Volume Contents 2002

D. Giindisch, T. Kimpchen, S. Schwarz,
G. Seitz, J. Siegl and T. Wegge

M.-G. Baek and R. Roy

J. A. Spicer, S. A. Gamage, G. J. Finlay and
W. A. Denny

A. B. Shahripour, M. S. Plummer,

E. A. Lunney, H. P. Albrecht, S. J. Hays,
C. R. Kostlan, T. K. Sawyer,

N. P. C. Walker, K. D. Brady, H. J. Allen,
R. V. Talanian, W. W. Wong and

C. Humblet

J. Cui, F. Marankan, W. Fu, D. Crich,
A. Mesecar and M. E. Johnson

K. S. Feldman, S. L. Wilson, M. D. Lawlor,
C. H. Lang and W. J. Scheuchenzuber

I. Sylvain, R. Zerrouki, R. Granet,
Y. M. Huang, J.-F. Lagorce, M. Guilloton,
J.-C. Blais and P. Krausz

E. W. P. Damen, T. J. Nevalainen,
T. J. M. van den Bergh, F. M. H. de Groot
and H. W. Scheeren

N. H. Andersen, Y. Brodsky, J. W. Neidigh
and K. S. Prickett

A. J. Bojarski, M. J. Mokrosz, S. C. Minol,
A. Koziol, A. Wesolowska, E. Tatarczynska,
A. Klodzinska and E. Chojnacka-Wajcik

R. O. Schonleber, J. Bendig, V. Hagen and
B. Giese

W. Du, D. P. Curran, R. L. Bevins,
S. G. Zimmer, J. Zhang and T. G. Burke

Y. Hori, R. Nagai, N. Urabe, T. Yoshikawa
and M. Otsuka

A. Hirashima, M. Morimoto, E. Kuwano,
E. Taniguchi and M. Eto

vii

X

11

19

31

41

47

57

71

79

87

97

103

111

117

Number 1

Contents

Contributors to this Issue
Graphical Abstracts

Syntheses and Evaluation of Pyridazine and Pyrimidine Containing
Bioisosteres of (+)-Pyrido[3.4-bJhomotropane and Pyrido-[3.4-b]tropane
as Novel nAChR Ligands

Synthesis and Protein Binding Properties of T-Antigen Containing Glyco-
PAMAM Dendrimers

Synthesis and Evaluation of Unsymmetrical Bis(arylcarboxamides)
Designed as Topoisomerase-Targeted Anticancer Drugs

Structure-Based Design of Nonpeptide Inhibitors of Interleukin-1B
Converting Enzyme (ICE, Caspase-1)

An Oxyanion-Hole Selective Serine Protease Inhibitor in Complex with
Trypsin

In Vitro and In Vivo Inhibition of LPS-Induced Tumor Necrosis Factor-o
Production by Dimeric Gallotannin Analogues

Synthesis and Biological Evaluation of Thioglycosylated Porphyrins for an
Application in Photodynamic Therapy

Synthesis of Novel Paclitaxel Prodrugs Designed for Bioreductive
Activation in Hypoxic Tumour Tissue

Medium-Dependence of the Secondary Structure of Exendin-4 and
Glucagon-like-peptide-1

The Influence of Substitution at Aromatic Part of 1,2,3,4-Tetra-
hydroisoquinoline on In Vitro and In Vivo 5-HT;s/5-HT>a Receptor
Activities of Its 1-Adamantoyloaminoalkyl Derivatives

Rapid Photolytic Release of Cytidine 5'-Diphosphate from a Coumarin
Derivative: a New Tool for the Investigation of Ribonucleotide Reductases

Synthesis and Evaluation of a Novel E-ring Modified a-Hydroxy Keto
Ether Analogue of Camptothecin

Sensitization of Hyperthermic Treatment of Leukemic Cell Lines by a
Synthetic Peptide

Three-Dimensional Common-Feature Hypotheses for Octopamine Agonist
2-(Arylimino)imidazolidines



XXIV

. Bury, L. B. Christiansen, P. Jacobsen,

. Jorgensen, A. Kanstrup, L. Nerum,

ain, C. Fledelius, B. Gissel, B. S. Hansen,
Korsgaard, S. M. Thorpe and
Wassermann

P.S
A.S
S.B
N.
K.

