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OntheCover
Cyclotryptamine alkaloids constitute a large family of architecturally interesting alka—

loids with a wide array of biological activities．As interesting synthetic targets，dimeric

cyclotryptamine alkaloids bearing sterically hindered vicinal all·-carbon quaternary ste-·

reocenters have attracted significant attention from the synthetic community．The syn—

thetic efforts towards dimeric cyclotryptamine alkaloids in the last twelve years are

summarized on page 2685．

丑冒虹掇
Progress in Total Syntheses of Dimeric

Cyclotryptamine Alkaloids

Shen，Xianfu；Peng，Tianfeng；Zhou，Yong-

yun；Xi，Yongkai；Zhao，Jingfeng；Yang，

Xiaodong；Zhang，Hongbin+

Chin．，Org．Chem．2019，39(10)，2685
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Stereocontrolled synthesis of the congested all-carbon quaternary stereocenters in these

alkaloids presents a formidable challenge．This review summarizes the synthetic efforts

towards dimeric cyclotryptamine alkaloids in the last twelve years．

Recent Advances of the Synthesis of

Indolines by Unactivated Alkenes

Liu，Yin百ie+；Lin，Liqing；Han，Yinghui；

Zhang，Xin

Chin．，Org．Chem．2019，39(10)，2705

of oxidizing agent，which is usually carried out under neutral reaction conditions using

readily available oxidizing agents and different transition metals or under metal．flee as

catalysts

Chin．J．Org Chem．2019，39。I～X 9攀 @2019Chinese Chemical Society＆SIOC．CAS http：／／sioc-journal cn／ I
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Progress in the Synthesis of 1，2,4-Tria-

zines by Tandem Cyclization

The high-efficiency tandem synthesis method，reaction mechanism and application of

1,2，4一triazine compounds in recent ten years are reviewed by transition metal catalysis

Li，Mingrui；Ding，Qifeng；Li，Boyang；Yu，
and non。metal catalysis classification·The tandem cyclization method and catalytic

Yang；Huang，He；Huang，Fei+ system of each reaction are introduced in detail，and the synthesis of 1,2，4-triazine

Ch／n．，Org．Chem．2019，39(10)，2713 compounds is prospected·

Progress of Difluoromethyl Heteroaryl

Sulfones as DifIuoroalkylatiOn Reagents
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Difluoromethyl heteroaryl sulfones have been developed recently as difuloromethyl

Tao，Xuefen+；Sheng，Rong；Bao，Kun；
sources，which introduce difluoromethyl groups into very different molecules through

Wang，Yuxin；Jin，Yinxiu
Julia—Kocienski olefination reaction，nucleophilic addition，nucleophilic substitution，

Chin．Z Org．Chem．2019，39(10)，2726 and radical。mediated difunctionalization·

Advances on the Synthesis of Aryl Ethers

via Dehydrogenative Coupling

Tang，Hao；Luo，Junfei+；Xie Pan+

Chin．Z Org．Chem．2019，39(1 0)，2735

·R—OH
Cat M

R=Alkyl orAryl

M=Pd．Cu．CO．Fe

OR

The research advances on the synthesis of aryl ethers through dehydrogenative coupling

are reviewed．The detailed substrate scopes and reaction mechanisms，as well as the

limitations of current procedures and the prospects for the future，are discussed．

II http：／／sioc-journal．cn／ @2019Chinese Chemical Society＆SlOC．CAS Chin．J．Org．Chem．2019，39。l～x
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Research Progress of Phenazine-1一

carboxylic Acid and Its Analogue

The biosynthesis and chemosynthesis of phenazine—i-carboxylic acid are summarized．

Zhu，Xiang：Wu，Qinglai+：Li，Junkai4
At the same time，the diverse biological evaluations of its biosynthetic and chemosyn-

Chin．，Org．Chem．2019，39(1 0)，2744
theUc anaIogues are summ8‘120d·

Recent Progresses in the Synthesis of

Solanoeclepin A

Sun，Mao；Qiu，Fayang+；Li，Wei．Dong+

Chin．，Org．Chem．2019，39(1 O)，2759

Based on the known general biosynthesis of tetranortriterpenoids and Corey’S biomi-

metic synthesis of glycinoeclepin，a plausible biosynthetic pathway of solanoeclepin A

is proposed．A schematic review on the synthetic studies of solanoeclepin A is provided．

