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CHUHTE3 1-AJIKWJI-3-APUJIAMUHOIINPPO.I-2,5-TUOHOB

BzanmopeiictBue  1-akui-3-alkuIaMHHOIUPPOI-2,5-THOHOB € THUAPOXJIOPHIAMH TEPBHYHBIX
apwiaMHHOB B MeTaHosie Wik B JIMCO npuBoguT K 1-ajkui-3-apuiaMuUHONHPPOI-2,5-1uoHaM,
KOTOpBIE TakKe MOIYYEHBI B PEaKIUU apHiIaMHHO(YMapaToB ¢ MEPBUYHBIMU aMH(aTHIECKUMH
aMHHaMH.

KnroueBble cioBa: apuiaMHHOGYyMaparsl, MaJeUHUMHU, TUPPOI-2,5-THOH, ITepeaMUHUPO-
BaHME.

[IponsBoanble 3-apUIIaMUHOTHUPPOII-2,5-TUOHOB TPOSBISAIOT (YHTHUCTATH-
geckyro [1], repOMIIMAHYI0, WHCEKTHIMIHYIO [2] ¥ MPOTHBOOMYXOJEBYHO [3]
aKTHUBHOCTb U NMPUMEHSIOTCS [UIS JICUCHUS W/WIM NPO(UIAKTUKY PaKa, a TakxKe
COCTOSIHHH, CBSI3aHHBIX C HEOOXOAMMOCThIO HMHTHOMpoBaHus gpepmenta GSK-3
(mnabets1, 00Je3HL ANBITeliMepa, OCTPBIN HHCYIBT) [4].

Cunte3sl 3-apUIaMUHONUPPON-2,5-ITUOHOB U UX |-alKWINPOU3BOIHBIX
OCHOBaHBl Ha LHUKJIU3ALUH apWIaMHHO(YMapaToB C aMMHakoM [5], B3aumo-
JEUCTBUY MAJICMHUMUIOB C apUIITHIPOKCHUIAMUHAMU [6] WK peakuu 3-rajloreH-
[4, 5, 7, 8] u 3-TuAPOKCUNIPOU3BOIHBIX [4, 8] MUPPOI-2,5-NTMOHOB C apUIaMUHAMH.
B To e Bpemst H3BECTHO, YTO €HAMHHBI IEPEAMUHHUPYIOTCSI aMHHAMU B YCIIOBHSIX
KHCIIOTHOTO WJIM OCHOBHOTO Karammza: 1,4-Omc(mumerinamuHo)-1,3-Oytaauen —
apyiI- WK aJKWIAMHHAMH B TIPUCYTCTBUU KAaTATUTUYECKUX KOJINYECTB YKCYCHOM
/MMM CONSIHOH KHCHOTHI [9], a 1-HUTpO-2-TUMETUIaMHHONPONHICH —
aMMHAKOM M aJKWIaMHHaMH (0€3 KHCIOTHI) WM apuIaMHHAMH B IIPUCYTCTBUU
SKBUMOIIIPHOTO KOJIMYECTBA 1-TOMYONCYIbPOKUCIOTH [10].

C uenbto cuHTe3a l-ankui-3-apuIaMHUHOMUPPOI-2,5-TUOHOB MBI U3YyUHIU
peakumio 1-ankui-3-aJKuIaMUHOUPPOII-2,5-AMOHOB € apUilaMUHAMU.

