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Cover Picture: Transition Metal-Catalyzed Reac-
tions of C—H Bonds with Carbon Monoxide

Direct carbonylation of C—H bonds provides a strai-
ghtforward method for the introduction of carbonyl
groups into organic molecules. Under transition-metal
catalysis, including palladium, ruthenium, rhodium,
cobalt and copper, C(sp?)—H and C(sp*)—H bonds can
react with carbon monoxide to yield carbonyl-containing
compounds, such as acid anhydrides, amides and esters.
The research progress of transition-metal-catalyzed re-
actions of C—H bonds with carbon monoxide over the
past decades has been reviewed by Wu, Cheng and
Zhang on page 2155.

Inside Cover: Visible-Light-Catalyzed Tandem Cy-
anoalkylsulfonylation/Cyclization of Alkynes

The visible-light-catalyzed tandem cyanoalkylsulfonyla-
tion/cyclization of alkynes is reported by Liu, Chen,
Chen, Xiong, Xie, Liu, Liang and Tang on page 2290. A
transition-metal-free visible-light-mediated tandem cy-
anoalkylsulfonylation/cyclization of alkynes with cy-
cloketone oxime derivatives for the construction of
2-cyanoalkylsulfonyl-9H-pyrrolo[ 1,2-alindoles through
the insertion of SOz is reported.

REVIEWS
Transition Metal-Catalyzed Reactions of 0
. . I
C—H Bonds with Carbon Monoxide R Ch
O
&
C(sp?)—H R™°R
Pd/Ru/Rh/Co/Cu (PI
C(sp*)—H o
I
R’C‘OR
using transition metals as catalysts and 0
carbon monoxide as carbon source 4
Cuio R

Wu, Zechen; Cheng, Cang; Zhang, Yanghui*
Chin. J. Org. Chem. 2021, 41(6), 2155

The research progress of the reactions of carbon-hydrogen bonds with carbon monoxide
catalyzed by transition metals, such as palladium, ruthenium, rhodium, cobalt and cop-
per over the past decades is reviewed.

ST
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Progress in the Synthesis of Benzohe-
terocycles from 2-Halobenzamides

Yang, Kai; Liu, Meijuan; Zhang, Yu'na;
Zhan, Jiaqi; Deng, Luxuan; Zheng, Xuejie;
Zhou, Yongjun; Wang, Zhaoyang™*

Chin. J. Org. Chem. 2021, 41(6), 2175

(or Se)

(or SozLiz)_____..-—-'

'I'/R{,'"

(or NaNg)

General protocols to synthesize heterocycles from 2-halobenzamides have been summa-

rized.

Calixarene Promoted Transition-Metal-
Catalyzed Reactions

Ma, Zhiyan; Li, Yunjian; Sun, Xiao-Qiang;
Yang, Ke*; Li, Zheng-Yi*
Chin. J. Org. Chem. 2021, 41(6), 2188

Calixarene-Metal catalyst

The recent progress in calixarene promoted transition-metal-catalyzed reactions is re-
viewed. Different types of transition metals (Rh, Pd, Mn, Cu or Ni) and calix[4, 6 or

8larenes are discussed.

Recent Development of Samarium Diio-
dide and Other Samarium Reagents in
Organic Transformation

Liu, Chen; Qi, Yan™; Liu, Yongjun*
Chin. J. Org. Chem. 2021, 41(6), 2202

Organic Synthesis

The reactions mediated by samarium rea-
gents especially Sml: in latest five years
are summarized. It mainly includes three
parts: studies on the Sml, promoted cou-
pling reactions, studies on the coupling
reactions promoted by other samarium
reagents (Sm, allylSmBr, Smls, Sm(OTf);
etc.), and studied on the samarium
reagents promoted organic reduction
reactions.