Research Progress in Design，Synthesis

and Application of Benzo Nitrogen--Con--

taining Heterocyclic Fluorescent Probes

Wang，Neng；Arulkumar,Mani；Chen，Xiao-

yun+；Wang，Bowen；Chen，Sihong；Yao，

Chen；Wang，Zhaoyang+

Chin．，Org．Chem．2019，39(1 0)，277 1

The synthesis methods，molecular structure，interaction mechanism，benzo five4

six-·membered nitrogen·-containing heterocyclic fluorescent probes containing the

structure of benzoxazole，benzothiazole，benzimidazole，indole，carbazole，quinoline，

benzopyrazine and phenazine are introduced．And their detection applications for a

variety of analytes，such small molecules，metal cations，anions and pH are reviewed．

Chin．J Org．Chem．2019，39，I～×I @2019ChineseChemicalSociety＆SIOC，CAS http：，，siocloumaI．cn／
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Recent Advances of Organic Fluorescent

Probes for Detection of Human Serum

AIbumin o：os：oNr

L、o

帅字
舻
之
O=S=O

Na+n·

Ln，Taoyuzc；Zhu，Kangning；Liu，Bin4

Chin．，Org．Chem．2019，39(1 O)，2786

CN

N

This article summarizes the recent reported organic—based fluorescent probes for human

serum albumin detection，and carefully describes the chemical structures，sensing

mechanisms，spectral features，limit of detection，and binding sites．

ARTICLES

Steric Hindrance Effect Leading to Regio—

selectire Bromination of Phenols with

HBr

+HB r

O
I|

c19snc
√High regioselectivity

√Easily—available materials

√50 mmol scale synthesis

I
Br

17 examples．46％～91％yield

up to 99／1 regioseIectiVity

A mild and regioselective bromination of phenols with the cheap and easily-available

Ma，Xianta04；Zhou，Kunjie；Ren，Meng．HBr
is developed-By replacing dimethy!sulfoxide(DMSO)with sulfoxides bearing

juan；Wang，Mengyu；Yu，Jing sterically hindered substituents as the oxidant，the desired brominated phenols could be

Chin．，Org．Chem．2019，39(10)，2796 obtained in moderate to high yields with up to 99／1 regioselectivity·

Eco-friendly C··3 Selenation of Imidazo··

【1，2-a]pyridines in Ionic Liquid

Wang，Xin+；Mu，Shiqiang；Sun，Ting；Sun，

Kai+

Chin．，Org．Chem．2019，39(1 O)，2802

H SeR

R，—蹲Rz+cRs。，：—备R，—蹲Rz
Omild conditions Obroad substrate scope 0easyscale up operation

A general and mild C一3 selenation of imidazo[1，2-a]pyridines was developed under
metal—free conditions．

Iodine·-Dimethyl sulfoxide Promoted Syn--

thesis of Novel Tetracyclic Thiazolo[3’，

2‘：2，3]pyrido【4，5·d]pyrido[1，2-a]pyrimidin—
ones

Xu，Jiao；Zhang，Lihong；Zhang，Meiqi；Liu，

Xiubo；Ma，Wei+；Tang，Yixin；Wang，Dao．
1in牛

Chin．，Org．Chem．2019，39(1 0)，2808

N／CN
|【

PhHN^S—K+

K2C03／DMF

NHPh

酉
NH2
2／DMSO

NHPh

§飞
◇N
，N

An iodine-dimethyl sulfoxide(12-DMso)promoted efficient method iS described for the

synthesis ofthiazolo[3’，2’：2，3]pyrido[4，5一d]pyrido[1，2一a]pyrimidin一5·ones(5)via Pictet-

Spengler cyclization．The key intermediate，2-(3一amino-5-phenylaminothiazolo-2-y1)-

4H-pyrido[1，2-a]pyrimidin-4·one(3)，was readily prepared from 2-chloromethyl一4球
pyrido[1，2-a]pyrimidin-4一one(1)with potassium N-phenyl一Ⅳt—cyanoimidothiocar-
bonate(2)by Thorpe—Ziegler isomerization．
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Syntheses and Biological Activities of

