, C4Hy), 7.18-7.26 m (2H, m-H
CeHs), 7.46-7.53 m (2H, C¢H,), 8.52 yur.c (1H) n 8.74
yur.c (1H, NH, HCI). Cnextp SIMP 3¢, 8, mum: 21.2
(2CH,), 25.3 (CH,), 33.1 (2CH,), 40.4, 51.9 (NCH,),
58.7 (NCH,), 64.1 (CH), 69.3 (OCH,), 114.0 (20),
115.0 1 (2C, I 20.6 '), 120.2, 128.7, 128.9, 129.0
1(2C, Jcp7-8Tm), 137.0 x (I 3.1 Tm), 157.9, 160.8
I (\]C,F 245.4 T'n). Hatigeno, %: C 67.35; H 7.30; Cl
9.14; N 3.41. C5,H,3FNO,-HCI. Bsruucneno, %: C
67.08; H 7.42; C19.03; N 3.56.

TI'uapoxsopua 1-(n-toaniaokcu)-3-({[1-(4-¢prop-
beHnN)MUKIOTeKCHI|MEeTH }aAMHHO)IPOTaH-2-
oaa (3b). [Tonyuen u3 amuna 2a u 1.8 r 2-[(n-Tonu-
JOKcH)MeTHI Jokcupana. Beixox 2.5 1T (63%), T
99-101°C, R 0.52. Cnektp SIMP 'H, §, m.1.: 1.25—
1.68 m (6H), 1.75-1.88 m (2H) n 2.24-2.38 M (2H,
Ce¢Hjp), 2.26 ¢ (3H, CHy), 2.75-3.01 m (2H, CH,),
3.04-3.19 m (2H, CH,), 3.75 n.n (1H, J 9.8, 6.2 I'n)
n 3.89 n.x (1H, OCH,, J 9.8, 4.8 I'ny), 4.24 ymr.c (1H,
CH), 5.76 ym.c (OH), 6.71-6.76 m (2H) u 6.98-7.03

M (2H, CgH4Me), 7.04-7.13 M (2H) u 7.46-7.53 M
(2H, C4H4F), 8.48 ym.c (1H) u 8.70 ymr.c (1H, NH,
HCI). Haiineno, %: C 67.44; H 7.51; C1 8.78; N 3.57.
Cy3H30FNO,-HCI. Beraucneno, %: C 67.72; H 7.66;
C18.69; N 3.43.

I'uapoxsiopun 1-(4-metoxcudenoxen)-3-({[1-(4-
(¢ ropdeHnT)IUKIOreKCHII|MeTHI } AMHHO) PO aH-
2-ona (3c¢). [Tomyuen u3 amuna 2a u 2.0 r 2-[(4-me-
ToKcU(peHOKCH)MeThI |okcupaHa. Beixon 2.6 T (65%),
Tt 149-151°C, R 0.54. Cnexrp AMP 'H, §, m.1.:
1.27-1.67 m (6H), 1.76-1.88 m (2H) u 2.25-2.39 m
(2H, CeH; ), 2.74-2.87 m (1H) n 2.91-3.03 M (1H,
CH,), 3.05-3.17 m (2H, CH,), 3.72 ¢ (3H, CHy), 3.74
o (1H,J9.8, 6.2 I'm) u 3.87 n.n (1H, OCH,, J 9.8,
4.8Tn),4.18-4.27m (1H, CH), 5.72 ym.c (OH), 6.72—
6.81 M (4H, C{H,OMe), 7.05-7.13 M (2H) u 7.46-7.53
M (2H, CgH,4F), 8.50 ymr.c (1H) n 8.72 ym.c (1H, NH,
HCI). Crextp AMP 13C, §, m.n.: 21.2 (2CH,), 25.3
(CH,), 33.2 (2CH,), 40.2, 51.9 (NCH,), 54.3 (CHy),
58.7 (NCH,), 64.1 (CH), 70.1 (OCH,), 113.9 (2C),
115.1 (2C), 115.0 1 (2C, Jcp 21.0 T'w), 129.1 1 (2C,
Jep7.81Tw), 137.0 1 (Jc p 3.1 T'm), 152.0, 153.2, 160.8
bi (JC,F 245.4 T'm). Hatineno, %: C 65.44; H 7.16; Cl
8.41; N 3.19. C,3H3)FNO3-HCI. Boruucneno, %: C
65.16; H 7.37; C1 8.36; N 3.30.

