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Protection-Free Strategy for the Synthesis of
Boro-Depsipeptides in Aqueous Media under
Microwave-Assisted Conditions

Shuo-Bei Qiu ’, Pei-Yao Liu %, Bo-Cheng Wang *, Pin-Rui Chen *, Jing-Han Xiao *, Ting-Yu Hsu %, Kuan-Lin Pan
in Lai !, Yi-Wei Chen %, Ying-Chuan Chen %, Jen-Kun Chen '*** and Po-Shen Pan

Graduaie Institute of Life Sciene
Neihus Dist, Taipe City L1450, T
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Abstract: In this regort, 19 boron-c dopsipeplies were microway

sisted

1 in an aqueous environment, The linker-free DAHMI
§ compounds o

Teved of cellular wptake of HEK293 cells. The biolo

i the EYAHMI experiments indicates that while the structsres o fested compounds

milar, 1

Passerin throe-component reaction (F-

ship between their structures and the
fived
be highty

distribution profile could be vastly

inctive. The reported optimized

one-pot synthetic strategy aong the linker-frev in vitro te
=

protocol could provide

celerate the develop drugs.

Keywords: depsipeptidefs): asacyloxyamide; passerini; mulficomponent; microwave-assisted; DAHML
boronic ackd

1. Introduction

Boronic acids are important entities for a broad spectrum of applicatians [1]. Although
they wene widely recognized as the vital building blocks in varieties of synthetic re
tions (2], boron-containing entities were also exploited as the flame retardant materials 3],
semi-conducting materials [4], boron carvier agents for the boron neutron capture ther-
¢ 7). In particular, boron-based
i aiccess for the past decades. U
rely on non-covalent interactions with their biolog

containing compounds form a reve alent bond between their b
se advantage uch compounds have a high affinity toward their targ
ively low maolecular weight [6]. In 3003, the first boronic acid, Bortezomib (Velcade®,
s 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

most pharma
burr
u
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