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2-AMHUHOIINPPOJI-2,5-TUOHBI

2.* BAHWIBHOE HYKJIEO®WJIBHOE 3AMEINEHUE AJIKHWJIAMUWHOI'PYIIIIbBI
B 1-AJIKWJI-3-AJIKWJIAMUHOIIUPPOJI-2,5-JTUOHAX APUJIAMUHAMM

1-Ankni-3-anKuiaMuHONUPPOI-2,5-IMOHBl B PEaKUUK BUHUIBHOTO HYKIIEO(DHIIb-
HOro 3amerieHus (Syvin) TUAPOXJIOpUAAMH WM 4-TONYOJCYJb(OHATAMH NEPBUYHBIX
apUIaMHHOB 00pa3yroT COOTBETCTBYIOIIME |-aikui-3-apuiiaMHHOIIHPPOII-2,5-THOHBI,
MIOJTy4YEHHbIE TaK)Ke M3 COOTBETCTBYIOIINX APUIAMHUHO(PYMAPATOB in Situ N MEPBUYHBIX
AIKWIaMHHOB.

KaroueBsble cioBa: apmiiaMHHO(MYMapaTel, MHPPOI-2,5-110H, BUHHIBHOE HYKIICO-
(GUIIbHOE 3aMEICHHE.

[IpousBoanble 3-aMHHONHUPPOI-2,5-AM0HA UCTIOIB3YIOTCS B KaueCTBE MHTH-
OuTopoB KnHa3 [2—4], aHTHAUIEpPreHHBIX U IMMYHOTEpaINeBTHYECKHX [5], MmecT-
HBIX 00€300IMBArOIINX CPEeNCTB [3].

B3anmopeiicteue 1-mMeTui-3-MeTHIAMHUHOMUPPOI-2,5-THOHA C THAPOXJIIO-
pUIaMH apwiIaMHHOB, a 1-(2-THAPOKCHITHN)-3-(2-THAPOKCUITUIAMHHO )ITUP-
poA-2,5-010Ha € THAPOXIOPUAOM 4-METOKCHAHMINHA MPUBOIUT K Syvin 3aMe-
LICHUIO AJIKMJIAMUHOTIPYMIIBl HAa apUJIaMUHOIPYMITy C 0Opa30BaHUEM COOTBET-
CTByMOIUX 1-anmkui-3-apuwiaMmuHONuppoin-2,5-quonoB [1]. B mponmomxenue
HAaIlUX HCCICNOBAHUI NPEACTABISUIO HMHTEPEC HM3YUYUTh 3Ty PEAKLHI0 I
Jpyrux 1-ankuii-3-aJKujaaMUHOMUPPOII-2,5-TUOHOB. Y CTAaHOBJIEHO, YTO MpHU
B3aUMOJICUCTBUH |-aIKUI-3-aIKMIAMHHOIIUPPOI-2,5-TMOHOB 1a—e ¢ THAPOXJIO-
pugaMu Wik 4-Toiyoncyiab(oHaTaMH apHiIaMHHOB 2a—j 00pa3yloTcsi COOTBET-
cTBytonme 1-ankui-3-apuiraMuHOMUPPOI-2,5-1uoHbl 3a—j (Tadm. 1, 2).

1-Ankwi-3-apuIaMHHOTTAPPOI-2,5-THOHBl  TAaK)K€ MOTYT OBITH ITONYYCHBI
B3aMMOJICHCTBIEM HWHIMBUAYaJbHBIX apUIaMHHOPYMapaToB C MEPBHYHBIMU
amupatudyeckumu amuHaMu [1]. TlockonbKky B psne ciiy4aeB apuiaMHHOQY-
MapaTbl TPYIHO BBIIEJIUTh B MHAMBUAYaIbHOM COCTOSHMM, HaMH Obl1a pas-
paboraHa MoauQUKAIUSI 3TOTO METO/A, 3aKIIOYAIONIAsCS B MOIYYCHUH apuil-
amuHodymaparoB Sa,b,d in situ u3 gUMeTHIOBOrO 3¢Upa aueTHICHIUKapOo-
HOBOM KUCJOTHI 4 U apUIIaMUHOB.

