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KOHJIEHCUPOBAHHBIE TUA3ENTAHBI
CHHTE3 1-APWI-3,5-TUTUJPO-4H-1-BEH30®YPO[2,3-d][1,2]-
JTUA3EINWH-4-OHOB

Wzyuensl nukinkonaeHcanuy (2-apom-1-0en3opypan-3-ui)yKCyCHBIX KHCIIOT M UX
METHJIOBBIX 3(QHUPOB € THUAPASUHTHAPATOM B Pa3IMYHBIX OKCIIEPHUMEHTAIbHBIX
ycnoBuax. HaiineHs!l onTumanbHele ycioBus oopasoBanus 1-apui-3,5-nuruapo-4H-1-
6erzodypo- [2,3-d][1,2]nna3zenun-4-0HOB.

KiroueBble ciioBa: 1-apun-3,5-murunpo-4H-1-6en30dypo[2,3-d][ 1,2 mmazermn-4-
OHBI, (2-apownn-1-6en30dypaH-3-mi)yKCyCHEIC KHCJIOTHI, THIPA3HHTHIPAT,
KOH/ICHCHPOBaH- Hble ntua3enuHel, [IOK, 6ensonnnpoBanue, UKIA3AIHIS.

1-Apun-3,5-gurunpo-4H-2,3-6en3oanazeniH-4-0Hbl aKTUBHO H3Y4YalOTCS B
CBSI3U C OOHApPYXEHHOW y HHX NPOTHUBOCYJIOPOXHOH aKTUBHOCTBHIO [1—4].
W3BecTHble MyTH MX MONY4YEHHS OCHOBAaHBI HAa B3aWMOJEHCTBHM 2-apoui-4,5-
JUMETOKCH(EHUIYKCYCHBIX KHCIOT WJIM HX 3(QHUPOB € TuApasuHoMm [1-6].
W3 reTepolukInYecKux aHajaoroB 2,3-0eH307ua3enuH-4-0HOB U3BECTHBI JIUIIh
3H-[1,2]auazenuno[5,6-b|MHIOBI, TMOJYYCHHBIC ITMKIOKOHJCHCAIUEH ATHIIO-
Boro 3dupa [2-popmMui(aneTin)uHA0N-2-11]yKCYCHOW KHCIOTBI C THIpa3HH-
ruaparoM [7-9]. B psiny 1-6eH30¢ypaHa aHaoruuHbIe PEBPAILICHHUS] HE OIHCAHBI.
Kak Obuto moka3zaHo B Hamied mnpensinymed mnyOnukarmu [10], rerepo-
OUKIU3aUUsl  THUAPa3oHOB  (2-aumi-1-0eHzodypan-3-HiI)yKCyCHOH — KHCIIOTBHI
MPUBOJUT K COOTBETCTBYIOIIMM a3MHaM, a TETEpOIMKJIN3ALUU THUIPa30HOB
apwiaMuzioB (2-aretwi- 1-0eH30(dypaH-3-mi)yKCyCHOW KHCIIOTHI, B 3aBUCUMOCTH
OT YCJIOBUH, MPOTEKAIOT ¢ 00pa3oBaHueM 2-aMUHO- 1 -MeTuii-1-6en30dypo[2,3-c]-
NUpUAMH-3-0Ha JMOO a3WHOB apwiIaMuaoB (2-aumetui-1-0enzodypan-3-mn)-
YKCYCHOM KUCJIOTBL.

B nacrosimieit pabote uccienoBaHbl peakiMi METHIIOBBIX 3(HUPOB (2-apouii-
1-6eH30dypaH-3-1i)yKCYyCHBIX KUCIIOT 2a—g u (2-apoui-1-0enzodypan-3-nn)-
YKCYCHBIX KHCIIOT 4a—C ¢ ruapasuHruaparoM. Mcxomaeie s3¢upsl 2a—g nomyyaroT
alMJIMPOBaHUEM METHIIOBOTO 3dupa (6-meTui-1-6en30hypan-3-mi)yKcyCHOM
kucnotsl (1) apoms(reTeponin)XIopuaaMy B IPUCYTCTBUHU XJIOPUCTOTO ATFOMUHHS.