11 http://sioc-journal.cn/
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Studies on the Chemical Synthesis of
Natural Drugs Berberine

Yan, Xifei; Zheng, Jianfeng*; Li, Wei-Dong
z*
Chin. J. Org. Chem. 2021, 41(6), 2217

R = H,: Canadine OMe

R = O: 8-Oxoberberine

Berberine

@Ho
Brﬁwe
OMe

Metal catalytic synthesis

Biomimetic synthesis Intermolecular coupling
The studies on the chemical synthesis of natural drugs berberine are reviewed. Based on
known general biosynthesis of berberine and Woodward’s biosynthetic hypothesis of
monoterpene indole alkaloids, a plausible biosynthetic pathway of berberine is pro-
posed. The strategies of the total synthesis of berberine are mainly discussed. Finally, the
future development of novel strategies is also prospected.

Recent Advances in Organocatalytic
Asymmetric Synthesis of 3,4-Dihydro-
pyran-2-ones and 3,4-Dihydropyridin-2-
ones

Di, Huiming; Liu, Yunting; Ma, Yanrong;
Yang, Xinyue; Jin, Hui*; Zhang, Lixin*
Chin. J. Org. Chem. 2021, 41(6), 2228

(o) Isothiourea catalyst g% o
R? v NHC catalyst Aminocatalysis
R Tertiary amine-H bond Tertiary amine-H bond R’ H
% donor catalyst donor catalyst + o
R4 |X [4+2] Annulation [4+2] Annulation/ 4,\)\ 5
R3/§)\RS Oxidation R* ™S R
5
RS i R
Isothiourea catalyst
R* O v
NHC catalyst >L )<
R3 N\ y Tertiary amine-H bond (0] R (0)
" donor catalyst Chiral phosphoric
R Chiral PTC acid catalyst HO
+ -—
X [3+3] Annulation Desymmetrization
Ry
R6

The recent progress in organocatalytic asymmetric reactions for the synthesis of 3,4-
dihydropyranones and 3,4-dihydropyridinones from 2003 to 2020 is summarized and
discussed based on the different types of organocatalysts and reaction mechanisms.

Recent Advances in Antitubercular
Compounds Targeting Mycolic Acid Bio-
synthesis and Transport

Lii, Rungiu; Zhang, Wei; Yu, Lifang™®
Chin. J. Org. Chem. 2021, 41(6), 2249
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This article reviews the important inhibitors targeting to the biosynthesis and transport
pathways of mycolic acid, as well as the recent advances in the mechanism and phar-
macokinetic properties efc.

Chin. J. Org. Chem. 2021, 41, |I~XII
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Progress in Metal-Organic Supramole-
cular System Based on Subcomponent
Self-Assembly

Ji, Changxing; Wang, Guangxia®;
Hua*
Chin. J. Org. Chem. 2021, 41(6), 2261

Wang,

This review focuses on the introduction of
several metal-organic supramolecular systems

based on subcomponent self-assembly,
including helical structures, tetrahedral
structures, hexahedral structures and

octahedral structures. The unique chemical

microenvironment which is derived from

the internal cavities of these supra-
molecular structures can be used for guest
recognition, protection, catalysis and extra-
ction. Finally, the future development of this
field is prospected.

Recent Advances in Copper-Catalyzed
Boron-Reagent-Involved Multicomponent
Difunctionalization of Alkenes

Yang, Chen; Jia, Xuefeng®*
Chin. J. Org. Chem. 2021, 41(6), 2280

o Os_OH OsNHR
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/T N g

R
r
) alkyl W _Ar
Ar AR )\/S\\O Ar)\’ R
The copper-catalyzed multicomponent difunctionalization of alkenes with organoboron
reagents in recent 3 years is reviewed. The major challenges and development prospects
of this fields are also discussed.

ARTICLES

Visible-Light-Catalyzed Tandem Cyano-
alkylsulfonylation/Cyclization of Alkynes

Liu, Yu; Chen, Zan; Chen, Pu; Xiong, Bi-
quan; Xie, Jun*; Liu, An*; Liang, Yun; Tang,
Kewen

Chin. J. Org. Chem. 2021, 41(6), 2290

R? _OR Nay,-Eosin Y (2 mol%) o
S f)\ K5S,05 (2 equiv.) — 5 s
3\\\/ CH3CN, 80 °C 3‘\/ P N S/ "‘f\/
N\_-_R1 R“ 5W blue LED light, 16 h ~ a \/R4

Q visible-light-catalyzed
Q 39 examples up to 85% yield

Q transition-metal-free

R = p-CF3CgH4CO Q SO, insertion reaction

A transition-metal-free visible-light-mediated tandem cyanoalkylsulfonylation/cycliza-
tion of alkynes with cycloketone oxime derivatives for the construction of 2-cyano-
alkylsulfonyl-9H-pyrrolo[ 1,2-alindoles through the insertion of SO: is reported.