E. Morera, G. Lucente, G. Ortar, M. Nalli,
F. Mazza, E. Gavuzzo and S. Spisani

A. Golisade, C. Herforth, L. Quirijnen, L. Maes
and A. Link

H. Peng, D.-I. Kim, J. N. Sarkaria, Y.-S. Cho,
R. T. Abraham and L. H. Zalkow

L.-W. Hsin, X. Tian, E. L. Webster, A. Coop,
T. M. Caldwell, A. E. Jacobson, G. P. Chrousos,
P. W. Gold, K. E. Habib, A. Ayala,

W. C. Eckelman, C. Contoreggi and K. C. Rice
K.-H. Son, J.-Y. Kwon, H.-W. Jeong,

H.-K. Kim, C.-J. Kim, Y.-H. Chang,

J.-D. Choi and B.-M. Kwon

R. Jain, J. Singh, J. H. Perlman and
M. C. Gershengorn

D. Burg, D. V. Filippov, R. Hermanns,
G. A. van der Marel, J. H. van Boom and
G. J. Mulder

B. Somanadhan, W.-K. Loke, M.-K. Sim and
M.-L. Go

S. J. Yoo, H. O. Kim, Y. Lim, J. Kim and
L. S. Jeong

G. H. Posner, J. Northrop, 1.-H. Paik,
K. Borstnik, P. Dolan, T. W. Kensler, S. Xie
and T. A. Shapiro

J. Sakowski, 1. Sattler and M. Schlitzer

A. L. Satz and T. C. Bruice

125

147

159

167

175

185

189

195

207

215

227

vii

241

Bioorganic & Medicinal Chemistry

Synthesis and Pharmacological Evaluation of Novel cis-3,4-Diaryl-
hydroxychromanes as High Affinity Partial Agonists for the Estrogen
Receptor

Exploring the Interest of 1,2-Dithiolane Ring System in Peptide Chemistry.
Synthesis of a Chemotactic Tripeptide and X-ray Crystal Structure of a
4-Amino-1,2-dithiolane-4-carboxylic Acid Derivative

Improving an Antitrypanosomal Lead Applying Nucleophilic Substitution
on a Safety Catch Linker

Novel Pyrrolo-quinoline Derivatives as Potent Inhibitors for PI3-Kinase
Related Kinases

CRHR; Receptor Binding and Lipophilicity of Pyrrolopyrimidines,
Potential Nonpeptide Corticotropin-Releasing Hormone Type 1 Receptor
Antagonists

5-Demethylovalicin, as a Methionine Aminopeptidase-2 Inhibitor Produced
by Chrysosporium

Synthesis and Biology of New Thyrotropin-Releasing Hormone (TRH)
Analogues

Peptidomimetic Glutathione Analogues as Novel yGT Stable GST Inhibitors

Quinuclidinone O-Alkynyloximes with Muscarinic Agonist Activity

Synthesis of Novel (2R,4R)- and (2S5,4S)-iso Dideoxynucleosides with
Exocyclic Methylene as Potential Antiviral Agents

New Chemical and Biological Aspects of Artemisinin-Derived Trioxane
Dimers

Instructions to Contributors

Number 2

Contents

Contributors to this Issue
Graphical Abstracts

Non-thiol Farnesyltransferase Inhibitors: N-(4-Acylamino-3-benzoylphenyl)-
4-nitrocinnamic Acid Amides

Recognition of Nine Base Pair Sequences in the Minor Groove of DNA at
Subpicomolar Concentrations by a Novel Microgonotropen



