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Visible—light—induced method for the synthesis of 3-arylquinoxalin-2(1胁一ones is re·

ported by Wang，Bao，Liu，Liu，Hu，Yue，Yang，and Wei on page 3 1 89．3-Arylquino·

xalin一2(1／4)-one scaffold is of great importance as a pharmacophore existing in various

pharmaceutical molecules．The present protocol provides a cost-effective and environ-

mentally—benign approach to 3-arylquinoxalin-2(1／4)一ones via direct C—H 3-arylation
of quinoxalin一2r／4)·ones with aryl diazonium salts under visible—light photoredox cata—

lysis．

REVIEWS

Progress in the Structures，Characteris—

tics and Applications of Fluorofullerenes

l
j

■I

Fluoridation

■I

C60F18 Ias pIrecu
r5。‘

C60F36_aIs p-dopam

aS flHOtIne sou roe

C60F48
l—I

照娶
■一
◆＼夕：怠
、／

量童曼曼，。

The progress in the structures and electronic properties of fluofullerenes is introduced．

Their applications are summarized in the field of precursors of functional fullerene de—

Wang，Yufei；Zheng，Liping；Li，Jingjing；
riVatiVes，surface doping of diamond，dilicon，and graphene，andbulk p’doping of o卜

Liu，Chao：Yao，Jianhua幸 ganic semiconductors in electronic devices．Furthermore，this review gives the outlook

Chi胛．，Org．ChP脚．2018，38(12)，3143 for research trend and prospect offluofullerenes materials·

Recent Advances on the Photo-l nduced

Reactions of Acyl Radical

Ruan，Liheng；Chen，Chunxin；Zhang，

Xiaoxin；Sun，Jin94

Chin．，Org,Chem．2018，38(12)，3 1 55

With the development of photochemistry，the photo—induced radical acylation reactions

have attracted dramatic interest for chemical researchers．In addition，the acyl radical

can generate from a—keto acids，aldehydes，anhydrides，acyl chlorides and so on via light

mediated under mild conditions．The recent advances on the photo-induced radical acyl·

ation are introduced．

Chin．J．Org．Chem．2018．38，l～lx 压萝套@201 8 Chinese Chemical S。ciety&SIOC，cAs http：，，si。cqoumaIcn／

露

审t删

～

万方数据



CONTENT

Recent Progress on Endoplasmic Retic—

ulum-Targetable Fluorescence Probe

Lil，Hui；Xu，Xuetao+；Huang，Danying；Wu，

Panpan；Sheng，Zhaojun；Liu，Wenfeng；Li，

Dongli；Alharbi，Njud s．；Zhang，Kun+；

Wang，Shaohua4

Chin．，Org．Chem．2018，38(12)，3165

This article summarizes and describes the design and synthesis of the reported

endoplasmic reticulum-targetable fluorescent probes，analyzes the application of

endoplasmic reticulum fluorescent probes in the study of cellular physiological

processes，and prospects the development trend of endoplasmic reticulum—targetable

fluorescent probes．

Progress of Ionic Liquids Green Prepara—

tion and Application Research in Environ-

mentaI Remediation

Liu，Baoyou+；Zhang，Peiwen

Chin．，Org．Chem．2018，38(12)，3176

焉
兰
旦

垒
．一

E

皇
C

尘
o

The green preparation of ionic liquids and its application in environmental remediation

are reviewed．The characteristics and application scope of green preparation of ionic

liquids are analyzed，and the methods and mechanisms of ionic liquids in environmental

remediation are pointed out．

ARTICLES

Direct C—H 3-Arylation of Quinoxalin-

2(H)·ones with Aryl Diazonium Salts un-
der Visible-Light Irradiation

R
麓
；z

矗

≠杀

rt air 1 h

N丫时@@roometmaI-tefrmeepe糟cure

Nl太。@@s。himo岫rt reaperatction嚣tim
R2 @eco—friendly energy

Wang，Leilei；Bao，Pengli；Liu，Weiwei；Liu，

Sitong；Hu，Changsong；Yue，Huilan；Yang， Visible-light-induced method for the synthesis of 3·arylquinoxalin一2(1／4)一ones has been

