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AnKuIMpoBaHUEM HUTpWIA 3,4-MeTWIEHAMOKCUDEHWITYKCYCHOM KUCIOTHI 2,2-TUXJI0OPIAUSTUIOBBIM 3U-
POM TIOSTy4EH COOTBETCTBYIOLUIUI HUTPWJI, BOCCTAHOBJICHUEM KOTOPOTO aTIOMOTUAPUIOM JIUTUSI BbIIEJIEH
(4-(6ensold][1,3]aokcon-6-un)rerparnapo-2 H-nmupaH-4-wi)MeTIaMAH. B3anuMoaeiicTBieM MociieaHero
C apWIOKCUMMETWIOKCHPaHAMU IIOJIy4YeHbl coOoTBeTcTBYIoLIMe 1-((4-(6en3o[d][1,3]amokcon-6-mn)rerpa-
rvapo-2 H-nupaH-4-ui)MeTUIIaMIHO) - 3-apUJIOKCUTIPOTIaH-2-071bl. Peakiieii Toro ke aMuHa C Xjoparie-
TUIXJIOPUAOM BBIIETICH XJIOpalleTAMUIT, B3AUMOJIEHCTBUEM KOTOPOTO C BTOPUYHBIMU aMUHAMMU U T€TePUITH-
0JIaM{ CUHTE€3MPOBaHbl COOTBETCTBYIOIIME 3aMEIlIEHHbIE aMUHO- U CYJIb(haHWIaleTaMUIbl — MTPOU3BOIHBIE
(4-(6ensol[d][1,3]nokcon-6-un)rerparnapo-2 H-nupaH-4-wi)MeTiiaMuHa. M3ydeHa aHTHOKCUIAHTHAST
AKTUBHOCTb MOJTYYEHHBIX COETUHEHUT.

Kimouesbie ciioBa: (4-(6en3o[d][1,3]anokcon-6-un)rerparnapo-2 H-nmpan-4-ui)MeTUIaMIUH, apUIOKCHa-
MMHOIIPONAHOJI, XJI0opaleTaMu, aMUHOAMU, CYJIb(paHmIaMu
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BBEJEHUE

Crpykrypa 6eH30[d][1,3]mmokcona BXOIUT B CO-
CTaB MHOIMX IPUPOMHBIX U CHHTETUYECKUX COEIU-
HeHUI, 00IagaroIMX IMPOKUM CIIEKTPOM OMOJIOTH-
YeCKO aKTMBHOCTH. B 4acTHOCTM, OHM TIPOSIBIISIOT
CENaTUBHYIO, TUMOTEH3UBHYIO, ITPOTUBOCYIOPOXK-
HyI0, aHTUOAKTepHabHYIO, IIPOTHUBOOITYXOJIEBYIO,
CIa3MOJINTUYECKYIO aKTUBHOCTD U Ap. [1—6]. Uccie-
JOBaHUS BBISIBUWIM COCIUHEHHUS C IIMPOKUM CIIEK-
TPOM JEHCTBUS TaKXKe Cpeau MPOMU3BOIHbBIX apuJTe-
TparuaponvpaHuamMeTwiamuHa [7, 8]. B 1o xe BpeMst
OOTHMMM W3 HanboJjiee pacIpOCTpaHEHHBIX apma-
KO(OPHBIX (PParMeHTOB B OMOJIOTMYECKN aKTUBHBIX
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COEMMHEHUSX SIBSIIOTCS aMUIHasi, aMUHOAMUIHas,
aMUHOITPOITaHOJIbHAS TpyIb [9—12]. B cBs3u ¢ 3TMM
1 MO Ceil IeHb aKTyalbHa 3aa4a CUHTE3a psiia Coeu-
HEHMI1, BKJIIOYAIOIINX BEIIICHa3BaHHbIE (DparMeHTHL.
IIpencraBneHHass paboTa MOCBSILIEHA CUHTE3Y HO-
BBIX TTPOM3BOAHBIX (4-(6eH30[d][1,3]nmrokcon-6-mm)-
TeTparuapo-2 H-nvpaH-4-un)MeTwiaMMHa ¢ apujo-
KCUMPOTMAaHOJbHBIMIA, aMUHOALETWIBHBIMA U TeTe-
pIICYTb(aHMIALIETHIEHBIMU 3aMECTUTEISIMU.

PE3VJIBTATBI 1 ObCYXIEHUE

B xadecTBe MCXOOHOTO MPOAYKTA HAMU UCIIONB30-
BaH 2-(6eH30[d][1,3]nmnokcon-6-un)aueronntpuia (1).
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IMocnennuii KoHaeHcaluen ¢ 2,2’ -Iuxjaopau3TUIO-
BBIM 2(pupoM B cpefe AMMEeTWI(hOopMaMuIa B IIPHU-
CYTCTBUU €IKOIO HaTpa W MpHU TeMIIepaTypHOM
pexume 70—75°C ¢ BeIxomOM 65% TiepeBeneH B CO-
orBeTcTBYIOIIMI  4-(6eH30[d][1,3]anokcon-6-mmn)-
teTparuapo-2H-mpan-4-kadbonutpun (2), BoccTa-
HOBJICHHEM KOTOPOTO AIFOMOTHUAPUIOM JIUTUST BBI-
JenneH kmoueBoi (4-(6enso[d][1,3]nmokcon-6-mm)-
TeTparunpo-2H-mupan-4-min)MmetamuH (3). Peak-
LIMel TocaeaHero Kak ¢ 2-((eHOKCUMETHIT)OKCHpa-
HOM (4a), TaK ¥ C 3aMeIIICHHBIMU B 1apa-TIOJIOXKEHUN
apoMaTUYECKOro KOJIblla apUIOKCUMETHUIOKCUpa-
Hamu 4b—d B cpene M3OIPOITMIIOBOTO CIIMPTa U Ka-
TAIUTUIECKUX KOJIMYECTB BOIOBI CUHTE3MPOBAHEI
LieJIeBble  apUJIOKCUAMUHOIIPOIIAHObI, ACUCTBHUEM
3(pupHOro pacTBOpa XJIOPUCTOTO BOAOPOIA IepeBe-
JEHHBIC B COOTBETCTBYIOIIUE TUIPOXIOpUAbI Sa—d
(cxema 1).