VYcraHoBneHo, 4to 1-MeTun-3-MeTuiaMUHONUppon-2,5-auoH 1 He B3aumo-
JNEHUCTBYET C AaHWIMHOM IIPU COOTHOIIEHMH peareHToB oT 1:1 go 1:3
B Pa3IUYHBIX YCJIOBUSX: KUMAYEHUU B MeTaHoue, HarpeBaHuu npu 100-120 °C
B IMCO wmu nipu 100 °C 6e3 pactBoputens B TedeHrne 5—40 4 B OTCYTCTBHE
WIA TPUCYTCTBUM KATAIUTHYECKOTO JMOO SKBUMOJSPHOTO KOJIUYECTBa
YKCYCHOH KHUCIOTBL. B TO e Bpemst manenHumupn 1 OBICTpO pearupyer c
SKBUMOJISIPHBIMH KOJTMYECTBaMHU MIPOXJIOPUAOB apUjiaMHUHOB 2a—m (HarpeBa-
Hue 1 u B meranonme winu B JIMCO), o0pasyss ¢ XOpOUIMMH BBIXOJaMH
COOTBETCTBYIOIIUE |-MeTHII-3-apriIaMUHONTUPPOII-2,5-nuoHbl 3a—m (Tadi. 1, 2).
B amanormunoit peakiuu  1-(2-ruapokcuITHN)-3-(2-THAPOKCUATHIAMHUHO )-
NUPPON-2,5-AU0HA C THAPOXJIOPUAOM n-aHU3UANHA oOpasyercs 1-(2-ruapokcu-
a1Hn)-3-(n-MeTOKCH(peHIITaMIUHO )TUppoi-2,5-moH 3n (tabdn. 1, 2). [Ipu B3anmo-
JNCUCTBMM e MalenHuMuaa 1 ¢ SKBUMOJSIPHBIM KOJHYECTBOM AaHUJIKMHA
B IpUCYTCTBUU 15 Moi1.% TuApOXIOpHIa aHWINHA (KUISTYeHHE B MeTaHoje 1 1)
1-meTun-3-¢henmnaMmuHOIUPpon-2,5-11oH 3a o0pa3yercs ¢ HU3KHM BBIXOJOM
(5%).
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ITo cnekrpam AMP 'H PeaKIMOHHBIX Macc, MaJleMHUMU 1 HE pearupyer ¢
OeH3mwIaMUHOM (MOJISIPHOE COOTHOIICHUE peareHToB 1:1 wim 1:2, 90% BomHBIH
metanoi, 18 cyt npu 20 °C, wm 1:2, 90% Boansiit metanon, 10 1 mpu 20 °C
C MOCJICAYIONUM KHUIISTYCHUEM B TedyeHue 8 4), a 1-OeH3ui-3-OeH3uITaMuHO-
MUPPOI-2,5-AMOH UHEPTEH MO OTHOIIEHUIO K METHJIAMHHY (MOJIIPHOE COOTHO-
menue peareHToB 1:3, 90% Bomuerit Mmeranoi, 10 ¥ mpu 20 °C u 8 1 mpu 95 °C
B 3amasHHON ammyJie). B To jke Bpems kumnsueHne MaienHuMuaa 1 B 5-kpatHom
n30bITKE MOP(OJTMHA MPUBOAUT K cMecH ManenHumun 1 — 1-metni-3-mopdo-
JTUHOMHPPOI-2,5-muoH 30 (Ttabdn. 1, 2), 1:1 (13 coorHoenus curaaio CH npu
4.73 u 5.13 m. n. B cektpe SAMP lH, 300 MI'm). B peakuun manenaumuaa 1
C KBUMOJISIPHBIM KOJHYECTBOM THAPOXJIOpHAa OEH3WIaMHHA C YJIOBJIETBO-
PHUTENBHBIM BBIXOJOM oO0pasyercsi 1-meTui-3-0eH3UIaMHHOIUPPOI-2,5-TU0H
3p (tabmn. 1, 2). B 1o ke Bpems 1-meTui-3-peHnIaMuHOMUPpoI-2,5-11oH 3a He
pearupyer C SKBHUMOIISIPHBIM KOJWYECTBOM OCH3WIAMHUHA WJIH €ro THUAPO-
xyopuaa (KarsgaeHue B MmetaHomue 1 9).