NHR NHAr
OéL_II\I<A\o + ANNH,»HX ——= O%SQO + RNH,*HX
R 2a-j R
la—e 3a-j

laR= PhCHz, b R= MCOCHchz, ¢c R= PhCHzCHz, d R= 3,4-(MeO)2C6H3CH2CH2,
e R = 2-pypdypnr; 2,3, 5 a Ar=Ph, X = CI, R = PhCH,, b Ar = 3-HOCH,CH,0C4H,, X = Cl,
R= PhCHz, c Ar= 3-02NC6H4, X= TSO, R= MBOCHchz, d Ar= 2-M60C6H4, X= Cl,
R = MeOCH,CH,, e Ar = 4-Me,NC4H,, X = Cl, R = PhACH,CH,, f Ar = 4-HO,CC4H,, X = TsO,
R = 3,4-(MeO),CsH;CH,CH,, g Ar = 4-MeO,CC¢H,, X =TsO, R = 3,4-(MeO),C¢H;CH,CH,,
h Ar = 2-HO,CC4H,, X = TsO, R = 3,4-(Me0),CH;CH,CH,, i Ar=3-MeOC¢H,, X = Cl,
R =2-pypdypun, j Ar =1-nadTin, X = Cl, R = 2-¢pypdypun

* Coobuienue 1 cm. [1].
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ArNH, MeO,C . NHAr RNH, —

MeO,C—==—CO,Me ——= —— 07~ O
. CO,Me L
Sa’bad 3a,b,d

JBwkymerd cumoil Syvin 3aMelieHds aIKWJIAMHHOTPYIIBI B  PEaKIUH
1-ankun-3-aaKuIaMUHOIUPPOI-2,5-TMOHOB C THUAPOXJIOpUAAMHU WU 4-TOJTyOJI-
cynb(oHaTaMU apUIaMUHOB SIBIIICTCS, MO-BHAMMOMY, OOpa3oBaHHe Ooiee
cnaboil COmpsKEHHON KUCIOTHI — KaTHOHA ANKHIaMMOHHUSI U Oolnee ciaboro
OCHOBAaHMSI — COOTBETCTBYIOLIErO 1-ankumi-3-apuaaMUHONMUPPOI-2,5-I10HA.
B camom nene, skcnepuMeHTanbHbIE 3HAa4YeHUS pK, BCeX HCCIENIOBAHHBIX
HYKICO(WIIOB 3HAYMTEILHO MEHBIIE, YeM COOTBETCTBYIOLIMX HYKIICO(YroB
(tabm. 3). Paccuurannsie ¢ momomrsio nporpammel ACD/pK, DB [6] 3HaueHus
pK, apui- U aJKWIaMHUHOB HAaXOZSTCSA B XOPOIIEM COOTBETCTBUHU C DKCIIEPH-
MEHTATbHBIMU JaHHbIMH (Ta0a. 3). Ha 3ToM OCHOBaHMM HaM{ PAacCUUTAHBI
3HauYeHUs pK, BCEX BO3MOXHBIX MPOTOHUPOBAHHBIX GopM 6a—d it oxHOTrO M3
HCXOJIHBIX COCTMHEHWH — |-OeH3mi-3-0eH3nmaMuHOHppos-2,5-nnoHa 1la [6a
(-3.16+£0.40) < 6b (2.83£0.20) < 6¢ (3.49+0.20) < 6d (3.63+0.20)] u s
COOTBETCTBYIOILIETO MPOAYKTa peakuuu — 1-6en3ui-3-heHunaMmuHonuppoi-2,5-
mmoHa 3a [6a (-3.50+0.40) < 6b (-2.73£0.20) < 6c (1.39+0.20) < 6d
(3.3140.40)]; m1sd KaXKIOTO U3 TAYTOMEPOB MPHUBEACHH HAMMEHBIIHE 3HAUCHUS
pK,. B cootBercTBUU ¢ mpaBmiiom Kabaunuka [7] B paBHOBECHOI cMecH TayTo-
MEpOB JOJDKHBI IPeo0iafaTs NpOTOHHUPOBaHHBIE (OpMEBI 6¢,d, Kak MMeEroLe
HaMMEHBIIYI0 KHUCJIOTHOCTh. TorJla W3 CpaBHEHHUs pacyeTHBIX 3HaueHui pK,
MPOTOHUPOBAaHHBIX (opM 6¢,d MCXOAHBIX |-aNKuil-3-amKUIaMHHOTTHPPOI-2,5-
IMoHOB la—e M KOHEYHBIX 3-apHJIaMHHONPOU3BONHBIX 3a—j (Tabm. 3, 4)
cllelyeT, YTo B peakiuu Syvin Bcerza oOpasyroTcst 6osiee ciadble OCHOBaHUS —
1-ankun-3-apuaaMUHOIUPPOI-2,5- AUOHBI.

