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COVER PICTURE

The cover picture shows the route that was used to
confirm the formation of the possible complex be-
tween β-cyclodextrin and Ala-Tyr in the presence
of urea. Capillary electrophoresis shows obvious
differences in the enantioseparation of the di-
peptide both in the presence and absence of urea.
Experimental (NMR spectroscopy) and theoreti-
cal (molecular dynamics) approaches were used
to investigate these differences. Both methods
confirm that a complex is formed in which urea
is involved in the binding through hydrogen
bonds. Details are discussed in the article by
U. Holzgrabe et al. on p. 2921ff.
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Aza-Baylis�Hillman Reactions and Their
Synthetic Applications

Because of the great potential of their prod- attracted much attention over the past
Keywords: Aza-Baylis�Hillman reaction / ucts for further transformations, together decade. This microreview concentrates on
Asymmetric catalysis / Enantioselectivity with their superior mild reaction condi- summarizing the origins of and recent ad-

tions, aza-Baylis�Hillman reactions have vances in aza-Baylis�Hillman reactions.
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Versatile Base-Catalyzed Route to Poly-
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Intramolecular Aza-Michael Addition

A practical approach for the synthesis of regioselective base-catalyzed intramolecu-
Keywords: Catalysis / Indole / Michael polycyclic heteroaromatic compounds by lar aza-Michael addition is reported.
addition / Natural compounds / Pyrrole
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Cyclodextrin Inclusion Complexes

The aim of the present study was to investi-B. Waibel, J. Scheiber,
gate the influence of urea on the complexa-C. Meier, M. Hammitzsch,
tion between dipeptides and β-CD usingK. Baumann, G. K. E. Scriba,
Ala-Phe and Ala-Tyr as model compounds.U. Holzgrabe* ........................ 2921�2930
For this purpose three different analytical
methods were employed: capillary electro-Comparison of Cyclodextrin-Dipeptide
phoresis (CE), 1H-NMR spectroscopy andInclusion Complexes in the Absence and
molecular dynamics simulations (MD).Presence of Urea by Means of Capillary

Electrophoresis, Nuclear Magnetic Reso-
nance and Molecular Modeling
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lar dynamics simulations
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aliphatic aldehydes, with aliphatic α-hy- L. Walter, M. Müller* .......... 2940�2944
droxy ketones being formed with very high
levels of conversion and high enantioselec- Asymmetric Synthesis of Aliphatic 2-
tivities. The influence of different aliphatic Hydroxy Ketones by Enzymatic Carbo-
groups on this reaction and the use of ligation of Aldehydes
cosolvents are discussed.
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enylideneamines into 3,4-Dihydro-2H-pyr-
rol-1-ium Halides

A number of new chiral 2-(α-bromoalkyl)- tively, of N-(alkenylidene)alkylamines and
Keywords: Diastereoselective cyclisation /pyrrolinium salts and 2-(α-selenoalkyl)- subsequent reduction. These cyclisations
Pyrrolin-1-ium salts / Pyrrolidines / Hetero-pyrrolidines were synthesized by the halo- were implemented in a diastereomeric
cycles / Synthetic methodscyclisation and selenocyclisation, respec- fashion for the first time.
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Enzyme-Catalyzed Kinetic Resolution of
1,3-anti-Diol Monoesters � Efficient Pre-
paration of Enantiomerically Highly En-
riched and Unsymmetrically Substituted
1,3-anti-Diols1,3-Diol monoesters obtained through a CALB. After alkaline methanolysis both

diastereoselective aldol-Tishchenko reac- enantiomers of the 1,3-anti-diols were ob-
Keywords: Aldol-Tishchenko reaction /tion were kinetically resolved through en- tained with excellent enantiomeric excess.
Enzyme catalysis / Kinetic resolution /zyme-catalyzed acylation using the lipase
Lipase / 1,3-Diols
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and reversible intramolecular process canStructure Determination of Photoproducts
be used as molecular switch. The inter-of Anthracenes with (Arylmethoxymethyl)
molecular cycloaddition leads to head-to-Sidechains
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Synthesis of Substituted 1H- and 3H-1-
Benzazepines and Rearrangement of Alkyl
1H-1-Benzazepine-2-carboxylates into Iso-
quinolines A simple and practical route to substituted rearrangement of an alkyl 1H-benzazepine-