TI'uapoxsopun 1-({[1-(4-propdennn)uukiiorex-
CHJI|MeTHJ1}aMHHO)-3-(4-xJ10pdeHOKCH)TPOTaH-2-
osa (3d). Iloxyyen-uz amuna 2a u 2.0 r 2-[(4-xmop-
¢denokcu)mernin|okeupana. Beixon 2.9 T (70%), 1.
127-128°C, R; 0.50. Cnexrp SAMP 'H, §, m.1.: 1.25—
1.67 m (6H), 1.77-1.88 m (2H) u 2.25-2.38 m (2H,
CeHyp), 2.75-3.02 m (2H, CH,), 3.04-3.19 m (2H,
CH,), 3.82 n.n (1H, J 9.9, 5.8 T'n) u 3.92 n.n (1H,
OCH,,J9.9,4.91'1),4.21-4.31 m(1H,CH), 5.77 ym.c
(OH), 6.85-6.90 m (2H) n 7.17-7.22 m (2H, C4H,CD),
7.04-7.13 m (2H) u 7.46-7.53 m (2H, CcH,F), 8.52
yur.c (1H) u 8.72 ymr.c (1H, NH, HCI). Haiineno, %: C
61.42; H6.78; C116.37; N 3.35. C,,H,,CIFNO,-HCL
Brruucieno, %: C 61.68; H 6.59; C1 16.55; N 3.27.

I'mppoxnopun 1-({[1-(4-¢pTopdennn)uukiorex-
cuiI|MeTHs1}aMiHo0)-3-(4-pTopdheHokcH)mponan-2-
oaa (3e). [Tonryuen n3 amuna 2a u 1.85 r 2-[(4-¢prop-
(enoxcn)metni Jokcupana. Bexon 2.5 r (63%), 1.1
135-136°C, R; 0.51. Cniextp SIMP 'H, §, m.z1.: 1.25-
1.67 m (6H), 1.76-1.88 m (2H) u 2.25-2.38 m (2H,
CeHjp), 2.75-2.88 M (1H) u 2.90-3.03 m (1H, CH,),
3.04-3.19m (2H, CH,), 3.79 n.n (1H,J9.8,59 ') u
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3.90 n.x (1H, OCH,, J 9.8, 4.8 I'y), 4.20-4.30 m (1H,
CH), 5.77 yur.c (OH), 6.83-6.90 m (2H) 1 6.92—7.00
M (2H, OC¢H,4F), 7.04-7.12 M (2H) u 7.46-7.53 M
(2H, C4H,F), 8.48 ym.c (1H) u 8.71 yurc (1H, NH,
HCI). Cnextp SIMP '3C, 8, m.1.: 21.2 (2CH,), 25.3
(CH,), 33.1 (CH,), 33.2 (CH,), 40.4, 51.8 (NCH,),
58.7 (NCH,), 64.2 (CH), 70.1 (OCH,), 115.0 1 (2C,
Jep20.7Tw), 115.1 1(2C, I 22.5 Tw), 115.3 1(2C,
Jop 8.0 T, 129.1 1 (2C, Jep 7.7 ), 137.0 1 (¢
3.0Tm), 154.2 1 (Jcp2-2T), 156.5 1 (¢ 238.6 '),
160.8 1 (J¢ p 245.4 T'n). Haiineno, %: C 64.38; H 6.69;
Cl 8.78; N 3.29. C,,H,,F,NO,-HCI. Beruncneno, %:
C 64.15; H 6.85; C18.61; N 3.40.

l'uapoxsopux  1-(2,3-muxnopgpenoxcu)-3-({[1-
(4-¢pTopdeHMT) INKIOTEKCHJI|METHUI}AMUHO)IPO-
nan-2-oqa (3f). [lonydyen u3 amuna 2a u 2.4 r 2-
[(2,3-muxnopdenokcn )meTui Jokcupana. Beixox 2.7 T
(60%), T.mn. 148-149°C, Ry 0.49. Cnexrp AMP H,
o, m.a.: 1.24-1.68 m (6H), 1.76-1.88 m (2H) u 2.24—
2.37 m (2H, C¢H;), 2.81-2.95 m (1H) u 2.99-3.19
M [3H, N(CH,),], 3.96 n.n (1H, J 9.9, 5.8 I'nn) u 4.06
a1 (1H, OCH,, J9.9,4.6 I'n), 4.27-4.37 m (1H, CH),
5.77 yu.c (OH), 7.03-7.09 m (2H) u 7.21 1 (1H,
C¢Hs, J 8.2 I'm), 7.05-7.13 m (2H) u 7.46-7.53 M
(2H, C¢H4F), 8.50 ymr.c (1H) u 8.69 yur.c (1H, NH,
HCI). Harigeno, %: C 57.34; H 5.69; C122.77; N 3.19.
CyHysCLFNO,-HCI. Bsruucneno, %: C 57.09; H
5.88; C122.98; N 3.03.