Copper-Catalyzed Vicinal C(sp?)—H Se-
lenylation of Benzoic Acid Derivatives
Using Air as Oxidant

Sun, Mingyang; Xu, Kun; Guo, Bingbing;
Zeng, Chengchu*
Chin. J. Org. Chem. 2021, 41(6), 2302

ArSeSeAr u(OAC),

SeA
NN N + or
gall
R L H N\| MeSeSeMe
H
SeM

An efficient cupper-catalyzed vicinal C(sp?)—H selenylation of benzoic acid dervatives
using diselenyl ether as selenyl resource, 8-aminoquinoline as the directing group, was
reported.

v http://sioc-journal.cn/
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Lactic Acid-Catalyzed Transamidation
Reactions of Carboxamides with Amines

Liu, Juyan*; Zhao, Congying
Chin. J. Org. Chem. 2021, 41(6), 2310

o]
=

F ctic acid (10 ma

N
Mo
RENT % R¥ R H,0(1equiv.), heat, N,

An environmentally benign protocol for the transamidation of carboxamides with
amines using lactic acid as a green catalyst has been developed. The method has been
successfully applied to the synthesis of a wide range of aromatic and aliphatic amides
and ureas. The reaction has the advantages of the ready accessibility of the catalyst,
solvent-free condition, efficient transformation, green processing.

Transition Metal-Free Deuteride Reduc-
tion of N-tert-Butanesulfinyl Ketimines
Derivatives via B2pin2/D20 System

Li, Linlin; Chen, Xiaoyu; Pei, Congcong; Li,
Jingya; Zou, Dapeng*; Wu, Yangjie*; Wu,
Yusheng*

Chin. J. Org. Chem. 2021, 41(6), 2319

0 R 4 o R -
Il B,Pin,, Cs,CO3 i )<D Q Transition metal-free
S, ~# W i s L S 7O
tBu” T N7 OR2 t-Bu” N~ "R? . .
D,0 H Q Using D,0 as deuterium source

2

A transition metal-free deuterated reduction protocol of N-fert-butanesulfinyl ketimines
with Bopinz has been developed. After screening of reaction parameters, such as base,
solvent, and the amount of B2ping, a series of deuterated secondary amines are obtained
in reasonable yields with excellent deuterium purity by using D20 as the deuterium
source.

Electrochemistry-Enabled Copper-Cata-
lyzed Oxidation of Benzyl Alcohols for the
Preparation of Quinazolinones in Water

Wu, Mei; Yu, Ling; Hou, Huiqing; Chen,
Houzheng; Zhuang, Qinglong; Zhou, Sun-
ying; Lin, Xiaoyan™

Chin. J. Org. Chem. 2021, 41(6), 2326

€ CuCl,, Water
@/\ H Current 40 mA
NaOH r.t. )\®

Pt Pt

@ Current

@® Inexpensive metal catalyst

@® In water phase

Quinazolinone derivatives were synthesized by one-pot co-oxidation of benzyl alcohol
with CuClz and electric current in aqueous phase. The reaction provides an efficient
protocol to a series of quinazolinones derivatives in good to high yields. This synthesis
process features convenient operation and environmental friendliness,

Synthesis of 3-(2-Aminoethyl)pyrroles
Catalyzed by AICl3

Bai, Bing*; Xu, Fanglin; Yang, Jing; Zhang,
Gaihong; Mao, Duobin; Wang, Ning™*
Chin. J. Org. Chem. 2021, 41(6), 2335

NO
A/\/ 2

Y(%?