Bioorganic & Medicinal Chemistry

P. Martin, S. Rodier, M. Mondon,
B. Renoux, B. Pfeiffer, P. Renard, A. Pierré
and J.-P. Gesson

N. G. Oikonomakos, V. T. Skamnaki, E. Osz,
L. Szilagyi, L. Somsak, T. Docsa, B. Toth and
P. Gergely

M. T. Gatto, S. Falcocchio, E. Grippa,
G. Mazzanti, L. Battinelli, G. Nicolosi,
D. Lambusta and L. Saso

C. H. Marzabadi, R. W. Franck and
R. F. Schinazi

G. Xu, T. L. Hartman, H. Wargo, J. A. Turpin,
R. W. Buckheit, Jr. and M. Cushman

J. C. Simpson, C. Ho, E. F. Berkley Shands,
M. C. Gershengorn, G. R. Marshall and
K. D. Moeller

B. Madrigal, P. Puebla, A. Ramos, R. Pelaez,
D. Gravalos, E. Caballero and M. Medarde

M. C. Sarva, G. Romeo, F. Guerrera,
M. Siracusa, L. Salerno, F. Russo, A. Cagnotto,
M. Goegan and T. Mennini

H. M.-P. Chui, M. Meroueh, S. A. Scaringe
and C. S. Chow

G. Chiellini, N.-H. Nguyen, J. W. Apriletti,
J. D. Baxter and T. S. Scanlan

. Catelani, F. D’Andrea, E. Mastrorilli,
. Bianchi, C. Chiarabelli, M. Borgatti,
. Martello and R. Gambari

OZO

P. de Macédo, C. Marrano and J. W. Keillor

. Barbaro, L. Betti, M. Botta, F. Corelli,
. Giannaccini, L. Maccari, F. Manetti,
. Strappaghetti and S. Corsano

aax

. Annoura, K. Nakanishi, M. Uesugi,
Fukunaga, S. Imajo, A. Miyajima,
. Tamura-Horikawa and S. Tamura

<3 T

. Miki, M. Kori, A. Fujishima, H. Mabuchi,
. Tozawa, M. Nakamura, Y. Sugiyama and
. Yukimasa

T =

. Miki, M. Kori, H. Mabuchi, H. Banno,
. Tozawa, M. Nakamura, S. Itokawa,
. Sugiyama and H. Yukimasa

< 7=

253

261

269

273

283

291

303

313

325

333

347

355

361

371

385

401

XXV

Synthesis and Cytotoxic Activity of Tetracenomycin D and of Saintopin
Analogues

Kinetic and Crystallographic Studies of Glucopyranosylidene Spirothio-
hydantoin Binding to Glycogen Phosphorylase B

Antimicrobial and Anti-Lipase Activity of Quercetin and Its C2-C16 3-O-
Acyl-Esters

The Synthesis and Biological Evaluation of Novel Bridging Nucleoside
Analogues

Synthesis of Alkenyldiarylmethane (ADAM) Non-Nucleoside HIV-1
Reverse Transcriptase Inhibitors with Non-Identical Aromatic Rings

Conformationally Restricted TRH AnaloguesConstraining the Pyro-

glutamate Region

Synthesis and Cytotoxic Activities of Analogues of Thuriferic Acid

[1,2,4]Triazole Derivatives as 5-HT; Serotonin Receptor Ligands

Synthesis of a 3-Methyluridine Phosphoramidite to Investigate the Role of
Methylation in a Ribosomal RNA Hairpin

Synthesis and Biological Activity of Novel Thyroid Hormone Analo-
gues: 5'-Aryl Substituted GC-1 Derivatives

Preparation and Evaluation of the In Vitro Erythroid Differentiation Induc-
tion Properties of Some Esters of Methyl 3,4-O-Isopropylidene-B-D-galac-
topyranoside and 2,3-O-Isopropylidene-D-mannofuranose

Synthesis of Dipeptide-Bound Epoxides and o,B-Unsaturated Amides as
Potential Irreversible Transglutaminase Inhibitors

Synthesis and Biological Activity of New 1,4-Benzodioxan-arylpiperazine
Derivatives. Further Validation of a Pharmacophore Model for o;-Adre-
noceptor Antagonists

Synthesis and Biological Evaluation of New 4-Arylpiperidines and 4-Aryl-
4-piperidinols: Dual Na™ and Ca?* Channel Blockers with Reduced Affi-
nity for Dopamine D, Receptors