AnunupoBaHue MeTHIOBOro 3¢upa 1 OeH30iHON, BepaTpoBoi U THO(dEH-
2-kapbonoBo#t kucinoramu B IIOK mpuBoaut x 7-metni-1-¢pennn-3H-nupano-
[3,4-b][1]0en30dypan-3-ony (3a), 7-merwi-1-(tuennn-2)-3H-nupano[3,4-b][1]-
oenzodypan-3-ony (3b) u 1-(3,4-mumeroxcudenwn)-7-merwi-3H-nupano|3,4-b]-
[1]6en30dypan-3-oHy (3¢), W3 KOTOPBHIX IIETOYHBIM THAPOIM30M IOTyUEHBI
(2-apoun-1-0eHzodypan-3-ui)yKkcycHble KHCIOTH 4a—¢. TONBKO MpPU HCHONB30-
BaHUU BEPATPOBOM KHUCIIOTHI MOJyYEHBI BBICOKHE BBIXOJbI IHpoHa 3¢ (85%).
B ocranpHBIX ciydasx 3TOT METOJ JaeT IUIOXUE BBIXOJBI U TPYIHO OYUILAEMEIE
BEIIECTBA, I0ITOMY B CHHTE3€ IPYTHX MPOU3BOAHBIX MBI €70 HE HCIOIB30BAIH.
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2 a R =Ph, b R = 2-tuenun, ¢ R = 3-MeOC4H,, d R = 2-MeOC¢H,, e R = 4-CIC4H,,
fR =4-M6C6H4, g R= 2-C1C6H4, 3, 4aR= Ph, bR = 2-TI/IeHI/UI, cR= 3,4-(MeO)2C6H3

I'ereporukmsanms (2-aponin-6-MeTil-1-6eH30hypaH-3-m1)yKCYCHBIX KHUCIIOT
4a—c TIAKO MPOTEKAET MpH AIUTEIHHOM (20 9) KHIISYEHUH C MSATHKPATHBIM
KOJIMYECTBOM THAPA3HHTHAPATA B ATHIIIEIIIO30JIbBE B MPUCYTCTBHH KaTaIUTH-
YECKUX KOJIHMYECTB YKCYCHOH KHCHIOTHI (MeTom A). 1-Apwi-8-merwn-3,5-mu-
ruapo-4H-1-6en3odypo[2,3-d][1,2]mnazenmma-4-ou61  Sa,b,h momydensr ¢
BbIxoAamMu 70 50%. B aHaOrn4YHBIX YCIOBUAX T€TEPOLUKIN3ALNS METHUIOBBIX
aupoB (2-apowmi-1-6eH30(ypaH-3-MI)yKCyCHBIX KHCIOT 2a—g TPHUBOIUT K
CMECH THUAPA3UATAAPA3OHOB ¥ COOTBETCTBYIOMIMX JHMA3eMHOB Sa—g ¢
npeobIagaHneM mocaeHux (1o JaHHbIM crektpockormu SIMP 'H u xpomaro-
Macc-CIIEKTPOB).
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b R =2-tuenun, ¢ R = 3,4-(MeO),C¢H3
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XapaKkTepuMCTHKH CHHTE3HPOBAHHBIX coeIMHeHUil 1-6