AICI,
_0

HQ ¢
N= Ar,
o [H]
¢} / NH,

05/[ N

N H
3-(2-Aminoethyl)pyrroles are important intermediates for the formation of the 6- azain-
dole skeleton. The electron withdrawing groups were introduced at the a-position of
pyrrole to form a positioning effect at the diagonal S-position. With anhydrous AICl; as
the catalyst, nitroalkenes could be added to the 3-position of pyrrole via Friedel- Crafts
alkylation to obtain substituted 3-(2-aminoethyl)pyrroles.

Chin. J. Org. Chem. 2021, 41, 1~XII

© 2021 Chinese Chemical Society & SIOC, CAS http://sioc-journal.cn/ \'%
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Synthesis and Antifungal Activity of 3-
Aryl-7-methyl-7-hydroxy-2-octen-6-olide

Wang, Weiwei; Zhao, Yu; Liu, Xinlei; Jiang,
Jiazhen; Wang, Ming'an™
Chin. J. Org. Chem. 2021, 41(6), 2343

CK, the mycelium of S. sclerotiorum

The mycelium treated by 5j

The synthesis of racemic and optical 3-aryl-7-methyl-7-hydroxy-2-octen-6-olide has
been achieved via epoxidation-lactonization procedure and Sharpless asymmetric dihy-
droxylation as the key steps in 61%~91% yields, respectively. Their antifungal activi-
ties were evaluated and it showed that (R)-3-phenyl-7-methyl-7-hydroxy-2-octen-6-olide
was the most active compound.

Electrochemically Mediated S—N Bond
Formation: Synthesis of Sulfenamides

He, Muxue; Cheng, Shiyan; Pan, Yongzhou,
Tang, Haitao*; Pan, Yingming™
Chin. J. Org. Chem. 2021, 41(6), 2354

R SH ’ﬁpt \.S
ey ol g,
2
/

Q metal-free Q@ oxidant-free @ broad scope
Q easily available substrates @ environmental friendly

A series of sulfenamide compounds are synthesized by electrooxidation of thiophenols
and amines. Oxidant-free and metal-free conditions are the striking features of the pro-
tocol. This method also featured broad substrate scope, ready availability of starting
materials, operational simplicity and environmental friendly, which provides a new
strategy for the simple and convenient synthesis of various sulfenamide derivatives.

Synthesis and Antimicrobial Activity of
1,5-Benzothiazepines Incorporated with
Triazole Moiety

Sun, Yujia; Wang, Ziwei; Wang, Yan; Xu,
Tongxiu; Tian, Keqing; Zhang, Ping*
Chin. J. Org. Chem. 2021, 41(6), 2361

R
. N7
S N-N S N/?J
L )
N= N /
H
R

R =H, F, Cl, Br, CHj, OCHj

Four kinds of 1,5-benzothiazepines incorporated with triazole moiety: 2,3/2,5-dihydro-
3-[(1H-1,2,4-triazol-1-yl)methyl]-4-aryl-1,5-benzothiazepines (9a~9f, 10a~10f) and
2,3/2,5-dihydro-3-[(2H-1,2,3-triazol-2-yl)methyl]-4-aryl-1,5-benzothiazepines (17a ~
17f, 18a~18f ) were designed and synthesized. The antimicrobial activity test showed
that 9a~9d and 10a~10d had moderate to high inhibitory effect on fungi and 9b, 9c,
10b showed higher inhibition on C. neoformans than that of fluconazole.

VI http://sioc-journal.cn/
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Ugi Four-Component Reaction Based on
the in situ Capture of Amines and Sub-
sequent Modification Tandem Cyclization
Reaction: "One-pot" Synthesis of Six-
and Seven-Membered Heterocycles

Liu, Jinni; Xie, Yibi; Yang, Qingqing;
Huang, Nianyu; Wang, Long™
Chin. J. Org. Chem. 2021, 41(6), 2374

+ —
PPh,Br 5
(5 e
OH H

R'—NO,
R3-COCHO or R°—COOH

+ Environmentally friendly + Non-toxic and tasteless
+ One-pot synthesis of six- and seven-membered heterocycles
+ Cheap raw materials + Simple process

A tandem reaction strategy of Ugi-4CR based on in situ capture of amines and subse-
quent modification reaction was developed for the preparation of nitrogen-heterocycles.

