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Intramolecular Cyclization of N-Propargylic Amides without 
Transition-Metal Catalysis for Synthesis of Fluoroalkylated Oxazoles: 
Using Carboxylic Acid Anhydrides as the Fluoroalkyl Source
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Mediated Cross-Coupling Reaction
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Visible-Light-Driven Iodine-Catalyzed Synthesis of Unsymmetrical 
Disulfides via Oxidative Coupling

R1 = heteroarylthiophenols/arylthiophenols/alkylthiols
R2 = arylthiophenols/alkylthiols

Short reaction time
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Trifluoroethanol-Mediated Cyclization of Two-Carbon-Tethered 
Epoxide–N-Boc Pairs: Completely Regioselective Synthesis of 
3,6-Disubstituted 1,3-Oxazinan-2-ones

reflux, 8 h

R = alkyl, aryl, H; R1 = alkyl, H
R2 = Me, H; R3 = aryl, pyridyl, benzyl

6-exo-selective N-Boc–epoxide cyclization

easily accessible starting materials

fully regio- and diastereoselective

no additional acid catalyst/promoter

transition-metal-free reaction conditions

broad substrate scope and high yields
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21 examples
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Hexafluoroisopropanol-Induced Facial Selectivity in a Hindered 
Diels–Alder Reaction

Me

MeO2N

+
NO2

Me

Me

5 g, 60% yield

2:1 endo:exo

Solvent

DCE:
1.8 kg, 79% yield

20:1 endo:exo
HFIP:
Paper

2047
T
hi

s 
do

cu
m

en
t w
Synthesis 2023, 55, 2053–2060
DOI: 10.1055/s-0042-1751427

R. R. Gataullin*
Ufa Institute of Chemistry of the 
Russian Academy of Sciences, 
Russian Federation
Halolactonization of N-Acyl-N-(2-cyclohex-1-en-1-yl-6-methylphenyl)-
glycines: Towards Production of 4,1-Benzoxazoheterocycles

N

O

O
+

N

H3C

O Ph

Br2

NaHCO3

CH2Cl2
20 oC

R = Me, Ph

aR*

N

O

Br H

O

PhO

+

aS*

H3CH3C

N

O

Br H

O

PhO
H3C

O

OH
O R

N

O

Br H

O

CH3O
H3C

CDCl3

up to the ratio 2:1

R = Me

R = Ph

2:1 ratio

a single product
Paper

2053

https://doi.org/10.1055/s-0042-1751427
https://doi.org/10.1055/a-2016-4548
https://doi.org/10.1055/a-2019-1455


IX

Synthesis

ric
tly

 p
ro

hi
bi

te
d.
Synthesis 2023, 55, 2061–2069
DOI: 10.1055/a-2016-4337

L. Poszávácz
T. Nagy
K. Kátai-Fadgyas
B. Volk*
Egis Pharmaceuticals Plc., 
Hungary
Synthesis

Synthesis

is
 s

t

New, Scalable Process for the Preparation of 5-Acetyl-1H-pyrazole-3-
carboxylic Acid, a Key Intermediate of Darolutamide
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Investigating the Mechanism of the Catalytic Intramolecular Aza-Wittig 
Reaction Involved in the Synthesis of 2-Methylbenzothiazole from the 
Perspective of Bonding Evolution Theory
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Visible-Light-Promoted C(sp3)–H Bond Functionalization toward Ami-
nothiazole Skeletons from Active Methylene Ketones and Thioureas
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Eosin Y (1 mol%)

31 examples
up to 96% yield

 Water as cosolvent

 Operational simplicity

 High efficiency

EtOH/H2O, rt, 12 h, air

10 W Blue LEDs
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Derivatization of Dihydropyrrolidone-Thiadiazole Heterocyclic 
Compounds and an Evaluation of their Antibacterial and Anti-Biofilm 
Activities
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