I cuHTe3a aMUHO- U CyJIb(haHMIAIIe THIBHBIX
MPOM3BOIHBIX TIPOBEACHO AalWJIMPOBAHWE aMU-
Ha 3 XJIOpPaHTHUAPUIOM XJIOPYKCYCHOM KHCJIOTHI,
B pe3y/ibTaTe KOTOPOIo C BBIXOAOM 73% BhIIEIEH
N-((4-(6en30][d][1,3]mnoKkcoI-6-1JT1) TETpAaruapo-
2 H-iupaH-4-un)metun)-2-xmopameramus (6).
KoHneHcanuei mocjieaHero ¢ reTepouuKInIecKm-
MU aMuHaM# (IIMPPOIMANH, TATICPUANH, MOPQO-
JIMH, N-MeTui- u N-OeH3WIIUIIepa3uHbl) B CMECU
IroKcaHa 1 aTuioBoro crmmpta (10 : 1) B mipucyT-
CTBUM Katautrnaeckux Koamdects KI cuHTe3upo-
BaH psi aMUHOAIIETaMUIOB 7a—e, OXapaKTepu3o-
BaHHBIX B BUJe TUApoxI0opuaoB. Peakiiueil Toro xe
xJlopamMua 6 ¢ 3aMelieHHBIMUA TUPUMUIUH- U TPU-

87

azonTuosamu 8a—d B criMpTOBON cpelie B MPUCYT-
crBun KOH nosnydyeHbl COOTBETCTBYIOLIME TeTe-
pwicyibhaHWI3aMellIeHHbIe TPOu3BOIHbIE 9a—d
(cxema 2).

CIpoeHre M YKHCTOTA ITOJYYEHHBIX BELLECTB
MOATBEPXKIEHB  (PUBMKO-XUMUYECKUMHU METOIAMU
n TCX.

M3ydyeHa aHTMOKCUIAHTHASL aKTUBHOCTh CUHTE3M -
POBAHHBIX COETMHEHMI B TOMOI€HaTaX TKAaHU TOJIOB-
HOT'0 Mo3ra KpbIC B onibITax in vitro [13, 14]. O6 aHTH-
OKCHUJIAHTHOM aKTMBHOCTU CYAWIM IO IMPOLIEHTHBIM
U3MEHEHUSIM KOJIMYECTBa MaJIOHOBOIO IHalbAeTvaa
(MJIA) B OIBITHBIX MPOOAaxX MO CPaBHEHUIO C KOHTPO-
nem. CoeqMHEHWsS M3ydaan B KoHUeHTpauuu 10— M
1 BHOCWJIM B UHKYOAIIMOHHYIO CPEy HETIOCPEICTBEH-
HO Mepen MHKyOaluuei. B kayecTBe KOHTPOJIS BBICTY-
I1ajia mpo0a, B KOTOPYIO BMECTO COeAMHEHMI BHOCKIA
PACTBOPUTETb.

PesynbraThl McclienoBaHMI IOKa3ajau, YTO BCE
COEIUHEHUsI B Pa3HOM CTENeHU IPOSIBIISIIOT aHTHU-
OKCHIAHTHYIO aKTUBHOCTb. Hambosee BbIpaxkeHHOE
JIeICTBUE BBISIBIIEHO y coeauvHeHuit Sb u 5d, mon
BIIUSHUEM KOTOPBIX HAOMIOmAeTCsl MHTMOMpPOBaHUE
Ipoliecca OKMCJIEHMS JIUIIMIOB B BUAE CHIDKEHUS
kommdectBa MJIA Ha 45 u 41% COOTBETCTBEHHO
10 CPaBHEHUIO ¢ KOHTpoJieM. OTHOCUTEILHO c1aboe
IIEMCTBUE B PSY aMUIOB OTMEYAECTCS Y COCAMHECHUI
7a—e 1 9b u B cpenHeM cocrasisaer 24%. OcTaabHbIE
COEMMHEHUS MPOSIBISIIOT HE3HAUYNTEIBHYIO MHIMOM-
pyIoLLIyI0 akTUBHOCTH (17%).

Cxema 1
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SKCITEPUMEHTAJIbHAA YACTb

HMK-cniexktpel cHITBI Ha criektpoMeTpe Nicolet
Avatar 330 FT-IR (CIIIA) B Ba3enmMHOBOM Macie,
criektpel AIMP 'H u BC - Ha cniekrpomeTpe Varian
Mercury-300 (CIOA) B IMCO-d;, paboyast gacTora
300 MTIn, Bayrpennmit ctanmapt — TMC. Temrepa-
TYPHI IUTABJICHUS OIIpeeIcHbl HA MUKPOHATPeBaTe b~
HoM cronuke “Boétius” (I'epmanumst). TCX npoBeaeHa
Ha 1iactuHax Silufol UV-254, monsiokHast dasa st
ruapoxopuaoB Sa—d u 7a—e OeH30/1-aleToH, | : 5, maphl
aMMMaKa, a s coeanHeHMit 9a—d OeH30J-alleToH,
2 : 3, mposIBUTENIb — Maphl Moja. YacTh MCIONIb30BaH-
HBIX PeaKTHBOB — apWJIOKCUMETWJIOKCUPAHBI 1 TeTe-
PUIITHOJEI, CHHTE3UPOBAHEI HAMU PaHee, a OCTATIBHBI-
e-npuodpeTeHsl U3 pupmMbl “Sigma-Aldrich”.

