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OntheCover The recent advancements in the synthesis of sulfoximine derivatives are reviewed by

Zhou and Chen on page 7 1 9．Direct N——H functionalizations such as alkynylation．

alkenylation，alkylation，and arylation can be accomplished by utilizing diverse transi—

tion—metal catalyzed conditions．The ortho arene C(sp‘、一H functionalization can also

be achieved through C——H activation strategY with the assistance of S=NH as inffamo一

1ecular directing group．

REVlEWS

Recent Achievements in the Synthesis of

Sulfoximine Derivatives

Zhou，Hao；Chen，Zhiyuan+

Chin，Org．Chem 2018．38(4)．719

斟。雕I薯一j O

∥3《：R
R=alkyl，alkenyl，alkynyl．

aryl．carbonyl，heteroaryl

CF3，SCF3．CN，etc

R．薅：三R
Rk

M=Pd，Ru，Co，Rh，X=C，N，O

The recent developments of direct N—H functionalization reactions of flee NH—sul—

foximines are summarized．In addition to these acyclic sulfoximine preparations，the

cyclic sulfoximine heterocycles can be synthesized through C(sp2、一H activation with

the assistance of S=NH as an intramolecular directing group．

Research Progress towards Synthesis of

Aryl Boronic Acid Compounds

Xu，Yuliang；Fang，Hao+

Chin I，_Org Chem．2018，38(4)，738

勺

The resent progress on the synthesis of aryl boronic acid compounds over the past few

years is summarized，including Pd—catalyzed borylation，other metal(Ni，Cu，Zn，Fe，Rh，

Co)一catalyzed borylation，metal—free borylation，and photoinduced borylation．

Recent Advances in Tetrabutylammoni-

um lodide／t-BuOOH Promoted C—N Bo—

nd Formation

Nitrogen sources—————’。。一 ①nc N

Huan譬，Yilin譬：Bao，Wenhui：Zhu，Wenming；
reaction condition and excellent selectivity，it provides an economy and efficient ap—

Wei．W。entin；+proach to construct C--N bond．In this review,the recent advances in this area are

Chin．，Org Che所．2018．38(4)，752
summarized on the basis of different nitrogen sources·

http：，，siocoournal cn／ ⋯。_k@2018 Chinese Chemical Society&SIOC，CAS Chin．J Org．Chem．2018，38，I--V
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Research Progress in the Visual Sen—

sors／Sensing Ensembles for L-Cysteine

Wang，Jun+；Hu，LiangJun；Shen，Jing；The
research progress in the visual sensors／sensing ensembles for L-cysteine is re—

Jiang，Jiquan；Yu，Keyong；Sun，Rongguo viewed，and the development tendency of the sensors／sensing ensembles for Cys is

Chin．，Org．Chem．201 8，38(4)，760 prospected·

Progress in C～H Bond Functionalization

on C一3 Position of Imidazo[1，2-a]pyri—
dines

。’”sources

[============j 盼R
、

，兰0。’i，舞幕高叠

3-Substituted imidazo[1，2-a]pyridines are important N-fused heterocycles with exten—

sive application value in medicine，materials and other fields C(3)一H bond functional—

ization strategy was a simple and effective way to build 3-substituted imidazo[1，2一

Jin，Cheng’an；Xu，Qing；Feng，Gaofeng；Jin， a]pyridines·The recent advances of the access to 3-substituted imidazo[1，2一a]pyridines

Yang：Zhang，Lianyang丰 according to the type of bonding(C—C，C—S／Se，C N／P)on C一3 position are briefly

Chin．，Org．Chem．2018．38(4)．775 summarized，and a prospect for the future development 1S made．

Recent Advances of a-Aryl Vinyl Azides

in Nitrogen Heterocycle Synthesis

MS

¨～ N

醚殳
R1

R眩l：：!