Tabonuma 1

XapaKTepuCTHKH coeiMHeHn 3a—j

Coenu- bpyrro- Haiineno N, % T . °C Beixogn,
HEHUE (bopmyia Beraucneno N, % B %
3a C17H14N202 % 164-166 73
10.07 165-166 [1]
3b CoHsN,O4 8.45 147.5-149.5 51
8.28
3¢ C13H13N305 14.30 194-195 69
14.43
3d C14H N, 0, 02 121-122 73
14
3e C20H21N302 12.37 199-200.5 41
12.53
3f CyHyoN,O¢ 7.12 223-226 74
7.07
3g C22H22N206 w 206-209 93
6.83
3h Ca1HyoN, 04 7.16 220-222 78
7.07
3i Ci6H14N,O4 9.20 144-145 55.5
9.39
3j CioH14N,O; 8.92 135-136 40.5
8.80
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CnekrTpajibHble XapaKTePUCTHKH COeJUHEHUH 3a—j

UK cnekrp, v, oM

oexu- Crnextp SIMP 'H (IMCO-dy), 8, m. 1. (J, I'r)
HEHHC 1 CO),, | CO), C
3a 3315 1760 1715 1660 4.65 (2H, ¢, CH,); 5.54 (1H, ¢, CH); 7.03—7.45 (10H, M, 2C¢Hs); 9.62 (1H, ym. ¢, NH)
3b 3315 1755 1695 1640 372 (2H, n.1,J=4.6,J=5.1, CH,OH); 3.99 (2H, 1, J = 4.6, CH,0); 4.63 (2H, ¢, CH,N); 4.88 (1H, y.
T,
J=5.1, 0H); 5.68 (1H, ¢, CH); 6.66-6.73 (1H, M, Ha,-2); 6.94-7.03 (2H, M, Hu,-4,6); 7.22-7.39 (6H, M,
HAr-S + C6H5), 9.72 (IH, yul. c, NH)
3¢ 3370 1755 1705 1645 3.24 (3H, ¢, OCH,); 3.48 (2H, 1, J = 5.6, CH,0); 3.61 (2H, 1, J = 5.6, NCH,); 5.85 (1H, ¢, CH); 7.60—
7.70 (1H, M, Ha,-5); 7.77-7.87 (1H, M, Ha-6); 7.87-7.97 (1H, M, Ha,-4); 8.21-8.29 (1H, M, Hu,-2); 10.06 (1H,
yir. ¢, NH)
3d 3365 1750 1710 1650 3.36 (3H, ¢, CH;O0CH,); 3.58 (2H, 1, J = 5.6, CH,0); 3.75 (2H, 1, J = 5.6, NCH,); 3.93 (3H, ¢, OCH3);
5.53 (1H, ¢, CH); 6.94 (1H, 1, J = 8.4, Hx,-3); 6.97-7.05 (1H, M, Hx,-5); 7.05-7.15 (1H, M, Ha-4); 7.19 (1H, 1, J
=7.6, Ha-6); 7.86 (1H, yur. ¢, NH)*
3e 3360 1750 1710 1655 2.85(2H, 1, J=7.2, CH,); 2.88 (6H, ¢, 2 CH;); 3.65 (2H, 1, J = 7.2, CH,N); 5.34 (1H, ¢, CH); 6.72 (2H,
H’
J=8.8, Hp-2,6); 7.16-7.31 (7TH, M, Hy,-3,5 + C¢Hs); 9.47 (1H, ym. ¢, NH)
3f 3340 1750 1705 1645 2.79 (2H, 1, J=7.0, CH,); 3.66 (2H, T, J = 7.0, CH,N); 3.69 (3H, ¢, OCH,); 3.71 (3H, ¢, OCHj;); 5.86
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(1H, ¢, CH), 6.67 (1H, 1. 1, J = 8.0,*J=1.6, Ha-5"; 6.77 (1H, 1, *J = 1.6, Hu,-3"); 6.83 (1H, 11, J = 8.0, HA-6");

Tabunuma 2



3g

3h

3i

3j

* Cnekrp nonyueH B CDCl;.