4-(ben3so[d][1,3]anokcon-6-um)rerparuapo-2H-
nupan-4-gapoonurpui (2). K 32.0 r (0.2 Mmonb) HUTpU-
na 1B 100 M abcomoTHOro JIM®MA npu niepeMeIiBa-
Huu ipubapisy 24.0 T (0.6 MoJIb) MeJTKOM3METbUCH-
Horo NaOH, nepemernvBanu 0.5 4 ripu TeMIieparype
50—55°C u mpubasnsm o karwisiM 43.0 (0.3 mMosb)
2,2’-MAXJIOPAUATUIOBOTO  3dupa, TMOAACPXKUBAS
TeMmneparypy Ha ypoBHe 70—75°C. Ilo okoHYaHUM
TPUOABIEHUSI CMECh TMEPEMENINBAIA TIPU 3TON XKe

O.
(b), KHVOD (©), Y%SD (d)

NN NN

Temrepatype B TeueHue 6 4. K oxnaxmeHHOI cMecH
pu6aBIsiy 80 MIT BOIBI, TIPOAYKT PeaKILIMK 9KCTpari-
poBa 1uxjopaTaHoM (3 X 80 MT), 9KCTPAKT CYIIIN
CaCl,, pacTBOpUTE/Ib OTTOHSIJIA U OCTATOK TIEPETOHSI-
1 B Bakyyme. Beixon 29.7 1 (65%), 1.xumn.180—186°C
(2 mm pr.cT.), T.IwL. 92—93°C (rekcaH), R;0.62 (6eH-
3om—acup, 6 : 1). UK-cnektp, v, cm~': 2230 (CN).
Cnextp AMP 'H, §, m.o.: 1.98—2.09 m (4H, CH,),
3.69-3.78 m (2H) u 3.96—4.03 m (2H, OCH,), 6.00 ¢
(2H, OCH,0), 6.82 n.x (1H, J 8.1, 0.5 I'n), 6.96 1.1
(1H,J8.1,2.0 ') m 7.00 oo (1H, C,H;, /2.0, 0.5 I'x).
Criextp AIMP BC, 9, m.1.: 36.0 (2C), 40.5, 64.0 (2C),
100.8, 105.8, 107.8, 118.3, 120.9, 133.4, 146.8, 147.7.
Haiineno, %: C 67.48; H 5.45; N 5.92. C;;H;;NO..
Beoruucieno, %: C 67.52; H 5.67; N 6.06.

(4-(benso[d][1,3]amokcoi-6-un)rerparuapo-2H-
mapan-4-wnmeruaavun (3). K 7.6 T (0.2 momnb) LiAIH,
B 150 M1 abcommoTHOTO dhMpa MpU TIepeMeIMBaHUN
npu6aBssM 1o Karsim 23.1 1 (0.1 Momb) HuTpuna 2
B 150 mu abcomoTHOro OeH3oja U PpeakIMOHHYIO
cMech kursstiii 18 4. Komrneke pasnaraiy Bomoi,
OT(WIBTPOBBIBAIM, (DUIBTpAT CYIIWIM, OTTOHSIIN
pacTBOpUTEIb U OCTAaTOK meperoHsuii. Beixonm 15.7 T
(67%), Txun.162—165°C (2 MM pr.cr.), T.IUL. 80—
81°C (rentaH), R:0.48 (6eHzom—auetoH, 1 : 1, mapbl
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ammuaka). MK-cnektp, v, cm~!: 3310, 3210 (NH,).
Crektp AMP 'H, 6, m.a.: 0.79 m.c (2H, NH,), 1.74
o.a.0(2H,J13.9,9.0,3.8 Tu) n 1.94—2.03m (2H, CH,),
2.64 c (2H, NCH,), 3.43 n.a.n (2H, J 11.5,9.0, 2.8 ')
u 3.65 n.o.n (2H, OCH, J 11.5, 5.5, 3.8 T'm), 5.94 c
(2H, OCH,0), 6.71 n.x (1H, J 8.2, 1.8 '), 6.75 1.1
(1H,J8.2,0.5Tw) u 6.79 n.n (1H, CH;, J 1.8, 0.5 T').
Criextp AIMP BC, §, m.a.: 33.5 (2C), 40.8, 53.0, 63.2
(20), 100.2, 107.1, 107.3, 119.6, 137.6, 145.0, 147.4.
Haiineno, %: C 66.28; H 7.11; N 5.83. C;;H;NO;.
Borumcieno, %: C 66.36; H 7.28; N 5.95.

Tunpoxmopunasl 3aMeleHHbIX APWIOKCHIPONA-
HolamMuHoB Sa—d. O6was memoduxa. Cmech 1.0 T
(0.004 monb) amuHa 3, 0.004 MoJIb apUITOKCUMETHIIOK -
cupaHa 4a—d 1 2—3 Kanerb Boabl B 50 MJI M30ITPOITHIIO-
BOTI'O CITMPTA KUATIITWIN 12 4. PacTBOpuTeNh OTTOHSIIN
Jocyxa, K ocratky npubasnstim 10% HCI no pH 2.0,
AKCTparvpoBajii IpUMecH OEH30J10M M KUCIIbII CII0M
nomuenaurBain 10% NaOH no pH 8.0. Beimenus-
1eecss Macjio SKCTparupoBajy OEH30JI0M, 3KCTPaKT
MpOMBIBAIM Boaoi, cymmian Na,SO,, OTroHsIIM pac-
TBOPUTEJIb, OCTAaTOK — MAaclI000pa3Hble OCHOBAHMSL.
HeiictBueM acupHoro pactBopa HCl Ha adupHbIe
pacTBOpEl OCHOBAHMII TOJIy4Yalld COOTBETCTBYIOIINC
ruapoxjaopuabl Sa—d, KoTopbie MepeKpUCTaIN30BbI-
BaJId U3 3TaHOJIA.

