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Abstract: In this report, 19 boron-containing depeipeptides were synthesioed via microwave-sssished
Passerind three-component reaction (P-3CR) in an aqueecus environment. The linker-free DAHMI
fuorescent tagaing approach was usesd on selected boron-containing compouncds o study the relstion-
ship betweren their sinechunes and their level of cellular uptake of HER29Y cells. The biological data
retreved From the DAHMI experiments mdicated that sehile tee structiones of sted compounds may
be highly similar, their bio-distribution profile could be vastly distinctive. The reported optimized
oot synthetic strategy along the linker-free in vitro testing protoecel could provide an efficient
platfore o acoeherate the development of boron-contalning drugs.
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1. Introduction

Boronic acids are important entities for a broad spectrum of applications [1]. Although
they were widely recognized as the vital building blocks in varieties of synthetic reac-
tions [2]. beron-containing entities wene also exploited as the flame retardant materials [3].
semi<conduecting materials |4, boron carrier agents for the boron neutron capture ther-
apy |5 eneyme inhibitors [6], and also as the insecticide [7], In particular, boron-based
pharmaceuticals have gained much attention and success for the past decades, Unlike
most pharmaceuticals that rely on non-covalent interactions with their biological targets,
boron-containing compounds form a reversible covalent bond between their tangets. This
unique advantage makes such compounds have a high affinity toward their targets with
relatively low maolecular weight [0]. 1n 2003, the first boronic acid, Bortezomib Velcade™),
was approved by the LS. FDA to treat multiple myeloma. Since then, a series of boron-
containing molecules are either in different stages of clinical trials or have been approved
by the US. FDA (Figure 1).
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