Synthesis and Application of Triazolothi-
adiazole-Coumarin Based Ratiometric
Fluorescent Probes for Highly Selective
Detection of H2S

Zhang, Chenglu*; Zhang, Yanpeng; Wang,
Huayu; Zhao, Huanying; Shang, Meitong;
Zhang, Lu; Li, Xiangling; Wang, Yiming
Chin. J. Org. Chem. 2021, 41(6), 2384

Using triazolothiadiazole-coumarin system, ratiometric fluorescent probes (4a~4c)
were developed for HS detection. The use of 4a~4c for applied in actual water sam-
ples was also demonstrated.

Design, Synthesis and Biological Evalua-
tion of Novel Thiazole-Fused Glauco-
calyxin A Derivatives

Zhang, Tao; Li, Nianxian; Zhou, Nangian;
Ma, Wen; Wei, Haiyuan; Zhang, Bingxin;
Chen, Lianghui; Hai, Guangfan; Duan, Ying-
chao; Bai , Suping®

Chin. J. Org. Chem. 2021, 41(6), 2393

GLA
6.4610.05 pmol/L (against HL-60)
8.194£1.96 pmol/L (against Hela)

Compound 6 (R = CH3)
0.8240.03 pmol/L (against HL-60),
0.56+0.02 pmol/L (against Hela)

Compound 8 (R = CH,CH,CH,)
0.90+0.06 pmol/L (against HL-60),
0.51£0.05 pmol/L (against Hela)

A series of thiazole type derivatives based on glaucocalyxin A (GLA) were designed and
prepared. Bioactivity studies against six tumor cell lines revealed that the introduction of
aminothiazole substructures into A-ring of the GLA could improve the antiproliferative
effects significantly.

A Conjugated Molecular Crown Contain-
ing a Single Pyrenyl Unit: Synthesis,
Characterization, and Photophysical
Properties

Li, Jingshi; Zhuang, Guilin; Huang, Qiang;
Wang, Jinyi; Wu, Yayu; Du, Pingwu*
Chin. J. Org. Chem. 2021, 41(6), 2401

(b) A= 492 nm

10.0 mmol/L

5.0 mmol/L
— 2.5 mmol/L

— 1.0 mmol/L

Intensity

400 450 500 550 600 650
Wavelength/nm

A new macrocycle containing a single pyrenyl unit, cyclo[7]paraphenylene-2,7-pyren-

ylene ([7]JCPPPy27) was achieved by Suzuki-Miyanra coupling and reductive aroma-

tization. Several physical characterizations and density functional theory (DFT) calcula-

tions were carried out to analyze its photophysical properties.

Chin. J. Org. Chem. 2021, 41, 1~XII
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Study on tert-Butyl Radical-Initiated 1,2-
Alkynyl Migration

Zhang, Ping; Zhang, Tianshu; Cai, Peijun®;
Jiang, Bo; Tu, Shujiang™
Chin. J. Org. Chem. 2021, 41(6), 2408

0
:
HO R DTBP

CHO
S “PO CeHCL130°C. N, /)
R2 R2

R! 29 examples
46% ~ 90% yields

A new fert-butyl radical-induced 1,2-alkynyl migration reaction is reported. By using the
characteristics of in-situ-generation of fert-butyl radical from pivalaldehyde mediated by
di-tert-butyl peroxide (DTBP), fert-butyl radical-triggered addition and alkynyl migra-
tion of the preformed 1,4-enynes led to the synthesis of a series of a-alkynyl ketones
with good to excellent yields, thereby realizing alkylalkynylation of unactivated olefins.

Long-Wavelength Fluorescent Probe for
Naked Eye Recognition of HSO;/
SO? in Aqueous Solution and Its Ap-
plication

Wang, Chao; Wang, Xin; Zhong, Keli; Hou,
Shuhua; Yan, Xiaomei; Bian, Yanjiang®;
Tang, Lijun*

Chin. J. Org. Chem. 2021, 41(6), 2417

550 nm 610 nm

.