Tunpoxmopun 1-((4-(6en3o[d][1,3]mokcon-6-un)-
TeTparuapo-2 H-nupan-4-unmeTuiamMmuno)-3-geHo-
Kcunponan-2-oia (5a). [Tonyden u3 0.6 r okcupaHa 4a.
Boixon 1.17 1 (65%), 1.1u1.140—142°C, R;0.64. CniekTp
SMP'H, 6, m.a.: 1.95-2.07m (2H) 1 2.20—2.34 m (2H,
CH,), 2.76-3.06 m (2H, NCH,), 3.16—3.32 m (2H,
NCH,), 3.38—3.52m (2H) u 3.67—3.78 Mm (2H, OCH,),
3.82 1.0 (1H,J9.9,5.9 T'u) n 3.94 n.n (1H, CH,O0C¢H,,
J9.9, 4.8 T'), 4.22—4.34 m (1H, CH), 5.73 m.c (1H,
OH), 5.92 ¢ (2H, OCH,0), 6.79—6.98 M (3H) 1 7.19—
7.26 m 2H, C¢Hs), 7.02 1 (1H, J 8.1 T'r), 7.14 n.x (1H,
J8.1,19Tum)u 721 n (1H, CiH;, J 1.9 '), 8.56 111.c
(1H, NH), 9.42 m.c (1H, HCI). Criektp AIMP 1C, 9,
Mm.o.: 33.8, 33.9, 38.6, 51.7, 57.4, 62.7 (2C), 64.1, 69.8,
100.6, 107.5, 108.0, 115.8 (2C), 120.5, 124.7, 128.6
(20), 134.0, 146.0, 147.9, 156.7. Haiineno, %: C 62.48;
H 6.56; C18.32; N 3.21. C,,H;;NOs-HCI. BrruucieHo,
%: C 62.63; H 6.69; C18.40; N 3.32.

Linnpoxinopun 1-((4-(6enso[d][1,3]mmokcon-6-mn)-
TeTparuapo-2 H-mipan-4-unmeruiaMuno)-3-(4-xjop-
tenokcm)nponan-2-oma (5b). INToxyyen u3 0.73 T okcu-
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paHa4b. Boeixon 1.16 T (60%), T.11. 197—198°C, R;0.56.
Crnektp AMP 'H, 8, m.i.: 1.96—2.07 m (2H) u 2.18—
2.31 M (2H, CH,), 2.79-3.07 m (2H, NCH,), 3.15—
3.31 m (2H, NCH,), 3.40—-3.50 m (2H) 1 3.68—3.78 M
(2H,OCH,), 3.84 1.1 (1H,J9.9,5.8 T)) n 3.92 n.n (1H,
CH,0C¢H, /9.9, 4.9 I'n), 4.23—4.32 m (1H, CHOH),
5.77 m.c (1H, OH), 5.98 ¢ (2H, OCH,0), 6.83 n (1H,
J82Tm), 693 n.n (1H, /8.2, 1.9 Tu) u 7.01 o (1H,
C¢Hs, J 1.9 T), 6.85-6.91 m (2H) u 7.18-7.23 M
(2H, C4H,), 8.47 ur.c (1H, NH), 8.71 ur.c (1H, HCI).
Crnektp AAMP BC, 9§, m.o.: 33.76, 33.84, 38.6, 51.6,
57.5, 62.7 (2C), 64.1, 69.9, 100.5, 107.6, 108.0, 115.8
(2C), 120.5, 124.7, 128.6 (2C), 134.0, 146.0, 147.9,
156.8. Haiineno, %: C 57.77; H 5.73; C1 15.48; N 3.02.
C,H,CINOs-HCI. Brruncneno, %: C 57.90; H 5.96;
Cl115.54; N 3.07.

Tunpoxnopun 1-((4-(oenso[d][1,3]amokcon-6-m)-
TeTparuapo-2 H-nupan-4-unia)MeTnaaMnHo)-3-
(4-dropdenokcn)nponan-2-oma (5¢). [Tomyuen u3 0.67
okcupaHa 4¢. Bexon 1.0 T (62%), 1.1, 183—184°C,
R:0.58. Cniektp AMP 'H, 0, m.1.: 1.95-2.08 m (2H)
u 2.18-2.32 m (2H, CH,), 2.79-3.07 m (2H, NCH,),
3.16—3.30 m (2H, NCH,), 3.39—-3.51 m (2H) u 3.68—
3.77m (2H, OCH,), 3.81 n.o (1H, /9.8, 5.9 T'm) m 3.91
n.a (1H, CH,0C¢H, J 9.8, 4.8 T'r), 4.22—4.31 m (1H,
CHOH), 5.76 m.c (1H, OH), 5.98 ¢ (2H, OCH,0),
6.831(1H,J8.2T), 6.94 1.1 (1H,J8.2, 1.8 ) u 7.01
1o (1H, C¢H;, J 1.8 T'm), 6.84—6.99 m (4H, C,H,), 8.47
mr.c (1H, NH), 8.71 ur.c (1H, HCI). Cniektp IMP 13C,
0, m.o.: 33.77, 33.84, 38.6, 51.6, 57.5, 62.7 (2C), 64.1,
70.2,100.6, 107.6, 108.0, 115.2 (2C), 115.4 (2C), 120.5,
134.0, 146.0, 147.9, 154.2, 156.6. HaiineHo, %: C 59.92;
H6.11;C17.93; F4.21; N 3.01. C,,H,sFNO5s-HCI. Bbi-
yucneHo, %: C 60.07; H 6.19; C18.06; F 4.32; N 3.18.

Linnpoxsnopun 1-((4-(6enso[d][1,3]anokcoa-6-mn)-
TeTparuapo-2 H-nupan-4-miMeTnIaMuno)-3-(p-to-
Jmiaokcu)nponan-2-oaa (5d). IMoayuen u3 0.65 T ok-
cupaHa 4d. Beixon 1.1 1 (59.4%), 1.1 178—180°C,
R:0.62. Cniextp SIMP 'H, 6, m.a.: 1.96—2.08 m (2H)
u 2.18-2.32 m (2H, CH,), 2.26 ¢ (3H, CH,), 2.78—
3.08 m (2H, NCH,), 3.14—3.30 M (2H, NCH,), 3.40—
3.50 m 2H) 1 3.68—3.76 m (2H, OCH,), 3.77 n.n (1H,
J 9.8, 6.2 T'u) u 3.90 n.n (1H, CH,0C¢H, J 9.8, 4.8
I'u), 4.21-4.30 m (1H, CHOH), 5.73 m.c (1H, OH),
5.98 ¢ (2H, OCH,0), 6.72—6.77 M (2H) 1 6.98—7.03 M
(2H, C¢H,), 6.83 n (1H, J 8.2 Tm), 6.94 n.n (1H, J 8.2,
1.9Tm)u7.01 1 (1H, CH;, J1.9T), 8.49 m.c (1H, NH),
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8.72 mr.c (1H, HCI). Criekrp AMP BC, §, m.1.: 19.9,
33.8, 33.9, 38.6, 51.8, 57.5, 62.7 (2C), 64.1, 69.5, 100.5,
107.5, 108.0, 114.0 (2C), 120.5, 129.0, 129.2 (20),
134.0, 146.0, 147.9, 155.9. Haiineno, %: C 63.15;
H 6.78; C18.03; N 3.19. C,;H,xNOs-HCI. BrruucieHo,
%: C 63.37; H6.94; C18.13; N 3.21.