Daoshan；Wei，Wei+developed via Eosin Y-catalyzed C—H 3-arylation of quinoxalin一2(／4)一ones with aryl

Chin．，Org．Chem．2018，38(12)，3 1 89
diazonium salts at room temperature in air．

II http：／／siocqoumal．cn／ @2018ChineseChemicalSociety&SIOC，CAS Chin．J Org．Chem．2018，38．J～IX
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Synthesis and Anti-fungual Activity of

Novel Aspernigerin Derivatives Contain-

ing Thiocarbonyl Moiety

AopE rlligorifj

r闷
隧生蓬4煎圈函

1．玎”‘]i¨n()f】

EC50：3 04IJg／mL

Based on the structure of natural product of aspemlgenn．a series of novel tetrahydro。

quinoline compounds containing thiocarbonyl moiety were designed and synthesized．

Zhang， Xiaoming； Lei，Peng；Li，Xinlu：
All the title compounds showed anti_fungual activity against 8 fungi．In particular,

Yang，Xinling；Zhang，Xuebo：Sun，Tengda： (D-1-(4·(1，2，3，4一tetrahydroquinoline一1一carbonothioyl)piperazin。1。y1)一3。(D—tolyl)prop一2一

Ling'Yun{ en一1一one(5b)showed good activity against Valsa mali with the ECs0 value of 3．04

Chi”．』Org．ChPm．2018，38(12)，3197 lag／mL．

Antitumor and DNA Topoisomerase I la

Inhibitory Activity of 6-Substituted··aryl--2··

methoxyquIn0I．neS

Meo

OH

In this study,nineteen 6-substituted aryl--2--methoxyquinoline derivatives 3a～3s were

designed and synthesized，and their cytotoxicities against the growth of human breast

Li，Zhiying；Ding，Yanjiao；Bu，Huagang；
cancer MDA·MB一23 1 cell line and Topo Ilct inhibitory activity were evaluated·Among

Shen．Yuemao丰these derivatives，6-(4一(hydroxymethyl)phenyl)-2’methoxyquinoIine(3b)was
identified

Chi聍．，Org．Ch绷．2018，38(1 2)。3204 as the most potent one with the 1C50 value of 9．9 Mmol。L～．

Room Temperature Ru(Itl)-Catalyzed

ortho—Hydroxymethylation of Arenes

Zhang，Yong；Yang，Zhongzhen；Yu，Xinling；Direct synthesis
of the hydroxymethylated arene derivatives via ruthenium(1lI)’

Cheng，Xu；Li，Weijian；Guo，Lingmei；Hai， catalyzed and nitrogen atom directed c—H activation is described-The reaction

Li；Guo，Li+；Wu，Yong+proceeds
smoothly at room temperature and generates the corresponding products in

Chi肝．』Org．Chem．2018，38(12)，321 1
moderate to excellent yields·

Chin．J Org．Chem．2018，3 8J l～IX @2018ChineseChemical Society＆SIOC．CAS http：／／siocooumaI．cn／
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Syntheses and Photovoltaic Performance

of Nitrogen—Containing Rigid Heterocycle

Substituted Coumarin Sensitizing Dyes

8

6

4

2

O

0．O O 2 0 4 0 6

Voltage／V

Two novel nitrogen—containing rigid heterocycle substituted coumarin sensitizing dyes

Jian臣Shaoliang；Liu，Jie；Cui，Yanhon氍
were synthesized．Voc of coumarin sensitizing dye has been improved to 0．72 V with

Wu，Huabiao：Han，Liang术 nitrogen。containing rigid heterocycle substituted coumarin as the electron donor and

Chin．，Org．Chem．2018，38(12)，32 1 9 phenylthiophene as兀bridge·

Synthesis，Characterization and cyto—

toxic Activity of Novel Oleanolic Acid and

Ursolic Acid Derivatives

HO

H

lead compound

2H

[=>

HO拶褪R2
R3i

j|。
。nitrogen．cOntainin．⋯Dh’

R1-H，R2=R3=CH3：Oleanolic acid(OA)

R1=R2=CH3，R3=H：U rsolic acid(UA)