3360

3350

3345

3400

1765

1760

1755

1760

1720

1715

1715

1710

1640

1650

1635

1650

7.49 (2H, 1, J = 8.8, Hp-3,5); 7.91 (2H, 1, J = 8.8, Ha,-2,6); 9.89 (1H, yur. ¢, NH); 12.78 (0.8H, yu. ¢, CO,H)

2.79 (2H, 1, J= 7.2, CH,); 3.67 (2H, 1, J = 7.2, CH,N); 3.69 (3H, ¢, OCHs); 3.71 (3H, ¢, OCHs); 3.83
(3H, ¢, CO,CHs); 5.89 (1H, ¢, CH); 6.67 (1H, 1. 1, *J = 8.0, *7= 1.6, Hu-5'); 6.77 (1H, 1, *J = 1.6, Hy,-3"); 6.83
(1H, 1, J= .0, Hy-6"); 7.52 (2H, 1, J = 8.8, Hx-3,5); 7.93 (2H, 1, J = 8.8, Ha,-2,6); 9.93 (1H, yw. ¢, NH)

2.80 (2H, 1, J = 7.2, CHy); 3.66 (2H, 7, J = 7.2, CH,N); 3.70 (3H, ¢, OCH); 3.72 (3H, ¢, OCH;); 6.01
(1H, ¢, CH); 6.69 (1H, 1. 1, °J = 8.0, *J= 1.6, H,-5"); 6.78 (1H, 1, *7= 1.6, Ha-3'); 6.84 (1H, 1, J = 8.0, Ha-6');
718 (1H, 1, J = 7.8, Ha-5); 7.54 (1H, 1, J = 8.3, Hap-3); 7.61-7.69 (1H, m, Ha-4); 8.06 (1H, 1. 1, > = 7.8, *J =
1.5, Hap-6); 11.23 (1H, ym. ¢, NH); 13.83 (0.8H, yim. ¢, CO,H)

3.76 (3H, ¢, OCHy); 4.61 (2H, ¢, CH,); 5.67 (1H, ¢, CH); 6.29-6.33 (1H, M, Hp,-3); 6.38-6.42 (1H, u,
Hpy-4); 6.66-6.73 (1H, M, Hp,-2); 6.94-7.01 (2H, M, Ha-4,6); 7.23-7.32 (1H, M, Ha-5); 7.54-7.59 (1H, M, Hpy,-
5); 9.67 (1H, ym. ¢, NH)

4.63 (2H, ¢, CH,); 4.96 (1H, ¢, CH); 6.35 (1H, 1, J = 3.1, Hpy-3); 6.42 (1H, 1. 1, J= 3.1, J = 1.7, Hpy
4);
7.49-7.64 (5H, M, Hy,-2,4,6,7 + Hpy=5); 7.87 (1H, 1, J = 7.6, Hp-5); 7.94-8.03 (2H, M, Hy,-3.8); 9.87 (1H, yuu. c,
NH)
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B pa6orax [8, 9] paccmaTpuBanych Kak HMHHHAS, TaKk 1 eHaMUHHas dopMa
CYIIECTBOBAHUSA TMPOU3BOJHBIX 3-aMUHOMHUPPOI-2,5-NH0HA, OJHAKO Ooee
MO3IHUE WCCIICIOBAHUS MTOKA3aIH, YTO OHU CYIIECTBYIOT UCKITFOUUTEILHO B CH-
amuaHON (hopme [1-5, 10-16]. Ee mpoTroHnpOoBaHWEe B COOTBETCTBHUU C IPOBE-
JCHHBIM aHAJIN30M YCTOMYHUBOCTH TayTOMEPOB MPUBOIUT K MpeoOIaTaHuio
uMUHHBIX popm 6¢,d. COOTBETCTBEHHO, MPOTOHUPOBAHUE 32 CUCT YBEIIMYCHHS
3¢ (heKTUBHOM AIIEKTPOOTPHUIIATEITHLHOCTH aTOMa a30Ta CTAOUIM3UPYET B MPOH3-
BOJHBIX 3-aMHHOTIUPPOI-2,5-THOHA WMHHHYIO (OpMYy IO CPaBHCHHIO C €H-
AMHHHOM, 4TO 00yCIIOBIMBAET BO3MOKHOCTh HYKJICO(DHIFHOTO PUCOSANHEHNUS
apujaMHHa TI0 UMHHHOMY aTOMy YIJepoJia ¢ TOCIEIyIOIIUM OTIIETICHHEeM
AITKUJIAMIHA, 00E€CTICUNBAIOIINX OCYIIECTBICHHE SyVin PeaKITiu.