Tabnuma 1

Coe- Haiineno, % Bexor,
IuHe- Bpyrro- Beruncneno, % T‘OHH" A
hopmyna C
HHe C H Cl N S (merox)
1 C12H1205 7041 | 5.34 = 92
70.58 | 5.92
2a C19H1604 w 5_17 117-118 76
74.01 5.23
2b Cy7H14,04S 65.06 | 4.40 10.11 | 101-103 64
64.95 | 449 10.20
2¢ C20H1805 M 5_44 79-80 74
70.99 | 5.36
2d CyoH1505 70.87 | 5.42 81-82 80
70.99 | 5.36
2e CoH;5Cl10, 66.69 | 4.49 | 10.29 134-136 62
66.58 | 4.41 10.34
2f CyoH1304 7439 | 5.70 83-85 62
74.52 | 5.63
2g | CioH;5Cl10,4 66.46 | 4.32 | 10.27 79-80 66
66.58 | 4.41 10.34
3a CigH1,0; 78.15 | 4.31 186-187 10
78.25 | 4.38
3b Cy6H1005S 68.18 | 3.50 11.28 | 164-166 25
68.07 | 3.57 11.36
3¢ CyoH;605 7131 | 4.86 194-195 85
71.42 | 4.79
4a C18H1404 w ﬂ 171-172 92
73.46 | 4.79
4b Ci6H1,04S 64.09 | 3.95 10.61 | 146-148 42
63.99 | 4.03 10.68
4c CyoH1306 67.64 | 5.24 189-190 90
67.79 | 5.12
Sa CgH14N> O, 74.34 | 494 9.57 214-216 | 57(A),
74.47 | 4.86 9.65 20 (b)
Sb CisHipN,O,S | 64.70 | 4.00 9.40 | 10.75 | 197-198 | 33 (A),
64.85 | 4.08 9.45 10.82 35 (b)
S5¢ | CioHi6N205 7135 | 5.10 8.67 203-205 | 42(b),
71.24 | 5.03 8.74 53 (B)
5d | CioHisN2Os 7136 | 4.94 8.81 184-186 | 18(b),
71.24 | 5.03 8.74 21 (B)
Se CigH3CIN,O | 66.69 | 4.11 | 10.81 8.70 229-231 63 (b),
66.57 | 4.03 10.92 8.63 61 (B)
5f CoH1N,O, 75.09 | 5.20 9.12 210-211 43 (b)
7498 | 5.30 9.20
Sg CigHi3CINyO, | 66.45 | 4.10 | 10.82 8.59 211-212 20 (B)
66.57 | 4.03 10.92 8.63
5h CyoH13N,O4 7842 | 5.25 7.95 208-210 | 40 (A)
78.56 | 5.18 8.00
6a CgH13N4O, 67.21 | 5.70 17.30 191-192 46
67.07 | 5.63 17.38
6b Ci6H1sN4O3S 58.71 | 4.80 9.93 170-171 39
58.52 | 4.91 9.76
6¢ CyoHpN4Oy 62.71 | 5.87 14.54 168-170 41
62.82 | 5.80 14.62
*T. xum. 150 °C (9 MM pT. cT.)

1399



Tabnuma 2

Cnexkrpbl AMP "H coepxnnennii 1-6

Coe-
TuHe- XuMHYECKHE CIBUTH, O, M. 1. (J, ['1)
HUe

1 2

1 | 247 GH, ¢, 6-CH;); 3.68 (3H, ¢, CO,CHs); 3.70 (2H, ¢, CH,); 7.04 (1H, 1, J = 8.0,
H-5); 7.27 (1H, ¢, H-7); 7.41 (1H, 1, J = 8.0, H-4); 7.66 (1H, ¢, H-2)

2a | 2.53 BH, ¢, 6-CHs); 3.68 (3H, ¢, CO,CHs); 4.14 (2H, ¢, CH,); 7.18 (1H, 1, J = 8.0,
H-5); 7.42 (1H, ¢, H-7); 7.54 QH, 1, J = 8.0, H-3',5'); 7.62 (2H, m, H-4,4'); 8.08 (2H,
1, J=28.0, H-2.6"

2b | 2.55 3H, ¢, 6-CHy); 3.68 (3H, ¢, CO,CH,); 4.19 (2H, ¢, CH,); 7.18 (1H, 1, J = 8.0,
H-5); 7.27 (1H, 1, J = 4.0, H-4'); 7.46 (1H, c, H-7); 7.61 (1H, 1, J = 8.0, H-4); 7.91
(1H, 1, J = 4.0, H-5'); 8.39 (1H, 1, J = 4.0, H-3)

2¢ | 2.54 (3H, ¢, 6-CH;); 3.70 (3H, ¢, CO,CHs); 3.90 (3H, ¢, 3-OCH;); 4.17 (2H, ¢, CH,);
7.18 (2H, m, H-5,5"); 7.43 (1H, 1, J = 1.6, H-7); 7.45 (1H, 1. 1, J = 8.0, J = 1.6, H-4);
7.56 (1H, 1, J = 2.1, H-2"); 7.63 (1H, 1. 1, J = 8.0, J = 2.1, H-4"); 7.70 (1H, 1, J = 8.0,
H-6')