1H-1-benzazepines and 3H-1-benzazepines 2-carboxylates to a substituted isoquinoline
Keywords: Baylis�Hillman reaction / is presented. Further, an unprecedented is described.
Nitrogen heterocycles / Rearrangement
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Design, Synthesis and Evaluation of Serine
Protease Inhibitor Analogues

New pyrazinone derivatives were designed retained and the substitution pattern was
Keywords: Pyrazinone / Serine protease based on known serine protease inhibitors. inverted. All compounds were screened for
inhibitors / Enzyme kinetics The central core of the scaffolds was serine protease inhibition.
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The synthesis of analogues of bioactiveM. Ślusarczyk, W. M. De Borggraeve*
pteridines is described using a cyclocon-S. Toppet, G. J. Hoornaert ..... 2987�2994
densation strategy starting from a diketone.

Synthesis of Methylene-Bridged Analogues
of Biologically Active Pteridine Derivatives
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amidites bearing different substituents in M. Hölscher, W. Leitner* ..... 2995�3002
the 2-position of the 1,2-dihydroquinoline
backbone were synthesised and charac- Phosphoramidite quinaphos-Type Ligands
terised. The structure of the ligands in solu- for Highly Selective Ni-Catalysed Asym-
tion and in the solid state was elucidated. metric C�C Bond Forming Reactions
Diastereomerically pure ligands were used
in highly selective Ni-catalysed asymmetric Keywords: Hydrovinylation / Cycloisom-
C�C bond forming reactions. erisation / Phosphoramidites / Asymmetric

catalysis / Ligand design
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pound having low water-solubility to give a T. Kawamura, T. Hino ........... 3003�3011
highly water-soluble derivative. The water
solubility can be regulated according to the A Quantitative Investigation of the Water-
number of hydroxy groups in the BGL. Solubilizing Properties of Branched Oligo-

glycerols
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oxazaphosphinine 2-Oxides to Aldehydes:
Diastereoselective Synthesis of α-Substi-

A synthesis of enantioenriched β-hydroxy- derived from (�)-8-aminomenthol with tuted β-Hydroxyphosphonic Acids
phosphonic acids by diastereoselective aldehydes is described.
aldol reaction of chiral phosphinines Keywords: Asymmetric synthesis / Hydro-

xyphosphonic acids / Oxazaphosphinines /
Phosphonamidates / Phosphonates / Phos-
phorus heterocycles
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Stereoselective Electrocatalytic Oxidative
Coupling of Phenylacetonitriles: Facile and
Convenient Way to trans-α,β-Dicyano-
stilbenes

Electrolysis of phenylacetonitriles in me- that results in the formation of trans-α,β-
thanol in an undivided cell in the presence dicyanostilbenes in 60�85 % yield with Keywords: Stilbenes / Electrochemistry /
of sodium halides as mediators induces a 40�70 % current efficiency. Homogeneous catalysis / Stereoselectiv-
stereoselective oxidative coupling process ity / Dimerization
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were obtained from protected 1-deoxy-1-N-(Polyhydroxyalkyl) Side Chains
iodothreitol. The prepared compounds
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Study of Radical Decarboxylation Toward
Functionalization of Naphthoquinones

Keywords: Naphthoquinones / Radical A very clean and simple radical decarboxy- carbon atom are critical to the reaction
decarboxylation / Kochi�Anderson proce- lation procedure was applied to various outcome. The Barton procedure was in-
dure / Amino acids / Radical reactions carboxylic acids in order to functionalize effective at achieving radical additions that

naphthoquinones; amino acids were in- were easily realized with the Kochi�
vestigated as Kochi�Anderson substrates. Anderson method.
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