NH R ER NHR
OIL ?FL /d
R R2 R? R2
6a 6b 6c 6d

= Alk wm Ar; R? = Alk

IKCHEPUMEHTAJIBHAA YACTb

Cnextpsl SIMP 'H nonyuens! Ha crextpomerpax Varian VXR-300 (300 MIm)
(coemuuenne 3i u 2-(3-ammHO(MeHOKCcH)3TaHON) M Varian GEMINI-2000 (400 MI'm)
(coemuuenns 1b, 3a-h,j), BHyTpenHuii cranmapr — TMC, oTHeceHHE CHTHAJIOB
npoBoamid ¢ oMokt nporpaMmMel ACD/HNMR DB [6]. UK ciektpsl 3amucaHbl Ha
criektpomerpe UR-20 B Tabmetkax KBr. 1-Ankwi-3-ankuiaMHHOMUPPOII-2,5-THOHBI
1a,c—e nonyyanu mo Metoauke [16], muMeTHIIOBBIH 2hUp aMUHOGDYMAPOBOI KUCIOTHI —
[18], 2-(3-mutpodenokcu)atanon — [19]. KoHTposmb 3a X0A0M peaknuid W WHIH-
BU/yaJIbHOCTBIO BEINECTB OCYIIECTBIISIICS XpoMaTtorpaduuecku Ha ruactuHax Silufol
UV-254 B cucteme xnopodopm—meranon, 10:1, nposieierre B Y® cBeTe u/win B mapax
noja.

1-(2-MeToxcudTHI)-3-(2-MeTOKCHITHIAAMHHO)TUPPO.I-2,5-1uon (1b). K pactso-
py 4.0 r (25 mMoinb) nquMeTniioBoro 3¢upa amuHO(pyMapoBoit kuciotel B 10 mi 90%
BOJAHOrO MeTaHoja gobOaBisor 4.1 T (4.75 miu, 54 MMonb) 2-METOKCHUATHIIAMHUHA
(Merck), marpeBator 9 1 ipu 75 °C, OCTaBISIFOT HA HOYb. PacTBOPUTENH YAAISIOT MIPH
TIOHVD)KCHHOM  JIaBJICHWH, OCTAaTOK OJKCTParupyror OeH3omoM (2x25 M), SKCTpakT
GUIbTPYIOT, (UIBTpAT yHapUBalOT B BaKyyMe, ocTaTok oxyaxmaloT mo 0 °C,
pacTUpaOT ¢ 5 MI XOJOJHOTO MeTaHosa, ocTaBisaloT Ha Houb mpu 0 °C. Ocamox
OT(WIBTPOBBIBAIOT, IPOMBIBAIOT XOJIOAHBIM METAHOJIOM, BHICYIIMBAIOT B BAaKyyMe IPH
35 °C. Nonyyaror 3.3 1 (58 %) coemunenus 1b, T. m1. 62—64 °C. Haiineno, %: N 12.45.
C10H¢N»O4. Beraucneno, %: N 12.27. Cnektp SIMP 'H (AMCO-dg), 8, m. 1.: 3.21 (3H,
¢, OCHy); 3.25 (3H, ¢, OCHy); 3.38-3.54 (8H, M, 4CH,); 4.90 (1H, ¢, CH); 7.65 (1H,
ymr. ¢, NH).