1．4-Pentadien．3．one Derivatives Con—

taining Thioether Triazole Moiety

HO

＼R

Lead compounds

＼R

The 1,4··pentadien··3··one derivatives containing thioether triazole were designed and

Chen，Ying；Li，Pu；Chen，Mei；Su，Shijun； synthesized·The bioassays
results reveal that some of the target compounds exhibit

He，Jun；Zhang，Min；Liu，Liwei；Xue，Wei+ better activities against X．citri，X oryzae and R．solanacearum than positive control of

Chin．，Org．Chem．2019，39(1 0)，28 1 3 bismerthiaz01．

Copper(0)，Selec垌uor System—Catalyzed
Tandem Annulation／Aromatization of o．

Aryl Benzenesulfonylimides：A Facile

Synthesis of 6H-Phenanthridines

cu(0)(10 t001％J
Selectfluor(2 equiv．)
------------—--------------------+

MeCN．50。C，24 h

Under N2 atmosphere

·Mild reaction conditions；

·Inexpensive copper catalyst；

··Easy availability of

starting materials

A facile and efficient method for the synthesis of 6H-phenanthridines has been Success-

Zheng，Limeng；Shi，Dongdong；Bao，Han． fully developed involving a copper(0)／Selectfluor system—catalyzed tandem annulation／

yang；Liu．Yunkui+
aromatization of o。aryl benzenesulfonylimides．A variety of substituted 6H-phenan—

Chin．，Org．Chem．2019，39(10)，2821
thridines were synthesized in moderate to good yields under mild reaction conditions．

A Novel Fluorescent Sensor Based on

Aryl·furfural Functionalized Barbituric

Acid for Recognition and Separation of

H92+／Fe3+

No

365 nm UVlamp

一，I
q州口

A novel fluorescent sensor beating 5-f3-nitrophenyl)-furan一2-carbaldehyde functional．

Zhu，Wenbo；Zhu，Wei；Ding，Jindong：Ma， ized barbituric acid derivative(QS)was synthesized．QS showed different fluorescence

Xiaoqiang；Yao，Hong；Zhang，Youming；
identification ability for aqueous solution of H92+and Fe”．The addition of H92+en-

Lin，Qi+；Wei，Taibao+hanced the fluorescence intensity of QS to orange fluorescence and the addition of Fe3+

Chin．，Org．Chem．2019，39(10)，2829 quenched the fluorescence intensity ofQS，then the detection duration is real—time．

Ratiometric Fluorescent Probe for Ho．

mocysteine and Cysteine Based OR the

Aldehyde Functionalized Coumarin and

Successful Bioimaging Application

ICT on

／——＼、
CHO

O

Hcy

匕=====j

CT off

COOH

Cheng，Xiaohong+；Xu，Ke；Qu，Shaohua； Compound C2 could act as a new ratiometric fluorescent probe for homocysteine over

Ruan，ZhOun cysteine，glutathione and other amino acids，and was successfully applied to cell imag-

Chin．，Org．Chem．2019，39(1 0)，2835 ing with ratiometric fluorescent methods．

Chin．J Org．Chem．2019，39，I～Xl@2019Chinese Chemical Society&SlOC．CAS http：／／sioc-journal．cn／ V
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Synthesis of Tetrahydrobenzo[a]xanthen-
1 1-ones Catalyzed by Acid Ionic Liquid

Functionalized JIB—Cyclodextrin in Water

O

R

肛CD．AIL

A high efficient，eco-friendly and convenient methodology for the synthesis of

1 2-aryl-8，9，1 0，1 2一tetrahydrobenzo[a]xanthen一1 1-ones has been developed through one-

Liu，Xiaoqin；Wang，Fei；Sun，Hui；Zheng，pot condensation reaction of aromatic aldehydes，fl-naphthol and cyclic 1,3-dicarbonyl

Mengya；Wang，Hualan；Gong，Kai+ compounds in the presence of fl-cyclodextrins functionalized with acid ionic liquid

Chin．，Org．Chem．2019，39(1 0)，2843 6q-co-AIL)as catalyst in water．

Synthesis and Biological Activities of

New 4-Phenylanilines Containing the Di-

phenyl Ether Moiety

H)2

+乒。仅
2

NH2
DCM，Et3N

Cu(OAc)2

H
N

3

30：R1=2-CI．4．CF3，R2=2-F

According to the principle of”splicing-up”bioactive substructures，a new series of

