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In Vitro Selection of DNA Aptamers That Bind L-Tyrosinamide Bioorg. Med. Chem. 9 (2001) 2343
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This communication describes the identification through the ped

SELEX methodology of single stranded DNA molecules able to gi?;

bind L-Tyrosinamide. Most of the selected aptamers share a pe36

common consensus sequence of 38 nucleotides with a K4 value ped5

for L-Tyrosinamide in the micromolar range. pels
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Christian Berens, Alison Thain and Renée Schroeder uc o
20—u 6 ¢ch28 minimer

Institute of Microbiology and Genetics, Vienna Biocenter Dr. Bohrgasse 9/4, A-1030 Vienna, Austria u-a
P2 §2§
§¢ /" p3
In vitro selection was employed to isolate small RNAs with high affinity to the antibiotic tetracycline. UAC O AG A/4°
A Cacouc® A
10 —¢C (N
A UCCAC u
A \ Cagc
Ay
u-A 50
cC-G
c-
P1 g-¢
G- C\G
5 \G,\
u—=60

Aptamers That Bind to the Antibiotic Moenomycin A
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Inducible Regulation of the S. cerevisiae Cell Cycle Mediated by Bioorg. Med. Chem. 9 (2001) 2565
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Uptake and Intracellular Transport of RNA Aptamers in African Bioorg. Med. Chem. 9 (2001) 2571

Trypanosomes Suggest Therapeutic “Piggy-Back” Approach

Matthias Homann and H. Ulrich Géringer
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Living trypanosome cells were used as complex targets for the in vitro selection of RNA aptamers. One of these aptamers binds to a 42 kDa
surface protein of Trypanosoma brucei and is rapidly endocytosed. Co-localisation experiments with transferrin suggest a receptor-mediated
uptake and vesicular transport of the RNAs to the lysosome. Aptamer-coupled biotin molecules are effectively transported to the lysosome
suggesting the use of RNA aptamers to target conjugated toxins to the lysosomal compartment of the parasite.
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Characterization of a DNA-Cleaving Deoxyribozyme Bioorg. Med. Chem. 9 (2001) 2589
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Quantitative aminoglycoside binding experiments for prokaryotic (B) and eukaryotic (H) A-site RNA constructs A ::A S :A
showed that there is little in the way of differential binding affinities of aminoglycosides for the two targets. = U-A
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Parallel Synthesis and Biological Activity of a New Class of High
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Application of Enzymatically Stable Dipeptides for Enhancement Bioorg. Med. Chem. 9 (2001) 2625
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The Role of Backbone Conformation in Deltorphin II Binding: A Bioorg. Med. Chem. 9 (2001) 2633
QSAR Study of New Analogues Modified in the 5-, 6-Positions of the Address Domain
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The synthesis, opioid binding affinities, and a QSAR study of a series of deltorphin peptides modified in the Val® or Val®
position are reported. A Langevin dynamics simulation approach was utilized to assess backbone conformational effects.

Tyr-p-Ala-Phe-Glu-X-Val-Gly-NH, and Tyr-p-Ala-Phe-Glu-Val-X-Gly-NH,.
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Lipase-Catalyzed Chemo- and Enantioselective Acetylation of

2-Alkyl/aryl-3-hydroxypropiophenones
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The chemo- and enantioselective capabilities of porcine pancreatic lipase (PPL) R g R R
o

in tetrahydrofuran, and Candida rugosa lipase (CRL) in diisopropyl ether have o
been investigated for the acetylation of racemic 2-alkyl/aryl-3- (+)

hydroxypropiophenones, which are important precursors in the synthesis of a) Vinyl acetate, PPL /CRL

biologically active chromanones and isoflavanones. '
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Synthesis, SAR study and biological evaluation of a new series of pyrazolo[1,5-a]pyrimidine derivatives N—
are reported.
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fluorenylamino)-2-(methylethyl)pentanenitrile and 2-(3,4-dimethoxyphenyl)-5-[(9-fluorenyl)- N-methylamino)]- : CN H
2-(methylethyl)pentanenitrile have been synthesised and studied with the aim of optimising activity and selectivity. N

The results show that MDR inhibition is scarcely sensitive to modulation of the electronic properties of the fluorene '
ring. Even if dramatic improvement was not obtained, one of the compounds (2) showed improved potency and

selectivity with respect to the leads and appears to be a better candidate for drug development. 2 Q

Several ring-substituted derivatives of previously studied MDR inhibitors 2-(3,4-dimethoxyphenyl)-5-(9- H.CO Q
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2-Alkynyl-8-aryladenines Possessing an Amide Moiety: Their

Synthesis and Structure—Activity Relationships of Effects on
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A series of quinoline-based HMG-CoA reductase inhibitors were synthesized
to evaluate which has a cyclopropyl side chain, showed the greatest potency. NK-104
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