N3BecTHO, 4TO B peakuuu aHWIHMHO(pYMapaTa 4a ¢ aMMHaKoM o0Opasyercs 2-
AQHWIMHOMAIEUMUJL 5], Torna Kak B3aMMOJCHCTBHE aMHHO(yMapaTa ¢ MepBHY-
HBIMU aU(paTHUECKUMHA aMHUHAMH TPHBOJUT MPEUMYIIECTBEHHO K 1-aJIKui-
3-anKuIaMUHONIUPPON-2,5-auoHam [11], a He K BepoATHBIM 1-ankui-3-aMHUHO-
MPOW3BOAHBIM. MBI yCTaHOBWJIM, 4YTO B pEaklWHd apHiIaMHHO(yMapaToB
C IEPBUYHBIMH  aTHU(PaTHYECKUMH aMUHAMH O0O0pPa3ylTCs HCKIIOYUTEIBHO
1-ankwn-3-apuraMuHONIUPPOI-2,5-1uonsl 3a, Sa—c¢ (Tabn. 1, 2), T. €. B JaHHOM
peaxIuy He IPOUCXOAUT 3aMEeHa apUIIaMHUHOTPYTIIBI Ha aNKIJIAMHUHOTPYTIITY.

NHMe NHAr
A + ArNH, -HCl ———> m
0 ITI o 0 N o
_ |
Me 2a-m Me
1 3a-m

2,3 a Ar =Ph, b Ar = p-BrC¢H,, ¢ Ar = p-MeCgH,, d Ar = m-MeC¢H,, € Ar = 0-MeOCgH,,
fAr :p-HOC6H4, g Ar :p-OZNC6H4, hAr= m-OzNC6H4, iAr= m-HOCHQCH20C6H4,
j Ar =p-M62NC6H4, k Ar =p-MezNC6H4 . HC], 1Ar= p-H2N802C6H4,

MeO
7
m Ar= N \ NHSO,CH,- p
=
MeO
NHAr
MeO,C NHAr —
— + RNH, E——
CO,Me 0" N0
4a, ¢ R
3a, 5a-c

5 a Ar=Ph, R = PhCH,; b Ar = p-MeC¢H,4, R = PhCH,, ¢ Ar = p-MeC¢H,4, R = CH,CH,OH

Tabnuma 1
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XapakTepucTHKH coenHeHuii 3a—p, Sa—c

Haiineno, %
eme | o T, e | Bor
pMyiia C H N (]
3a Ci1H N0, 65.28 4.95 13.84 199-200 70
65.34 4.98 13.85
3b C,1HyBrN,0O, 47.11 3.25 10.02 237-238 70
47.00 3.23 9.97 (pasm.)
3¢ Ci2H;oN,0, 66.60 5.58 12.89 208-210 67
66.65 5.59 12.96
3d CoH1oN,O, 66.54 5.52 12.90 206-208 56
66.65 5.59 12.96
3e Ci2H;,N,0;5 62.12 5.25 12.06 162-164 50
62.06 5.21 12.06
3f C11HoN,O; 60.57 4.63 1291 251-254 57
60.55 4.62 12.84 (pasm.)
3g C1HgN304 53.39 3.69 17.12 289-291 51
53.44 3.67 17.00 (pasi.)
3h C1HoN;04 53.52 3.70 17.05 286287 45
53.44 3.67 17.00 (pasm.)
3i Ci3H14N,O4 59.55 543 10.74 165-167 45
59.54 5.38 10.68
3j Ci3H5N30, 63.80 6.22 17.00 207-209 82
63.66 6.16 17.13
3k C3H,6CIN;0, 55.54 5.75 14.87 195-198 75
55.42 5.72 14.91
31 Ci1H;IN;O,48 46.95 3.90 14.85 282-285 64
46.97 3.94 14.94 (pasm.)
3m C7H7N5sO6S 48.72 4.13 16.75 215-217 72
48.68 4.09 16.70
3n Ci3H14uN,O4 59.62 5.40 10.65 169-171 78
59.54 5.38 10.68
30 CoH|;2N,05 55.15 6.18 14.37 128-129 12
55.09 6.16 14.28
3p CoHoN,O, 66.65 5.58 12.97 144-146 56
66.65 5.59 12.96
Sa Ci7H14N,O, 73.32 5.10 10.18 165-166 56
73.37 5.07 10.07
5b CisH6N,O, 73.84 5.55 9.63 195-196.5 60
73.95 5.52 9.58
S¢ Ci3H14N,O;5 63.52 5.70 11.44 162-162.5 75
63.40 5.73 11.38