N

eH2
Ph

Ph

。房甲“

i 4

Ph，{尹NMs

．．。卜。<s
SCN

H

～0rA‘苓“
Ph

H

Bn

N．Me

“。
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O

The reactivities of a—aryl vinyl azide and the developments of the recent application of

Yan，Jun； Ji，Xiaoyue；Hua，Shugui+；
d—aryl vinyl azide in nitrogen heterocycle synthesis are reviewed，including mechanism，

Wang，Jing
reaction characteristics and application study，thus it may be helpful for the research on

Chin．I，．Org．Chem．201 8，38(4)，79 1 nitrogen heterocycle synthesis．

Chin J Org Chem 201 8，38，I～V⋯ @201 8 Chinese Chemical Society＆SIOC．CAS htlp：／／siocoournal cn／
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Recent Advance of Palladium—Catalyzed

Cross—Coupling Reactions of Organo—

alanes with Electrophiles Reagents ，．弧
一止芦¨

Pd／ligand

X=CH，N：R=CI．Br，I，ONf，OTf

R—alkyl，ester．alkoxy，halogen，amino；R”=alkyl，alkenyl，alkynyl，(hetero)aryI

Li，Qinghan+；Shao，Xuebei；Zhang，Gang；

Ding，Yong；Yang，Xuejun；Chen，Fen94 The recent research results about the organoaluminum reagents applied in cross—COU—

Chin，Org．Ckem．2018，38(4)，802 pling reactions catalyzed by palladium are reviewed，involving various reaction systems．

Progress in Oxidative Coupling Reaction 。

of Olefins，Alkynes and Aromatic Hydro．
。、

carbons Cata Jyzed by Palladium

+ +base(B)—竺生R
X solvent base

X 2
I，Br，CI，N2，OTf，OTs，ONf，S02CI；Y=H，Ph，CH3，COOR，CN

B=NEt3，(n—Bu)3N，FPr2NEt，Na2C03，K2C03，NaOAc，KOAc

十 BHX

Palladium—catalyzed oxidative coupling has undergone decades of development and has

become an lmpogant organic synthesis method．Oxidative coupling reaction can effec—

tively activate or functionalize the C H bonds of olefins，alkynes，and aromatics．which

Xu，Lige；Huang，Yi；Liu，Binggen：Niu，has
a significant advantage over traditional reaction methods．The progress in oxidative

Yunhong；Huo．Xin94 coupling reaction of olefins，alkynes and aromatic hydrocarbons catalyzed by palladium

Chin．J．Otgj Chemj 2018．38(4)．812 is reviewed·

ARTICLES

Theoretical Study on the Conjugate Ad—

dition of Asymmetric Michael Addition of

trans．1．Nitro．2．phenyIethylene to 2-Me．
+H

thyIprOpiOnaIdehyde Catalyzed by Cin—

chona Alkaloid Derived Primary Amine

o 9-epi—DHQDA
benzoic acid(addtive)

M062X／6—31+G(2df，2p)level H

O

Products(major)

The mechanism and enantioselectivity of the conjugate addition of asymmetric Michael

addition of卢一nitrostyrene to isobutylaldehvde catalyzed by cinchona alkaloid derived

primary amine under the influence of 9-epi—DHQDA as organic catalyst and benzoic

Jiang，Haiyang+；Li，Qiang；Qi，Qingjie； acid as co—catalyst are investigated using DFT／M062X method．The calculated results

Yang，Chenxi；Zhang．Dan
indicated that the minimum energy paths lead to the(尺)·product，which accounts well

C协溉，0怛．国em 2018，38(4)，825
tor the observations in experiments-

Palladium Nanoparticles Supported on

MIL-1 01 as an Efficient Heterogeneous

Catalyst for Selective C2 Arylation of

Benzofuran 融H+ R

Xu，Huan；Zhang，Maoyuan；Huang，Xiang；
A highly active Pd／MIL一1 0 1 catalyst was prepared and characterized．The catalytic ex—

Shi，Dabin+periments show that Pd／MIL一101 has a high catalytic activity tbr the C2 arylation of

Chin，Org．Chem 2018，38(4)，832
benzofuran．After 5 runs of catalysis，the catalyst can still maintain high reactivity．

Design and Synthesis of Natural Product

Mevalocidin Chira Center Based Ana．

Iogues
H2c

C==l
O

OH

_№c众‘o 1 l

(±)-Dehyd roxy—mevalocidin (+)。Mevalocidin (±)一Demethyl—mevalocidin

Wu，Qiongyou+；Zhang，Rui；Pan，Jinhuan；

Clough，John；Gu，Yueheng；Yang，Guangfu4
The structure modification of natural phytotoxin mevalocidin at its chiral center was