4-phenylanilines bearing the diphenyl ether moiety were designed，synthesized，and

Wang，Wanqiang；Cheng，Lan；Peng， fully characterized．MoreoveL the inhibitory activities of these compounds were evalu-

Hongying； Yao， Weizhong； Zhang， Rui：
ated against succinate‘cytochrome reductase(SCR)．The target compound 30 exhibited

Chen，Cheng。：Cheng，Hua{
an inhibition rate of 46．44％at a concentration of 10岬。卜L～，which demonstrated

Chi门．_Org．ChPm．2019，39(10)，2851 potential values for further investigations．

Syntheses and Property Evaluation of

N-Salicylaldehyde Hydrazone Modified

1 1．Azaartemisinins and Their Derivatives

Ⅳ．Salicylaldehyde hydrazone modified 1 1-azaartemisinins and their deoxy analogues

Li，Sicong；Ji，Shaocong；Zhao，Liang；Liao，
were designed and synthesized·The results show that 3 adopts a tweezer-like confor‘

Xiaoyu；Liu，Chuanfeng；Tang，Haodong；
mation due to the intramolecular hydrogen binding，which enables it to bind hemin in

Shu，Zhengning；Yang，Peng+；Pei，Yuehu+
1：1 ratio·MoreoveL calix[4]carbazole could interact with 3 and enhance its solubility

Ch／n．，Ovg．Chem．2019，39(1 0)，2860 in water,which paves the way for the further evaluation ofbioactivities of 3．
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Self-Assembled of Corannulene．Based

Molecular Cage with Fullerenes as Tem·

plate

Pe93

Pe930

C60cCOPY2一Pd

COPY2

Pd(CH3CN)2C12
Fullerene Hosl

OPe93
Pe93

OPe93 Pe930 OPe93

A tetrapyridyl substituted corannulene derivative COPY2 was designed and synthe—

sized．Fullerenes were used not only as a template agent for constructing target molecu。

Sun,Weidong；Ye,Lin；Liu,，ia；Zheng,Lu；lar
cages,。but a⋯lso a呦s a。stab．iliz眦er f唧or m鲥。咖lec⋯ularmcpleage枷s．Tmhro。uxgh，警篙黧ac。emmentGuO， Wencai；Han， Senkai； Shao， Cheng． experiment and mIlerene mixture competnlve colnpJcx砒lon experlm口lL’Il苎aIlu LuJ 1 1

yuan’：Jiang，Hua{’

’

showed stronger complexation ability to C60．Therefore，the ligand COPY2 can be used

C佟f刀．，O慢．ChPm．2019，39(10)，2867
to the enrichment ofC60 at。oom t。mpo‘atu。。。

Design，Synthesis and Antitumor Activity

Evaluation of 4一Aminoquinazoline Deri-

vatives Containing Urea Moiety HN

R

s撕黧
Quinazoline derivatives OCH3

10P：R=3,4，5一OCH3

Zhan舀Yang；Wang，Jikuan；Zhang，Dan．
A series of novel 4-aminoquinazollne derivatives bearnlg urea m01ety

were deslgned，

qing；飞ong,。Pannanilxin’Jingchao；Li，Na； synthesized and evaluated for antitumor activities against four human
cancer cell lin鹃

zhei&jiaxin；rK--e，-Yu}；Li，Hongmin}； of MCF一7，MGC-803，SW620 and A549．Among them，compound 10p showed the best

Zhan。g：(；iuro矗+ antitumor activity against MGC·803，SW620 and A549
cancer．cell

lines，with the 1C50

∞汛』b懵．C。h跳2019，39(10)，2875 values of(7．02+0．46)，(6．00+0．78)and(7．044-l-11)pmol。L～，respectively．

