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Tém tit

Ostruthin 14 hop chét thé hién nhiéu hoat tinh sinh hoc va 1& hop chét chinh trong cdy
Xéo tam phan (Paramignya trimera). Tuy nhién, chua c6 nghién ctru nao chiing minh kha
nang trc ché enzyme a-glucosidase ctia ostruthin va cac dan xuét. Trong sd cac dan xuét da
duoc biét dén, dan xuit diaryl ether thé hién rat nhiéu hoat tinh sinh hoc. Do do, nghién ctru
nay tap trung vao viéc tong hop cac dan xuat diaryl ether ciia ostruthin bang phan mg ghép
cap Chan—Lam va Buchwald-Hartwig. Cac diéu kién phan trng nhu xtic tac, dung moi, base,
va khi quyén di duoc tdi vu nham thu duoc sau hop chat méi (TUE1-6). Hoat tinh trc ché
enzyme a—glucosidase ctia cac hop chét da duoc danh gia. TAt ca cic hop chat déu thé hién
hoat tinh e ché vai gia tri ICsp < 100 xM. Hop chat TUEG thé hién hoat tinh manh nhat véi
gid tri ICs0 = 33.9 uM, so v6i chit ddi chimg dwong acarbose (ICso = 214.5 uM).
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Abstract

Ostruthin is the major compounds in Xao tam phan (Paramignya trimera) that has
many biological activities. However, there are no research on the a—glucosidase inhibition
of ostruthin and its derivatives. Among the known derivatives, the diaryl ether derivatives
showed many biological activities. Thus, this study focused on the synthesis of diaryl ether
derivatives of ostruthin by Chan—Lam and Buchwald-Hartwig coupling reactions. The
reaction conditions such as catalysts, solvents, bases, and atmospheres were optimized to
obtain six new diaryl ether compounds (TUE1-6). Moreover, their a-glucosidase inhibitory
activities were evaluated. All compounds showed inhibitory activity with the ICso values <
100 uM. Compound TUE6 showed the most potent activity with an ICso value of 33.9 uM,

which was comparable with the positive control acarbose (ICso value of 214.5 uM).
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