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Synthesis of polysubstituted imidazoles using o.,y-diazido-o.,B-unsaturated esters ('Graduate
School of Science and Engineering, Aoyama Gakuin University) OKeita Matsushima,' Shota
Tanaka,' Taisei Koide,' Tkuo Sasaki,! Hideyuki Sugimura'

Compounds containing imidazole ring possess various biological activities, and the
substitution patterns of the imidazole ring have a huge impact on biological activities of the
resultant molecules. Therefore, various synthetic methods of polysubstituted imidazoles have
been developed. In 2015, Yu et al. reported the synthetic method using vinyl azides and
imidates". In our laboratory, the synthetic method of «o,y-diazido-o,B-unsaturated esters 1
containing a vinyl azide moiety was reported?. In this study, we applied Yu’s method to the
diazide compounds 1 and optimized the reaction conditions. As a result, it was found that the
polysubstituted imidazole 3 was obtained in good yield when the reaction was performed in
the presence of molecular sieves 5A as an additive in +-BuOH at 110 ‘C for 3 h. With the
optimized conditions in hand, the substrate scope was investigated. Furthermore, to
demonstrate the synthetic utility, transformations of the azido group of the obtained
polysubstituted imidazoles were carried out.

Keywords : Heteroaromatic Compounds; Imidazoles; Vinyl Azides, Imidates

A LY = NVEBREETLEMIIEE A T EMIEEZ R L, & OB BRI AR
RESFEBELHEZ DD A ETITERA REEWA I XY — /L OERIENHFE S
NTET, 20154121, Yu Ik o TE AT P REAIF— FEFIH LI-%iEH
A IF = NVOERIERRE SN, —F, BIFRETIIE =17 ¥ MEEZ R
ay-7 Y R-oB-FAFIm AT L 1 OFEEZ#RELTWD 2, £ 2T, ABFETIX
ZOTVT Y REEM IR LT Yu bOLERA I XY — VO IEZEH L, Kk
FMEoEw L EITo T2 8 Z A, AL LT molecular sieves SA & FV> --BuOH H,
110 CT3MREZIT) & LEHA I X = 3NRHFRINETHELND Z &N
o Tn, BT, T OSSR E AV IR AR ORE AT o7, E2.
ZOEREOH AN ERT DI GO NTEZEA I XY —ARNETLT Y RED
OGS DR 24T o 72,

N N NH . t-BuO,C H ,
RH\/\H/OFBU + molecular sieves 5A R | /%R
R2 SoEt t#BuOH,110°C,3h N
0 30 examples N
1 2 up to 81% yield 33

1) Y. Yu et al. RSC Adv. 2015, 5, 55808-55811.
2) H. Sugimura et al. Tetrahedron Lett. 2015, 56, 2813-2816.

© The Chemical Society of Japan - K4-1pm-07 -