Pyridine Bridged Organocatalyst for the

Synthesis of 3-Aryl··2·-oxazolidinones

frOm Carbon Dioxide。Terminal Epoxide，

and Aryl Amine

Liu，Quanyao；Shi，Lei；Liu，Ning+

Chin，，Org．Chem．2019，39(10)，2882

DBU 90 oC

C00

OH

+R1人＼／0H

A series of carboxyl group or hydroxyl group functionalized organocatalysts were syn-

thesized and were applied in three component reaction of carbon dioxide with epoxide，

and aryl amines for the synthesis of 3-aryt一2一oxazolidinones．The method allows the

reaction to smoothly proceed in the mild reaction conditions，together with excellent

substrates scope of epoxides and aryl amines．

Chin．J．0rg．Chem．2019，39，l～XI @2019ChineseChemical Society&SIOC，CAS http：／／sioc-journal．cn／ V
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Efficent Synthesis of 5·f1-Phenyl·3·phe-

nylprop一2一ynyl)-2，2一pentylidene一1，3-dio—
xane-4，6一dione Derivatives

o丫Yo

拶¨-、+
Ar

『||
H

20 m01％Cu(OAc)2’H20
60mol％Cu

H20，r．t

O

@≯≤
Ar

A convenient and efficient approach for the synthesis of 5-(1·-phenyl--3·-phenylprop·-
2-ynyl)-2，2-pentylidene一1，3-dioxane一4，6．dione derivtives throu曲three．component re．
action of aldehydes with 2,2．pentylidene．1．3-dioxane．4．6．dione and arylacetylene in the

Fan，Naili；Xu，Zhaohui+：Xiang，Zhengbing：presence
of Cu(OAc)2‘H20／Cu is described．The synthetic procedure can provide the

Xiao，Qiang：Liao，Chuanwen4 advantages of tolerating a wide range of aldehydes with good to excellent yields，wild

Chin．，Org．Chem．2019，39(1 0)。2892 conditions，simple operation，and excesmve copper reused·

Carbonyl Cobalt-Catalyzed Cyclotrimer-

ization of Terminal Alkynes in Supercriti·

caI Carbon Dioxide

Wang，Yaqi；Yin，Qiang；Guo，Dun；Han，

Limin；Sun，Qi；Hong，Hailong；Suo，Quan—

ling+

Chin．■Org．Chem．2019，39(10)，2898

，
R

R

R

Cyclotrimerization of terminal alkynes catalyzed by C02(C0)8 in pure ScC02 has been

studied to obtain 1，2，4一trisubstituted benzene derivatives with excellent selectivity．

ipso-Oxidation of Allyl Ether／DecarbOxy—

lative Aromatization Cascade Strategy

via Oxocarbenium Activation：A Novel R

Approach for the Synthesis of N-Alkyl

Pyrroles

沁Ph
D八。2／

DDQ

垒堕!型型!!!．R
PhCI

"、COOH 80。C，12
h

An imo--oxidation of allyl ether／decarboxylative aromatization cascade strategy is re··

Li，Xubin；Zhou，Chen；Liu，Xingtong；ported，resulting
in the formation of N-alkyl pyrroles via oxocarbenium activation·This

Wang，Teng；Yu，Xinhon94；Ma，Hongmei+；transformation，which
involves formation of C_N bond and cleavage of C--O bond，

Li．Cuiqing+provides
a novel protocol that fumishes N-alkyl pyrroles in 29％～7 1％yields with good

Chin．，Org．Chem．2019，39(10)，2906 functional group tolerance·

Asymmetric Synthesis of Diarylmetha-

nols by Chiral Phosphoramide Ligands

Catalysts

Guo，Qingjun+

Chin．，Org．Chem．2019，39(10)，2912

Et2Zn(10 equiv)

CHO+～屯(OH)2、忑l磊iga磊nd磊蔷万m高01． 9c(30 ％)

．40 oC 24 h

QH
：

。＼Ar2
10

In order to improve the application of chiral phosphoramide ligands in catalytic asym—

metric reactions，thiophosphoramide，which was synthesized from trans．1，2-cyclo．

hexanediamine was used as a catalyst to synthesize chiral diarylmethanol compounds

through addition reaction．The catalytic activity of the ligand in the asymmetric addition

reaction of arylalkyl zincs to aromatic aldehyde can be as high as 94％ee under the op．

timized reaction conditions in the presence of 30 mol％9c and the corresponding chiral

diarylmethanol compound was obtained with the yields of>90％．

VIII http：／／sioc-journal．cn／ @2019ChineseChemicalSociety＆SIOC，CAS Chin．』Org．Chem．2019，39，I～X
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Synthesis of Pyrazolines by Cascade