Chin。j Org。Chem。2018．38(4)，840 investigated with the aim of discovering novel herbicides with improved activity．

III http：／／sioc-journal cn／ @2018 Chinese Chemical Society&SlOC，CAS Chin．J Org．Chem 2018，38，I～V
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Deep Eutectic Solvent Catalyzed One—

Pot Synthesis of 4．7-Dihydro-1 H-pyrazo—

Io[3．4．b]pyridine．5．carbonitriles
R二·1 3+

：I

X=CH．N

+

Proline／oxalic acid(20 m01％)

EtOH reflux

R

Deep eutectic solvent based on L-proline and oxalic acid has been demonstrated for the

Gao，Ge：Wang，Ping：Liu，Peng；Zhang，
first time as an efficient catalyst for synthesis of 4，7一dihydro一1H—pyrazolo[3，4一

Weihong：Mo，Liping：Zhang，Zhanhui丰 b]pyridine一5一carbonitrile derivatives via one—pot three—component reaction of aldehyde，

Chin．，Org．Chem．2018，38(4)，846 3-oxopropanenitrile and 1H-pyrazol-5’amine-

Microwave--Assisted Synthesis of 3-Sub··

stituted Indole Derivatives via Three．

Component Domino Reaction

The research of indoles has been one of the most active areas of heterocyclic chemistry．

In particular，3-substituted indole derivatives have received much attention as building

blocks for the synthesis of many natural products and other biologically active com—

pounds．An synthetic procedure for multi—substituted indole derivatives was successfully

developed by a three·component reaction of phenylglyoxal monohydrate，aromatic

Lin，Wei卑：Hu，Xiuxiu：Wang，Yazhen；Song，
amine and 4-hydroxycoumarin with a catalytic amount of trifluoroacetic acid under

Shuai：Zhang，Mengye：Shi，Daqing+
microwave irradiation conditions．This method has the advantages of simple operation，

Chi月．，Org．ChP聊．2018．38(4)．855 readily available raw materials，and high atom utilization．

Copper(I)--Catalyzed Non--terminal Ena·-

mides Trifluoromethylation：Flexible Syn-

thesis of N-(3，3，3一Trifluoro一2一arylprop一1—

813·1一yl、Substituted Benzamide R，且}{心：+篆Cul 1器0
m01％

O

R，儿2}

A novel copper-catalyzed synthesis of fl—trifluoromethyl amine derivatives is developed．

Wang，Qing；Gao，Kecheng；Zou，Jianping；The
reaction proceeds via a Togni reagent firstly released CF3 radical in the presence of

Zeng，Runshen94 copper(I)salts and CF3 radical selectively added to the carbon—carbon double bond of

Chin．，Org Chem．2018，38(4)，863 B-position ofenamides·

Design，Synthesis and Biological Activity

Evaluation of NoveI Rho Kinase Inhibitors

N河H州2一N刀H
r、 ∥。i1

河～Vo∥一『’
H

ROCKl 8a n=0，R=4-N02，IC50=6 01“moI_L一1

8b n=0，R=4-CN，IC50=9．46 gmol-L-1

Sixteen novel 1·substituted一(1 H-indazol一5一y1)tetrahydropyrimidin一2(1月)一one derivatives

Yao，Yangyang；Liu，Xiaoyu；Yang，Feilong；
were designed and synthesized as ROCK inhibito。s l一(iH-Indazol一5一yt)_3一(4一nitro—

Yang，Ying；Yuan，Tianyi；Fang，Lianhua；phenyl)tetrahydropyrimidin一2(IH)一one(8a)and 4-(3一(1H-indazol-5一y1)一2一oxotetrahy—

Du，Guanhua；Jiao，Xiaozhen+；Xie，Ping+dropyrimidin一1(2／／)一y1)benzonitrile(8b)showed potent ROCK inhibitory activity and

Chi，7．，0曙Chem．2018，38(4)，87 1 vasorelaxant activity in rat basilar artery ring·

Chin J．Org．Chem．2018，38．I～V⋯ @2018 Chinese Chemical Society＆SlOC，CAS http：／／sioc-journal cn／ IV
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Synthesis of New Matrine Derivatives in