2d | 2.49 3H, ¢, 6-CHs); 3.68 (3H, ¢, CO,CH;); 3.76 (3H, ¢, 2'-OCH3); 4.07 (2H, ¢, CH,);
7.04 (1H, 1, J = 8.0, H-5); 7.08 (1H, 1, J = 8.0, H-3"); 7.12 (1H, 1, J = 8.0, H-5);
7.27 (1H, ¢, H-7); 7.35 (1H, 1, J = 8.0, H-4); 7.51 (1H, 1, J = 8.0, H-4'); 7.57 (1H, 1,
J=8.0, H-6")

2e | 2.54 3H, c, 6-CHs); 3.69 (3H, ¢, CO,CHy); 4.18 (2H, ¢, CHy); 7.20 (1H, 1, J = 8.0,
H-5); 7.42 (1H, ¢, H-7); 7.56 (2H, 1, J = 8.0, H-3',5"); 7.65 (1H, 1, J = 8.0, H-4); 8.11
(2H, 1, J = 8.0, H-2',6')

2f | 2.46 3H, ¢, 4-CHy); 2.53 (3H, ¢, 6-CH;); 3.68 (3H, ¢, CO,CHs); 4.16 (2H, ¢, CH,);
7.18 (1H, 1, J = 8.0, H-5); 7.33 (2H, 1, J = 8.0, H-3",5"); 7.39 (1H, ¢, H-7); 7.60 (1H,
1, J = 8.0, H-4); 7.99 (2H, 1, J = 8.0, H-2',6")

2¢ | 2.48 (3H, ¢, 6-CH;); 3.67 (3H, ¢, CO,CHy); 4.14 (2H, ¢, CH,); 7.15 (1H, 1, J = 8.0,
H-5); 7.29 (1H, ¢, H-7); 7.42-7.54 (4H, M, H-3'-6"); 7.62 (1H, 1, J = 8.0, H-4)

3a | 2.51 BH, ¢, 7-CHs); 6.69 (1H, ¢, H-4); 7.19 (1H, 1, J = 8.0, H-6); 7.38 (1H, ¢, H-8);
7.50-7.62 (3H, m, H-3'-5"); 7.95 (1H, 1, J = 8.0, H-5); 8.11 (2H, 1, J = 8.0, H-2',6")
3b | 2.54 3H, ¢, 7-CHs); 6.50 ( 1H, ¢, H-4); 7.16 (1H, 1, J = 8.0, H-6); 7.25 (1H, 1, J = 4.0,
H-4"; 7.31 (1H, ¢, H-8); 7.73 (1H, 1, J = 4.0, H-5'); 7.85 (2H, m, H-5.3")

3¢ | 2.51 3H, ¢, 7-CHs); 3.89 (3H, ¢, 3-OCH;); 3.91 (3H, ¢, 4-OCH;); 6.43 (1H, ¢, H-4);
7.01 (1H, 1, J = 8.0, H-5'); 7.12 (1H, 1, J = 8.0, H-6); 7.27 (1H, ¢, H-8); 7.53 (1H, c,
H-2"); 7.70 (1H, 1, J = 8.0, H-6'); 7.82 (1H, 1, J = 8.0, H-5)

4a | 2.52 3H, ¢, 6-CHs); 4.08 (2H, ¢, CHy); 7.18 (1H, 1, J = 8.2, H-5); 7.41 (1H, ¢, H-7);
7.50-7.64 (3H, m, H-3'-5"); 7.66 (1H, 1, J = 8.2, H-4); 8.06 2H, 1, J = 8.2, H-2,6");
12.28 (1H, ¢, COOH)

4b | 2.53 3H, ¢, 6-CHy); 4.10 (2H, ¢, CH,); 7.17 (1H, 1, J = 8.0, H-5); 7.26 (1H, 1, J=4.0,
H-4'); 7.44 (1H, ¢, H-7); 7.63 (1H, 1, J = 8.0, H-4); 7.91 (1H, 1, J = 4.0, H-5"); 8.37
(1H, 1, J = 4.0, H-3'); 12.10 (1H, ym. ¢, COOH)