B cnekrpax AMP 'H coenuuennii 3a—n, 5a—c¢ HaGNIONAIOTCA CHHIJICTHBIC
CUTHAJIBI BUHWIBHOTO TpoToHa (5.35-6.06) u rpynnsl NH (8.24-10.21 M. 1.),
B UK cmektpax — BameHTHble KojeOanms ceszeit N-H (3365-3310) u C=C
(1660—1625), acummerpuunsie (1770—-1750) u cummerpuunsie (1720-1695 cvm ')
BaJICHTHBIC KOJICOAHUs KapOOHWIBHBIX TPYII MUPPOJ-2,5-AMOHA, YTO COTJia-
cyeTcs ¢ NaHHbIMU [2, 4, 5] (Tabm. 2).
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Tabnuma 2

CrnieKTpajibHbIe XapaKTePUCTHKY coeAMHeHMii 3a—p, Sa—c

UK cnexkrp, v, oM

Coenu- 1
Cnextp IMP "H (IMCO-dy), 3, m. a. (J, T'm)*
HEHUE NH (CO), (CO), c=C TIeKTP (X 6), 0, M. 1. (J, T'y)
3a 3315 1750 1720 1645 | 2.90 (3H, ¢, NCH3), 5.63 (1H, c, CH), 7.06-7.44 (5H, m, C¢Hs), 9.60 (1H, yur. ¢, NH)
3b 3320 1755 1710 1640 | 2.90 (3H, ¢, NCHy), 5.70 (1H, ¢, CH), 7.37 (2H, 1, *J = 9.0, Ar), 7.52 (2H, 1, °J = 9.0, Ar), 9.78 (1H, ym. ¢, NH)
3c 3320 1770 1720 1660 | 2.25 (3H, ¢, CH;), 2.87 (3H, ¢, NCH3), 5.56 (1H, ¢, CH), 7.15 (2H, 1, °J = 8.6, Ar), 7.28 (2H, 1, °J = 8.6, Ar), 9.62
(1H, ymur. ¢, NH)
3d 3310 1760 1705 1645 | 2.28 (3H, ¢, CHj3), 2.87 (3H, ¢, NCH3), 5.65 (1H, ¢, CH), 6.85-6.94 (1H, m, Ar) u 7.14-7.28 (3H, ™, Ar), 9.58
(1H, ymr. ¢, NH)
3e 3365 1760 1705 1645 | 2.90 (3H, ¢, NCH3), 3.90 (3H, ¢, OCH3), 5.57 (1H, ¢, CH), 6.96-7.06 (1H, M, Ar), 7.08-7.22 (2H, M, Ar), 7.32-7.42
(1H, M, Ar), 8.24 (1H, ymr. ¢, NH)
3f 3330 1755 1715 1650 | 2.85 (3H, ¢, NCH3), 5.38 (1H, ¢, CH), 6.74 (2H, 1, °J = 9.0, Ar), 7.19 (2H, 1, *J = 9.0, Ar), 9.39 (1H, ym. ¢, OH),
9.52 (1H, ym. c, NH)
3g 3315 1760 1710 1640 | 2.92 (3H, ¢, NCHy), 6.06 (1H, ¢, CH), 7.63 (2H, 1, °J = 9.3, Ar), 8.21 (2H, 1, *J=9.3, Ar), 10.21 (1H, ym. ¢, NH)
3h 3320 1760 1695 1635 2.91 (3H, ¢, NCH3), 5.85 (1H, ¢, CH), 7.60-7.67 (1H, M, Ar), 7.78-7.96 (2H, M, Ar), 8.23-8.30 (1H, M, Ar), 10.08
(1H, ymr. ¢, NH)
3i 3315 1760 1705 1640 | 2.90 (3H, ¢, NCH;), 3.72 (2H, n.1,°J=428,° /=54, CH,OH), 3.99 (2H,t,’/=4.8,0CH,), 4.87 (1H,ym. T,/ =
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5.4, OH), 5.62 (1H, ¢, CH), 6.66-6.74 (1H, m, Ar), 6.94-7.04 (2H, m, Ar), 7.22-7.34 (1H, m, Ar), 9.63 (1H, yur. c,
NH)