Aqueous Phase and Their Crystal Struc-

tures

+ amlne
H20

+amine+CS2 MeOH／H20．

R

sVRl
S

Thirteen matrine derivatives were synthesized with one step in aqueous phase．The

Wang，Wei+；¨，Men崮iao；Zhao，Lixia； chemical structures of the synthesized comp。unds were characterized by 1H NMR，13C

Zhang，Yaling；Li，Benhao；Li，Baolin+
NMR，HRMS and X—ray diffraction·Preliminary antitumor activity evalution of thirteen

Chin．，Org Chem．2018，38(4)，883 compounds was also conducted by thiazolyl blue tetrazolium bromide(MTT)method．

Synthesis of the Variously Substituted

Nitroalkenes Via EthyIenedjaminjum Tri—

fluoroacetate—Catalyzed Condensation of

№诽ane8 wMryl Aldehyd。5 RLcH。+R2＼．／N02

26 examples 82％’96％yields

R2

R协N02
1a一1z

A general method for the synthesis of nitroalkenes is described．in which ethylenedia—

Huang，Zhongshou；Zhu，Xingliang：He，
minium trifluoroacetate(EDA—TFA)was used as an effective catalyst for the condensa—

Yungang；Li，Fenglei；Meng，Tianzhuo：Shi，tion
of aryl aldehydes with various nitroalkanes．In presence of 5 m01％catalyst，one—pot

Xiaoxin+ reaction of aryl aldehydes with various nitroalkanes in dimethyl sulfoxide efficiently

Chtn．J．Org．Chemj 2018．38(4)．890
afforded various nitroalkenes in 82％496％yieldsj

Palladium．．Catalyzed Cross．．Couplinq Re．．

action Of ArenesuIDhonate with Phosphite

COOMe+ 一

OTf

H

R=alkyl，awl

[Pd]，dppp

Na2C03 DMF

100～120 oC

COOMe

8 example，up to 96％yields

An emcient cross—coupling reaction between arenesulDhonates and phosphites using

Feng，Zhigang；Xie，Xiaomin；Zhang，Zhao—palladium
as catalyst to synthesize a series of organo—phosphorus compounds is report—

guo+
ed．The amount of catalyst can be reduced to 1％．In addition．a chiral N／P ligand is

Chin．，Org．Chem 201 8，38(4)，896
achieved via this approach．

Metal-Free Esterification of Aldehydes or

Carboxylic Acids with Quaternary Am—

mOnium Salts
o

R儿H+

x一

》‘<：；
TBHP

PhC

O

R八o，R
1 PhC

’Metal-free C—N cleavage

。Different from
other’。TBAI‘TBHP’’catalysis

。Yield upto 90％

O

R八oH

A metal—free esterification of various aldehydes or carboxylic acids with quatemary
ammonium salts has been developed for selective synthesis of esters．A possible mecha．

Menggen，qiqige；Wu，Yun；Bao，Yong．
nlsm containing radical process that aldehyde conveys to carboxylic acid and the gener—

sheng+
ation of iodohydrocarbon Via C—N bond cleavage of quaternary ammonium salt is pro—

Chin．，Org．Chem．2018．38(4)．902 P08。d’

————————————————————————————————————————————————————————————————————————————————————————————————————————————————————————————————一——
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MCM-41@Schiff Base—Mn(OAc)2 Cata．

1yzed Synthesis of Xanthene Derivatives

inWater +

O

众鹾萝
R=Aryl，Alkyl，Heterocyclic

、5

MCM一41@Schiff Base—Mn(OAc

H20，reflux

23 examples
87％一96％

Xing，Liuzhuang；Hou，Yadong；Xing，Xue—

jian；Hui．Yonghai+ MCM一41@Schiffbase‘Mn(OAc)2，a heterogeneous catalyst，was used for the synthesis

Chin，Org．Chem 2018，38(4)，9 1 2 of xanthene derivatives in water with high catalytic activity,up to 99％．

Study on the Synthesis and Bioactivity of

Diosgenin Antitumor Derivatives

HO

H Diosgenin H
5

Nine novel diosgenin derivatives were designed and synthesized by using diosgenin as a

Luo，Zhuoma；Hu，Yuegao；Wang，Luhong；precursor．Their
structures were identiffed by 1H NMR，¨C NMR，IR and HRMS．All