I'mapoxJiopun 1-penoxcu-3-({[4-(4-pTopde-
HUJI)TeTparuapo-2H-nupan-4-ujia|MeTHI}aMHUHO)-
nponan-2-oaa (3g). [lonyyen u3 amuna 2b u 1.65 r
2-(thenokcumertminokcupana). Bexon 2.3 1T (58%),
T 177-179°C, Ry 0.48. Cnekrp SAMP H, §, m.o.:
2.05-2.14 M (2H) n 2.22-2.38 Mm (2H, CH,), 2.78-3.06
M (2H) n 3.19-3.36 m (2H, NCH,), 3.37-3.49 m (2H)
n 3.70-3.79 m [2H, O(CH,),], 3.81 .o (1H, J 9.8,
6.1 I'm) u 3.93 n.x (1H, OCH,, J 9.8, 4.8 I'ny), 4.23—
4.32 m (1H, CH), 5.74 ym.c (OH), 6.83-6.91 m (3H,
o-un-H, C¢Hg), 7.08-7.16 m (2H, CcHy), 7.19-7.26 M
(2H, m-H C¢Hs), 7.48-7.55 m (2H, C4Hy), 8.59 ymi.c
(1H) u 8.74 yur.c (1H, NH, HCI). Cniextp SIMP 13C, §,
Mm.z.: 33.4 (CH,), 33.6 (CH,), 38.5, 51.7 (NCH,), 57.4
(NCH,), 62.6 (2C, OCH,), 64.1 (CH), 69.4 (OCH,),
114.1, 114.9, 115.1 1 (2C, I 20.5 '), 120.1, 128.3,
128.9,129.2 1 2C, Jcp 7.5T), 136.3 n (I g 3.5 T'),
157.9,161.0 0 (J¢ p 243.5 I'n). Haiizeno, %: C 67.35;
H 7.30; Cl Haiineno, %: C 63.94; H 6.68; CI 8.75; N
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3.67. Cy HyFNO3-HCL. Boruncneno, %: C 63.71; H
6.87; C1 8.96; N 3.54.

T'uapoxsopun 1-(n-roamnoxcu)-3-({[4-(4-grop-
(enma)rerparuapo-2 H-nupan-4-ui|Merunii}amu-
Ho)nponan-2-oJa (3h). [loryden u3 amuna 2bu 1.8 T
2-[(n-ToNMUIOKCH)METHI JOKcUpaHa. Beixom 2.6 T
(63%), T.in. 197-198°C, R 0.50. Crextp AMP 'H,
S, m.a.: 2.01-2.13 m (2H) n 2.22-2.37 m (2H, CH,),
2.26 ¢ (3H, CHy), 2.77-3.06 m (2H) u 3.18-3.35 m
(2H, NCH,), 3.37-3.49 M (2H) u 3.69-3.78 M [2H,
O(CH,),],3.76 0.0 (1H,J9.8,6.2 T'n) u 3.89 n.x (1H,
OCH,,J9.8,4.81'11),4.20-4.30 M (1H, CH), 5.71 ym.c
(OH), 6.71-6.77 M (2H) n 6.98-7.04 m (2H, C{H,Me),
7.08-7.16 m (2H) u 7.47-7.56 m (2H, CcH,F), 8.58
yur.c (1H) u 8.73 ymr.c (1H, NH, HCI). Haiineno, %:
C 64.24; H 7.25; C1 8.51; N 3.56. C5,H,gsFNO5-HCL
Brruncneno, %: C 64.46; H 7.13; C1 8.65; N 3.42.