4c | 252 BH, ¢, 6-CH;); 3.87 (3H, ¢, 3-OCHs); 3.90 ( 3H, ¢, 4-OCH;); 4.11 (2H, ¢, CHy);
7.01 (1H, 1, J = 8.2, H-5"); 7.12 (1H, 1, J = 8.2, H-6"); 7.29 (1H, ¢, H-2'); 7.41 (1H, c,
H-7); 7.68 (1H, 1, J = 8.0, H-5); 7.98 (1H, 1, J = 8.0, H-4); 12.10 (1H, ¢, COOH)

5a | 249 (3H, ¢, 8-CHy); 3.66 (2H, c, CH,); 7.16-7.74 (8H, m, H apom.); 11.18 (1H, ¢, NH)
5b | 2.52 3H, ¢, 8-CHy); 3.64 (2H, ¢, CHy); 7.10 (1H, 1, J= 4.0, H4'); 7.17 (1H, 1, J= 8.0,
H-7); 7.38 (1H, ¢, H-9); 7.46 (1H, 1, J = 4.0, H-5"); 7.65 (1H, 1, J = 4.0, H-3");

7.67 (1H, 1, J = 8.0, H-6); 11.08 (1H, ¢, NH)

5¢ | 2.50 3H, ¢, 8-CH;); 3.65 (2H, ¢, CH,); 3.83 (3H, ¢, 3'-OCHs); 6.97 (1H, 1, J = 8.0,
H-4'); 7.16 (1H, 1, J = 8.0, H-7); 7.28-7.32 (4H, m, H-2",5',6',9); 7.66 (1H, 1, J = 8.0,
H-6); 11.09 (1H, c, NH)
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OKkoHYaHHE TAOTHIBI 2

1 2

5d 2.47 (3H, ¢, 8-CH3); 3.60 (3H, c, 2'-OCHs;); 3.67 (2H, ¢, CH,); 7.00-7.06 (2H, m,
H-3',5"); 7.12 (1H, a, J= 8.0, H-7); 7.20 (1H, ¢, H-9); 7.44 (1H, 1, J= 8.0, H-4"); 7.51
(1H, o, J = 8.0, H-6"); 7.62 (1H, 1, J= 8.0, H-6); 11.06 (1H, c, NH)

5e 2.51 (3H, ¢, 8-CH3); 3.67 (2H, ¢, CH,); 7.18 (1H, x, J = 8.0, H-7); 7.31 (1H, ¢, H-9);
7.44 (2H, n, J = 8.0, H-3',5"); 7.69 (1H, n, J = 8.0, H-6); 7.75 (2H, n, J = 8.0, H-2',6");
11.23 (1H, ¢, NH)

5f 2.41 (3H, c, 4-CHj;); 2.48 (3H, c, 8-CH3); 3.63 (2H, ¢, CH,); 7.22 (4H, m, H apom.);
7.63 (3H, m, H apom.); 11.09 (1H, ¢, NH)

5g 2.47 (3H, ¢, 8-CH3); 3.73 (2H, ¢, CH,); 7.15 (1H, x, J = 8.0, H-7); 7.23 (1H, ¢, H-9);
7.46 (3H, yw. c, H-4'-6"); 7.62 (1H, n, J = 8.0, H-6); 7.67 (1H, 1, J = 8.0, H-3");
11.31 (1H, ¢, NH)

5h 2.51 (3H, ¢, 8-CHy); 3.62 (2H, ¢, CH,); 3.83 (3H, c, 3'-OCH;); 3.87 (3H, c, 4-OCH,);
691 (1H, n, J = 8.0, H-5"); 7.17 (1H, &, J = 8.0, H-7); 7.26 (1H, x, J = 8.0, H-6");
7.32 (1H, ¢, H-9); 7.35 (1H, ¢, H-2"); 7.67 (1H, 1, J= 8.0, H-6); 10.95 (1H, ¢, NH)

6a 2.42 (3H, ¢, 6-CHj;); 3.60 (2H, ¢, CH,); 4.10 (2H, ym. ¢, =NNH,); 6.67 (2H, c,
CONHNH,); 7.16-7.70 (8H, M, H apom.); 8.90 (1H, ¢, NH)

