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Tab 1. Elemental analyses, melting points and spectral data of halogenated indirubin
Elemental analysis (/) IR t MS
Compd | = -~ - MPC (KBr, cm~1) |UVA zax nm(loge) | (m/z)
Found | Calc ?
I | C 64.80 64.73 296(M 100)*,
H 3.03 3.05 | 322~ 1660, 1610, 296(4.53)» 268(42)*, 261
N 9.29 9.44 | 323 1590, 580 241(4 .33, (3.5)s 233(38)»
Cl 1260 .94 | 230(4.32) 205(50)
I | C 55.99 56.33 | 340(M 100)*,
H 2.58 2.66 326~ 1664, 1610, 297(4.52), 312(24)*, 261
N 7.90 8.21 328 1590, 580 242(4.27)» (7.8), 233(39)
Br 23.41 23.42 | 229(4.28), 205(78)
u | ¢ 49.55 49.50 388(M 100,
H 2.3 2.36 317~ 1660, 1610, 296(4.51), 360(10), 261
N 7.20 7.22 | 319 1590, 585, 247(4.30)» (11), 233(39)
I 32.71 32.69 t 570 229(4. 35) 205(40)
w | C 4.9 | 4574 |
H 1.89 1.92 1662, 1610, |  299(4.52),
Nooeas | eer | 7P s s 2600.8D)
Br  38.40 38.04 i
— e - — { T
v | c 3848 | sss |
H 1.46 1.4 1670, 1605, 302(4.45),
N  5.62 5.62 >39% 1580, 590 | 249(4.31),
Br  48.56 48.04 231(4.38) ]
v | € T 457 |
H 1.8 1.92 | 364~ 1660, 1605 . 299(4.40)
N  6.50 6.67 366 1580, 580 |, 251(4.33)
Br  38.01 38.04 { 230(4.32)
®*isotopic peak
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SYNTHESIS OF SOME HALOGENATED INDIRUBIN DERIVATIVES

YC Gu, GL Li, YP Yang, JP Fu and CZ Li
(Sichuan Institute of Chinese Materia Medica, Chongging 630065)

ABSTRACT Indirubin has been used clinically to treat chronic granulo-
cytic leukemia, but poor solubility limited its absorption in the body.
In order to reduce its side effect and raise its therapeutic effect on
chronic granulocytic leukemia, six halogen-substituted derivatives were
synthesized. Compounds I,1I,1IT and V exhibited higher antitumor activity
against Lq212 bearing mice and Wage bearing rats than indirubin. In the
parallel experiment, the most active compound Ill showed increase in life~
-span of mice bearing Ls212 by 41 ~73%, and marked inhibitory action
against Waes in rats with the inhibition rates of 48 ~83%,while indirubin
showed 0 and 30% inhibition.
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