luapoxsopun  1-(4-meTtokcudenoxcn)-3-({[4-
(4-pTopdenua)rerparnapo-2H-nupan-4-uj|me-
TWI}aMuHO)nponan-2-oaa (3i). [lonyden u3 amuna
2b u 2.0 v 2-[(4-MeTOKCH(EHOKCH)METHII |OKCHPa-
Ha. Beixon 2.8 1 (65.6%), T.m1. 189-191°C, R; 0.52.
Cnextp SIMP 'H, §, m.i.: 2.01-2.14 M 2H) u 2.22—
2.37 m (2H, CH,), 2.76-3.06 m (2H) u 3.19-3.35 m
(2H, NCH,), 3.38-3.48 m (2H) u 3.68-3.79 m [2H,
O(CH,),], 3.72 ¢ (3H, CHy), 3.75 a.n (1H, J 9.7,
6.2 Tu) u 3.87 n.n (1H, OCH,, J 9.7, 4.7 I'ny), 4.19—
4.29 m (1H, CH), 5.70 ym.c (OH), 6.73-6.82 m (4H,
C¢H,OMe), 7.08-7.16 m (2H) u 7.47-7.56 m (2H,
CcHyF), 8.57 ym.c (1H) n 8.72 ym.c (1H, NH, HCI).
Crnextp SIMP 13C, §, m.u.: 33.5, 33.7, 38.4, 51.8,
54.8, 57.3, 62.6 (2C), 64.2, 70.1, 114.0 (2C), 115.1
(20), 115.2 1 (2C, Jcp 21.0 Tw), 129.2 1 (2C, I
7.9 I'm), 136.3 1 (Jop 3.4 I'w), 152.0, 153.4, 161.0
I (JC’F 245.4 T'n). Haiineno, %: C 62.31; H 6.72; ClI
8.45; N 3.16. C,,H,4sFNO4 -HCI. Bpruucneno, %: C
62.04; H 6.86; Cl1 8.32; N 3.29.

I'mppoxnopun  1-({[4-(4-pTopdennn)Terparn-
apo-2H-nupan-4-ui|MeTua}amMuno)-3-(4-xjaopde-
HOKcH)NponaH-2-oa (3j). [lonryden u3 amuna 2b u
2.0 T 2-[(4-xmopdeHokcH)MeTHI |okcupaHa. Berxon
2.9r1(67.2%), T.n. 214-215°C, R;0.54. Cnexrp SIMP
H, §, m.a.: 2.00-2.14 m (2H) u 2.22-2.37 m (2H,
CH,), 2.76-3.06 m (2H) u 3.19-3.36 m (2H, NCH,),
3.36-3.49 m (2H) u 3.69-3.79 M [2H, O(CH,),], 3.83
o (1H,J9.9,58 I'm) u 3.91 n.n (1H, OCH,, J 9.9,
4.8 '), 4.22-4.32 m (1H, CH), 5.75 ym.c (OH), 6.85—
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6.91 m (2H) n 7.18-7.24 m (2H, C4H,CI), 7.08-7.16
M (2H) u 7.47-7.56 m (2H, CcH4F), 8.58 yur.c (1H)
u 8.75 ymr.c (1H, NH, HCI). Hafineno, %: C 58.34;
H 6.21; Cl 16.35; N 3.36. C,;H,sCIFNO3-HCL
Brerunciieno, %: C 58.61; H 6.09; Cl 16.48; N 3.25.

I'mapoxgopun  1-({[4-(4-pTopdenun)rerparu-
apo-2H-nupan-4-ui|merun}amuno)-3-(4-propde-
Hokcu)mpomnan-2-oja (3k). [loxyuen n3 amuna 2b u
1.85 1 2-[(4-dbTopdenokcu)merni |okcupana. Berxon
2.7 (65%), .. 198-200°C, R; 0.53 Cnextp AMP
H, §, m.a.: 2.01-2.14 m (2H) u 2.22-2.37 M (2H,
CH,), 2.77-3.05 m (2H) u 3.19-3.36 m (2H, NCH,),
3.37-3.48 m (2H) n 3.70-3.78 m [2H, O(CH,),], 3.80
a.n (1H,J9.9,59 I'm) u 3.90 a.n (1H, OCH,, J 9.9,
4.9 TI'm), 4.21-430 m (1H, CH), 5.74 ym.c (OH),
6.84-6.90 m (2H) u 6.92-7.01 m (2H, OCH,F),
7.08-7.16 m (2H) u 7.48-7.55 m (2H, CgH4F), 8.57
yur.c (1H) u 8.73 ym.c (1H, NH, HCI). Haiineno, %:
C 61.26; H 6.20; C1 8.73; N 3.25. C,;H,5F,NO3-HCL
Brrancieno, %: C 60.94; H 6.33; C18.57; N 3.38.