6b 2.55 (3H, ¢, 6-CHj;); 4.08 (2H, ym. ¢, =NNH,); 4.19 (2H, ¢, CH,); 6.66 (2H, c,
CONHNH,); 7.18 (1H, n, J = 8.0, H-5); 7.27 (1H, 1, J = 4.0, H-4"); 7.46 (1H, c, H-7);
7.61 (1H, n, J= 8.0, H-4); 7.91 (1H, n, J= 4.0, H-5"); 8.39 (1H, 1, J = 4.0, H-3"); 8.85
(1H, ¢, NH)

6¢ 2.54 (3H, c, 6-CH3); 3.92 (3H, ¢, 3'-OCHj;); 3.95 (3H, c, 4-OCHj;); 4.00 (2H, ym. c,
=NNH,); 6.64 (2H, ¢, CONHNH,); 7.01 (1H, 1, J = 8.0, H-5"); 7.17 (1H, &, J = 8.0,
H-5); 7.37 (1H, ¢, H-7); 7.63 (1H, ¢, H-2"); 7.68 (1H, &, J = 8.0, H-4); 7.85 (1H, &,
J=18.0, H-6"); 8.97 (1H, ¢, NH)

OO6paboTka TOMYYEHHOH TakUM O0pa3oM CMeCH MPOAYKTOB pPEaKIHU
YKCYCHOH KHCJIOTOW B IHNPUCYTCTBHM KaTaIUTHUYECKUX KOJUYECTB 7-TOILYOJI-
CyIb(OKHUCIOTH MTO3BOJISIET MOMyYaTh Aua3enuHbl Sa—g ¢ Beixomamu 40-60%
(meton b).

ITombiTKa ONTUMHU3HPOBATHL METOA b, wWcmomp3ys ketoddupel 2a-—g,
THJPa3UHTUAPAT, YKCYCHYIO KHCJIOTY M H-TOJIyOJICYJTb(OKHCIOTY B KadecTBe
KaTtajiu3aTopa, Jajla XyAIIHUE BbBIXOJbl KOHCYHBIX AWA3CIMHOB, Y€M B JBYX-
CTaIuIHOM MeTOJe, U Ooee TpsA3HbIe MPOAYKTHI peakiun. Jlydime pe3ynbTaTsl
MOJYYEHBbI TPU T'eTEPOIMKIN3ANU dPUPOB 2a—g MATHUKPATHBIM KOJIHMYECTBOM
areraTa rHpa3uHa B STHIIEI0300bBe (MeTo B). Kunsuenne ketokucnor 4a—
¢ B OTWIIEIUIO30JIbBE C JUTHAPOXJIOPUIOM THApa3HHA HE MPUBOAUT K
Jya3€IHaM.

ITupons!r 3a—¢ B MeToA€ A TpeBpaIIaroTCcs B AUA3EMUHBI C BBIXOJAMHU 0
40%, a MpHU KUISAYCHUH B 2-TIPOTAHOJIC TAIOT TOJIBKO THAPA3HITHIPA30HEI 6a—C,
KOTOpPLIE MOTYT OBITH nmpeBpali€Hbl B COOTBETCTBYIOIIUE JIHUA3CTIMHBI
KHTISTYEHHEM B YKCYCHOHM KHCIIOTE€ C 7-TONYOJICYJIB(POKUCIOTON B KauecTBe
KaTam3aTopa.

B cnexrpax SIMP 'H nmasemuuoB 5a—h curnansr npotonos rpymmsi CH,
nposiBisioTcst B obmactu 3.60, a rpynmet NH B obmactu 11.0 M. nm. s
coenuHeHUU 5a u 5f XapakTepuUCTUKU XPOMATO-MaCC-CIIEKTPOB CIEAYIOmue: Sa
Bpems yaepxkupanus 0.714 mun (99.26%); m/z 291.2 (M + 1]° BblumcieHO
290.11), 5f Bpems ynepxusanus 0.718 mun (98.52%); m/z 305.0 (M + 1]
BerauciieHo 304.12).

