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Abstract Bioorthogonal chemistry refers to chemical reactions that can be carried out in biological systems without inter-
fering with natural biochemical processes. During the past two decades since its emergence, the scope of bioorthogonal
chemistry has been greatly expanded from ligation to cleavage reactions, with broad applications ranging from live cells to
animals for biological studies, medical as well as pharmaceutical research. Chinese chemical biologists have actively partici-
pated in this exciting area, and a series of important work has been carried out with notable achievements. In particular, the
creation and development of bioorthogonal cleavage reactions and its diverse applications have drawn considerable atten-
tions. In this review, we summarize the representative work on bioorthogonal chemistry that been developed in China in re-
cent five years. These works will be categorized into metal-, photo- and small molecule-mediated bioorthogonal ligation as
well as cleavage reactions, respectively. In the end, we will discuss the future development along this exciting avenue and the
further innovation of the “remote-control bioorthogonal chemistry”, which may eventually drive the bioorthogonal reactions
into living animals or even human being.
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VEFR, 2019 SEHEEEL TR KF AL R IHFEATE,
RALTRFEHREELE, FINGEBRHIE, 2T A
ERXRRALR. RORNLE. AMEX TR LG TF RS N
.

B, 2020 S5 AFREL T P RFICFE R R, HA LT
KEREENTIREEH AL L, FIFRBHRRE, 2%
R T 6 A AE KRR BB AR A W) I S A RO AR R G R AL
%o 52 .

FFIE, 2019 F AA L FAFIFEXFAFFR, AA
CFRFENFLS ST IRFEMA L, FIFEBEIER, 2
R T e R A BT B T g R G A

B, LXRFLFLS > FIEFRIAMTA. AFH
(2007) #2771 =(2010)35 22 b F 2 ) K52, 2014 3K H I T m
F o A S B 7 AT 45 (Cum Laude), ks 27 K%
HEENGEANFREH T I KFE, MET 2019 FARARIL
FTRFES RIMEEZZAENE A A FE UHIACE A
F& BR“RORANE G IR FRENELR . #EF
I RS4RI EEYFHR.

Acta Chim. Sinica 2021, 79, 406—413



mh, bR KXFANFEH>FIRFRAK KWEEDF R
EAE. 2002 FAFREL TITE RFAOEF 55T ISR, 2007
FHRFERZ W FRFAF LS, SR Scripps AR
BrAF W EEAR. 2009 57 A@E, £ wXFFRMAFEL
MFEMAESHE T B TFTERELGLERETFAE A
MFERR, REFEARETAEVELT RN, RET EEM
N R EQRGEARMA, AR TERARGHTA,
BT EMERRBH A, LEBNIRTHZ2XEE R
R. REEHENE S T IEAFTHRELEZREI L, TE
FELFEEMFEELER 2 T4, £BLFE S ACS Chem-
ical Biology #1 | & £ % .
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