Oxidation／HalogenOaminOcycIizatiOn Re-

action of HOmOa¨yIhydrazides

Li，Pengfei；Huang，Danfeng；Yang，Tianyu；

Deng，Zhoubin；Wang，Kehu；Wang，Junj iao；

Su，Yingpeng；Hu，Yulai+

Chin．，Org．Chem．2019，39(1 0)，2920

点+争鼍：茹
X=I Br C

49 examples

uDto 96％yield

provide facile access to pyrazolines in good yields．

An efficient cascade oxidation／ha．

109enoaminocyclization of homo．

allylhydrazides with N-halogen．

succinimide was developed without

the addition of other additives an．

der mild reaction conditions to

A Novel Method for the Synthesis Tri-

arylphosphines under Transition·-Metal··

Free Conditions

Yin，Qing；Yu，Xiaoqiang+；Bao，Ming
Chin．，Org．Chem．2019，39(10)，2930

R{啡x+AF＼H甘
A／

Bu0K
≯@R涨g，r

Triarylphosphines play an important role in pharmaceutical synthesis and transition—

meal—catalyzed reactions．A novel method for the synthesis of triarylphosphines via

base．promoted C(sp2卜一P cross．coupling reactions of alkyldiphenylphosphines with aryl
halides is described．

NOTES

Total Synthesis of Pulchrol and Pulchra

R

0Me

MOMOH2c ，OMe Ol

H

MI
e

—B及众。：亍伞OH+伞C02H
R=CH20H，CHO

The total synthesis of natural products pulchrol and pulchral with antiprotozoan activity

Guo，Dongdong；Zhang，Wuxia；Gao，Wei． was reported，starting
from the cheap hydroquinone and 4-methylbenzoic acid and using

mei；Guo，Xiaodi；Wang，Yongqiang+palladium‘catalyzed
intramolecular decarboxylation coupling reaction of arene carbox—

Chin．，Org．Chem．2019，39(10)，2936 ylic acids with aryl bromides as the key reaction·

Catalytic Effect of Iron Hydrides orl De-

hydration of Pr．mary Amides to Nitriles

R

o
2 m01％

NH2

PMe，

、7，me3

seiF二：eL PMe3
PMe，

(EtO)3SiH，THF，60 oC，24h

R

N

Three cis-selenophenolato iron hydrides，c／s-[(ArSe)FeH(PMe3)4](Ar=Ph，p-MeOC6H4

Zheng，Tingting；Wang，Yangyang；Yang，
and D。MeC6H4)，have good catalytic effect on the dehydration of primary amide to ni。

Zaixiao；Sun，Hongjian；Li，Xiaoyan4
trile under mild conditions using(EtO)3SiH as reducing agent·The catalytic system is

Chin．，Org．Chem．2019，39(10)，2941
well tolerated to the substituents on the benzene rings in aromatic amides·

Nickel-Catalyzed Coupling of 1，2-Diaryl—

thio-1，2-diarylalkenes with Grignard Re—

agents for Synthesis of Multi—substituted

AIkenes

Wu，Yan；Luo，Fan；Pan，Shimin；Li，Yuhan；
A convenient protocol for the synthesis of multi。substituted alkenes from国·1，2-dia_

He．Shuhua4 rylthio-l，2_diarylalkenes with Grignard reagents was developed via the highly selective

Chin．，Org．Chem．2019，39(10)，2946 coupling of(Z)一1，2-diarylthio-1，2一diarylalkenes catalyzed by 5·0 m01％NiCl2(dppe)·

Chin．■Org．Chem．2019，39，I～X @2019Chinese Chemical Society＆SlOC．CAS http：／／sioc-journal．cn／ IX
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Synthesis and Self-Assembly of Alter-

nating Amphiphilic Copolymer with Azo-

benzene Pendants

A novel alternating amphiphilic copolymer P(EG4-a．NAzo)with azobenzene pendants

was synthesized through the azide．alkyne click reaction，in which the hydrophilic unit

was tetra glycol(EG4)and¨bis[2-(IH-1，2，3-triazol-1一y1)ethyl]-4-phenyldiazenyl·
aniline mAzo)performed the hydrophobic unit．P(EG4-a．NAzo)could self-assemble