N-((4-(ben3o[d][1,3]auokco-6-um)rerpa-
ruapo-2 H-mapan-4-unmeTnn)-2-xjaopaneramus (6).
K cmecn 12.0 1 (0.05 mosb) amuna 3 1 3.95 1 (0.05 Mosb)
6e3BonHoro mupuarHa B 100 M1 abcomoTHoro GeH-
30J1a TIPU MEPEMEIIMBAHUNA U OXJIAXICHUU JICASHON
Bomoit mpubasasuin no KarisaMm 5.64 r (0.05 Mob)
XJIOpPaHTUAPUIA XJIOPYKCYCHO# KUCIOTHI B 40 M1 ab-
comotHoro 6eHzona. Ilpogoirkanu nepemelivBaHue
MpY KOMHaTHOM TemniepaType 4 4 1 ente 1 9 ipu 60°C.
ITo oxmaxknenuu rpuodasisii 30 M BOIBI, CJIOM pa3-
JIeNISUIA, OEH30JIBHBIN CJI0M ITPOMBIBAJIU BOIOM, CYILIN-
1 Na,SO, 1 pacTBopuTesib OTTOHSITN. OCTaTOK KpU-
CTAJUIM30BAIN U MEPEKPUCTAIUIM30BBIBAIM U3 3(Upa.
Boixon 11.71(73%), T.11.168—170°C, R;0.65 (6eH301—
auetoH, 1 : 1). MK-cnektp, v, cM~': 3276 (NH), 1664
(NC=0). Cnekrp SAMP 'H, 6, m.a.: 1.79 n.o.x (2H,
J 14.0, 8.6, 3.7 T'm) u 1.90—1.99 m (2H, CH,), 3.28 n
(2H,NCH, J6.3Tu), 3.44 n.n.n (2H, J 11.5, 8.6, 3.0 T'r)
u 3.69 n.o.n (2H, OCH, J 11.5, 5.7, 3.7 T'), 3.88 ¢
(2H, CH,Cl), 5.96 ¢ (2H, OCH,0), 6.75—6.76 m (2H)
n 6.83 n.n (1H, CH;, J 1.5, 0.7), 7.35 yur.t (1H, NH,
J 6.3 Tm). Criektp AMP 2C, §, m.a.: 33.1 (2C), 40.2,
42.0, 48.6, 63.0 (2C), 100.3, 107.0, 107.5, 119.4, 137.1,
145.3, 147.4, 165.3. Haiineno, %: C 57.62; H 5.73;
Cl 11.22; N 4.31. C;sH;CINO,. Borucneno, %:
C57.79; H5.82; C111.37; N 4.49.

Tinnpoxopuapl  3aMellieHHbIX AMHHOALIETAMHIOB
Ta—e. Obwas memoouxa. K 1.5  (0.005 mMonb) xio-
pamuga 6, pacTBOpeHHOro B cMecu 20 MJI JMOKcaHa
1 2 MJ1 abCOMOTHOTO 3TaHoja, mpubapisu 0.01 Mob
cootBeTcTByomero amuHa u 10 mr KI. Peakimon-
HYIO CMeCh KUIISITWIA C 0OpaTHBIM XOJOTWIBHUKOM
10 4. PacTBOpuUTE b OTTOHSIIN, K OCTATKY MpUOaBIIs-
mu 10% HCI no pH 2.0, skcTparupoBaiu 6eH30J10M.
Otaensnm cliom, KUCIbI cioii mommenauvBain 10%
NaOH g0 pH 8.0, BeiaenuBIiLieecs Macio 3KCTparupo-
Bajin 6eH30510M (3 X 30 mi1). beH30/bHbIE SKCTPAKTHI
MpOMBIBaIM Bomoi, cyimin Na,SO, 1 pacTBOpUTESb
otroHsi. OCTaToK — Macja000pa3Hble OCHOBAHUS —
JevictBueM 3¢gupHoro pactopa HCI nepeBenu B -
JIPOXJIOpUIBI 7a—e, KOTOPBIE TIEpEeKPUCTAUI30BEIBA-
JIY 13 3TaHOJIA.

Tinnpoxnopun N-((4-(0enso[d][1,3]amokcoa-6-mn)-
TeTparuapo-2 H-nupan-4-ua)metTnn)-2 - (Muppo.Jiu-
muH-1-mn)aneramuaa (7a). Ilomyden uz 0.7 T 1mp-
pomvouHa. Beixom 1.12 1 (61%), T1.1u1.182—184°C,
R:0.72. Criextp AMP 'H, §, m.a.: 1.84 n.n.n (2H, J 14.1,
9.3, 3.7 I'm) m 1.90—2.12 m (6H, CH,), 3.03 m.c (2H,
NCH,), 3.30 1 2H, NHCH,, J 6.2 T'r), 3.40 m.c (2H,
NCH,), 343 n.ono (2H, J 11.6, 9.3, 2.5 T'n) u 3.69
n.an (2H, OCH,, J 11.6, 5.0, 3.7 T'u), 3.93 ¢ (2H,
NCH,CO0), 5.94 ¢ (2H, OCH,0),6.751(1H, J8.2 '),
6.801.1(1H,/8.2,1.8Tu)n6.88 m(1H, CsH;, J 1.8 '),
8.62 yu.t (1H, NH, J 6.2 I'r), 11.20 yur.c (1H, HCI).
Criextp AMP BC, 9, m.1.: 22.8 (2C), 33.5 (2C), 40.1,
49.0, 52.5 (2C), 53.8, 63.0 (2C), 100.2, 107.3, 107.4,
119.9, 136.8, 145.1, 147.2, 163.8. HaiineHo, %: C 59.45;
H 6.98; C19.15; N 7.28. C,sH,xN,O,HCI. Bruncneno,
%: C59.60; H7.11; C19.26; N 7.32.

