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Cytotoxic Activities of some Geranylated Flavones against L1210 Cell

Kyeong-Up Baik and Byung-Zun Ahn
College of Pharmacy, Chungnam National University, Taejon 302-764, Korea

Abstract—Geranylation of some synthetic and natural flavones have yielded cytotoxic products
against L1210 coll; 5, 2’-dihydroxy-6, 7, 8-trimethoxy-6'-geranyloxyflavone 4(8.5zg/ml), 5,6~
dihydroxy-7-gerenyloxyflavone 9(2. 3ug/ml), 2 has showed the same range of cytotoxicity as
the starting material, 5,2-dihydroxy-6, 7, 8-trimethoxy-6'-benzyloxyflavone(17. Opg/ml). The

~ cytotoxicity of 4 was lower than its starting substance, 5, 2/, 6'~trihydroxy-6, 7, 8-trimethoxyflavone
(4.5pg/ml), On geranylating 5, 6, 7-trihydroxyflavone(baicalein, 15, 0xg/ml) the cytotoxic activity
has been strongly potentiated(2. 3pg/ml of 9). The presence of at least a {ree hydroxy group in
B-ring of Skullkapflavone II-type flavones. was essential for a high activity. A larger RD-group
than methoxy in the B-ring has weakened the activity. The cytotoxicities of baicalein series
could not be correlated to their structures.
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5, 6-dihydroxy-7-geranyloxyflavone 9 (7-Ger-
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ton at C-5).

5, 2’-Dihydroxy-6, 7, 8-trimethoxy-6/-geranyl-
oxyflavone 4. PMR(CDCl;) ppm: 5.54-1.55
(geranyloxy~]), 6.37(s, H-3), 3.80~4.00(3xme-
thoxy), 6.58-6.47(3x H of B-ring), 13.25
(Hydroxy at C-5).

5-Hydroxy-6, 7, 8-trimethoxy-2/-benzyloxy-
6’-geranyloxyflavone 2. PMR (CDCl;) ppm :
5.25-1, 51(geranyloxy~7]), 6.22(s, H-3), 3.67-
3.87(3x methoxy), 5.0(s, 2x benzyl protons),
6.45-7. 15 (8x aromatic H), 12.50(s, hydroxy
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Table 1—ED;, values of some synthesized flavones
on L1210 cell.
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Flavone ¢ c7 c-8 c-2 c-6 (s
1 OCH, OCH, OCH, OH OBz  17.0
2 OCH, OCH, OCH, OGe OBz  14.0
3 OCH, OCH, OCH, OH OH 4.5
4 OCH, OCH, OCH, OH OGe 85
5 OCH, OCH, OCH, OGe OGe  >20
6 OCH, OCH, OCH, OH OCH, 2.5
7  OCH, OCH, OCH; OCH, OCH, >20
8 OH OH H H H 15.0
9 OH O0Ge H H H 2.3
0 OGe OGe H H H  >20
1 H OH OCH, H H 15.0
2 H OGe OCH, H H >20

Me=methyl, Bz=benzyl, Ge=geranyl
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