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Syntheses of Antitumor and Antihepatitis B virus derivatives of
butennlactam
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Abstract

N-alkylpyrroles prepared from pyrrole
were oxidized with singlet oxygen in acetone
solution to yield N-alkyl-4-hydroxybutenola-
ctam (6-derivatives). Six N-alkyl-4-hydroxy-
butenolactam were acetylated with acetic
anhydrine and pyridine to obtained six
corresponded N-alkyl-4-acetoxybutenolacta-
ms. As N-alkylpyrroles were treated with
singlet oxygen in methanol solution to give
corresponded N-alkyl-4-methoxybutenolact-
am (6 derivatives). Photooxygenated of
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furfuryl alcohol in dichloromethane under
-30°C and then subsequently reduced with

triphenyl phophine to produce
6-hydroxy-2H-pyran-3
(6H)-one.  6-Acetoxy-2H-pyran-3(6H)-one

can be prepared from 6-hydroxy-2f-pyran-3
(6H)-one by acetylation. As the oxidization
of furfuryl alcohol with m-CPBA in CH,Cl,
under reflux. The dimeric product was
purified. Some of above products exhibited
strong anti-HBVs Ag.

Anti-HBVsAg;  Syntheses;
butenolactame; 6-hydroxy-2H-
pyran-3(6H)-one.
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% — 1 ALA4h 6a—6f, Ta—7f, 9a — 9f, 13, 14, 15 & 16 ¥ B RAF X K @bL/R 240 & &M
(ECsq value pg/ml)

Compound activity Compound activity Compound activity
62a 30 7a >50 9a > 50
6b 10 7b >30 9b >30
6¢ 5 Tc 10 9¢ 8
6d 0.5 7d 5 9d 5
6e 20 Te 10 9e 8
6f 1.0 7f 5 9f 4
13 0.6 14 0.5 15 1.0

16 0.4
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