Yin，Xiangjian；Ma，Xiaodong；Yang，Hong—derivatives
were tested for anti-tumor activity and cytotoxicity using thiazolyl blue te—

jun+；Zhao，Zhigang trazolium bromide(MTT)·The results show that most diosgenin derivatives have sig‘

Chin，Org．Chem．2018，38(4)，9 1 9 nificant anti—tumor activity and low cytotoxicity-

A H92’．Selective Fluorescence Probe：

Synthesis and Application in Aqueous

Solution and Living Cell Imaging

∥N
)

g(N03)2

∥N
)

舛掺r⋯⋯
取虹二j‘皿爿￡：

Zhang，Min；Xiao，Huifeng；Han，Zhixiang；
A new nuorescence probe based on rhodamine B and

eth—yl glyoxalate was synthesized

Yang．Liuqing；Wu．Xiangyang+
and characterized．It can be applied to the detection of Hg“in aqueous media and living

Chi，2‘，．Org．Chem 2018，38(4)，926
cells with high sensitivity and selectivity-

Structural Properties of Ethyl 5-Phenyl-

2一(3-(trifluoromethyl)phenyI)一2H一1，2，3一

triazole--4·-carboxylate and Chromo Genic

Responses of Its Rhodamine B Deriva-

tives to H92‘Ions

／、N
—J

N、／=：＼

N，N—幽
EPFC

CF3

L、

REPFC

F■_·，

卜’．一I．’．，，I陵
N、

／N
N

CF3

／'N
—j L、

Detection of H92+

CF3

Ethyl 5-phenyl一2一(3一(trifluoromethyl)phenyl)一2H-1，2,3一triazole一4一carboxylate(EPFC)，a

Li，Jianling；Ding，Guohua；Niu，Yanyan；
newly synthesized compound，is used to study its structural properties and explores as a

Wu，Luyong；Duan，Hongye；Feng，Huajie4；
fluorescent probe for metal ions·EPFC was inVestiga‘ed in tems of structural，fluores—

He．Wenyin94
cence spectroscopic，UV-Vis spectroscopic and theoretical analysis by using HF／6一

国≥，D，瞢国鲫7．2018，38(4)，931 31G(d)，CIS／6—31G(d)and B3LYP／6_31G(d)meth。ds，respecrively．

Chin．J．Or9 Chem．2018，38，I～VIII @2018 Chinese Chemical Society＆SIOC，CAS http：／／sioc-journal．cn／ V
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NOTES

Synthesis of 5一HydrOxymethyIfurfuraI

from Sucrose Catalyzed by Phosphtung—

state

The catalyst Nb0 6PW 12040 was used in synthesis of 5-hydroxymethylfurfural(5-HMF)

from sucrose．and the optimum yield of 5-HMF reached 62．54％with 9913％conversion

of SUCrOSe，using Nb0 6PWl2040 in dimethyl sulfoxide at 80。C under 0．1 MPa of N2

Qiu，Guo；Wang，Xincheng：Huang，Chong—
with reaction time of 90 min．Moreover,Nbo6PW 2040 could be reused five times with—

pin丰；Zhang，Pu；Li，Yingxia：Chen，Biaohua
out loss of activity，and the reaction mechanism was proposed．This study has reference

Chi，7，Org．ChP肌．2018。38(4)、940 significance for carbohydrate conversion to 5-HMF．

Synthesis and Cytotoxic Activity of New

3-Aryl一5一furanyl一4，5一dihydrOisOxazOIine

Derivatives

Li，Yongkun

Zhu，Jiahongi

wei+

一 O，

∥、N1少R∥、叶、N√严R
L ／

2一piperazInylarylethanone

Liu，Bei；Zhang，Lijun； anti．tumor activity，inducing apoptosis in A549 cel

Wan，Chunping+：Mao，Ze—

Chin．，Org Chem．2018，38(4)，949

Ten new 3-(4一piperazinyl)phenyl—5一

(2-furanyl)一4，5一dihydroisoxazoline de—

rivatives 3，一1 2 have been designed

and synthesized，and their in vitro

cytotoxlc actlvlty agamst a panel of

human tumor eelI lines fHela．A549

and SGC790 1)was screened by the

MTT assay．The result indicated that dihydroisoxazoline derivatives had potent cytotoxic

activity．

Synthesis and Immobilization of Pyri-

dinium^f-Chloramine Precursors on PU

Fi|m for Antibacterial Application

妻

爨
舌

玲o o；
NH

焉Chlo—6na萧tionnactivatJⅣ撞地I⋯。’}一——

””’
、 !塑 一

Surface modification

：攀藜⋯i
N 』

∥◇o净
ovo ovo!