T'uapoxyopux  1-(2,3-muxaopdenoxcu)-3-({[4-
(4-propdenuna)rerparnapo-2H-nupan-4-uji|me-
THJa}amuHo)nponan-2-oaa (31). [lonyden n3 amuna
2b u 2.4 1 2-[(2,3-au-x110pheHOKCH )METHIT |OKCHPaHa.
Beixon 2.7 r (58%), T.u1. 148-149°C, R 0.49. Criextp
SAMP 'H, §, m.11.: 2.02-2.14 m (2H) 1 2.23-2.37 M (2H,
CH,), 2.86-3.12m (2H) u 3.22-3.36 m (2H, NCH,),
3.38-3.48 m (2H) u 3.71-3.80 m [2H, O(CH,),], 3.97
.4 (1H,J10.0, 5.8 I'm) u 4.06 n.x (1H, OCH,, J 10.0,
4.6 '), 4.31-4.40 m (1H, CH), 5.86 ymr.c (OH), 7.03—
7.09m (2H) u 7.21 T (1H, C¢H3, J 8.2 T'n), 7.08-7.16
M (2H) n 7.49-7.56 m (2H, CgH,4F), 8.62 ymi.c (1H) n
8.72 ymr.c (1H, NH, HCI). Cnextp AIMP 13C, §, m.1.:
33.4, 33.7, 38.5, 51.6, 57.4, 62.6 (2C), 64.0, 70.9,
111.8,115.2 1 (2C, J¢ r 20.8 '), 120.7, 121.8, 127.4,
129.2 1 (2C, I 7.9 T), 132.5,136.3 n (I p 3.0 T'm),
155.0,161.0 o (JC,F 246.0 I'm). Hatineno, %: C 54.45;
H 5.31; C122.68; N 3.17. C,;H,4C1,FNO3-HCI. BbI-
yucieno, %: C 54.27; H5.42; C122.88; N 3.01.

Tl'uapoxsopun 1-(o-toamniaokcu)-3-({[4-(4-¢prop-
denun)rerparuapo-2H-nupan-4-uja|MeTus}amMmu-
HO)nponan-2-oja (3m). [lonyuyen u3 amuna 2b u
1.8 T 2-[(o-Tommnokcu )MeTHI JokcupaHa. Berxon 2.5 T
(60.8%), T.ru1. 147-149°C, R;0.52. Criextp SIMP H, 5,
Mm.1.:2.01-2.15m (2H) m 2.21-2.38 M (2H, CH,), 2.17
¢ (CHy), 2.80-3.12 M (2H) 1 3.20-3.35 m (2H, NCH,),
3.37-3.50 m (2H) u 3.71-3.79 M [2H, O(CH,),], 3.82

o (1H,J3 9.8, 6.2 I'm) u 3.94 n.n (1H, OCH,, J 9.8,
4.7Tm),4.26-4.35m (1H, CH), 5.73 ymr.c (OH), 6.74—
6.83 m (2H), 7.02-7.16 m (4H) u 7.48-7.56 m (2H,
CeHy), 8.58 ym.c (1H) u 8.78 ym.c (1H, NH, HCI).
Cnexrp SAMP 3¢, 8, mr: 15.8, 33.5, 33.7, 38.5,
51.8, 57.4, 62.6 (2C), 64.3, 69.5, 110.8, 115.2 1 (2C,
Jor 20.8 I'm), 120.0, 125.7, 126.3, 129.2 1 (2C, Icp
7.8 Tm), 129.9, 136.3 1 (Jop 3.2 Tw), 156.0, 161.0
1 (Jcp 245.5 I'n). Haiineno, %: C 64.31; H 7.27; Cl
8.45; N 3.56. C5,H,3sFNO3-HCI. Boruucneno, %: C
64.46; H 7.13; C1 8.65; N 3.42.