SKCHEPUMEHTAJIBHAS YACTb
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Crnextpsl IMP 'H 3aperucrpuposass! Ha npudope Bruker Avance 1T 400 (400 MI'iy)
B IMCO-ds, BHyTpenHuii cranmapt TMC. XpomaTo-macc-CIieKTpbl MOJIYYeHBI Ha
cnektpomerpe Agilent 1100 LC/MSD VL, croco6 wonusaru APCI (xumudeckas
MO3UTHBHAS HOHMW3alMsl INpH arMocdepHOM pasieHuu). Ilapamerpsl Xpomarorpa-
¢udeckoit xomonku: mmHA 50 MM, muamerp 4.6 MM, HemoaBmkHas ¢aza — ZORBAX
SB-C18, pactBoputens aneroHUTpuia—Boga, 95:5, 0.1% tpupropykcycHas Kuciora,
IpaJlMeHTHOE JJIIOMPOBAHUE, CKOPOCTh Mojadu pactBopurens 3.0 mu/muH. Xapakre-
PHCTHKH CHHTE3MPOBAHHBIX COCMHEHNH MpHUBEAEHBI B Ta0I.1 1 2.

MetuaoBbiii 3¢up (6-mMerna-1-6enzodypan-3-uia)ykeycnoii kuejaoror (1). K
pactBopy 9.5 1 (50 Mmonb) (6-meTmi-1-6eH30dypan-3-1m1)yKCyCHOM KUCIOTHI B 50 M
CYXOro MeTaHojia NMpHOaBIAIOT Npu oxjaxaeHMH 4 r (50 MMONb) aneTHIXIOpHAA
1 OCTaBJIAIOT CTOSATH 2 cyT, BeuMBatoT B 200 M 5% pactBopa NaHCOj3, akcTparupyror
xsopodopmoM. PacTBopuTens ynapuBaroT B BaKyyMe, OCTaTOK IIEPETOHSIOT B BaAKyyMe.

MetniaoBbie 3¢pupsl (2-aponn-1-6en3odypaH-3-HiI)yKCYyCHBIX KHCJIOT 2a—¢g
(obmas meronuka). K cmecu 0.86 T (6.5 MMOJIb) XJIOPUCTOTO amrOMHHUSA ¥ 6.0 MMOJIb
COOTBETCTBYIOLIETO apowixjopuaa B 10 MI  CyXoro XJIOpPHCTOrO METHIICHA,
npubaBmsaor pactBop 1.02 r (5.0 mMMmoms) »dpupa 1 B 5 MI MeTHISHXJIOpHIA,
nepememuBaioT 3 4 npu 25-30 °C. PeakimonHyto Maccy BeUIMBaOT Ha 40 T ipna ¢ 7
MJI COJISTHOM KHCIIOTBI, SKCTPAarHpYIOT XJIOPHCTBIM METHJICHOM. JKCTPAKT NPOMBIBAIOT
c1abBIM PacTBOPOM COMBI, BOAOH, BhICYymmBaKOT Na,SO, u ymapuBatoT. OcTaTok
MEPEKPUCTAIIIM30BBIBAIOT U3 2-TIPOIAHOTIA.

7-Metua-1-¢penunn-3H-nupano[3,4-b][1]0enzopypan-3-on (3a), 7-meTui-1-(Tue-
HuI-2)-3H-nupano|[3,4-b][1]6enzopypan-3-on (3b), 1-(3,4-numeroxcudenn)-7-me-
tuia-3H-nupano[3,4-b][1]6en3odypan-3-on  (3¢) (obmas wmerommka). K TIDK,
npurotoBiiernoi u3 22 r H3PO,4 u 44 1 P,Os, npubasmsitor 6.1 r (30 mmonb) adupa 1 u
50 MMOIIb COOTBETCTBYIOIIEH OEH30MHOM KUCIOTHI, epememnBaoT 1.5 1 npu 100 °C.
Peaknmonnyro maccy BeummBaroT B 400 mu Boabl, HehTpammsyror K,CO; mo cmabo-
menouHoit cpensl (pH 9). Ocamok OTGUIBTPOBEIBAIOT U MEPEKPUCTAIUIN30BHIBAIOT W3
METaHOIA.