Syntheses of Fused Heterocyclic Compounds and Their Inhibitory Activ-
ities for Squalene Synthase

Novel 4,1-Benzoxazepine Derivatives with Potent Squalene Synthase Inhibi-
tory Activities



XXVI

V. Kren, A. FiSerova, L. Weignerova, 1. Stibor,
P. Halada, V. Pfikrylova, P. Sedmera and
M. Pospisil

M. J. Tozer, I. M. Buck, T. Cooke,
S. B. Kalindjian, M. J. Pether and K. I. M. Steel

C. Pedregal and W. Prowse

F. Picard, T. Schulz and R. W. Hartmann

P. G. Baraldi, M. G. Pavani, M. C. Nuiez,
P. Brigidi, B. Vitali, R. Gambari and
R. Romagnoli

S. R. Das, S. W. Schneller, J. Balzarini and
E. De Clercq

Y. Hashimoto

M. G. H. Vicente, B. F. Edwards, S. J. Shetty,
Y. Hou and J. E. Boggan

J. E. Wright and A. Rosowsky

. Cocco, C. Congiu, V. Onnis,
. Pellerano and A. D. Logu

= -

M.
M.

K. Li, W. Lin, K. H. Chong, B. M. Moore and
M. B. Doughty

H.-Y. Park Choo, M. Kim, S. K. Lee,
S. Woong Kim and I. Kwon Chung

P. E. Murray, V. A. McNally, S. D. Lockyer,
K. J. Williams, 1. J. Stratford, M. Jaffar and
S. Freeman

415

425

433

437

449

457

vii

xi

461

481

493

501

507

517

525

Bioorganic & Medicinal Chemistry

Clustered Ergot Alkaloids Modulate Cell-mediated Cytotoxicity

o-(Imidazol-4-yl)alkane-1-sulfonamides: A New Series of Potent Hista-
mine H; Receptor Antagonists

Stereoselective Synthesis of 2-Amino-3-fluoro Bicyclo[3.1.0]hexane-2,6-
dicarboxylic Acid

5-Phenyl Substituted 1-Methyl-2-pyridones and 4'-Substituted Biphenyl-4-
carboxylic Acids. Synthesis and Evaluation as Inhibitors of Steroid-5a-
reductase Type 1 and 2

Antimicrobial and Antitumor Activity of N-Heteroimmine-1,2,3-dithia-
zoles and Their Transformation in Triazolo-, Imidazo-, and Pyrazolopir-
imidines

A Mercapto Analogue of 5'-Noraristeromycin

Instructions to Contributors

Number 3

Contents

Contributors to this Issue
Graphical Abstracts

Structural Development of Biological Response Modifiers Based on
Thalidomide

Syntheses and Preliminary Biological Studies of Four meso-Tetra[(nido-
carboranylmethyl)phenyl]porphyrins

Synthesis and Enzymatic Activation of N-[N%-(4-Amino-4-deoxypteroyl)-
N’-hemiphthaloyl-L-ornithiny]-L-phenylalanine, a Candidate for Antibody-
Directed Enzyme Prodrug Therapy (ADEPT)

Synthesis and Antimycobacterial Activity of New S-alkylisothiosemi-
carbazone Derivatives

Template-Competitive Inhibitors of HIV-1 Reverse Transcriptase: Design,
Synthesis and Inhibitory Activity

Solid-Phase Combinatorial Synthesis and Cytotoxicity of 3-Aryl-2,4-
quinazolindiones

Synthesis and Enzymatic Evaluation of Pyridinium-Substituted Uracil
Derivatives as Novel Inhibitors of Thymidine Phosphorylase



Bioorganic & Medicinal Chemistry

A.-M. Chollet, T. Le Diguarher,

N. Kucharczyk, A. Loynel, M. Bertrand,
G. Tucker, N. Guilbaud, M. Burbridge,
P. Pastoureau, A. Fradin, M. Sabatini,
J.-L. Fauchére and P. Casara

