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COVER PICTURE

The cover picture shows two copper(I) click-based
strategies for accessing multivalent neoglycoconju-
gates by the coupling of complementary func-
tionalized scaffolds and sugar derivatives. The
methodology allows the easy preparation of struc-
turally diverse homogeneous neoglycoconjugates
from which the influence of the structural param-
eters in the binding affinities toward Concanavalin
A could be evaluated. Details are discussed in the
article by F. Santoyo-Gonzalez et al. on page
2441ff.
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Synthesis of Methanes Having Four Differ-
ent Carbon Substituents Utilizing Indium-
Catalyzed Cleavage of Carbon�Pyrrolyl
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stituents, one of which is a β-pyrrolyl formed also as a three-component as-
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Nucleophilic substitution / Alkynes / the reaction of β,β�-dipyrrolylalkanes with cleophiles in an easy manner.
Heterocycles carbon nucleophiles in the presence of an
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Structurally diverse multivalent neoglyco- F. Perez-Balderas, J. Morales-Sanfrutos,
conjugates containing mannose (α-Man) F. Hernandez-Mateo, J. Isac-Garcı́a,
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click-chemistry based strategies and their
binding affinities toward Con A were Click Multivalent Homogeneous Neogly-
evaluated. coconjugates � Synthesis and Evaluation

of Their Binding Affinities
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The generalization to various nucleophiles membered-ring imino-sugar-based sphing- Highly Regioselective Oxirane Ring-Open-
of the regioselective oxirane ring-opening olipid mimics that display strong cytotox- ing of a Versatile Epoxypyrrolidine Precur-
reaction of a key epoxypyrrolidine has icity and interfere with the sphingolipid sor of New Imino-Sugar-Based Sphingoli-
paved the way for the preparation of five- metabolism in murine melanoma cells. pid Mimics
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Polycyclic Quinazolinones

Aza-Wittig reactions of iminophos- J. A. Bleda, P. M. Fresneda,* R. Orenes,
phoranes obtained from N-aryl-substituted P. Molina* ............................. 2490�2504
o-azidobenzamides with isocyanates or CS2

and subsequent CuI-catalysed heteroaryl- Preparation of Fused Tetracyclic Quinazol-
ation provided fused quinazolinones. inones by Combinations of Aza-Wittig

Methodologies and CuI-Catalysed Het-
eroarylation Processes

Keywords: Iminophosphoranes / Wittig re-
actions / Heteroarylation / Fused quinazol-
ines / Nitrogen heterocycles / Sulfur hetero-
cycles
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A Single-Step Synthesis of 4-Oxazolin-2-
ones and Their Use in the Construction of
Polycyclic Structures Bearing Quaternary
Stereocenters
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N-substituted 4-oxazolin-2-ones in high with Michael acceptors and prenyl bro-
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addition / Domino reactions
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A colored charge-transfer (CT) host systemY. Imai,* K. Kamon, T. Kinuta, T. Sato,
composed of rac-1,1�-bi-2-naphthol andN. Tajima, R. Kuroda,
2,5-substituted 1,4-benzoquinone was de-Y. Matsubara* ........................ 2519�2525
veloped. This CT host system can selec-
tively include aromatic molecules as guestsColored Supramolecular Host System
by tuning the packing of donor and ac-Using a Charge-Transfer Complex Com-
ceptor molecules. Characteristically, theposed of 1,1�-Bi-2-naphthol and 2,5-Sub-
color and diffuse reflectance spectra (DRS)stituted 1,4-Benzoquinone
of this inclusion CT complex can be tuned
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Three Baeyer�Villiger monoxygenases haveA. Rioz-Martı́nez, G. de Gonzalo,
been tested in the oxidation of a set ofD. E. Torres Pazmiño, M. W. Fraaije,
benzo-fused ketones in order to obtain theV. Gotor* ............................... 2526�2532
corresponding lactones. By employing non-
conventional reaction media, organic sol-Enzymatic Baeyer�Villiger Oxidation of
vent/aqueous buffer, higher activities canBenzo-Fused Ketones: Formation of
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were observed depending on the biocatalyst
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Stereoselective Chemoenzymatic Synthesis
of Enantiopure 1-(Heteroaryl)ethanamines The chemical preparation and enzymatic ties have been achieved, especially when
by Lipase-Catalysed Kinetic Resolutions kinetic resolution of a family of racemic 1- using Candida antarctica lipase type B as

(heteroaryl)ethanamines is presented. Ex- the biocatalyst.
Keywords: Amines / Chirality / Enzyme ca- cellent reaction rates and enantioselectivi-
talysis / Heterocycles / Kinetic resolution
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rived monodentate phosphites, containing M. Marchini, U. Piarulli,*
either a carboxylic acid or a tertiary amine, C. Gennari* ........................... 2539�2547
can be seen as a supramolecular bidentate
P-ligand self-assembled through an acid� Combinations of Acidic and Basic Mono-
base interaction. These ligands are effective dentate Binaphtholic Phosphites as Supra-
in the Rh-catalyzed enantioselective hydro- molecular Bidentate Ligands for Enantio-
genation of methyl 2-acetamidoacrylate. selective Rh-Catalyzed Hydrogenations

Keywords: Asymmetric catalysis / P li-
gands / Rhodium / Hydrogenation / Supra-
molecular chemistry
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E. Tretyakov, S. Tolstikov, A. Mareev,
A. Medvedeva, G. Romanenko, D. Stass,
A. Bogomyakov,
V. Ovcharenko* ..................... 2548�2561

Cascade reactions between 1a and MnO2 HC�CH�OMe. In MeNO2, 2-substituted New Cascade Syntheses of Nitronyl Nitro-
have been found: one-pot treatment of 1a 4,4,5,5-tetramethylimidazolidine-1,3-diols xides and a New Synthetic Approach to
in MnO2/MeOH, for example, results in gave imino nitroxides (INs), including Imino Nitroxides
formation of the nitronyl nitroxide (NN), IN�C�C�SiMe3, which was converted
Me3Si elimination, and regiospecific into IN�C�CH. Keywords: Nitrogen heterocycles / Rad-
MeOH addition to give (Z)- and (E)-NN� icals / Nitronyl nitroxides / Imino nitro-
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The synthesis of four differently substituted M. Müri, K. C. Schuermann, L. De Cola,
azo-macrocycles is reported. Their op- M. Mayor* ............................ 2562�2575
tically and/or thermally triggered isomeri-
zation reactions were investigated by UV/ Shape-Switchable Azo-Macrocycles
Vis spectroscopy and displayed very slow
thermal back-reactions due to the mechan- Keywords: Azo compounds / Macrocycles /
ical interlinking of the two azo groups Isomerization / Cross-coupling
within each compound.

Aza-Diels�Alder Reactions

Z.-B. Zhu,
L.-X. Shao,* M. Shi* ............ 2576�2580

Brønsted Acid or Solid Acid Catalyzed
Aza-Diels�Alder Reactions of Methylene-
cyclopropanes with Ethyl (Arylimino)acet-
atesTetrahydroquinolines were obtained ylenecyclopropanes with ethyl (arylimino)-

through the Brønsted acid or solid acid cat- acetates.
Keywords: Small ring systems / Nitrogenalyzed aza-Diels�Alder reactions of meth-
heterocycles / Cycloaddition
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