3j

3k
31

3m
3n

30
3p

S5a
5b

5¢

3310

3325
3310

3340

3330

3360

3310
3320

3315

1755

1760
1765

1755

1765

1760
1745

1765
1765

1750

1695

1700
1705

1710

1705

1725
1705

1710
1705

1700

1625

1645
1640

1650

1655

1625
1640

1650
1650

1635

2.85 (9H, ¢, NCH; u N(CHs),), 5.35 (1H, ¢, CH), 6.71 (2H, 1, °J=9.2, Ar), 7.22 (2H, 1, *J = 9.2, Ar), 9.52 (1H,
yur. ¢, NH)

2.87 (3H, ¢, NCH3), 3.03 (6H, ¢, N(CHs),), 5.71 (1H, ¢, CH), 7.42-7.68 (4H, m, Ar), 9.78 (1H, yw. ¢, NH)

2.92 (3H, ¢, NCH,), 5.91 (1H, ¢, CH), 7.28 (2H, ¢, NH,), 7.57 (2H, 1, °J = 9.0, Ar), 7.80 (2H, 1, °J = 9.0, Ar),
9.92 (1H, ym. ¢, NH)

2.92 (1H, ¢, NCH;), 3.79 (3H, ¢, OCH;), 3.82 (3H, ¢, OCH,), 5.95 (1H, ¢, CH), 5.98 (1H, ¢, CH), 7.62 (2H, 1, *J
=8.1, Ar), 7.92 (2H, 1, *J = 8.1, Ar), 10.01 (1H, ym. ¢, NH), 11.56 (1H, yur. ¢, SO,NH)

3.40-3.52 (4H, M, (CH,),), 3.73 (3H, ¢, OCH3), 4.79 (1H, ym. ¢, OH), 5.46 (1H, ¢, CH), 6.92 (2H, 1, >J = 8.8, Ar),
7.32 (2H, &, °J = 8.8, Ar), 9.58 (1H, ym. ¢, NH)

2.75 (3H, ¢, CH;), 3.45-3.78 (8H, M, O(CH,CH,),), 5.15 (1H, ¢, CH)

2.81 3H, ¢, CHs), 4.32 (2H, 1, *J = 6.6, CHy), 4.86 (1H, ¢, CH), 7.24-7.44 (SH, M, CHs), 8.35 (1H, ym. 1, *J = 6.6,
NH)

4.62 (2H, ¢, CH,), 5.56 (1H, ¢, CH), 7.03—7.42 (10H, m, 2C¢Hs), 9.60 (1H, ym. ¢, NH)

232 (3H, ¢, CH3), 4.62 (2H, ¢, CH,), 5.48 (1H, ¢, CH), 7.12 (2H, x, >J = 8.4, Ar), 7.19-7.35 (7H, m, C¢H; + Ar),
9.54 (1H, ym. ¢, NH)

2.28 (3H, ¢, CH3), 3.44-3.61 (4H, m, (CH,),), 4.81 (1H, yur. T, J = 5.5, OH), 5.57 (1H, ¢, CH), 7.17 (2H, 1, *J = 8.4,
Ar), 7.30 (2H, 1, *J = 8.4, Ar), 9.60 (1H, ym. ¢, NH)