T'uapoxsopux  1-(2-metokcudenoxcn)-3-({[4-
(4-¢pTopdenun)rerparuapo-2 H-nupan-4-uiajme-
THJI}aMuHO)Iponan-2-oaa (3n). [lomyyen u3 amu-
Ha 2b u 2.0 r 2-[(2-MeToKCH(EHOKCH )METHII JOKCHPa-
Ha. Beixon 2.5 1 (58.5%), .. 145-146°C, R; 0.53.
Crextp IMP 'H, §, m.1.: 2.01-2.14 m (2H) u 2.22—
2.37 m (2H, CH,), 2.82-2.99 (1H), 3.04-3.14 m (1H)
n3.21-3.36 m (2H, NCH,), 3.37-3.49 m (2H) u 3.70—
3.80 M [2H, O(CH,),], 3.79 ¢ (OCHy), 3.79 n.n (1H,
J9.8,6.2TI'n) u393 nxa(lH, OCH,, J 9.8, 4.7 I'n),
4.22-4.32 m (1H, CH), 5.71 yur.c (OH), 6.79-6.92
M (4H, C(H,OMe), 7.05-7.14 m (2H) u 7.47-7.55 m
(2H, C¢H4F), 8.60 ym.c (1H) u 8.69 ymr.c (1H, NH,
HCI). Haiineno, %: C 62.31; H 6.72; C1 8.45; N 3.16.
C,,HsFNO4-HCI. Beraucneno, %: C 62.04; H 6.86;
Cl18.32; N 3.29.

TI'uapoxsopun  1-({[4-(4-pTopdenni)rerparu-
Apo-2H-nupan-4-ui|MeTnii}aMuHo)-3-(2-xjaopde-
HOKcH)ponaH-2-o01a (30). Ilonyuen u3 amuua 2b
u 2.0 T 2-[(2-xnopdeHokcH ) MeTnI JokcupaHa. Berxon
2.6 (60.2%), .. 165-166°C, R 0.51. Criexrp SAMP
'H, 5, m.a.: 2.01-2.14 M (2H) n 2.23-2.38 M (2H,
CH,), 2.83-3.13 m (2H) u 3.22-3.36 m (2H, NCH,),
3.38-3.48 m (2H) u 3.70-3.80 m [2H, O(CH,),], 3.92
o (1H,J9.9, 6.0 I'm) u 4.04 n.n (1H, OCH,, J 9.9,
4.6 I'm), 4.29-4.39 m (1H, CH), 5.83 ym.c (OH), 6.84—
6.92 m (1H), 7.04-7.08 m (1H), 7.19-7.25 m (1H) u
7.28-7.32 m (1H, CcH4CL), 7.08-7.15 m (2H) u 7.48—
7.56 M (2H, CcH4F), 8.61 ymr.c (1H) u 8.73 ymr.c (1H,
NH, HCI). Cnextp SIMP '3C, §, m.1.: 33.4, 33.7, 38.5,
51.7,57.4, 62.6 (2C), 64.1, 70.4, 113.7, 115.2 n (2C,
Jep21.0T'w), 121.1, 121.8, 127.5, 129.2, 129.3 1 (2C,
Jop 8.0), 136.2 0 (Jop 3.0 '), 153.5, 161.0 1 (¢
245.3 I'n). Haiineno, %: C 58.42; H 6.19; Cl1 16.59 N
3.14. C,H,5CIFNO5-HCI. Beruucneno, %: C 58.61;
H 6.09; C1 16.48; N 3.25.
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O0mas MeToIUKA MOJYYeHHS] OKCA30JIUANHOB
4a—d. Cmecp 0.005 mMoOip OCHOBaHMS aMHUHOIIPOTIA-
HOJIA, TIOJIY4E€HHOT0 U3 ruapoxiopunos 3a, b u 3g, h
u 5 ma 23% dopmanmaa B 20 M dTaHOJIA KUTIATAIN
24 4. OTroHsUIM CHOHPT, 3KCTPArHpoBaiIud OCH30JI0M
(2%30 mi1), 6EH30JIBHBIA PACTBOP CYIIWIIN, OTTOHSITH
pPacTBOPUTENb U OCTATOK MEPEKPUCTATITU30BBIBAIIH.

3-{[1-(4-PTOopdeHunT) HUKIOTeKCH |MeTHI}-5-
(denoxcumerniaokcazoauaut (4a). I[lomyuen n3 1.8 T
OCHOBaHUSl aMUHOCIHPTA, BBUICICHHOTO W3 THJIPO-
xmopuaa 3a. Bexoxg 0.9 1 (48.4%), T.mn. 69-71°C
(rexcan), Ry 0.55. Cnextp AMP 'H, §, m.a.: 1.25-
1.40 m (3H), 1.46-1.66 m (5H) n 2.08-2.20 m (2H,
Ce¢Hp), 2.53 n.n (1H, NCH,CH, J 11.3, 6.3 I'ny), 2.56
a (1H, J 13.5 T'm) u 2.60 o (1H, CH,C, J 13.5 T'm),
2.71 n.n (1H, NCH,CH, J 11.0, 6.0 T'u), 3.74 n.n
(1H, OCH,Ar, J 9.8, 5.4 '), 3.81 n (1H, OCH,N, J
4.8 Tm), 3.85 n.n (1H, OCH,Ar, J9.8,5.2T'n),3.91 n
(1H, OCH;,N, J 4.8 '), 3.93-3.97 m (1H, CH), 6.75—
6.87m (3H), 7.05-7.10 m (2H) 1 7.23-7.29 m (4H, Ar).
Haiineno, %: C 74.53; H 7.78; N 3.89. C,3H,gFNO,.
Brruucneno, %: C 74.77; H 7.64; N 3.79.

