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OntheCover A series of compounds with potential applications for organic optoelectronic functional

materials was reported by Dong，Li，An，Ma，Bai and Liu on page 4 1 0．The palladi—

um—catalyzed Suzuki coupling was carried out with a novel catalyst Pd一1 32 to form

fourteen C3一symmetric 9-aryl acridine derivatives．The reactions can be performed at

low catalyst loading(0．1 m01％，ca．0．03 m01％per site)．

REVIEWS

Recent Advances in Directing Group-

Induced C—H Activation Reactions j。丫—淞盟l。tl。2：、。。拶丽j。·
M

C—H cleavage ‘：：繇-C LD≥G)一j：，：鸵。Ⅷr一一j彤＆、@

DG：di recting group；【M]：Pd，Rh．Cu．Co，etc：FG：functional group

The recent progress in directing group—induced C—H activations is reviewed．The func—

Wang，Shan；Yan，Feng；Wang，Liansheng+：tion
of diverse auxiliaries based on altered directing atoms is mainly discussed·Also，

Zhu．Lei+ mechanisms of these reactions are elaborated·Finally,the future development is pro—

Chin．t，_Org．Chem．2018，38(2)，29 1 spected·

Progress in the Synthesis of Arylated

Coumarin Derivatives

Liu，Shuainan；Yuan，Jinwei+；Qu，Lingbo

Chin．，Org．Chem．2018，38(2)，316
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R3=H

R’=H

· Ar—R
Catalyst

R

R

In recent years，many efficient，green synthetic approaches of arylated coumarin deriva—

rives have been reposed using transition—metal or metal—flee catalytic systems．The re—

cent progress in the synthesis of arylated coumarin derivatives is reviewed according to

the di fferences of reaction positions and arylation sources．

Chin．J．Org．Chem．2018．38．I～Vl 臣圈套@2018ChineseChemicalS0ciety&SlOC，cAs hllp=／，s№。ourna川
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Construction of Chiral Cyclic Compounds

via Asymmetric Cascade【1，n】-Hydride
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The C(sp3、一H adjacent to heteroatoms can be readily functionalized to C—C，c—N，

C一0 bonds etc．via cascade[1，胛]-hydride transfe“cyclization，which shows high po·

tency to construct 5-membered，6-membered and all carbon rings．This intriguing cas—

Xiao，Min2van：Zhu，Shuai：Shen，Yaobin：
cade process can be employed to synthesize common skeletons of significant natural

Wang，Liang+：Xiao，Jian4 products and pharmaceutical molecules．Chiral amines，Lewis acids and Bronsted acids

C矗拥．，O馏．Chem．2018，38(2)．328
have been successfully utilized to catalyze the asymmetric cascade reaction·

Research Progress of Asymmetric Syn—

thesis of Optically Active P·Stereogenic B．H3

Organophosphoryl Compounds by Chiral

Induction A∥’1，1CH3Li．
M言

。

R3X=Ph2CO PhMe2SiC 两∥V
彭：

N

漶R

O
II

▲＼CI
Ph

ucleophile=RMgX RL

OH，RSH，RNH2

R3X=MeLi．EtMgBr，
＼、／7虬、，7

H ，二＼
R3X=aIkene，aIkvne，

BuMgCI ()一spaReine=()一sp (一)一Menthol ketone，aIdehjdej im^e

The preparation of enantiomerically enriched phosphorus compounds with p-stereogenic

Liu，Shuang；Li，Yuming；Wang，Dian；Wei，
centers has received considerable attention·The recent development of the asymmetric

Rong；Miao，Zhiwei+ synthesis of P-stereogenic organophosphoryl compounds employing chiral auxiliary is

Chin．，Org．Chem．2018，38(2)，34 1 summarized·

Progress of Fluorescent Bio-probe Based

on Water·-Soluble Boron·-dipyrromethene

Lu，Bowei；Meng，Shuxian+；Feng，Yaqing+

Chin．，Org．Chem．2018，38(2)，350

Water—soluble

Group

The research progress on the application of water--soluble boron··dipyrromethene

(BODIPY)dyes in field of biology and medicine since 2006 has been summarized in

this review．The merits of methods for improving the hydrophilicity and main issues of

current studies have been summarized．The hypothesis for future directions has also

been put forward．

Advance in C—H Arylation of Indoles

Luo，Junfei+；Xu，Xing；Zheng，Junliang

Chin．，Org．Chem．2018，38(2)，363

H

One of the efficient strategy to access the indole derivatives is through the direct C～H
functionalization of indole framework itself under transition—metal catalysis．The re．

search advances on the transition—metal—catalyzed C—H arylation of indoles are re．

viewed．

II http：／／sioc-journal cn／ @2018ChineseChemicalSociety＆SlOe。CAS Chin．J Org．Chem 2018．38．I～VI
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Progress in Synthesis and Bioactivity