CHO

Water

Living Cell

Sugar

3-Cyano-4-(3-formyl-4-hydroxystyryl)-5,5-dimethylfuran-2(5H)-alkylene)malononitrile
derivative CDM was synthesized. CDM can recognize HSO, /SO; with the naked
eye through the fluorescent signal “ON-OFF” in MeCN/Tris (V' : V=2 . 8, pH=17.4)
solution, and the color changes from pink to colorless.

Cu(OTf)2 Catalyzed Conjugate Addition
of Mercaptans to Enones

Zhang, Tongfei; Chen, Yibo; Gao, Zhenbo™
Chin. J. Org. Chem. 2021, 41(6), 2424

4
R' O Re  Cu(OTN, (10 moi%) B m
+ 57 R R?
A g HS DCM, rt et
42 examples
® Simple operation @ Mild conditions @ Excellentyield  up to 99% yield

A new method for the synthesis of thioether was developed via copper-catalyzed conju-
gate addition of thiol and enone. 42 thioethers were synthesized in good to excellent
yields. This approach features simple operation, mild conditions, and broad scope.

Efficient Synthesis of 3,6-Dialkylcarba-
zole-1-formaldehyde and 3,6-Dialkylcar-
bazole-1,8-diformaldehyde

Zhao, Yu; Liu, Yang; Wang, Xinxin; Hong,
Yingying; Man, Yingxiu; Wang, Jinjun®; Li,
Jiazhu*

Chin. J. Org. Chem. 2021, 41(6), 2435

(1) NaH
(2) SEMCI

R R R R R R
e O
(2) DMF
N N N
3) HCI OHC H CHO
Br H Br Br e (3)

Br
A safe and efficient method that is more suitable for large-scale preparation of 3,6-dial-
kylcarbazole-1-formaldehyde or 1,8-diformaldehyde was developed by using 2-(trime-
thylsilyl)ethoxymethyl chloride (SEMCI) to protect the 9-NH of bromocarbazole, and
n-BuLi/DMF instead of +-BuLi/DMF for formylation.

Synthesis and Antioxidant Properties of
Pyrazine-Thiazole Bi-heteroaryl Compo-
unds

Zhang, Xiaoping®; Jin, Guiyong; Chen,
Zhifei; Wang, Qingfu; Zhao, Sensen; Wu,
Zhiyong; Wan, Shuai; Xi, Gaolei*; Zhao,
Xu*

Chin. J. Org. Chem. 2021, 41(6), 2445

N
N RwL e
2N H N FeCls, CICH,CH,CI e
3
R ” Z N /N\>
I, /, o
\N//\H sXge 100 C, 8 h S$Rz
(o) 8 samples

Oxidative cross-dehydrogenative coupling reactions have been designed to synthesize
pyrazine-thiazole bi-heteroaryl compounds. Antioxidant abilities of the obtained com-
pounds were evaluated by inhibiting radicals induced oxidation of DNA and quenching
radicals.
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Design, Synthesis and Anti-influenza A
Virus Evaluation of Oleanolic Acid
C3-Glycoconjugates

Shao, Liang; Yang, Fan; Li, Weijia; Yu, Fei*
Chin. J. Org. Chem. 2021, 41(6), 2454
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Compound 12a can bind to hemagglutinin (HA) protein on the surface of influenza virus
membrane, inhibit the interaction between HA and sialic acid receptor, and prevent in-
fluenza virus from infecting host cells.

Synthesis and Antifungal Activity of 7-
Phenyl-6H,7H-1,3,4-thiadiazolo[3,2-a]thi-
ochromeno[4,3-d]pyrimidine Compounds

Dong, Jinjiao; Zhu, Xinyue; Feng, Siran;
Zhang, Chaochao; Liu, Zhenming; Qiao,
Xiaogiang™; Song, Yali*

Chin. J. Org. Chem. 2021, 41(6), 2467

~
L

N
N7 N

1

TC
S RS

Antifungal activity of 5d (R =R?=R3 =H, R"=F)
(MIC = 4 ug-mL™" against Trichophyton rubrum )

According to the principle of active substructure splicing and bioisosterism, sixteen 7-
phenyl-6H,7H-1,3,4-thiadiazolo[3,2-a]-thiochromeno[4,3-d]pyrimidine compounds
were designed and synthesized. The preliminary antifungal activity assay showed that
compound 5d was very sensitive to Trichophyton rubrum, and others exhibited a good
antifungal activity in vitro on 3 animal superficial fungi and 4 plant pathogenic fungi.