5-[(n-Toaunaoxecu)merual-3-{[1-(4-pTopde-
HUJI) U KJIOTeKCHJI|MeTHi}okcazonuaun (4b). Ilo-
myder u3 1.86 1 (0.005 Mo1b) OCHOBaHMSI aMUHOCIIHP-
Ta, BRIIEIEHHOTO M3 TuApoxiopuaa 3b. Bexox 1.0 T
(52%), T.un. 75-76°C (rexcan), R; 0.52. Cnexrp SIMP
'H, §, m.1.: 1.25-1.40 M (3H), 1.46-1.66 m (5SH, CH,)
u 2.08-2.20 m (2H, CH,, C¢H,), 2.26 ¢ (3H, CHj),
2.53 n.n (1H, NCH,CH, J 11.2, 6.4 I'nn), 2.56 1 (1H,
J13.5Tm)u2.60 1 (1H, NCH,C, J 13.5 '), 2.71 1.1
(1H, NCH,CH, J 11.2, 5.8 T'n), 3.74 a.1 (1H, OCH,,
J 9.8, 5.5 I'm), 3.83 n (1H, OCH,N, J 4.7 I'n), 3.85
a.n (1H, OCH,, J 9.8, 5.2 I'n), 3.93 1 (1H, OCH,N,
J 4.7 T'm), 3.95-4.03 m (1H, CH), 6.66-6.71 m (2H,
CgHsMe), 6.93-7.01 m (4H, C{H4Me u CgH4F), 7.28—
7.34 M (2H, C¢H4F). Crexrp SIMP 13C, §, m.1.: 19.9,
21.4(20), 26.0,33.2,33.3,42.5,57.4, 68.6, 69.3,72.2
(CH), 88.1 (NCH,0), 113.8 (20), 114.1 n (2C, I
20.5Tw), 128.4 n(2C, Jcp 7.5 '), 128.7,129.1 (2C),
140.3 1 (Jcp 3.0 '), 156.0, 161.0 1 (Jo p 245.5 T'n).
Haiineno, %: C 75.35; H 7.76; N 3.77. C,4,H;(FNO,.
Brruucneno, %: C 75.16; H 7.88; N 3.65.

5-®enoxcnmerna-3-{[4-(4-¢pToppenni)rerpa-
ruapo-2H-nupaH-4-uji|MeTHJ1}okca3oauaua  (4c¢).
[Tonyden u3 1.86 r ocHOBaHMSI AMHUHOCTIMPTA, BBIJIC-
nenHoro w3 runpoxyiopuna 3g. Berxox 0.95r (50%),
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1.1 57-59°C (rekcan), Ry 0.56. Cniextp AMP IH, 5,
m.1.: 1.78-1.89 m (2H) n 2.04-2.16 M [2H, C(CH,),],
2.51 a.n (1H, NCH,CH, J 11.3, 6.3 '), 2.64 1 (1H,
J13.5Tu) u 2.70 o1 (1H, CH,C, J 13.5 T'w), 2.71 1.1
(1H, NCH,CH, J 11.3, 6.7 I'ry), 3.36-3.46 M (2H) u
3.62-3.70 m [2H, O(CH,),], 3.79 n.n (1H, CH,OAr, J
9.8, 5.4 I'm), 3.81 1 (1H, NCH,0, J 4.8 I'n), 3.86 n.n
(1H, CH,OAr, J 9.8, 5.2 T'm), 3.90 n (1H, NCH,0, J
4.8Tm),4.01 n.oanx(1H, CH,J6.7,6.3,54,5.2'n),
6.77-6.89 m (3H), 7.04-7.09 m (2H) u 7.15-7.24 m
(4H, Ar). Cnextp SIMP 13C, §, m.z1.: 33.4, 33.5, 40.3,
57.2,63.0 (2C), 68.0, 68.5, 72.2 (CH), 87.9 (NCH,0),
114.0 (20), 115.0 1 (2C, ¢ 20.5 T'm), 120.2, 128.8 1
(2C, I 7.5 T'w), 129.0 (20), 137.9 1 ¢ 3.0 T'w),
157.9, 160.0 1 (Jc p 244.2 T'n). Haiineno, %: C 71.32;
H 7.21; N 3.59. C,,H,,FNOj3. Bbruucieno, %: C
71.14; H 7.06; N 3.77.