Wu，Jiacheng；Liu，Zhenghui：Yao，Yuan；
into worm_like aggregate in aqueous solution with initially low concentration．Because

Lin．Shaoliang+
of its unique alternating topologies，the azobenzene moiety of P(EG4一a-NAzo)micelle

Chin．■Org．Chem．2019。39(1 01。2952 could not pile up orderly．

Synthesis and Anti—inflammatory Effects

of Oxaprozin-Paeonol Ester
PA

j— OPE

l◆
f

●■——、、一

． 一

Xu，Xuetao；Chen，Jie；Lin，Zhiqing；Li， Oxaprozin‘paeonol
ester(OPE)was designed to avoid the GI complications-Topical

Dongli；Zhang，Kun；Sheng，Zhaojun+；treatment
of OPE could effectively improve the 12-O·tetradecanoylphorbol-13‘acetate

Wang，Shaohua+；Zhu，Shun；Abdullah，M．(TPA)一induced
ear edema and expression of IL-l p，IL一6，and TNF。a·Also topical

Asiri
treatment of OPE could obviously down‘regulate the activation of factor kappa。KB

Chin．，Org．Chem．2019，39(10)，2958(NF-1cB)by blocking IKB kinase(IKK)activities·

Design，Synthesis and Fungicidal Activity

of Novel Piperidine Containing Cinna—

maldehyde Thiosemicarbazide Deriva-

tives

Cinnaldehyde

EC50<10 pg，mL

against Cytospora sp，S sclerotiorum

P aphanidermatum and Tcucumeris

Based on the structure of natural product cinnaldehyde，a series of novel cinnamal-

Zhang，Xuebo；Ma，Hangyu；Sun，Tengda；dehyde
thiosemicarbazone derivatives were designed and synthesized·All the title

Lei，Peng；Yang，Xinling；Zhang，Xiaoming； compounds
showed obvious anti-fungual activity against 5 fungi·In particular,3a and

Ling．Yun+ 3p showed excellent activity against Cytospora sp，S sclerotiorum，P aphanidermatum

Chin．，Org．Chem．2019，39(1 0)，2965 and Z cucumeris with the ECso values lower than 1 0 I_tg／mL·

X http：／／sioc-journal．cn／@2019 Chinese Chemical Society&SIOC．CAS Chin．』Org．Chem．2019，39，I--Xl
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Study of Charge-·Conjugated Self-Assem·-

bly Behavior of Amphiphilic Block Copo—

Iypeptides，He¨cene

Self．assemble

’、、：：．^⋯．、
．、孓詹骶：瓣套飞
、I o I

、匙复迂乏昼皇)

Amphiphilic block copolypeptides of polyethylene glycol-b—poly(L—glutamic acid)

(PEG-b-PGIu)were synthesized to self-assemble with 4-methyl-4-aza[4]helicene onium

Wang，Jinglin；Shen，Chengshuo；Tang，
ion(Me[4】H)in water through charge‘conjugation-The morphology of the assemblies

Songchao+：Yao．Yuan*
was studied by varying PGIu block length，the molar ratio of Glu unit／Me[4]H and pH

Chin．，Org．Chem．2019，39(10)，2973
value·

Synthesis and Application of Fluorescent

Probe Containing Barbitone Unit

NH

kO
NH

A novel excited—state Intramolecular proton transfer(ESIPT)fluorescent probe contain‘

ing barbitone unit was designed and synthesized from salicylaldehyde．Mechanism

Liu， Yu；Tang， Yongxing；Luo， Yueyang：
studies showed that mercury ions and probes formed a structure similar to“(thy。

Zhu，Yeting；Yang，Jin；Wei'Xinyu；Liu， mine)T-Hg’T"which has high selectivity
in determining mercury ions．The calibration

Xiong：Zhao，Ⅵlnhui卡 curve indicated that there was a good linear correlation between the relative fluorescent

Ch|n'J。o哩。Chem。2019．39(10)．2980 intensities over the concentration range of4～20 I．tmol’L⋯ofHg”ion．

HlGHLIGHTS

Chin．，Org．Chem．2019，39(10)，2985
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