Liu，Xinyu：Gao．Xueqin：Jin，Xuejun；Zhao，Twenty
oleanolic acid and ursolic acid derivatives were prepared by a modification at

Chunhui；Fen g'Zhonghua：Sui，Yue；Zhao，
C-28 position via introduction with 1,5一pentanedioic acid and glycolic acid followed by

Longxuan+：Yan．Xin+
amidation with amines．Their in vitro anticancer activities towards A549，MCF-7 and

Chi胛．_Org．ChP脚．2018．38(12)．3227 HepG2 cell lines were evaluated by methyl thiazolyl tetrazolium(MTT)method．

12-Mediated Oxidative C—O Bond For-

mation for the Synthesis of Isoxazoles
H

N

R，Q对八Rz
Ro

2，K2C03，DMSO，60。C R1

transition—metaI free

24 examples

A variety of mono-，di一，and tri-substituted(aryl，alkyl，and／or alkenyl)isoxazoles were

synthesized from readily accessible氇。8一unsaturated oximes via 12一mediated oxidative

Hou，Jiao；Zhang，Xinting；Yu，Wenquan+；
C--O bond formation-The features of this reaction include no use of transition metals，

Chang'Junbiao{ simple operation，mild reaction conditions，short reaction time，and broad substrate

Chin．，Org．Chem．2018，38(12)，3236 8。op。·

IV http：／／sioc-journal．cn／ @2018Chinese Chemical Society&SIOC，CAS Chin．J。Org．Chem．2018，38，I～Ix
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Ruthenium(11)-Catalyzed C—H Bond Re-

gioselective【3+2】Annulation of Aryla—
mines with Propargyl Alcohols

Bai，Lili；Wang，Ying；Wang，Shuojin；Kong，
Dulin；Fu，Yah；Peng，Deqian4；Wen，Lijun；

Chen，Xun+

Chin．，Org Chem．2018，38(12)，3242

：H嗯：+
[RuCl2(p—cymene)]2

(2 5m01％)

AgSbF6(1 0 m01％)----------------------------------------_

AgOAc(1 2 equiv)

DCE 100 oC．12 h

mono‘。regIo‘。

selectivity
remain OH group

X=CH2，NBoc

A simple and efficient Ru(II)一catalyzed C—H bond regioselective[3+2]annulation of

arylamines with propargyl alcohols has been developed．This method provides a facile

approach to various hydroxy-containing indole skeleton，which could be used for con—

structing more complex pharmaceutical molecules．

HelerocycJjzaljOn for the Structures 013

the Periphery of PyropheophOrbide and

Synthesis of Chlorophyll Derivatives

OCH3

X=CH，O：Y=CHO，CH3

Z=2H，CH2，O

ectron donor

F{

OCH3 OCH3

R1-vinyl，heterocyclic ring；R2=CH3，heterocyclic ring

R3=O heterocyclic ring；R4=2H；R3+R4=heterocyclic ring

Pyropheophorbide—a methyl ester was used as a starting material，and the chemical mod—

ifications and structural transformations along the terminals ofN21-N23 axis were carried

Zhang，Zhu；Li，Jiazhu；Zhang，Shanguo；
out to build active electron—accepting functional structures-The cyclizations with dif-

Wang，Zhen；Wang，Jinjun+
ferent electron—sufficient systems were accomplished to synthesize a series of unreport_

Chin．，Org．Chem．2018，38(12)，3250
ed chlorins related to chlorophyll with multiple heterocyclic structures·

Study on the Synthesis and Properties of

NoveI Branched Fluorinated Surfactants

Lin，Chao；

Jiang，Biao+

Chin．，Org

Pan，Renming；Xing，Ping+；

Chem．2018，38(1 2)，3260

Several novel branched fluorinated surfactants are synthesized using perfluoro一

2-methyl一2一pentene as starting material．The effects of the structures on the surface

properties are mainly discussed，and the combined properties of one outstanding fluori-

