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SYNTHESIS OF 3-ARYLFERVENULINS

Pharmaceutical Institute, School of Medicine, Keio Uni-~

versity, 35, Shinanomachi, Shinjuku-ku, Tokyo 160, Japan

Treatment of 6-hydrazine-1,3-dimethyl-5-nitrosouracil
with benzyl halides (or phenacyl halides) in dimethyl

sulfoxide gave the corresponding 3-arylfervenulins.

3~Arylfervenulins (3-aryl-6,8-dimethylpyrimido[5,4-e]-as-tri-
azine-5,7(6H,8H)-diones) have been prepared by several routes.l
We wish to report a new synthesis of these derivatives by the re-
action of 6~hydrazino-1,3-dimethyl-5-nitrosouracil (I)2 with benzyl
halides (or phenacyl halides) in dimethyl sulfoxide (DMSO}.

Treatment of (I} {0.001 mol} with the benzyl halides (or
phenacyl halides) (0.0015 mol) in DMSO (0.2 ml) at 95° for & min,
followed by dilution with ethanol caused the separatioﬁ of the
corresponding 3-arylfervenulins (IIa-g)(Table).3

As depicted in the Scheme, the formation of (IIa-g) presuma-
bly proceeds by the condensation of (I) with aryl aldehydes (or
arylglyoxals) which arised from the oxidation of benzyl halides
(or phenacyl halides) with DMSO,4 followed by cyclization and sub-

sequent aromatization by loss of water {or formic acid).
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Table 3-Aryifervenulins

Halide Product R Mp (°c) (Lit.lde)a Yield(%)
C6H5 CH2Br ITa H 273-275 (270) 56
C6H5 COCHzBr ITa H 30
4-Br-CH,~COCH,Br IIb 4~By 300  (303) 20
4-Cl- C6H4 -CH Cl Iic 4-C1 280-283 (280) 20
4-Cl- C6H4—COCH2Br ITc 4-C1 19
4-NO,~C,H ~CH,Br 11d 4-NO,. 300" (323) 47
3,4- Cl2 C6H3 CH C1l IIe 3,4-C12 259-~260 (249) 36
4-Me~ C,(,’H4 CH2C1 IIf 4-Me 286-287 21
4-Me- C6H4 COCHzBr IIf 4-Me 11
4-MeO-C H ,~COCH,Bx ilg 4-MeO 263-264 (268) 23

a) All products were recrystallized from ethanol.
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