Of SDIrOisoxaz0Iine Compounds

匝五面亟五画固
Synthetic methods

，

ngthe g

、n【卜r丁1fCr0—0IaI

Bioactivitv

UCOS∈

0n the basis of reaction mechanisms．the synthetic methods of spiroisoxazoline corn．

Li，Minghui；Song Buer；lmerhasan．Muk—pounds
are classified into the following five types：oxidation，intramolecular condensa—

htar4 tion，nucleophilic addition，1,3一dipolar cycloaddition，and other methods．Their biologi．

Chin．，Org．Chem．2018，38(2)，378 cal activity is summarized as six categories．

Progress on Synthetic Applications of

1．1一Dibromo一1一alkenes

R

R

R＼ Ⅳ簟R3R，《R∥3
南＼f酪／一
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As one type of organlc synthetic materials and intermediates．1．1．dibromo．1．alkenes

have been widely researched in C—C，C～N，C一0，C～P'and C—S bond formations．

The couple of C—Br bonds in the molecule make it reactive to afrord bromoalkenes．

bromoalkynes，terminal alkynes，and to prepare poly—substituted alkenes．fused aromatic

Zhao，Ming+：Ji，Yuan rings and intemal alkynes through coupling reactions．Various organic reactions with

Ch／n．』Org．Chem．2018，?酗2)，40 1 l，1一dibromo一1一alkenes as the starting materials are mainly reviewed．

———-———————————————————’———————————————————-————————————————————————————————————————-———————————————————-———————————————————，———————————————————-——————————————————一

ARTICLES

Palladium-Catalyzed Syntheses of C3一

Symmetric 9-Aryl Acridine Derivatives

Dong，Kun；Li，Qiuyun；An，Kang；Ma，

Junyi；Bai，Zhongsheng；Liu，Qiancai+

Chin。J．Org．Chem．2018，38(2)，416

Br

Br

Br
积l—

CI／澎
躲耋霜¨耋
R。g∞

R2

R1，R2，R3：H，alkyl．etc

Air—and water—stable catalyst

Low catalyst loading

(0 1 m01％，ca O．03 m01％per site)

The palladium—catalyzed Suzuki coupling was carried out with a novel catalyst Pd一132

to form fourteen 6"3一symmetric 9-aryl acridine derivatives．The reactions can be per．

formed at low catalyst loading(0．1 m01％，ca．O．03 m01％per site)．

Chin．J Org．Chem．2018．38．I～Vl @2018 Chinese Chemical Society＆SIOC．CAS htfp：／，siocooumaI cn／
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CONTENT

Synthesis and Properties of Novel Dual—

Color Fluorescent Molecular Switch with

1，8-Naphthalimide Unit
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Yhree 1，8-naphthalimide compounds with spiropyran unit were synthesized and charac—

terized．The photochromic properties of SP3 are obvious both in solid medium and or．

ganic solvenst．Fluorescence changes of compound SP3 in acetone were not detected

after the UV irradiation．The compound SP3 emits green fluorescence and becomes

orange yellow fluorescence after ultrasonic irradiation in polyethylene glycol(200)．The

Yang， Suhua幸； Yan， sujun： Yang， Jing； change process was detected by fluorescence spectrum too．The fluorescence color

Zhang，Ce：Han，Guoying+ change of SP3 is more obvious in the thin layer silica gel before and after irradiation．As

Chin．，OrE．Chem．2018．38(2)，425
time elapses，the green fluorescence conveas to red fluorescence·

