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O

+ R OH

TC-3 (0.5 mol%)
KOH (1.1 eq)

toluene/H2O
100 oC

O

R1

R1

R

 Broad scope, 34 examples, up to 98% yield.

Gram-scale and application in Donepezil synthesis in 98% yield.

TC-3

N
N

H
N

Ir
*Cp Cl

+

Cl–F

n n
Paper

5253
T
hi

s 
do

cu
m

en
t w
Synthesis 2022, 54, 5261–5272
DOI: 10.1055/s-0042-1751357

B. Wang
Y. Diao
J. Yuan
F. Zhang
H. Zhou
L. Du*
Qingdao University of Science 
and Technology, P. R. of China
Optimization of Methyl Anthranilate Synthesis Process by 
Response Surface Methodology and Its Reaction Mechanism

NH

O

O

50 °C O

O

O

NH2

O

O

O

NHCl OH

O

O

O

N
Cl

O

N
C

O

O
O

N

O

O

H
O CH3

O

N
H

HO

O

OCH3

NH

O

O
CH3

OO

NH2

O

O
CH3

OO

NH2

O

O
CH3

NH

O

O

OO

NH2

O

O

 NaOH  NaClO

 H2O
 H2O

-5 to 0 °C

      Hofmann
 rearrangement

Cyclization

Intramolecular
     Addition
Paper

5261

https://doi.org/10.1055/s-0042-1751357
https://doi.org/10.1055/a-1894-8826
https://doi.org/10.1055/a-1899-5563


IX

Synthesis

ric
tly

 p
ro

hi
bi

te
d.
Synthesis 2022, 54, 5273–5280
DOI: 10.1055/a-1856-1905

M. Krishnan
F. V. Singh*
Vellore Institute Technology 
(VIT)-Chennai, India
Synthesis

Synthesis

is
 s

t

Ultrasound-Assisted Rapid Synthesis of Functionalized 1,2-Teraryls by 
Ring Transformation Methodology

+

O

CN

Ar O

CN

Ar

KOH (1.5 equiv)

DMF, rt, 35–80 min
Ultrasonic bath

N

O

O

Ar = C6H5, 4-BrC6H4, 4-ClC6H4, 4-MeC6H4,
        2-thienyl, 3-pyridyl

N

N
= piperidin-1-yl, 4-phenylpiperazin-1-yl,
   morpholino

ORTEP diagram

Readily available starting materials Metal-free reaction Operationally simple Economical

78–91%
© 2022. Thieme. All rights reserved.
Paper

5273
do
w

nl
oa

de
d 

fo
r 

pe
rs

on
al

 u
se

 o
nl

y.
 U

na
ut

ho
riz

ed
 d

is
tr

ib
ut

io
n 
Synthesis 2022, 54, 5281–5290
DOI: 10.1055/a-1900-3563

M. Małecki
D. Pawelczyk
B. Pigulski*
S. Szafert*
N. Gulia*
University of Wrocław, Poland
as
 

Synthesis of Shape-Persistent meta-Arylene-Butadiynylene 
Macrocycles with a Different Ring Size

O
R

Cu(OAc)2

pyridine, 60 oC

O
R

n

Paper

5281
T
hi

s 
do

cu
m

en
t w
Synthesis 2022, 54, 5291–5299
DOI: 10.1055/s-0041-1738424

Y. Chen
Z. Gao*
Nanjing Agricultural University, 
China
Sn(OTf)2-Catalyzed Allylic Substitution of Thiols to Allyl Alcohols: 
Access to Allyl Sulfides

+
5 mol% Sn(OTf)2

HS
R3

R1 OH

R2

R1 S

R2

R3
DCM, r.t., 12 h

67–99% yield
27 examples
Paper

5291

https://doi.org/10.1055/s-0041-1738424
https://doi.org/10.1055/a-1900-3563
https://doi.org/10.1055/a-1856-1905


X

Synthesis

ric
tly

 p
ro

hi
bi

te
d.
Synthesis 2022, 54, 5300–5310
DOI: 10.1055/a-1892-0253

T. Zhou
L. Yang
M. Lang
S. Peng*
Wuyi University, P. R. of China
Synthesis

Synthesis

is
 s

t

One-Pot Synthesis of 1,2,3-Triazole-Fused Polycyclic Systems via 
Sequential Annulation of 1,n-Enynes with Tosyl Azide

N
N

N

Ar
X

Ar

R
n X

n
R

CuAAC TsOH·H2O

X
Ar

Rn

N

NN
Ts

(n = 0,1; X = NR,O)

One-pot reaction Novel N-alkyl 1,2,3-triazole-fused structure 23 Examples, up to 96% yield
© 2022. Thieme. All rights reserved.
Paper

5300
do
w

nl
oa

de
d 

fo
r 

pe
rs

on
al

 u
se

 o
nl

y.
 U

na
ut

ho
riz

ed
 d

is
tr

ib
ut

io
n 
Synthesis 2022, 54, 5311–5323
DOI: 10.1055/a-1913-3105

M. Sani
M. C. Bellucci
A. Volonterio*
Istituto di Scienze e Tecnologie 
Chimiche ‘Giulio Natta’ (SCITEC), 
Italy
Politecnico di Milano, Italy
as
 

Multi-Component Sequential Synthesis of Dihydroorotic Acid-Based 
Amphiphilic Molecules

NCN

= cationic head N-Boc protected

BnOOC
COOH

NH2

N

N

O
O

O

N

N

O
O

O

+

+

TFA

= cationic head= lipidic tail

multicomponent 
sequential 
synthesis

15 examples, up to 87% yield
Boc-protected amphiphiles
Paper

5311
T
hi

s 
do

cu
m

en
t w
Synthesis 2022, 54, 5324–5336
DOI: 10.1055/a-1916-4510

R. Chatpreecha
C. Kuhakarn
P. Leowanawat
V. Reutrakul
D. Soorukram*
Mahidol University, Thailand
Asymmetric Synthesis of ent-Anorisol A and Its Stereoisomers and 
Confirmation of the Absolute Configuration of Anorisol A Isolated 
from Anogeissus rivularis

MeO

OBn
OH Me

OHMe OBn

1
4

p-TsOH·H2O (cat)

more 
favorable TS H2, Pd/C

2
5

O Me
Me

MeO

OR

RO

(1R,2S,3R,4S)

OH

Me

Me

H

Ar

Ar

HCH2Cl2, −78 oC (2 h)
then −78 oC to rt (2 h)

R = Bn: 80% yield (dr = 92:8)

ent-anorisol A (R = H): 
98% yield (dr = 92:8)
Paper

5324

https://doi.org/10.1055/a-1916-4510
https://doi.org/10.1055/a-1913-3105
https://doi.org/10.1055/a-1892-0253