2-(3-AMuHodeHOKCH)ITaAHON. [Ipucomosnenue kamaiuzamopa. K cycneH3un
10.0 r crraBa HHMKENS C QIFOMHHHUEM I BOCCTAaHOBIIEHHS B 70 MiI BOIBI HOOABIISIIOT
NaOH (6x2 1, 0.3 M0Ib), OCTaBISIOT CTOSTh HAa 15 MHH, BBEIIEPKUBAIOT 35 MUH IpHU
70 °C. XKuakocTh HaJ KaTaau3aTOPOM JEKAHTUPYIOT, KaTallu3aTOp MPOMBIBAIOT MOCTIC-
JTIOBATEIBHO BOHOH (2x25 M) m MeTanosoM (2x20 mit). Boccmanoenenue. K pactBopy
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3navenus pK, npu 25 °C u nonnoii cusie I =0

Tabnuma 3

C ConpsiKeHHast pK,

OCAMHCHHC KHCII0Ta DKcrepuMeHT [6] Pacuer
benzunamun 9.35 9.40+0.10
2-MeToKCHITUIIaMUH 9.43 8.80+0.10
2-DeHMIITHIIAMIH + 9.92+0.04 (0.1) 9.90+0.10

RNH,
2-(3,4-InmMeTOKCH(ECHIIT ) THIIAMIH 9.88+0.01 (0.1) 9.74+0.10
2-OypdypunamMun 8.89 (1.0/30) 9.124+0.29
Annnmma 4.60 4.61+0.10
2-(3-AMHHO(EHOKCH )ITAaHOI - 4.09+0.10
3-Hurpoanunux 2.46 2.46+0.10
2-MeTOKCHaHWIHH 4.53 4.54+0.10
4-AMHUHOOEH30MHAsT KKCIOTa + 2.41+0.04 2.51+£0.10
(4-ABK) ArNH,
Mermnossiit a¢up 4-ABK 2.47 2.47+0.10
2-AMHUHOOEH30MHAsT KKCIIOTa 2.11 2.10+0.10
3-MeToKCHaHWINH 4.20 4.17£0.10
1-Haptnnamna 3.94+0.02 3.94+0.10
N,N-JIumerui-1,4-muaMHHOOEH30T M ezﬁHcﬁHANHz 6.59 6.64+0.12
+ +
Me,NHCH,NH, - 2.68+0.10
Tabnuma 4
PaccuntanHblie 3HaueHus pk,
Coemn- pK,
HEHHE 6c* 6d**

1a 3.49+0.20 3.63+0.20

1b 2.45+0.20 3.37+0.20

1c 3.28+0.20 3.57+0.20

1d 3.02+0.20 3.51+0.20

le 2.02+0.20 3.344+0.20

3a 1.39+0.20 3.31+0.40

3b 0.80+0.20 2.72+0.40

3¢ —1.17+£0.20 0.94+0.40

3d —0.10+0.20 2.01£0.40

3e 2.51+£0.20 3.34+0.20

3f -0.39+0.20 1.68+0.40

3g -0.46+0.20 1.62+0.40

3h 0.07+0.20 2.15+0.40

3i 0.47+0.20 2.56+0.40

3j 0.95+0.20 3.04+0.40

* pKaNH+.

** JlpuBeneHO MeHbIIEEe W3 JBYX BO3MOXKHBIX 3HaueHUH pK, (pKaOl'l -
coeauHeHus la—e, 3e; pKaNH+ — coenuHeHust 3a—d,f—j); GONBLIIMHCTBO €HaMHU-

