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Abstract: Fused pyrazoline derivatives of cyclolignans have been prepared and M e O ~ O M e  
evaluated for their cytotoxic activity in P-388, A-549 and HT-29 culture cells. OMe 
They show IC5o values at laM levels. 4 
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STEREOGELECTIVE SYNTHESIS, CHEMISTRY AND ANTIVIRAL I Bioorg. Med. Chem. 1995, 3, 1223 
EVALUATION OF 1-(2,3-DIDEOXY-3-C-HYDROXYMETHYL-~-D- 
THREO-PENTOFURANOSYL)THY.NEDERIVATIVES R O ~ , ~ O  
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1-Phenylethylamlrma: Inhibitors of AcyICoA:choleslerol 
Acyltransferase AcUvity in vitro and in vivo 
Sundeep Dugar *, Robert E. Burrier, Harry R. Davis Jr. and Brian G. Salisbury, 
Schering-Plough Reseamh Institute 2015 Galloping Hill Road, Kenilworth, NJ 07033-0539 f ~  

I_ II 
"lqtle compounds of type 4 were synthesized and found to be potent ~ ' ~ N , , " , , , I ~  
inhibitors of ACAT in a microsomal ACAT assay and also 4 
exhibited potent activity in a cholesterol-fed hamster model. ~ N H C O R 

Chemical Synthesis of AIlysine ethylene acetal and Bioorg. Med. Chem. 1995, 3, 1237 
conversion "in situ" into 1-piperideine-6-carboxylic 
acid: Key intermediate of the ~-aminoadipic acid for 
13-1actam antibiotics Biosynthesis. 
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Synthesis of or-amino acid allysine ethylene acetal from 0 ~_.~  O~NHCO2H ~,Jy,,.,sh. ~ "  ~ 
3,4-dihydro-2-H-pyran and converted "in situ" into H=O. ,.,..t CO2H 
1-piperideine-6-carboxylic acid with a work-up exceedingly simple. 

ANTITUMOR AND ANTIMICROBIAL ACTIVITIES [ Bioorg. Med. Chem. 1995, 3, 1241 
OF Fe (II) / Fe (III) COMPLEXES DERIVED FROM I 

SOME HETEROCYCLIC COMPOUNDS 
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Antitumor activities of some Fe (II) / Fe (III) complexes containing 1,3-diacetyl-2H-benzimidazole-2-thione along 
with few derivatives of 1,2,4-triazol, 1,3,4-oxadiazole, i,3,4-thiadiazole as co-ligands have been carried out. 
Antibacterial and antifungal activities of disulfido-/ dichloro-bridged dinuclear Fe (III) / Fe (II) complexes 
containing similar heterocycles as a terminal ligands have also been carried out. 
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ACTIVITY AND MOLECULAR MODELLING OF A SERIES 
OF CHALCOGEN ANALOGUES OF THE 5.LIPOXYGENASE INHIBITOR DuP 654 
Lars Engman,* David Stern, H~an Frisell, Kerstin Vessman, Mats Berglund, Bengt Ek and 
Carl-Magnus Andersson.* Uppsala University, Institute of Chemistry, Department of Organic 
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Abstract: The 5 - 1 i p o x y g e n a s e  ~ i ~  
inhibiting properties of 
compounds 1 are reported. X=CH 2, S, So, To 
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PEPTIDE INHIBITORS OF TIIE ASSOCIATION OF 
PHOSPHATIDYLINOSITOL 3-KINASE WITH PDGF- 13 ~ pv.t pvd pvd pv.4 
RECEPTOR ~ ~ ~  
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The structure-activity relationships of several phosphopeptide inhibitors oM'W~ 
derived from Tyr TM of the PDGF-[3 receptor were examined. 
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Solution structure of endothelin B receptor selective [ Bioorg. Med. Chem. 1995, 3, 1 273 

antagonist RES-701-1 determined by ~H NMR spectroscopy 
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Abstract:The three dimensional structure of the endothelin B receptor - v ,.~.,..., . . . . . .  
(ET B ) selective antagonist RES-701-1 has been determined by t H NMR in deuterated dimethyl sulphoxide. The 
structural calculations were carried out with the combined use of distance geometry and simulated annealing. 
The result indicates that RES-701-1 adopts an extraordinary folding; the "tail" (Trpl0-Trpl6) passes through the 
"ring" region (Glyl-Asp9). Several critical NOEs directly support this extraordinary folding. 
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Synthesis of Key Analogs of Bleomycin A 2 that Permit a 
Systematic Evaluation of the Linker Region: Identification of H2~"~ H NH2! ~ ÷  ~ .n 
an Exceptionally Prominent Role for the L-Threonine L, N ,,N..v,,A~CONH 2 Met" X 
Substituent. Dale L Boger," Steven L Colletti, Shuji Teramoto, 
Timothy M. Ramsey and Jiacheng Zhou, Department of ~ H 3 H ~ ~ H H  H ~ ~ ~ ~  
Chemistry, The Scripps Research Institute, 10666 North Torrey H 2 i H H 
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Abstract. The synthesis and evaluation of a full series of HCr ",~-'~ 
deglycobleomycin A2 analogs containing systematic variations in the tL.~( 

linker domain is described. H 
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