5-[(n-Toauaoxcu)meruna|-3-{[4-(4-pTopde-
HWJI)TeTparuapo-2H-nupan-4-mji|MeTHJI} 0KCca30-
auaud (4d). Ilonyuyen u3 1.87 r ocHOBaHUSA aMu-
HOCTIMPTa, BBIACIEHHOTO U3 ruapoxiopuaa 3h.
Beixon 0.95 r (49.2%), t.mn. 73-75°C (neHtan), Ry
0.52. Cnextp SIMP 'H, 8, m.1.: 2.02-2.14 M (2H) u
2.23-2.38 m (2H, CH,), 2.26 ¢ (3H, CHy), 2.52 n.n
(1H, NCH,CH, J 11.0, 6.6 '), 2.55 n (1H) u 2.59 1
(1H, NCH,C, J 13.4 Tn), 2.70 a.n (1H, NCH,CH, J
11.0, 7.0 I'm), 3.36-3.48 m (2H) u 3.67-3.76 m [2H,
O(CH,),], 3.75 n.n (1H, OCH,, J 9.8, 5.5 I'1), 3.82 1t
(1H, OCH,N, J 4.8 Tn), 3.84 n.1n (1H, OCH,, J 9.8,
5.2 Tm), 3.92 n (1H, OCH,N, J 4.8 T'm), 3.96-4.04 m
(1H, CH), 6.65-6.70 m (2H, CcH Me), 6.98-7.06 m
(4H, CcHyMe u CgH4F), 7.29-7.35 m (2H, CcH4F).
Haiineno, %: C 71.87; H 7.21; N 3.49. Cy3H,gFNO3.
Beraucneno, %: C 71.66; H 7.32; N 3.63.

3AKJIIOYEHUE

Pa3zpaboranbl ONTHMalIbHBIE YCIIOBHS CHHTE3a
HUTPWIOB 4-pTopdheHunukiorekcad- u 4-gpropde-
HWITETParuAponupaHKapOOHOBBIX KHUCIOT B MIPUCYT-
CTBHH €JIKOTO HaTpa B cpeze aumetmidopmamua. Ha
0a3e aMHHOB, MTOJYYEHHBIX BOCCTAHOBIICHHEM BBIIIIE-
YKa3aHHBIX HUTPWIOB, OCYIIIECTBIICH CUHTE3 LEJIEBBIX
1-pTopdheHUIIIUKIIOTeKCHII(TeTParu AP OTTH PAHIIT )ME-
TUJIAMHUHO-3-apHIIOKCUIIPONIaHONOB. I3ydeHa BO3-
MOXXHOCTb Tepexo/ia K T'eTepOLUKIMYECKUM CHCTe-
MaM LUKJIN3ALUed HEKOTOPbIX CHHTE3HMPOBAHHbBIX
AMHHOCIIMPTOB B TIPOU3BOJIHBIE OKCA30JINIHHA.
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Synthesis and Biological Activity of 4-Fluorophenylcyclohexyl-
(tetrahydropyranyl)methyl-Substituted Aryloxypropanolamines
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By alkylation of 4-fluorophenylacetonitrile with dibrompentane and 2.2-dichlor-diethylether the corresponding
nitriles were obtained, with which reduction by lithium aluminium hydride [ 1-(4-fluorophenyl)cyclohexyl]- and
[1-(4-fluorophenyl)tetrahydro-2H-pyran-4-yllmethanamines were isolated. By the reaction of the latters with
substituted in aromatic cycles aryloxymethyloxiranes new aryloxypropanolamines were been synthesized. Some
of them by the action of formaline were transformed to the corresponding oxazolidines.

Keywords: 4-fluorophenylacetonitrile, dibrompentane, 2,2-dichlor-diethylether, aryloxymethyloxirane, ary-
loxypropanolamine, oxazolidine
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