* Crrextpst SIMP 'H canmany ma npubopax Bruker DRX-500 (coenunenue 3a), Varian VXR-300 (coexumenus 3b, e, g—i, I, m, p, 5a—c), Varian VX-200 (coemuuenus
3C, d3 f’ j3 ka n, 0)'
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OKcleprMeHTaNbHbIe JaHHbIE, 10 HAalleMy MHEHHIO, CBHUIETEILCTBYIOT
0 TOM, YTO JABWXKYIIEH CHJION TepeaMHHHPOBAaHUS 1-aKui-3-aJKUIaMHUHO-
MUpPPOI-2,5-IMOHOB THUAPOXJIOPHIAMH aMHUHOB SBISETCS, BEPOSITHO, 00Opazo-
BaHHE MEHEe OCHOBHOTO MaJCMHHMHUAA U CONHM Oosee ciaboil compsiKeHHOM
KHCJIOTBI, T. €. aJKWIaMMOHMs. Tak, SKCIlepuMeHTalbHble 3HadeHus pKa
aMHUHOB BO3pPAcTaOT B psay aHwimH (4.60) — 6ensmwiamud (9.35) — MeTHIaMHUH
(10.64) [12], a paccuutanubie Hamu o nporpamme ACD/pK, DB: ChemSketch
[13] 3HaueHus pKa MoOKa3bIBAIOT, YTO OCHOBHOCTb YMEHBIIIAETCA B PSAAY aHIINH
(4.61 £ 0.20) — manenanmun 1 (3.38 £ 0.20) — manmennumun 3a (—2.69 £ 0.20).

Peakuusa mnepeaMHHUPOBaHUS, MO-BUAMMOMY, IMPOUCXOAMUT B pe3yJbTaTe
MIPEABAPUTENHHOTO TPOTOHUPOBAHUS | -aJIKWII-3-aJIKHIaMUHOIUPPOI-2,5-THOHOB
THIPOXJIOPUAaMH aMUHOB, MPUBOJSIIETO K YBEIHMUYCHUIO 3JICKTPO(UILHOCTH
aToMa yriepoja, CBSI3aHHOIO C aJIKWJIAaMUHOTPYMION, C MOCIEIYIOEeH aTakon
00pazyrolerocs KaTHOHa CBOOOTHBIM OCHOBaHHEM U OTILEIUICHUEM aJIKHIaMHHA.

SKCHEPUMEHTAJIBHAA YACTb

Crextper  SIMP 'H momyuensr ma crektpoMerpax Bruker DRX-500 (500 MI'), Varian
VXR-300 (300 MI'my), Varian VX-200 (200 MI'n), BayTpennnii cranmapt TMC. UK cnexrps
3amucansl Ha criekTpoMerpe UR-20 B Tabnetkax KBr. CHN-Ananu3 nposeneH Ha nprbope Perkin—
Elmer 2400. 2-(3-AMuHO()EHOKCH)3TaHON MOMy4ainu no meroauke [14], 1-meTnn-3-MeTuiaMuHo-
nupposi-2,5-nuoH 1, 1-6eH3un-3-6eH3uiaMuHONUpPPOI-2,5-a11oH U 1-(2-ruapokcusTii-3-(2-rua-
POKCHATHIIaAMUHO)ITUPPOt-2,5-1mon — 1o [11]. n-Amunobensoncyiabdamun U 4-amuHo-N-(2,6-11-
METOKCUTMPHUMHANH-4-1i1)0eH30/ICYIb(paMul TOMyYeHsl U3 mpenapaTtoB "crpentouun’ u "cynbdo-
numerokcuH". KoHTponb 3a X0IOM peakiuil ¥ WHIUBHIYaJdbHOCTHIO BELIECTB OCYILIECTBIISAICS
xpomarorpaduueckn Ha riactunax Silufol UV-254 B cucteme xmopodopm—meranon, 10:1,
nposiBieHre B Y® cBeTe 1/ni B apax Uoja.