HOHOB UMEET pKaOH B auamasone 2.8-3.1 [17].
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50.0 r (0.273 moms) 2-(3-HuTpodenokcu)sTanona u 43.4 r (42 mi, 0.685 mons) 80%
Bozroro NoH,H,0 (ds*° 1.034) B 400 Mt MeTanoma 106aBisioT Katammsarop mpu 50 °C
U TepeMelIMBaHuU B TeueHue | 4, BeiAep>kuBaroT 25 MuH npu 65 °C, kumarsat 1 4.
Peak1moHHYI0 CMeCh OXJIKIAIOT, OTQHUIBTPOBBIBAIOT KATAIM3aTOP, (PUIBTPAT KUIIATST
3 Mud ¢ 1.5 T aKkTUBHOTO YIJIs, KOTOPBHIH 3aTeM OT(UIBTPOBHIBAIOT, (HILTPAT
ynapuBaioT B BakyyMme. OcTaTok pactuparoT ¢ 3gupom, oxnaxiaor 10 5 °C, ocagok
OT(WIBTPOBBEIBAIOT, IPOMBIBAIOT XOJOAHBIM 3(GHPOM, BBHICYMINBAIOT. [lomydeHHbIH
npoxykt (37.5 r) neperonsitor B Bakyyme. IToxydator 32.6 T (80%) 2-(3-amunoden-
OKCH)3TaHOJA, T. kuil. 155.5-157 °C (1 mm pr. ct.), T. 1. 52-53 °C (1. m. 52 °C [19])
(ruapoxmopuz 2b, T. mr. 134.5-139.5 °C). Crextp SIMP 'H (CDCl3), 8, m. 1.: 2.88 (1H,
yu. ¢, OH); 3.72 (2H, ym. c, NH,); 3.84-3.93 (2H, m, CH,OH); 3.93-4.02 (2H, M,
OCH,;); 6.20-6.24 (1H, M, Ha,-2); 6.26-6.34 (2H, M, H-4,6); 6.97-7.10 (1H, M, Ha-5).

1-Ben3nia-3-gpenmiamuHonuppoi-2,5-1uon (3a). K pacteopy 1.0 r (3.4 mMmons)
coequaeHuss la B 25 mi meraHona mobasisror pactBop 0.45 r (3.5 mmons) rumpo-
XJopuza 2a B 5 MuI MeTaHONa, KAMATAT | 9, ocraBmsaror Ha HO4b mpu 5 °C. Ocamok
OT(WIBTPOBBHIBAIOT, IPOMBIBAIOT METAHOJIOM, MEPEKPUCTAIM30BBIBAIOT M3 2-TIpOIa-
nona. [lomyuarot 0.69  coemnaenus 3a.

Coennnenus 3e,i,j momygaror anamorungHo. CoequHeHus 3i,j KpHCTAIH3YIOT U3
METaHoIA.

1-Ben3na-3-(3-(2-ruaApokcHITOKCH) PpeHMIaMHUHO)TUPPOJI-2,5-11oH (3b). K cme-
cu 1.50 r (5 mmouts) coenmnenus 1a u 1.07 r (5.6 MMonb) ruapoxiopua 2b no0aBisroT
34 mn MeraHoNla, KUIIATAT | 4, OCTaBISIOT HA HOYb. PacTBOp ymapuBaioT B BakyyMme,
OCTaTOK PacTHPAIOT C XOJIOJHOHM BOJOH, O0CaJOK OT(GMIBTPOBHIBAIOT, NPOMBIBAIOT XO-
JIOZHOM BOMOM, BhICymMBatoT. [lomydenHsrii npoaykr (1.72 r) nBakapl nepekprcTal-
JTU30BBIBAIOT U3 2-niponanona. [lomydator 0.88 r coenunenus 3b.

1-(2-MeTtoxcmaT)-3-(3-uutpodeHniaMuHo) nuppo.a-2,5-muon (3c¢). K pactsopy
1.01 v (4.4 mmomns) coenmueHus 1b B 5 mm meranoma mobaBisror pactBop 0.64 T
(4.6 mmonp) 3-autpoanmnuHa U 0.84 T (4.4 MMonp) MOHOTHApaTa 4-TONyONCyIb(O-
kuciaoTel B 10 mMn meraHomna, kumAtAT | 4, ocraBmsror Ha Houb mpu 5 °C. Ocamok
OT(UIBTPOBBIBAIOT, IPOMBIBAIOT METAHOJIOM, NIEPEKPHCTAIIM3OBEIBAIOT U3 2-IIPOIIAHO-
na. [lomyuarot 0.89 T coenmnenus 3c.

Coennnenusi 3f-h momydator anaimormuHo. CoenuHenue 3f KpucTaIIH3YIOT W3
MeTaHoJa, coefmHeHns 3g,h ounIaoT KUMsT4YeHHeM B METaHoJIe.