Synthesis of 1,2,4-Triazoles via the Elec-
trochemical Oxidative [3+2] Annulation

Zhao, Zhiheng; Li, Ming; Zhou, Yagqin; He,
Yonghui; Zhang, Lizhu; Li, Ganpeng; Gu,
Lijun*

Chin. J. Org. Chem. 2021, 41(6), 2476

L
N ] 7 N
| R =R
RENNSZ RN, : N
H TBAl)

® ecasytoscaleup @ base-free

® 28 examples @ transition-metal-free

An electrochemical dehydrogenative [3-+2] annulation used for the synthesis of 1,2,4-
triazoles from cheap and readily available amines and hydrazones was developed. Ad-
vantageously, this method proceeds in a transition-metal-, acid-, base- and external oxi-
dant-free fashion to provide a variety of functionalized 1,2,4-triazoles.

Synthesis, Herbicidal Activity and Three-
Dimensional Quantitative Structure-Ac-
tivity Relationship (3D-QSAR) Study of 4-
Methyl-1,2,4-triazole-thioether  Compo-
unds Containing Natural Styrene Struc-
ture

Li, Chengfei; Cen, Bo* Duan, Wengui*;
Lin, Guishan; Wang, Xiu; Li, Baoyu™
Chin. J. Org. Chem. 2021, 41(6), 2485

OH = R
a5 — o
) )

Cinnamaldehyde, Some of them exhibited
a renewable resourse excellent herbicidal activity

Twenty-six novel 4-methyl-1,2,4-triazole-thioether compounds containing natural sty-
rene structure were designed and synthesized. Most of the target compounds were found
to show good herbicidal activity against the root-growth of rape (Brassica campestris).
Furthermore, a reasonable and effective 3D-QSAR model has been established.

Chin. J. Org. Chem. 2021, 41, 1~XI
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Three New Compounds from the Fruits of
Forsythia suspensa

Zhang, Xu; Shao, Siyuan; Feng, Ziming;
Jiang, Jianshuang; Yan,g, Ya'nan®; Zhang,
Peicheng*

Chin. J. Org. Chem. 2021, 41(6), 2496

Three new compounds including two phenylethanoid glycosides derivatives, forsyside A
(1) and forsyside B (2), together with a sesquiterpene forsysacid A (3) were isolated
from the EtOH extract of the fruits of Forsythia suspensa.

Discovery of Germicidin Glucuronides
from Streptomyces sp. LZ35

Shi, Haixia; Li, Yaoyao; Zhu, Jing; Wang,
Haoxin®; Shen, Yuemao
Chin. J. Org. Chem. 2021, 41(6), 2502
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25 30

Two new germicidin glucuronides, germicidin A-4-O-B-D-glucuronide (1) and germici-
din D-4-O-f-D-glucuronide (2), were isolated from the metabolites of Streptomyces sp.
LZ35 by screening of culture media. Remarkably, compounds 1 and 2 represent the first
two germicidins with a glucuronic acid moiety.

Enantioselective Total Synthesis of (—)-
Angustureine

Yu, Lulu; Ding, Qunshan; Song, Chuan-
jun*; Chang, Junbiao*
Chin. J. Org. Chem. 2021, 41(6), 2507

DCM, reflux, 55%

o

~_.Cl
@“ N’ /\/\/\

H

A new method toward the enantioselective total synthesis of (—)-angustureine has been
developed. The key step of the synthesis involves a rearrangement ring-expansion reac-
tion of (S)-1-((R)-indolin-2-yl)-1-hexanol to build the tetrahydroquinoline structural

