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ABSTRACT :5-Aminosalicylic acid (5-ASA) is an effective drug for the treatment of ulcerative
colitis and Crohn’s disease. A large group of flavonoids was investigated for their inhibitory
effects on the N-acetyl-conjugation of 5-ASA in rat hepatocytes and subcellular preparations.
When added to cultured hepatocytes, some flavonoids inhibited the production of N-acetyl-5-
aminosalicylic acid (5-AcASA) with potencies that depended on the specific structure of
flavonoids. Among the flavonols, quercetin, kaempferol and galangin had inhibitory activity
with a tendency to be more effective at increasing the number of hydroxyl substitution in the B-
ring. Flavones such as luteolin, apigenin and chrysin were as effective as the corresponding
three flavonols above. 7-, 3’,4’-OH flavone was more effective than other simple flavones such
as 7-, 5-, 3-. 7,3-, 7,4’-and 3°,4’-OH flavones. Isoflavones were relatively weak inhibitors.
Taxifolin and catechins had little or no inhibitory effect. These data suggest that the presence of
C7 hydroxyl substitution on the A-ring and the catechol group on the B-ring in the flavone
structure is required for effective inhibitory activity. The inhibitory effect of flavonoids on N-
acetyl-conjugation of S-ASA was also examined by incubating 5-ASA with isolated liver cytosolic
preparations. The active flavonoids in the cells inhibited the N-acetylation of 5-ASA in the cell-

free enzymatic preparations with a potency comparable to that for cultured rat hepatocytes.

P 57 YU FIVEE 5-ASA) i BERBRCI O—RICHIRNBEBREETH
%, ZEEOTIEKR/A RIZDVWTS-ASADN-7E2FIVAEIIIKIETHEHRICD
WTS v MR L OHIE S 2 AW THRN SRR SR 1 R2Em
THE HOBELOBBERMATZT IR A BRI N-TEFIVE-T I JHUFILEE 5-
AcASA) DAEREBRHELRE, 75K/ —)VEOH T, quercetin, kaempferol 3 & U
galangin I3 B B O /KBEE DR OB & IHITHVEIFRER U7, Luteolin, apigenin B X
chrysin 2ED T SR HEIX, ERROMETZ IR ) —IVELRAREOHREREZRL .
7,3’.4’-0H flavone %, 7-. 5-. 3-. 7,3~ 7.4’-B KU 3’,4’-OH flavone 75 & OO Bl /ot
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BELEZ7IRVELD DROVEEEEZR U, 1V 7 IR ET BTN EEER
%R U7, Taxifolin 35 & O catechin $i31E & A BRI 2R E ah o . Zhs DR
NE, 7R EEDH T, ARD TMABEBIUBRON T I—INEOEENDRY
BHEEHERTEDIHETH B Z EHRBI NI, 5-ASA O N- 72 F AT K
ES T SR REOHEEBEERIZ. Y1 b —IVES THRN L2, %S N
WCBWT5-ASADN-7EFINALIZH LU THWEEFREZRLE T SR ) 1 REN, Ak
IZ Cell-free T OMBRBEFIZBNTHHRNEEFEEZRL 2.
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