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Michael addition of the CF3-carbanion to arylidenemalononitriles is described.
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Zinc cyanide mediated direct a-cyanation of isonicotinic acid N-oxide. Application to the synthesis of FYX-051,
a xanthine oxidoreductase inhibitor
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Convenient synthesis of 1,10-H-spiro[indoline-3,30-piperidine] pp 4372–4373
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Solvation controlling reaction paths and gel-formation in imide derivatives pp 4374–4377
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Solvation plays an important role in imide formation and also influences the gelation of some imides.
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Expedient synthesis and solvent dependent oxidation behavior of a water-soluble IBX derivative pp 4378–4382
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IBX derivative 6, readily synthesized from 2-aminoterephthalic acid, exhibits unique solvent dependent selectivity in its oxidation behavior.

An improved synthesis of haloacetamidine-based inactivators of protein arginine deiminase 4 (PAD4) pp 4383–4385
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Cl-amidine, a haloacetamidine-based PAD4 inactivator, is a lead compound for the development of a novel rheumatoid arthritis therapeutic. Herein we
present a cost effective solution phase synthetic route that can be used to generate gram scale quantities of the compound for animal studies.

b-Ketoimine as an efficient ligand for copper-catalyzed N-arylation of nitrogen-containing heterocycles with aryl
halides
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An efficient copper catalyst system, Cu2O/b-ketoimine L1, for the N-arylation of nitrogen-containing heterocycles with aryl halides has been developed.

Synthesis of 1H-isochromen-1-ylphosphonates via AgOTf-catalyzed reaction of 2-alkynylbenzaldehyde with diethyl
phosphite
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Synthesis of dispiropyrrolidines from chromone-3-carbaldehyde using sarcosine and ninhydrin as the source of an
azomethine ylide
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A novel one-pot synthesis of 3-carbomethoxy-4-arylfuran-2-(5H)-ones from ketones using
[hydroxy(tosyloxy)iodo]benzene

pp 4402–4404
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A novel one-pot procedure for the synthesis of 3-carbomethoxy-4-arylfuran-2-(5H)-ones is reported via a-tosyloxylation of enolisable ketones with
[hydroxy(tosyloxy)iodo]benzene, followed by treatment with potassium monomethyl malonate and K2CO3.

Regioselective synthesis of pyrano[3,2-c]pyrimidine derivatives via a palladium-catalyzed unusual [1,3] aryloxy shift
and cycloisomerization: first report of a [1,3] shift of an aryloxy group
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Catalytic asymmetric dihydroxylation of substituted trans-stilbene derivatives: implications of the variation of
enantioselectivities on the mechanism of OsO4 addition to olefins
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Iodine as a mild and versatile reagent for the synthesis of 1,3-dioxane derivatives via the Prins reaction pp 4420–4423
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Sodium nitrite (NaNO2) catalysed iodo-cyclisation of alkenes and alkynes using molecular oxygen pp 4424–4426
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We have developed a convenient iodo-cyclisation reaction using NaNO2 as catalyst and molecular oxygen as the terminal oxidant. The reactive species, acetyl
hypoiodite (IOAc), was generated in situ from TBAI and AcOH. The iodo-cyclisation reaction with a range of alkenes and alkynes gave good to excellent yields.
Iodo-amination products can also be obtained using carbamates prepared from commercially available allylic alcohols and alkynic alcohols.
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Enantioselective construction of quaternary asymmetric carbon centers using an aldol reaction of trimethoxysilyl
enol ethers catalyzed by lithium binaphtholate

pp 4427–4429

Tomonori Ichibakase, Yuya Orito, Makoto Nakajima *

OSi(OMe)3

PhCH=CHCHO +
Me

O OH

CH=CHPh
Me

OLi

Cl

OLi

Cl
(10 mol %)

THF, -45 C̊, 3 h
98% yield

syn:anti=1:20, 90% ee (anti)

Induced helix of 2-(2-aminophenoxy)alkanoic acid oligomers as a d-peptidomimetic foldamer pp 4430–4433

Motohiro Akazome *, Yuichi Ishii, Tatsuya Nireki, Katsuyuki Ogura *

Highly efficient selective monohydrolysis of dialkyl malonates and their derivatives pp 4434–4436

Satomi Niwayama *, Hanjoung Cho, Chunlei Lin

RO OR

O O

R'

1) THF or CH3CN/H2O
aqueous base, 0 ºC

2) H3O+
RO OH

O O

R'
R=Me, Et, Pr 
R'=H, Me, Ph

A novel and efficient synthesis of 3-carboxy-4-oxo-1,8-naphthyridines using magnesium chloride pp 4437–4442

Peter C. Chua *, Johnny Y. Nagasawa, Fabrice Pierre, Michael K. Schwaebe, Anne Vialettes, Jeffrey P. Whitten

N Cl

O

Cl

XN

O

O

N N

O

O

O

X
MgCl2, base

X = S, O, NR'

R
R

4326 Contents / Tetrahedron Letters 49 (2008) 4319–4328



A one-pot synthesis of substituted salicylnitriles pp 4443–4445

Hany F. Anwar, Trond Vidar Hansen *

R

OH

R

OH

CN

An improved protocol for the Prins desymmetrisation of cyclohexa-1,4-dienes pp 4446–4448

Michael Butters, Mark C. Elliott *, Joseph Hill-Cousins, James S. Paine, Alexander W. J. Westwood

O

H

H

H

H
CHO

TBSO

OTBS
CHO TfOH (1 equiv.)

CH2Cl2, 25 ºC
32%

.
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Peptidomimetic foldamers were synthesized by oligomerizing derivatives of the d-amino acid analogue, 2-(2-aminophenoxy)alkanoic acid. The combination of both motifs A and
B formed a three-centered hydrogen bond and a chelated (or bifurcated) hydrogen bond. By the concave hydrogen bonding network, a new type of helical foldamer was
demonstrated.
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