J. S. Griffiths, N. J. Wymer, E. Njolito,
S. Niranjanakumari, C. A. Fierke and
E. J. Toone

E. Chapman and C.-H. Wong

D. G. Rando, D. N. Sato, L. Siqueira,
A. Malvezzi, C. Q. F. Leite, A. T. do_Amaral,
E. I. Ferreira and L. C. Tavares

L.-Q. Wang, B.-S. Min, Y. Li, N. Nakamura,
G.-W. Qin, C.-J. Li and M. Hattori

L.-W. Wang, J.-J. Kang, 1.-J. Chen,
C.-M. Teng and C.-N. Lin

S. Manabe, K. Sakamoto, Y. Nakahara,
M. Sisido, T. Hohsaka and Y. Ito

P. Wongsinkongman, A. Brossi, H.-K. Wang,
K. F. Bastow and K.-H. Lee

I. O. Edafiogho, O. A. Phillips,
M. Abdel-Hamid, A. A. M. Ali, W. C. Matowe,
A. El-Hashim and S. B. Kombian

B. L. Finkelstein, E. A. Benner,

M. C. Hendrixson, K. T. Kranis, J. J. Rauh,
M. R. Sethuraman and S. F. McCann

M. Schlitzer, M. Bohm and 1. Sattler

S. Kotha and R. J. Stoodley

K. D. McReynolds, A. Bhat, J. C. Conboy,
S. S. Saavedra and J. Gervay-Hague

J. Wrobel, D. Green, J. Jetter, W. Kao,

J. Rogers, M. C. Pérez, J. Hardenburg,

D. C. Deecher, F. J. Lopez, B. J. Arey and
E. S. Shen

H. P. Ng, B. O. Buckman, K. A. Eagen,

W. J. Guilford, M. J. Kochanny, R. Mohan,
K. J. Shaw, S. C. Wu, D. Lentz, A. Liang,
L. Trinh, E. Ho, D. Smith, B. Subramanyam,
R. Vergona, J. Walters, K. A. White,

M. E. Sullivan, M. M. Morrissey and

G. B. Phillips

Y. Li, S. Hatfield, J. Li, M. McMills, Y. Zhao
and X. Chen

531

545

551

557

561

567

573

583

593

599

615

621

625

639

657

667

XXVII

Solid-phase Synthesis of a-substituted 3-Bisarylthio N-Hydroxy Propion-
amides as Specific MMP Inhibitors

Cloning, Isolation and Characterization of the Thermotoga Maritima
KDPG Aldolase

A pH Sensitive Colorometric Assay for the High-Throughput Screening of
Enzyme Inhibitors and SubstratesA Case Study Using Kinases

Potential Tuberculostatic Agents. Topliss Application on Benzoic Acid
[(5-Nitro-thiophen-2-yl)-methylene]-hydrazide Series

Annonaceous Acetogenins from the Leaves of Annona Montana

Antihypertensive and Vasorelaxing Activities of Synthetic Xanthone
Derivatives

Preparation of Glycosylated Amino Acid Derivatives for Glycoprotein
Synthesis by In Vitro Translation System

Antitumor Agents. Part 209: Pheophorbide-a Derivatives as Photo-
Independent Cytotoxic Agents

Ultraviolet Spectroscopy of Anticonvulsant Enaminones

Tricyclic Cyanoguanidines: Synthesis, Site of Action and Insecticidal
Activity of a Novel Class of Reversible Acetylcholinesterase Inhibitors

Non-Thiol Farnesyltransferase Inhibitors: Structure—Activity Relationships
of Benzophenone-Based Bisubstrate Analogue Farnesyltransferase Inhibitors

Enantioselective Synthesis of ( + )-4-Demethoxy-1,4-Dimethyldaunomycinone

Non-Natural Glycosphingolipids and Structurally Simpler Analogues Bind
HIV-1 Recombinant Gp120

Synthesis of (bis)Sulfonic Acid, (bis)Benzamides as Follicle-Stimulating
Hormone (FSH) Antagonists

Design, Synthesis, and Biological Activity of Novel Factor Xa Inhibitors:
4-Aryloxy Substituents of 2,6-Diphenoxypyridines

Seryl-Histidine as an Alternative DNA Nicking Agent in Nick Translation
Yields Superior DNA Probes and Hybridizations