C—C Coupling Reactions in Water Cat-

alyzed by Palladium(11)Supported on

Microporous Organic Polymer

HO、B．．-OH

令R，+ 令Rz＼ 厂一

瓣
R1 R2

"71

Ro

⋯

分Ra

Kong，Shengnan；Malik，Abaid Ullah；
An excellent heterogeneous catalyst Pd／MOP—bipy via post—synthetic modification was

Qian，Xuefeng；Shu，Mouhai8；Xiao，Wen． synthesized·The composite material Pd／MOP—bipy exhibits excellent catalytic activity

de and recyclability for Suzuki—Miyaura reaction in water and Sonogashira coupling reac—

Chin．t，_Org．Chem．2018，38(2)，432 tion in methanol／water．

One-Step Synthesis of Unsymmetric 1．1’一

Biaryl一2，2'-diamines by the Reaction of 2一

Naphthols with Aryl Hydrazines 囝了。H+Rz9州H2竺刚
·Transition metal一，ligand一，and solvent-free protocol

·Operationally simple

⋯，，

：t】。

A metal—free，operationally simple synthetic protocol for the buildup of unsymmetric

Jia，Lei；Tang，Qiang；Luo，Meiming+；Zeng， l，1’一biaryl一2，2’diamine compounds was reported．This reaction was performed by the

Xiaoming+treatment
of 2一naphthols with aryl hydrazines under no transition metal catalyst and no

Chin．．，．Org．Chem．2018，38(2)，443 ligand conditions，which has the advantages of simple operation and one—step synthesis．

IV http：／／sioc-journal cn／ @201 8 Chinese Chemical Society&SIOC，CAS Chin．J Org．Chem．201 8，38．I～VI
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Synthesis and Antitumor Activity of 1一

Phenyl-·4-·substituted Phthatazine Deriva--

tives r，R2

[：]

5a～5j 8a～8c

Target compounds

Cytotoxic activity

5f：R1=4-CH30C6H4

8c：R2=3-CI一4一F-C6H3CO

Significant inhibitory activity

In order to find more efficient and economical antltumor drugs，a series of 1-phenyl一

4-substituted phthalazine derivatives were synthesized and evaluated for antiproli—

Xin，Jingchao：Li，Na：Ma，Qisheng：Li，E卜
ferative activity in vivo．N-(4一Methoxyphenyl)一2一((4一phenylphthalazin一1一y1)thio)aceta—

dong；Meng，Xiangchuan：Ke，Yu*：Liu， mide(sO and N-(3一chloro一4一fluorophenyl)一2一(4一(4一phenylphthalazin一1一y1)piperazin一1一

Hongmin牛：Zhan2，Qiuron2幸 y1)acetamide(8c)exhibited excellent growth inhibition against all tested four human

Chinj J。Org．Chem．2018．38(2)．45 1 cancer cell lines．

Zn—Catalyzed Beckmann Rearrangement

Reaction

—R旦
O

，、 JL

R手、丫Ⅶ

The green and highly efficient Zn·catalyst system capable of catalytic Beckmann rear．

Sun，Chao；Yao，Wubing+；Zhang，Bin+；
rangement of ketoximes is developed·Featuring the use of the green catalyst system，the

Huang，Xiangyun；Yu，Jiangjiang
Beckmann rearrangement reaction is further extended to a one’pot protocol using ketone

Chin．，Org．Chem．2018，38(2)，457 and hydroxylamine hydrochloride as reactive materials

Synthesis and Properties of Thiadiazole

Bent·-Core Liquid Crystal with Difluoro--

oxymethylene-Bridge

H2n+1C

N—N

n：5．6．7．8，9．10．12

cnH2n+1

In this paper,a series of novel bent·core liquid crystal compounds were designed and

synthesized，which were based on 2,5一disubstitueted一1，3,4一thiadiazole as the central

Yin，Junxia；Wen，Yanhao；Mao，Zhipeng； units，difluorooxymethylene(CF20)as the linking group and straight alkyl as the termi_

Zhang，Zhiyong+；Guan，Jintao；Yan，Daoren
nal chain·All of the target compounds exhibited nematic phase and existed wide tem—

Chin．J。Org．Chem．2018，38(2)．471 perature range ofnematic phase·

Gh／n．J．org．Chem．2018，38，I～VIII @2018 ChineseChemical Society＆SlOC，CAS http：flsioc-journal．cn／ V
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Design，Synthesis，and Biological Evalu-
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