(2-Benzoni-6-mMeTna-1-6en3odypan-3-uia)ykcycHasa kuciaora (4a), [6-merma-2-
(THodeH-2-uakapoonunn)-1-6enzopypan-3-uajykcycHas kuciaora (4b), [2-(3.4-
AUMETOKCHOeH30M1)-6-MeTn1-1-0en30dypan-3-mi]ykcycnas kuciaora (4¢) (oOmas
meronuka). K 30 mm BomHoro pacrtBopa, comepxamiero 1.0 T (25 mmomns) NaOH,
npubasnsaoT 10 MMoJIb coemuHEHW 3a—C U HarpeBarOT JI0 TOJHOTO PACTBOPEHUS.
PactBop oxnaxknarT W TMOAKUCISIIOT MYpPaBbHUHOW KHUCIOTOW. BpimaBmmii ocagok
OT(WIBTPOBBIBAIOT, ITPOMBIBAIOT BOAOH M BBICYMINBAIOT. [IepeKprCTaIITM30BBIBAIOT U3
2-mponaHonia.

1-Apuni(rerapun)-3,5-qnuruapo-4H-1-6ensodypo(2,3-d][1,2]nnazennn-4-oub1 5
(obrmras meroauka). A. Cmech 1 MMOITb COOTBETCTBYIOIIEH (2-apowusi-1-0eH30(ypan-3-mi)-
YKCYCHOM KHCJIOTBI 4a—¢ WM NUPOHOB 3a—¢ KUIATAT 20 4 ¢ 5 MMOJIb THAPA3UHTUApATA
B 10 MJ 3THIIENIO30/16Ba B MPHCYTCTBUU KaTaUTHYCCKUX KOMUIeCTB (3—4 Karumm)
YKCYCHOW KHCJIOTHI. PeaknuoHHy0 Maccy pa30aBisiioT BOJOW. BeimaBmmii ocajqok
OT(WIBTPOBHIBAIOT, TPOMBIBAIOT BOJOH. [lepekpucTanIn30BBIBAIOT U3 2-TIPOIIAHOJIA.

B. Cmech 1 MMoTb cooTBeTCTBYOIIETO ddHpa (2-apomt-6-meTmi- 1 -6erzodypan-3-m)-
yKCycHOW KucnoTel 2 kunsatat 2049 ¢ 5 mmonb rugpasuHrugapara B 10 M
STWIILENIIO30JIbBa B NPUCYTCTBUN KaTaJMTUYECKHX KOJMMUYecTB (3—4 KaIui) yKCYCHOM
KHCIOTHL. ~ PeaknmmoHHyr0o Maccy  pa30aBisfoT  Bomoil. BrpmaBmmit  ocamok
OT(QUIBTPOBHIBAIOT, IPOMBIBAIOT BOMOW. BEICYIMIEHHBIH O0CAagOK KHIATAT 549 B
YKCYyCHOU KHUCJIOTE B MIPUCYTCTBUU KaTaJIUTUYECKUX KOJINYECTB n-
TOIYOJNCYIL(GOKNCIOTEL. PacTBopuTens ynansior B BakyyMme. OCTaTok pacTHparoT C
BOJOH, OTOMIBTPOBBIBAIOT, MPOMBIBAIOT BOMOH. [lepekpucTamm3oBBIBAlOT U3 2-
IIPOTIaHOA.
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B. Cmece 1 mmonp cootBercTByMrOmEero 3dupa (2-apowmi-1-6erzodypan-3-wmn)-
YKCYCHOM KHUCHOTHI 2 kumatsat 204 ¢ 5 MMonb arerata rujpasuHa B 10 wmn
STWILENIIO30JbBa. PeaknnoHHyl0 Maccy pa30aBisiloT BOAoi. BeimaBmmit ocanok
OT(WIBTPOBHIBAIOT, TPOMBIBAIOT BOJOH. [lepekprcTanIn30BBIBAIOT U3 2-TIPOIIAHOIIA.

I'uapa3uaruapaszonnl (2-apousi-1-6eH3odypaH-3-Hi1)yKCYCHOM KHCJIOTBHI 6a—c.
Cmech 1 MMOJIB COOTBETCTBYIOLIErO NUpoHA 3a—c¢ KUIATAT 20 4 ¢ 5 MMOJIb THAPa3UH-
rugpara B 15 M u3omponmiioBoro cnmpTa. PeakunonHyro Maccy pa30aBisSiOT BOOI.
BeinaBumii ocaiok oTGUIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOW. [lepekprcTaiuin3oBbIBAIOT
u3 2-IponaHona.
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