XXVIII

H. Mizuta, S. Watanabe, Y. Sakurai,
K. Nishiyama, T. Furuta, Y. Kobayashi and
M. Iwamura

Y.-L. Lin, C.-S. Wu, S.-W. Lin, J.-L. Huang,
Y.-S. Sun and D.-Y. Yang

V. A. Kuksa, V. A. Pavlov and P. K. T. Lin

C. Nakamura, N. Kawasaki, H. Miyataka,
E. Jayachandran, I. H. Kim, K. L. Kirk,
T. Taguchi, Y. Takeuchi, H. Hori and T. Satoh

H. Matsuda, K. Ninomiya, H. Shimoda and
M. Yoshikawa

A. Okamoto, K. Tanabe, C. Dohno and I. Saito

J.-C. Liang, J.-L. Yeh, C.-S. Wang, S.-F. Liou,
C.-H. Tsai and 1.-J. Chen

S. M. Condon, S. Darnbrough, C. J. Burns,
M. A. Bobko, 1. Morize, J. Uhl, N. U. Jariwala,
K. Burke and R. F. Labaudiniere

A. Bastida, A. Fernandez-Mayoralas and
E. Garcia-Junceda

P. Fossa, L. Mosti, G. Menozzi, C. Marzano,
F. Baccichetti and F. Bordin

N. Levoin, F. Chrétien, F. Lapicque and
Y. Chapleur

F. Roussel, N. Moitessier, M. Hilly, F. Chrétien,
J.-P. Mauger and Y. Chapleur

A. Golisade, J. Wiesner, C. Herforth, H. Jomaa
and A. Link

A. Cappelli, M. Anzini, S. Vomero, L. Mennuni,
F. Makovec, E. Doucet, M. Hamon,

M. C. Menziani, P. G. De Benedetti, G. Giorgi,
C. Ghelardini and S. Collina

D. Cairns, E. Michalitsi, T. C. Jenkins and
S. P. Mackay

E. Mendes, T. Furtado, J. Neres, J. Iley,
T. Jarvinen, J. Rautio and R. Moreira

N. Jagerovic, C. Cano, J. Elguero, P. Goya,
L. F. Callado, J. J. Meana, R. Giron, R. Abalo,
D. Ruiz, C. Goicoechea and M. 1. Martin

675

685

691

699

707

713

719

731

737

743

753

759

769

779

803

809

817

Bioorganic & Medicinal Chemistry

Design, Synthesis, Photochemical Properties and Cytotoxic Activities of
Water-Soluble Caged L-Leucyl-L-leucine Methyl Esters that Control
Apoptosis of Immune Cells

SAR Studies of 3-Cyclopropanecarbonyloxy-2-cyclohexen-1-one as Inhibitors
of 4-Hydroxyphenylpyruvate Dioxygenase

Novel Oxa-Spermine Homologues: Synthesis and Cytotoxic Properties

Synthesis and Biological Activities of Fluorinated Chalcone Derivatives

Hepatoprotective Principles from the Flowers of Tilia argentea (Linden):
Structure Requirements of Tiliroside and Mechanisms of Action

Modulation of Remote DNA Oxidation by Hybridization with Peptide
Nucleic Acids (PNA)

The New Generation Dihydropyridine Type Calcium Blockers, Bearing
4-Phenyl Oxypropanolamine, Display o-/B-Adrenoceptor Antagonist and
Long-Acting Antihypertensive Activities

Analogues of Human Parathyroid Hormone (1-31)NH,: Further Evaluation
of the Effect of Conformational Constraint on Biological Activity

C-Terminal Truncation of o 1,6-Fucosyltransferase from Rhizobium sp.
does not Annul the Transferase Activity of the Enzyme

Novel Angular Furo and Thieno-quinolinones: Synthesis and Preliminary
Photobiological Studies

Synthesis and Biological Testing of Acyl-CoA—Ketoprofen Conjugates as
Selective Irreversible Inhibitors of COX-2