玲；玲：
介

，．．．．．．．．．．．．．．．．．．．．I-—i．．．．．．．．．．．．．．．．．一
Chmeical synthesis

玲o o；

L—!!L、，————／9“。。。
Su#ace roodIllcation

Pyridinium N-chloramine precursors 8～9 containing pertluorophenyl azide umt were

synthesized and photo immobilized on PU films upon UV light irradiation．After

bleaching treatment，the resulting PU film was rendered antibacterial and PU一8一C1

Li，Lingdong+：Chi．Xiaofang：Yan，Jiawei：demonstrated
even higher biocidal efficacy．This work enables facile immobilization of

Zhao．Zihan N-chloramine precursors on inert polymer surface to produce durable N-chloramine

Chin．，Org．Chem．2018．38(4)．955
antlbactenal materials·

Facile Access to／3--Ketosulfones via Mn··

Mediated Reductive Coupling of a--Bro--

moketones with Sulfonyl Chlorides

O O o

+RSO，CI竺罴DMA等t 24竺h竺R，～I誊·R+R)I—————————+-．1／、、＼，，。、[)
．r．

K
一

。、

20 examples，up to 93％yield
R2

●mild conditions ●broad substrate scope

●high yields ●gram—scale synthesis

●cheap and commercially available sulfonyl source

Chert，Zhen；Guo，Kang；Chen，Rongshun4；
A Mn—mediated reductive coupling reaction of a—bromoketones with sulfonyl chlorides

Gu，Chen；Zhou，Huating；Zhu，Yingguang+has
been developed under mild conditions·Various fl-ketosulfones were obtained in

Chin，Org．Chem．2018，38(4)，963 good tO excellent yields·

VII http：／／sioc-journal cn／ @201 8 Chinese Chemical Society＆SlOe，CAS Chin．J Org．Chem．201 8，38，I--VI
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Synthesis of ThiOamidOguanidine Deriva—

tives Under Solvent—Free Grinding Con—

ditions R诊『
+—————+l

／、、
HN

＼，，

R 烈盼民岫呲～：j二e窜
∞～邻卜什∞矿m训翰

The in situ generated aryl—alkyl unsymmetrical thioureas were prepared by the reaction

of aryl isothiocyanate with cyclic aliphatic secondary amine．Then，the thioamidoguani—

Liu,Tianbao*；Peng，Yan赋Wang，Yajie：mno
dertaiivant。idvefrs。imnstuenad。of t附heicaexlptIlioecteud嘲H。ugue。rinschoi。ffdospr。obd。unc：t。n2。-adiamincetob眦enz。onthdEtiazo棠

Yong，Jiavuan：Wang，Xi
were obtalned”om unsymmetrlcal‘nloulea8 u81119 1uuusuuc‘1zcllc u1吐。‘‘d‘‘“儿u LL31’

@加．，D他Ch踟．2018，38(4)，969 under solvent—f。。。grinding。ondlclon8·

跚m№耄7黼印№吖忡炉∞p，二
∥一．≯去∥峰Hc]pyrazol

one

：

一7(1H)一 H ＼一，N

Base—mediated cyclization of 1．diazo一2．4一dioxo一5一ynylphosphonate provided novel 3一

Chen,．Bo；m Weishun：Zhang，Jianfang；phosphony[pyrano[3，2‘c]pyrazol一7(1／7)一one
deriVatiVes in 48％～99％yi。ld8·Mild

Liu，面i：Den；，Guishen；4
“ 。

conditions，simple manipulation and functional group diversity fir。the salient features of

∞加．，D馏．Che研．2018，38(4)，975 this m。tnodoIogY‘

HlGHLlGHTS

Chin．，Org．Chem．2018，38(4)，98 1

Chin．J．Org．Chem．2018．38，I～VIII
@2018 Chinese Chemical Society＆SIOCt CAS http：／／sioc-journal cn／ V
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