Linnpoxmopun, N-((4-(0en3o[d][1,3]mokco-6-mn)-
TeTparuapo-2 H-nupan-4-un)mMeTui)-2- (nunepu-
JuH-1-um)aneramuaa (7b). Tlonyden u3 0.8 r murme-
punrHa. Beixon 1.2 1 (63%), 1.11.192—194°C, R;:0.68.
Crnektp AMP 'H, 6, m.1.: 1.35—1.51 m (6H, ,y-CH,),
1.77n.n.n(2H,J13.8,7.7,3.4Tu)n 1.94 n.0.0 (2H, CH,,
J 13.8, 6.5, 3.1 T'm), 2.30-2.41 m (4H, a-CH,), 2.78
ymr.c (2H, NCH,CO), 3.36 n (2H, NHCH,, J 6.3 T'r),
3.50 n.o.n 2H, J 11.6, 7.7, 3.1 T'n) u 3.71 m.o.o (2H,
OCH, J 11.6, 6.5, 3.4 T'n), 5.96 ¢ (2H, OCH,0), 6.74
n.n (1H, /8.2, 1.7 '), 6.78 o (1H, J 8.2 ') n 6.83 1
(1H, C¢H;, J 1.7 T), 6.89 ymr.o (1H, NH, J 6.3 T'ir),
10.20 yur.c (1H, HCI). Crekrp AMP "*C, 6, m.1.: 23.0,
25.3(2C), 33.5 (20), 39.6, 47.4, 54.1 (2C), 61.4, 62.9
(2C), 100.3, 106.7, 107.5, 119.0, 137.5, 145.3, 147.6,
168.2. Haitneno, %: C 60.37; H 7.23; Cl 8.68; N 7.02.
CyHsN,0,HCIl. Berancieno, %: C 60.52; H 7.36;
C18.93; N 7.06.

Tinnpoxnopun N-((4-(0enso[d][1,3]amokcoa-6-mn)-
TeTparuapo-2 H-nupan-4-mwimetu)-2-mopdoanHo-
aneramuna (7¢). [lomyyen 13 0.9 r mopdommHa. Beixon
1.2 1 (64%), 1.n.188—190°C, R;0.70. Criektp SIMP
'H, o, m.a.: 1.78—1.88 m (2H) mu 2.03—-2.12 m (2H,
CH,), 3.12 ur.c (4H, NCH,), 3.33 a1 (2H, NHCH,,
J6.2T), 3.40—3.48Mm (2H) 1 3.66—3.74m (2H, OCH,),
3.80—3.90 m (6H, OCH, u NCH,CO), 595 ¢ (2H,
OCH,0), 6.76 o (1H, J 8.2 T'), 6.80 o.x (1H, J 8.2,
1.8 Tu) n 6.88 o (1H, C¢Hs, J 1.8 T'r), 8.59 mr.c (1H,
NH), 11.65 ur.c (1H, HCI). Cnektp SIMP 1C, 6, m.1.:
33.6 (20), 40.1, 49.0, 50.6 (2C), 56.1, 62.8 (2C), 63.1
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(2C), 100.3, 107.4, 107.5, 120.0, 136.8, 145.1, 147.2,
163.0. Haiineno, %: C 57.13; H 6.69; C1 8.81; N 6.93.
C,yH;N,05-HCI. Bbruucneno, %: C 57.21; H 6.82;
C18.89; N 7.02.

Jurunpoxnopun N-((4-(0enso[d][1,3]mokcon-6-mm)-
teTparuapo-2 H-nupan-4-uwimerunn)-2-(4-meTui-
nunepasun- 1-unaneramuaa (7d). [Momyuen u3 1.0 1
N-Merwiunepasuna. Bexon 1.3 1 (59%), 1.101.192—
194°C, R:0.65. Criektp SIMP 'H, d, m.1.: 1.74—1.87 m
(2H) n 1.96—2.08 m (2H, CH,), 2.23 (c, 3H, NCH,),
3.30 1 2H, NHCH,, J 6.3 I'y), 3.41 yu.T (2H, J 10.3
I'm) u 3.64—3.73 m (2H, OCH,), 3.43-3.61 m (8H,
CH,), 3.92 ymr.c (2H, NCH,CO), 5.98 ¢ (2H, OCH,0),
6.75—6.83 M (2H) u 6.90 yu.c (1H, C¢Hs3), 8.25 yir.c
(1H, NH), 12.3 m.c (2H, HCI). Criektp AMP C, 9,
.. 22.8, 33.4 (20), 40.1, 41.5, 47.7, 48.8, 55.7(2C),
63.1 (2C), 100.5, 107.4, 107.6, 119.9, 136.9, 145.2,
147.3, 163.6. Haitneno, %: C 53.45; H 6.82; Cl 15.65;
N 9.28. C,yH,sN;0,2HCI. Boraucieno, %: C 53.57,
H 6.97; C115.81; N 9.37.