1-(2-MeTtoxcnaTiia)-3-(2-MeTokcueHUIAMHHO)MUPPO.I-2,5-1uoH (3d). K cmecu
1.0 r (4.4 mmonb) coequnenus 1b u 0.74 T (4.6 mmous) ruapoxiopuaa 2d 100aBisioT
10 M1 abc. aTaHona, KUOATAT 1 4, ocraBissroT Ha Houb mpu 5 °C. Ocanok
OT(WIBTPOBBIBAIOT, ITPOMBIBAIOT XOJOAHBIM a0C. STAHOJIOM, MEPEKPUCTAIIIM30BBIBAIOT
n3 abc. sra”ona. [Tomyyatot 0.89 r coennnenns 3d.

JumeTunoBslii 3¢gup dpennnamunodpymaposoii kucaorsl (5a). K pactsopy 3.81 ¢
(3.30 M1, 27 mmons) coequaeHus 4 B 40 mit abc. GeH301a JOOABISIOT MO KAIUISAM MIPH
nepememBanny npu 20 °C pactBop 2.51 1 (2.45 mi, 27 mmous) anuusaa B 10 mu alc.
OeH3ona B TeueHne 10 MHH, OCTaBISIOT HAa HOYb, KUIATAT 4 4, OXJAXKAAIOT, PacTBO-
puTens ynapusaioT B Bakyyme. [lomydator 6.32 1 (100%) coenunenus Sa.

Coeannenue 5d mosy4yaroT aHaJIOTHYHO.

JumerniioBslii 3¢pup 3-(2-ruApokcHITOKCH)PeHHIaMHHOPYMAPOBOH KHCIOTHI
(5b). K pacrBopy 2.0 r (13 mmonb) 2-(3-amuHodeHokcu)atanona B 11 mu abc. mera-
HOJIa T00ABIIAIOT 1O KarusiM ipu niepemermBarnu pu 20 °C pactBop 1.85 1 (1.60 mur,
13 mmonb) coenubenus 4 B 10 M abc. MeTa”osna B TeueHne 15 muH, kunataT 30 MuH,
OCTaBJISIIOT Ha HOYb, PACTBOPUTENH ymapuBaloT B Bakyyme. [lomyuator 3.85 r (100%)
coenuHeHus Sh.

[onmyuenusie apuaammuogymapatbl Sa,b,d 6e3 JONONHUTENEHONH OYMCTKH
UCTIOJIB3YIOT B CIEAYIOIINX CHHTE3aX.

1-Ben3na-3-pennnamunonuppoJ-2,5-quon (3a). K pacrteopy 6.32 r (27 Mmoub)
¢denmnamuHOpyMapata Sa B 15 M meranona nobasnsaroT 4.34 T (4.42 v, 40.5 MMoIIb)
OensmnamuHa, BeiepkuBaoT 10 cyt npu 20 °C. Ocanok oT(HIBTPOBBIBAIOT, TPOMBI-
BalOT METAHOJIOM, KPHCTAUIM3YIOT M3 2-mponanona. [lomydator 3.08 1 (41%) coenu-
HeHnus 3a.

Amnanornuso nomrydaroT 1.09 1 (25%) coenunenus 3b.
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1-(2-MeTtokcudT1)-3-(2-MeTokcupenuiamuno)nuppoa-2,5-quon (3d). K pac-
TBOpY 7.06 T (27 MMoub) coequrenus 5d B 10 mi metanona nobasmsror 3.0 T (3.5 mu,
40 mmoip) 2-metokcudTiiiamMuHa (Merck), BeraepsxuBatot 28 cyT mpu 20 °C. PactBopu-
TeJIb YIApHBAIOT B BaKyyMe, OCTATOK OXJIXAalT 10 5 °C, pacTUpaioT ¢ 5 MJ X0ol-
HOTO METaHOJa, OCTaBISIOT Ha Houb mpu 5 °C. Ocamok OTQHUIBTPOBHIBAIOT, MPOMEI-
BAIOT XOJIOJAHBIM METAHOJIOM, KPHCTAIIN3YyI0T U3 MeraHoma. [lomywaror 2.7 T (37%)
coenunenus 3d.
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