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A Decade with Dötz Benzannulation in the Synthesis of Natural Products
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Hiyama–Takai–Kishi Reactions
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Self-Assembling L-D-L-Tripeptides Dance the Twist
 Synpacts
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Umpolung of Enamines: An Overview on Strategies and Synthons
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Cyanide-Mediated Synthesis of Sulfones and Sulfonamides from Vinyl 
Sulfones
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OR 2) R'X or NR1R2/NBS
    rt, <1 h

1) CN
or

up to 95% yield
17 examples

• high yields, short reaction time
• operationally simple
• easy purification
• odorless sulfone synthesis

H+, base

elimination

R = Ar, Alkyl
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1,2-Dihydropyridazines as Versatile Synthetic Intermediates
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An Efficient Synthesis of the Pentasaccharide Repeating Unit of Pseudo-
monas aeruginosa Psl Exopolysaccharide
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Synthesis and Biological Evaluation of Novel 2-Substituted Analogues 
of (–)-Pentenomycin I
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Pd-catalyzed coupling 
reaction
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R = n-C8H17

S. aureus str. Newman           MIC = 27 µg/mL
S. pneumoniae DSM20566    MIC =  9 µg/mL
S. pneumoniae DSM11865    MIC =  9 µg/mL

and
deprotection

17 new pentenomycin derivatives
combined yield range for coupling and 

deprotection steps: 39–94%

X = both EWGs and EDGs R = aryl, alkyl

I
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clohexa-2,4-dien-1-one with Benzene-1,2-diamine: Synthesis and 
Chemistry of N-(2-Aminophenyl)-2-hydroxy-5-methylbenzimidoyl Cy-
anide
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Synthesis of Bioderived Cinnolines and Their Flow-Based Conversion 
into 1,4-Dihydrocinnoline Derivatives

N
N

CHOglucose

N
H

NH2

H2O O2

H2

H-Cube Reactor

N
H

N

CHO

N
H

N

NHR

N
H

N

R

novel 1,4-dihydrocinnolines (11 examples, yields 76–92%)

(via aldol)(via imine)
Letter

487
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 
Synlett 2020, 31, 492–496
DOI: 10.1055/s-0039-1690718

P. Patel
S. A. Rousseaux*
University of Toronto, Canada
as
 

Nickel-Catalyzed Amination of -Aryl Methyl Ethers

OMe NR2

Challenging C(sp3)–O oxidative addition
Reversible C(sp3)–N reductive elimination

R R

R = Me, H

R2NH
NiCl2(dppf) (10 mol%)

NaH, MgCl2, Zn dust

15 examples
up to 81% isolated yield
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High yield
Continuous operation

> 300 h

White LED light
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Intramolecular Ring-Opening of Oxetanes: Access to Functionalised 
Hydroxymethyl 2,3-Dihydroimidazo[1,2-c]quinazolines
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Synthesis of ,-Disubstituted Benzocyclobutane Amino Acids 
through [2+2] Annulation of Benzyne with Dehydroalanine

+ Boc2N CO2Me

8 examples
19–88% yield
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R2 = i-Pr, p-Tol

2) R3CHO

8 examples; 53–84% yield in CH2Cl2 (compared with <15% in THF)

1) EtMgBr, –5 °C

R1 = H, Cl R3 = Ph, 3-O2NC6H4, 4-MeO2CC6H4, 2-furyl, 
        3,4-(OCH2O)C6H3, i-Pr, BnOCH2

CH2Cl2
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Concise Synthesis of Potential 4-Hydroxy-5-fluoropentyl Side-Chain 
Metabolites of Four Synthetic Cannabinoids
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