Jurunpoxnopun N-((4-(0enso[d][1,3]mokcon-6-mm)-
TeTparuapo-2 H-nupan-4-nametni)-2-(4-0eH3ummu-
nepa3ut-1-wnaneramuna (7¢). Iomygenns 1.8TN-6eH-
symnunepasuHa. Boexon 1.7 1 (68%), 1.1u1.178—180°C,
R:0.63. Criektp SIMP 'H, o, m.1.: 1.74—1.85 m (2H)
n 1.96-2.06 m (2H, CH,), 3.30 n (2H, NHCH,,
J 6.3 T'n), 3.36—3.58 m (10H, OCH, u NCH,), 3.63—
3.72 M (2H, OCH,), 391 mur.c (2H, NCH,CO), 4.41
yiu.c (2H, NCH,Ar), 5.94 ¢ (2H, OCH,0), 6.74—
6.80 m (2H) u 6.89 ym.c (1H, C¢H;), 7.40-7.47 m
(3H) u 7.69—7.74 m (2H, C¢Hs), 8.22 ym.t (1H, NH,
J 6.3 Tu), 12.1 ur.c (2H, HCI). Cnektp AMP 13C, §,
m.a.: 33.4 (2C), 40.1, 46.3 (2C), 47.5 (2C), 48.8, 63.1
4C), 100.4, 107.4, 107.5, 119.8, 128.3 (3C), 129.0,
131.7 (20C), 136.9, 145.2, 147.3, 163.5. Haiineno, %:
C 59.39; H 6.58; Cl 13.42; N 7.93. C,sH33N;0,2HCI.
Boeruucneno, %: C 59.54; H 6.73; C113.52; N 8.01.

3amemmennble cyibhanunaneramuabl 9a—d. O6was
memoouka. K pactBopy 0.0032 MOJb COOTBETCTBYIO-
mero Trona 8a—d B 40 mut aTanona npubassaum 0.34 T
(0.006 monmp) KOH u mepemermBany 1 9 1pu TeM-
nepatype 30—40°C. 3aTeM TIpHOABIISIA TIO KaTlISIM
1.0 r (0.0032 momnb) xnopaueramuna 6 B 30 M1 3TaHO-
Jia v HarpeBau 3 4 ripu 50—60°C. OTroHsIM 3TaHo,
K ocTaTKy Iprbanisumm 30 MII BOObI, 00pa30BaBIIIECS
KpUCTaJLIbl OT(UIBTPOBHIBAIM, POMBIBAJIM BOIOIA,
CYILIWJIM Y TIepEeKPUCTAIUTM30BBIBAINA U3 3TAHOJIA.
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2-(4,6-IumeTnmupumuann-2-untuo)- N-((4-(0en-
30[d][1,3]mmokcoa-6-unrerparuapo-2 H-mipan-4-mn)-
mermmjaneramun (9a). Iloayuen u3 0.45 r Thona 8a.
Boixon 0.9 1 (67%), 1.11.148—150°C, R;0.45. CrniekTp
SIMP 'H, §, m.1.: 1.67—1.87 m (4H, CH,), 2.31 ¢ (6H,
CHs), 3.33 n (2H, NCH,, J 6.4 T'm), 3.39—3.48 m (2H,
OCH,), 3.59 ¢ (2H, SCH,), 3.63—3.72 M (2H, OCH,),
5.92 ¢ (2H, OCH,0), 6.46—6.54 m (2H) u 6.62 ymi.c
(1H, C¢H;), 6.83 ¢ (1H), 7.09 yur.t (1H, NH, J 6.4 I'r).
Crnektp AMP BC, §, m.1.: 22.9 (2C), 33.2 (20), 33.4,
40.1,47.8, 63.0 (2C), 100.2, 106.3, 107.1, 115.5, 119.0,
137.7,144.9, 147.2, 166.3(2C), 167.8, 169.1. HaiineHo,
%: C60.53; H5.92; N 10.00; S7.61. C,;H,sN;0,S. Boi-
yucieno, %: C 60.70; H 6.06; N 10.11; S 7.72.

2-(5-(Terparunpo-4-dennn-2 H-nupan-4-un)-4 H-
1,2,4-Tpua3on-3-unruo)- N-((4-(oenszo[d][1,3] mok-
cos-6-un)rerparuapo-2 H-napan-4-uameTmin)anera-
vua (9b). [loxyuen u3 0.78 T tnona 8b. Bexon 1.18 r
(69%), T.m1.118—120°C, R;0.58. Criexktp AMP 'H, 9,
M.I.: 1.64—1.74m 2H) u 1.77—1.87 M 2H, CH,), 2.12
nan(2H, J13.2,11.0, 4.2 To) m 2.58 yu.a (2H, CH,,
J13.2Tu), 3.22 n 2H, NCH,, J 6.3 I'n), 3.33—3.44 m
(4H, OCH,), 3.58-3.67 m (2H) u 3.77 n.n.n (2H,
OCH, J 11.6, 4.2, 3.0 '), 3.63 ¢ (2H, SCH,), 593 ¢
(2H, OCH,0), 6.57 n.o, (1H, /8.2, 1.7 T'n), 6.64 i (1H,
J82Tu)u6.76 n (1H, CH,, J 1.7 T'n), 7.10—7.20 m
(1H) u 7.21-7.31 m (4H, C4Hs), 7.33 ym.t (1H, NH,
J 6.3 Tu), 13.50 yur.c (1H, NH). Cnexrp AMP °C, 6,
Mm.1.: 33.1 (2C), 34.78, 34.85 (2C), 40.1, 41.0, 48.6, 63.0
(20), 63.9 (2C), 100.3, 106.8, 107.4, 119.4, 125.3 (2C),
125.9, 127.8 (2C), 137.2, 145.2, 145.5, 147.5, 155.7,
162.5, 167.3. Haiineno, %: C 62.53; H 5.93; N 10.32;
S 5.81. C,sH3,N,OsS. Beruucneno, %: C 62.67; H 6.01;
N 10.44; S 5.98.