A New Tirucallane Triterpenoid from
Galla chinensis

Li, Yuting; Tong, Xueli; Tian, Liwen*
Chin. J. Org. Chem. 2021, 41(6), 2511

Galla chinensis

A new tirucallane triterpenoid, 11-hydroxylmasticadienonic acid (1), was isolated from
the ethyl acetate extraction of Galla chinensis. Masticadienonic acid (3), isomasticadi-
enonic acid (4) and masticadienolic acid (5) showed neuroprotective activity at a con-
centration of 1.6 pmolsL !
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Enantioselective Carbocyanation of 1,3-
Dienes by Dual Visible-Light Photoredox
and Copper Catalysis R

CN
? al
+ @)ko,NHP + TMSCN ‘@—» R 7 e

1,3-dienes NHP ester 29 examples: 33% ~ 79% vyield & 7% ~ 97% ee

Guo, Xiaoning; Wu, Lizhu*
Chin. J. Org. Chem. 2021, 41(6), 2515

Enantioselective Reductive Cyanation

and Phosphonylation of Secondary Am- a@ EUONOR);
ides by Iridium and Chiral Thiourea Se- WA o)\ e 0‘

quential Catalysis silane/TMSCN silane/HPO(OR),
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Li, Zhaokun; Wang, Xiaoming*
Chin. J. Org. Chem. 2021, 41(6), 2517

Palladium-Catalyzed Enantioselective
Heteroarenyne Cycloisomerization Reac-
tion

1 \
o _ [PdHLL* ( ), [PdH], L™ .\—i’
19 examples 31 examples N /

up to 98% ee

“R4 Uupto 98% ee

Heteroarenyne

Zhao, Ping; Luan, Xinjun®* L
Chin. J. Org. Chem. 2021, 41(6), 2520

Visible-Light-Driven Decarboxylation of

: ; : i R' R?
a-Amino Acids/Peptides and in-situ Cou- Q ‘2) R? g 2 Q
pling with Alkenes to y-Amino Acid De- N + RHwRS HOOC N

L g  COOH
rivatives o \ :
a-amino acids  p1= Ar EWGSs ,C 2 y-ammobutync acid
and peptides derivatives
R2
ia R1® N/o + CO, Both generated in situ, catalytically,
Zhao, Yanfei; Liu, Zhimin* RS and in low concentration
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Diverse Synthesis of Chiral Trifluoro-

NiBr, « DME (cat. CF
methylated Alkanes via Nickel-Catalyzed o X CF, El;or)z(* Mn T(§2|) P R
. § . - . el e X
Asymmetric Reductive Cross-Coupling R & i Br)\/R THF, 10°C.22h R-—
Fluoroalkylation Z
: : . : P X =1, Br 56 examples
Jiang, Xiaohuan; Tang, Pingping* up to 98% yeild, up to 96% ee
Chin. J. Org. Chem. 2021, 41(6), 2525
Copper(l)-Catalyzed Regioselective Asy-
mmetric Addition of 1,4-Pentadiene to o mesitylcopper(l) (10 mol%) HO R"
| = 0, “
Ketones NN, R')LR" adlieloans J UL 0N /\/R*\R'
DMF (0.5 mol/L), r.t., 12 h
= =
[Cu] — (2)-product
base i 51% ~ 98%
[Cu] 10/1 ~ >20/1 (2)/(E) ratio

Gu, Xingwei; Xu, Liwen™
Chin. J. Org. Chem. 2021, 41(6), 2528

/ 71% ~ 97% ee

e control of the I/b selectivity
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il il the desred @ control of the ratio of (Z)/(E)
[Cu] linear product e control of the enantioselectivity

Mechanism and Selectivity of N-Hetero-
cyclic Carbene-Catalyzed Desymmetriz-
ing [4+1] and [4+2] Annulations

Zheng, Hanliang; Xue, Xiao-Song™
Chin. J. Org. Chem. 2021, 41(6), 2530

DFT calculations: mechanism, enantioselectivity and chemoslelectivity
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Synthesis of 3-Methyl Indoles via Ca-
tellani Reaction

Yu, Rongrong; Fang, Xianjie*
Chin. J. Org. Chem. 2021, 41(6), 2532
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15 examples
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