1-Metuna-3-pennaamunonuppoa-2,5-mmon  (3a). K pactBopy 1.0 r (7.1 ™Mmons)
ManenHuMEa 1 B 10 M1 MeTaHONTA OOABIISIOT PacTBOP COEAWHEHNS 2a, monydeHHbIH u3 0.73 T
(7.8 mmoip) anunuHa, 0.85 Mu 8.371 H. consHOM kncmoTsl ¥ 10 M MeTaHONA, KUIATAT | 9 |
OCTaBILIOT Ha HOYb. Ocafok OTQMIBTPOBBHIBAIOT, MPOMBIBAIOT METAHOJIOM, IEPEKPUCTAIIIN-
30BBIBAIOT M3 2-mpomnanoina. [lomywaror 1.0 r coemmnenus 3a. [lpu ucmonp3oBaHUH THOAPO-
xJiopua 2a Beixo ManenHuMuaa 3a cocrasisieT 1.08  (75%).

Coenunennsi 3b-k,n,p nomyuaror anamorumusHo. Coegunenusi 3g,h kpucrammusyoor u3
YKCYCHOH KHCIIOTHI, coefiiHeHHe 3p — n3 MeTaHona, coequHeHus 3f,k ounmaror kumsdeHreM
B METaHOJE.

1-Metna-3-(n-cyaspamugodpennnamuto)nuppo-2,5-nuon  (31). K pacteopy 1.0 r
(7.1 mmonp) manennumuza 1 B 5 mut IMCO no6aBisitoT pacTBOp coequHeHus 21, monydeHHbI u3
1.34 r (7.8 mmonb) n-amunoGen3omncynbdamuaa, 0.85 ma 8.371 H. consHOM KHUCIOTH U 15 M
JIMCO, narpesatot | 4 npu 50 °C, ocTaBisitoT Ha HOYb, BbUTHBAIOT B 100 M1 MeTaHona. Ocanok
OTGUIBTPOBBIBAIOT, NPOMBIBAIOT METAHOIOM M KHIATAT B MeraHojie. [lomywator 1.28 r
coequHenus 3l

CoeanHenne 3m MoTy4aroT aHAIOTHIHO.

1-Metuna-3-moppoaunonuppo-2,5-quon (30). K 11 ma (11.0 r, 126 mmons) MopdonrHa
nobapmsaroT 3.5 T (25 Mmosp) Manennumuaa 1, kunsatar 11.5 4, OCTaBisIOT HA HOYb, OTTOHSIOT
B BakyyMme 7.8 mi mop¢onnHa. OcTaTok pacTBOPSIOT B 5 Mi GeH3ona, oxnaxaaioT 1o 0 °C,
0Ca/I0OK OT(QHIBTPOBBIBAIOT, IPOMBIBAIOT XOJNOJHEIM OeH3os0oM. [lomydaror 1.5 r cMecu ManeuH-
nmug 1-manennumun 3o, 1:1, T. . 99-101 °C, KoTOpyIO MEPEKPUCTAITU3OBBIBAIOT M3 dTAaHOIA
¢ nobaryieHreM akTUBUpoBaHHOTO yriis. [Tomyyaror 0.71 r Bemectra, T. 1. 125-128 °C, xotopoe
MePEKPUCTAIUIM30BEIBAIOT U3 cMecH OeH3on—TieTpoierinblii a¢up. I[Nomyqaror 0.58 r maneun-
nmuaa 30.

JumernnoBeiii 3¢up dennmnamuHopymapoBoii kuciaorsl (4a). K pacrsopy 19.4 r
(137 MMOTIB) AMMETHIOBOTO 3(Upa aneTWICHANKApOOHOBOW KHUCIOTHI B S50 M OeH3zonma B
TeueHHe
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1 4 mpu 5-10 °C noGaBisiroT Mo KarsiM Ipu nepeMeninBaHuu pactBop 12.8 r (137 mmonb)
anmwmHa B 50 mu Oensona, ocraBisitor Ha 2 cyT mpu 20 °C. PacTBoputens ymapuBamT MOpH
MOHMKEHHOM JIaBJIEHHH, OCTaTOK MEPeroHstoT B Bakyyme. Ilomydatot 25.7 r (80%) coequHenus
4a, 1. kum. 140.5-141.5 °C (0.5 mm pr. ct.), np”° 1.5883 (t. ke 105-107 °C (0.05-0.07 MM pr. cT.)
[5]). Crextp SIMP 'H (300 MI'ri, CDCL3), 8, M. 11.: 3.64 (3H, ¢, OCH3); 3.70 (3H, ¢, OCH3); 5.38
(1H, c, CH); 6.83-7.28 (5H, M, C¢Hs); 9.67 (1H, yur. ¢, NH).