2-(5-(2,3-Iuruapodenso[b][1,4] mnokcun-2-ui)-
4H-1,2,4-tpua3oun-3-niaruo)-N-((4-(oenzo[d][1,3] mm-
OKCOJI-6-ma)reTparuapo-2 H-nmpan-4-miMeTuia)aie-
tavua (9¢). [loayyen u3 0.75 r tvona 8c. Beixon 1.1 T
(65%), 1.m11.130—132°C, R;0.56. Cnextp JIMP 'H, 9,
M.I.: 1.69—1.79m (2H) u 1.84—1.93 M (2H, CH,), 3.28
n (2H, NCH,, J 6.3 T'), 3.37-3.45 m (2H) u 3.62—
3.70 m (2H, OCH,), 3.72 ¢ (2H, SCH,), 4.30 o1 (1H,
J11.5,8.0T)u4.44n.n(1H,OCH,CH J11.5,2.6 '),
522 1.1 (1H, CH, J8.0, 2.6 I'm), 5.92 ¢ 2H, OCH,0),
6.62 n.o (1H, J 8.2, 1.8 T'n), 6.67 n (1H, J 8.2 I')
n6.76 n (1H, C4H;, J 1.8 '), 6.79—6.89 m (4H, C,H,),
7.44 ym.t (1H, NH, J 6.3 '), 13.52 ynr.c (1H, NH).
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Crniextp AMP BC, 9, m.1.: 33.2 (2C), 34.8, 40.2, 48.6,
63.0 (2C), 65.4, 68.2, 100.3, 106.8, 107.4, 116.6, 116.8,
119.3, 120.9, 121.0, 137.2, 142.4, 142.5, 145.1, 147.3,
154.6, 156.0, 167.1. Haiineno, %: C 58.73; H 5.08;
N 10.83;S6.16. CpsHyN,O4S. Beruucneno, %: C 58.81;
H5.13; N 10.97; S 6.28.

2-(5-(2,3-Turunpodenso[b][1,4] muokcun-2-ni)-4-
tennn-4H-1,2,4-tpua3on-3-uwiarno)-N-((4-(0enso[d] -
[1,3]amokcoa-6-um)rerparuapo-2 H-mapan-4-uni)me-
tamjaneramus (9d). [Tomydex u3 1.0 r Tuona 8d. Bei-
xon 1.0 r (53%), T.mn.196—198°C, R;0.42. Crektp
SIMP 'H, o, m.n.: 1.78—1.89 m (2H) m 1.93—-2.02 m
(2H, CH,), 3.32 1 2H, NCH,, J 6.4 T'1), 3.41-3.48 m
(2H) u 3.65-3.73 m (2H, OCH,), 3.75 ¢ (2H, SCH,),
432 0.1 (1H,J11.6,8.0 'n) u 4.45 n.o (1H, OCH,CH,
J11.6,2.5T),4.85 0.0 (1H, CH, J8.0,2.5Tw), 5.93¢
(2H, OCH,0), 6.60 n.n (1H, /8.2, 1.8 I'm), 6.65 1 (1H,
J82Tu)m 6.74 n (1H, C;H,, J 1.8 Tr), 6.76—6.86 m
(4H, C,H,), 7.32ym.t (1H,NH, J6.4 '), 7.38—7.43™m
(2H) n 7.48—7.56 M (3H, C4Hs). Cniektp AMP BC, d,
m.o.: 33.1 (20), 34.8, 40.2, 48.6, 63.0 (2C), 65.3, 68.3,
100.2, 106.7, 107.3, 116.6, 116.8, 119.4, 120.9, 121.0,
125.3 (20C), 125.9, 127.8 (2C), 137.2, 142.4, 1425,
145.1, 147.5, 154.3, 156.0, 162.5, 167.3. HaiineHo, %:
C63.28; H5.11; N 9.48; S 5.31. C5;H;3)N,O¢S. Boruuc-
neHo, %: C 63.47; H 5.15; N 9.55; S 5.47.

SAKJIIOYEHUE

PazpaboTaH onTuMalbHBIA METON  CHUHTE3a
(4-(6en3o[d][1,3]mmoxcon-6-un)reTparuapo-2 H-mm-
paH-4-m)MeTWIaMUHA ~ aTKWINPOBAHUEM HUTPH-
Ja  3,4-MeTWIeHIMOKCU(EHIIYKCYCHOI — KHCIOTHI
2,2-TUXJIOPAUITUIOBLIM 3(UPOM U TIOCIEAYIOIIUM
BOCCTAHOBJICHMEM BBIIEJICHHOTO HUTpWiIa. B pe-
3yJbTaTe PAaCKPbITUS OKCHMPAHOBOIO KOJbIIA BBIIIE-
yKa3aHHbIM aMUHOM TOJIy4YeH Psii apuIOKCUMETHI-
IpornaHojiaMuHOB. M3yyeHa BO3MOXHOCTh CHHTE3a
AMUHOMETWI- M CYJIbDaHWIMETIIAMUIOB Ha OCHOBE
MTOJTIy4YeHHOTO M3 aMUHA XJIopalleTaMI/Ia.

KOH®JIUKT MHTEPECOB

ABTOpHI 3asIBJISTIOT 00 OTCYTCTBMY KOH(JIMKTA WH-
TEpPECOB.
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Synthesis and Antioxidant Activity (4-(Benzo[d][1,3]-
dioxol-6-yl)-tetrahydro-2 H-pyran-4-yl)methylsubstituted
Aryloxypropanolamines, Aminoamides
and Sulfanilamides
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Alkylation of 3,4-methylenedioxyphenylacetonitrile with 2,2-dichlorodiethyl ether gave the corresponding
nitrile the reduction of which with lithium aluminum hydride isolated (4-(benzo[d][1,3]dioxol-6-yl)-
tetrahydro-2 H-pyran-4-yl)methylamine. The interaction of the latter with aryloxymethyloxiranes gave the
corresponding 1-((4-(benzo[d][1,3]dioxol-6-yl)-tetrahydro-2 H-pyran-4-yl)methylamino)-3-aryloxypropan-
2-ols. By the reaction of the same amine with chloroacetyl chloride isolated chloroacetamide, the interaction of
which with a variety of secondary amines and heterylthiols synthesized the corresponding substituted amino-
and sulfanylacetamides - derivatives of (4-(benzo[d][1,3]dioxol-6-yl)-tetrahydro-2 H-pyran-4-yl)methylamine.
The antioxidant activity of the obtained compounds was studied.

Keywords: (4-(benzo[d][1,3]dioxol-6-yl)-tetrahydro-2 H-pyran-4-yl)methylamine, aryloxyaminopropanol,
aminoamide, sulfanilamide
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