nated surfactant mixed wim APG are discussed too．

曼ym唆sa：!!掣p啾佰!乱!eAcl．讲t．es吖 Elo。c、 ／№垤旧舯J0打j8爿舱0。n姻“垤s
‘取cN

Zhang，Yaling；Ma，Shasha；Li，Xiabing+；

Hou，Qiaoli；Lti，Mengjiao；Hao，Yunxia；

Wang，Wei；Li，Baolin+

Chin．，Org．Chem．2018，38(1 2)，3270

＼ ／ ＼ ／
Dimroth rearrangement Hydrolysis

R1=3-CI．4．(3一fluorobenzyloxy)，3-CI一4一F，

3-ethynyl，4-(E)一propen一1-yl

A series of novel pyrrolotriazine derivatives with different substituents at 4,6一positions

were designed，synthesized through multi—step reactions．Their antiproliferative activi-

ties against human tumor cell lines were investigated．

Chin．J Org．Chem．2018，38,f～lX @2018Chinese Chemical Society＆SIOC，CAS http：llsioc-journat．cn／ V
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Synthesis and Biological Activity of Aza—

clozodihypyrimidine and Pyrimidine De—

rivatives o Ar

c：H。o八一
H3C人'O

O Ar

旦c2H

Mn02一C2F

O Ar

Zhang，Pingzhu；Wang，Xiaofen；Zheng，
A series of novel aryl—substituted imidazo[1，2一a]pyrimidine and triazolo[1，5‘a]pyrimi·

Xueyang；Lian，Pingping；Wei，Chao；Li，dine
were synthesized by the tandem reaction of Knoevenagel and Atwal modified Big—

Xiaoliu{ inelli，following by aromatization．Some of their cytotoxic activities against Hela and

Chi疗．，Org．Chem．2018，38(1 2)，3278
A549 cells and inhibition for apple tree canker were preliminarily evaluated·

Synthesis of Osmium Complexes with

Bidentate Nitrogen-Based Ligands and

Their Application in Catalytic Dehydro—

genation of Ammonia Borane

。BH3
④Catalysts／1▲口 H

／ ＼ 乡B、

弋：-＼HB／：_乏+H6奄，一gH
Osmium complexes with the bidentate nitrogen’based ligands have been synthesized，

characterized and shown high activity in the catalytic dehydrogenation of ammonia bo—

rane．The catalytic reaction released 1．88～2．29 equiv．H2 to polyborazane and borazine．

Zhao，Qianyi+；Liang，Yuan；Xu，Ting； 3-Methyl‘o‘phenylenediamine substituted osmium compound has been screened out as

Dou，Ting；Zhan臣Jie；Chen，Xuenian幸the
most efficient osmium catalyst in catalytic dehydrogenation of ammonia borane until

Chin．，Org．Chem．2018，38(12)，3286
now·

Alanine Triazole Mn-Catalyzed Coupling／

Aromatization of Quinone Methides
O

Bu

Mn(OAc)3，ATA tigand

ATA ligand

tBu

OH

Alanine triazole Mn-catalyzed 1，6-conjugate coupling／aromatization of para·quinone
methides was developed with good to high yields under mild conditions．This protocol

provided an efficient and practical route to the synthetically interesting functionalized

Hu，Xinyu；Yang，BoNn；Yao，Wei；Wang， methines and their analogues．Preliminary mechanistic experiments revealed

Dawei+ 1，6-conjugate addition of nucleophiles to para—quinone methides p—QMs)．The manga—

Chin．，Org．Chem．2018，38(12)，3296
nese was acted as the Lewis acid·

Design，Synthesis and Antitumor Activity

of 1一Monosubstiluted 1 H-Naphtho[2．3一d】一
imidazole一4，9一diones and 1 H-Anthra[2，3一

d】imidazole-4，1 1-diones

Large鸺ystem匝亚巫画巫

Quinone Ring

Good anticancer activity

Good selectivity

ICEn values：

7 4 gmo|．L‘1(MCF．71

1 6 pmol·L“(A549)

150 pm01．L“(L9291

Liu，Zhanxiong；Yuan，Jing；Zhang，Zhen．
A number of 1-monosubstituted 1H-naphtho[2，3·d]imidazole。4，9-diones and 1H-anthra。

feng+；Yan，Deyue；Zhang，Wanbin+ [2，3_d]imidazole‘4，1 l-diones were designed，synthesized，and evaluated as anticancer

Chin．，Org．Chem．2018，38(1 2)，3302 89。m8-
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Synthesis and Insecticidal Activities of