JuMeTnn0BbIi 3Up n-TOJUIAMHHOPYMAPOBOH KHCIOTHI (4b) mMOIydaroT aHAIOTHYHO,
BeIxox 70%, 1. . 89-91 °C, 1. xum. 175-177 °C (2 mm pr. ct.) (T. 1. 89°C, T. kum. 140 °C
(0.5 mm pr. ct.) [15]). Crexrp SIMP 'H (300 MI'n, CDCLy), 8, m. 1. (J, Tm): 2.30 (3H, ¢, CHy);
3.69 (3H, ¢, OCH;); 3.73 (3H, ¢, OCH,); 5.33 (1H, ¢, CH); 6.82 (2H, 1, °J = 8.4, Ar); 7.06 2H, x,
3J=8.4, Ar); 9.62 (1H, yur. ¢, NH).

1-Metuna-3-gpeanaaMmuHonuppona-2,5-guon (3a). K pacrsopy 1.5 r (6.4 mmons) ¢enHmi-
amuHOpyMmapara 4a B 15 M meranona moGasmsior 1.5 mu (19.1 mmonb) 12.7 H. BomHOro
pacTBopa MeTHIaMKHa, BeAepxkuBaroT 7 cyT npu 20 °C, ocaok OTGHUIBTPOBBIBAIOT, IPOMBIBAIOT
METaHOJIOM, TIEPEKPUCTAIUTN30BBIBAIOT U3 2-mipomnanona. [Tomy4aror 0.90 r (70%) manenanmuza 3a.

1-Bensui-3-pennaamunonuppos-2,5-guon  (5a). K pactsopy 5.0 r (21.3 mmomns)
¢dermnamuHopymapata 4a B 20 mim meranona nobasnstor 3.5 mun (3.4 1, 31.7 mmonb)
OenswiamuHa, BbepxkuBaoT 10 cyt mpu 20 °C. Ocamok OTOMIBTPOBHIBAIOT, MPOMBIBAIOT
METaHOJIOM M NEePEKPUCTAIITU30BIBAIOT U3 2-nponanona. [lonyyatot 3.3 r coenunenus Sa.

Coenunenue Sb nonyyaroT aHaJOTHYHO.

1-(2-I'mapokcudTIN)-3-(n-TOMMIIAMUHO)TUPPOT-2,5-nuoH  (S¢). K pactBopy 5.0 T
(20 mmonp) n-rommiamuHopymapara 4b B 30 M1 meranona nodasisitot 2.0 M (2.0 1, 33.4 MMonb)
sTaHonamuHa, BbinepxuBatoT 0.5 4 mpu 60 °C um ocraBmsaor Ha 10 cyt mpu 20 °C. Ocagok
OT(UIBTPOBHIBAIOT, TPOMBIBAIOT METAHOJIOM H NEPEKPHCTALIN30BLIBAIOT W3 MeTaHona. [lomydator
2.8 (57%) coenunenus Sc. OunpTpaT ymapuBarT B BaKyyMe, OCTaTOK 3KCTparupyroT 60 mi
xnmopodopma, npombiBaroT Bojoi (3 x 10 mi), cymar CaCly, xmopopopm oTroHsoT. OcTaTok
KPHUCTAILIN3YIOT U3 MeTaHoia. JlonomauTtensHo nomydaioT 1.1 1 (18%) coenunenus Sc.
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