Novel Pyrazole Oxime Ethers Containing

an Oxazole Moiety

Zhou，Qian；Zheng，Dandan；Shi，Yujun；

Yao，Wei；Qian，Hongwei；Ding，Ying；

Wei，Zhonghao；Shen，Aiba04；Feng，Xia；

Shi，Jian；Dai，Hon94

Chin．』Org．Chem．2018，38(12)，3318

A series of novel pyrazote oxime ethers containing an oxazole moiety were synthesized，

and their biological activities were evaluated．

Selective Aerobic Oxidation of Benzylic

Alcohols Catalyzed by CuBr／1．8一Diaza-

bicyclo[5．4．0]undec-7一ene

OH

R，人R。
CuBr(5 m01％)，DBU(5 m01％)

ambient air 120 oC

O

R10
Ro

R1-aryl，allyl；R2-H，aryl．alkyl YieId：1 6％．99％

A novel and practical cuprous bromide．catalyzed aerobic oxidation of benzylic alcohols

with 1，8-diazabicyclo[5．4．0]undec．7．ene(DBU)as the additive under air atmosphere
has been developed．Various primary and secondary benzylic alcohols and allylic alco．

Cai，Liangzhen；Huang，Zhen；Yang，Liqun；hols
were smoothly transformed into the corresponding aldehydes and ketones with high

Xie，Xiaomin：+Tao，Xiaochun+ yields and selectivity．The process is 2，2，6，6一tetramethylpiperidin-1-oxyl—free and sol—

Chin．，Org．Chem．2018，38(1 2)，3326
vent—tree·

Concise Synthesis of Furanosyl Ben-

zimidazole C—Nucleosides by Mitsunobu

Reaction RVOV
H∥‘j、／～
OH

OH

．RVOh
OH HO—L、『一／、

Mitsunobu reaction

OH

R=H．CH20H

R啦
H占 、oH

Yan，Lianhai；Hou，Yuheng；Li，Xiaoliu+；The key
Mistunobu reaction afforded two furanosyl benzimidazole C-nucleosides(a／p

Chen，Hua+ isomers)by using the unprotected monosaccharides and o—phenylenediamine as the

Chin．，Org．Chem．2018，38(1 2)，3332 starting materials·

Synthesis and Biological Evaluation of

Novel Flavonoid—Substituted TrOger’s Ba—

Ses 叹!：：≮@!。泐卧
R ‘、一N

R

O

R

0

O

，CHO

R

q淞卧叙骆er
A series of flavonoid-substituted TrOger’s base analogues were synthesized via multi—

Yuan，Rui；Wang，Yuanjiang；Huang，Shu— step reaction．Their anti—cancer activities on the HepG2 hepatocellular carcinoma cell

ying；Dou，Pengfei；Zhang，Longyan；Chen， and antibacterial activities on four bacterial(Pseudomonas aeruginosa PAM 1 032，wild

Wen：Ren，Xuanxuan；Zhou，Shengliang；type Staphylococcus aureus，wild type Escherichia coli and Escherichia．coli—NMD．11

Wan，Yu+：Wu，Hui+ were evaluated．Two compounds were screened out because of their high inhibitory rate

C像f胛．，D懵．∞errl．2018，38(1 2)，3338 on 3raphylococc“s aureus at l¨∥mL·

Chin√Org．Chem．2018，38，l～IX @201 8 Chinese Chemical Society＆SlOC．CAS http：／／sioc-journal．cn／ V
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Firsl Total Synthesis of Marine Natura

Nucleoside Kipukasin D

AcO
AC

OAc OAc nBu

o

O

HO

0

OH

Kipukasin D

Ding，Haixin；Li，Chuang；Dong，Xiangyou；
in 9 steps and 1 5·7％overall yield·The onho。alkynylbenzoates were used as orthogonal

Cao。,Banpen；Zhang，Ning+；Hong，Sanguo；protecting group
for 2'-OH and 5'-OH，which can be selectively remoVed by Ph3P-

Xiao，Qi箍4 AuOTFA in presence of ethanol(6 equiv．)and H20(1 equiv．)in dichloromethane·

c锄加．I西二．ChP聊．2018，38(12)，335 1 Transesterification was not occured during the deprotection between 2'-OH and 3'-OH·

Synthesis and Fungicidal Evaluation of

Novel／3·-Carboline·-Benzimidazole and／3·-

Carboline—Benzothiazole Hybrids 些当嗡匕===> ’

“。舨◇

Huo，Xinyu；Li， Wenbin； Zhang， Boya； signed，synthesized
and characterized for their antifungal activity against five phyto。

Chen，Xiaofei；Zhou，Yueting；Zhang，Jie枣；pathogenic fungi．The
results demonstrated that most compounds exhibit mild inhibiting

Han，Xiaoqiang+；Dai，Bin
effect against all the tested strains．1-(1H-Benzo[d]imidazol一2。y1)一9·benzyl-fl—carboline

Chi行．，O幢．ChPm．2018，3802)，3356 (4c)exhibited broad-spectrum fungicidal activity against most ofthe tested fungi·

Study on the Synthesis and Insecticidal

Activity of Spinosyn A Derivatives

Spinosyn A——————一

H3C

、O— H

、0

OCH3

CH3

Zhang’Kai；Li，Jiarong+；Wen，Dusu；Liu，
A series of of D-forosamine replacement analogues of spinosyn A were synthesized and

Hong‘lin；Wang，Haiyou；A，Lamusi牛 characterized，and their insecticidal activities were evaluated against larvae of尸，“把，肠

Chin．，Org．Chem．2018．38(12)。3363 xyfostella·
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Asymmetric Organocatalytic Construc-

tion of Functionalized Bicyclic Lactams

H

catalyst (20 m01％)
TEA(15 m01％)

PhMe 0 oC 72 h

嘣Ph；：s
H
3口

H，

R
0

0H

R1

19 examples
uDto 97％yield

upto>20：1 dr

UPto>99％ee

Zhang，Xiong+；Feng，Kaixiang；Xia，Aibao+
A new method is developed for the enantioselective synthesis of highly functionalized

Chin．，Org．Chem．2018，38(12)，3373 bicyclic lactams with tWo cis contiguous stereogenic centers·

Synthesis of 2，3，5，6一Tetrasubstituted Py-

ridines via COppe卜CataIyzed Domino

Oxidative Annulation of 1，3-Dicarbonyl

Compounds with Methanol and Ammo-

nium Acetate

0 0

R，八八R：+
Cu20,,'TBHP．NH40Ac

Or

120。C 24 h

R1-Me，Et，”Pr，’Pr；R2=Me，OAIkyl

R20Rc，，、(N冬刍．、Rco，R2
uDto 93％yields

A coppe卜catalyzed oxidative formal cycloaddition of 1,3‘dicarbonyl compounds，meth—

anol and ammonium acetate was first demonstrated，affording symmetrical 2,3，5，6一

tetrasubstituted pyridines in moderate to excellent yields．Methanol was employed as the

Yan， Yizhe水； Li， Zheng： Cui， Chang：
carbon synthon as well as the reaction solvent．The preliminary mechanistic studies

Liu，Yanqi4
revealed that the reaction underwent a radical pathway and the C(sp3)--U bond cleavage

Chin．，Org．Chem．2018，38(12)，3381
ofmethanol was the rate。determining step·

Synthesis and Anion Recognition of Ma-

crocycle Containing Isophthalamide Unit

习

耍
8
仁
∞

鲁
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1 0

0 5
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A[1+1]Schiffbase macrocycle L containing isophthalamide unit and phenol rings has

been synthesized．The results show that the macrocycle L displays a selective recogni—

tion ability for H2P0i and HP2037一anion with a series of anions using UV-Vis ab—

Wei，Xiaokang；Gu，Jingchi；Liu，Xingli； sorption spectra technique．Furthermore，the coordination reaction of L with H2P0_

Huang．Chao；Zhu．Bixue+ or HP20’7一anion was investigated Via UV-Vis spectra，‘H NMR and the isothermal

Chin．，Org．Chem．2018．38(12)．3386
titration calorimeter【lrI o)respectively-

HIGHLIGHTS

Chin．，Org．Chem．2018，38(12)，3394
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