D-myo-Inositol-1,4,5-trisphosphate and Adenophostin Mimics: Importance
of the Spatial Orientation of a Phosphate Group on the Biological Activity

Anti-Malarial Activity of N°Substituted Adenosine Derivatives. Part I

Novel Potent 5-HT3 Receptor Ligands Based on the Pyrrolidone Structure:
Synthesis, Biological Evaluation, and Computational Rationalization of the
Ligand—Receptor Interaction Modalities

Molecular Modelling and Cytotoxicity of Substituted Anthraquinones as
Inhibitors of Human Telomerase

Synthesis, Stability and In Vitro Dermal Evaluation of Aminocarbonyloxy-
methyl Esters as Prodrugs of Carboxylic Acid Agents

Long-Acting Fentanyl Analogues: Synthesis and Pharmacology of N-
(1-Phenylpyrazolyl)- N-(1-phenylalkyl-4-piperidyl)propanamides

Instructions to Contributors



Bioorganic & Medicinal Chemistry

B. N. Cook and C. R. Bertozzi
C. J. Leumann
M. Matsushita and K. D. Janda

N. Agarwal, P. Srivastava,
S. K. Raghuwanshi, D. N. Upadhyay,
S. Sinha, P. K. Shukla and V. J. Ram

M. A. Jardine, H. S. C. Spies,
C. M. Nkambule, D. W. Gammon and
D. J. Steenkamp

V. Rajappan, S. W. Schneller, S. L. Williams
and E. R. Kern

A. Shrivastav, N. K. Singh and S. M. Singh

V. S. Murthy and V. M. Kulkarni

L. Zhang, Y. Zhang, X. Li and L. Zhang

M. Lee and D. H. Kim

K. Pathak, V. Pathak, W. J. Suling,
. S. Gurcha, C. B. Morehouse,
G. S. Besra, J. A. Maddry and
R. C. Reynolds

J. P. Burkhart, P. M. Weintraub,

C. A. Gates, R. J. Resvick, R. J. Vaz,

D. Friedrich, M. R. Angelastro, P. Bey and
N. P. Peet

L.-A. Tziveleka, A. P. Kourounakis,
P. N. Kourounakis, V. Roussis and
C. Vagias

S. Mavel, J.-L. Renou, C. Galtier,
H. Allouchi, R. Snoeck, G. Andrei,
E. De Clercq, J. Balzarini and A. Gueiffier

A. K. Prasad, Himanshu, A. Bhattacharya,
C. E. Olsen and V. S. Parmar

vil

829

841

855

869

875

883

887

897

907

913

923

929

935

941

947

XXIX

Number 4

Contents

Contributors to this Issue

Graphical Abstracts

Chemical Approaches to the Investigation of Cellular Systems

DNA Analogues: From Supramolecular Principles to Biological Properties
Histidine Kinases as Targets for New Antimicrobial Agents

Chloropyrimidines as a New Class of Antimicrobial Agents

Synthesis of Mycothiol, 1D-1-O-(2-[N-Acetyl-L-cysteinyllamino-2-deoxy-
a-D-glucopyranosyl)-myo-inositol, Principal Low Molecular Mass Thiol in
the Actinomycetes

The Enantiomers of Carbocyclic 5-Norguanosine: Activity Towards
Epstein—Barr Virus

Synthesis, Characterization and Antitumor Studies of Mn(II), Fe(III),
Co(II), Ni(IT), Cu(II) and Zn(IT) Complexes of N-Salicyloyl-N'-o-hydroxy-
thiobenzhydrazide

Molecular Modeling of Protein Tyrosine Phosphatase 1B (PTP 1B) Inhibitors

Study on the Synthesis and PKA-I Binding Activities of 5-Alkynyl Tubercidin
Analogues

Syntheses and Kinetic Evaluation of Racemic and Optically Active 2-Benzyl-
2-methyl-3,4-epoxybutanoic Acids as Irreversible Inactivators for Carboxy-
peptidase A

Studies on n-Octyl-5-(a-D-arabinofuranosyl)-B-D-galactofuranosides for
Mycobacterial Glycosyltransferase Activity

Novel Steroidal Vinyl Fluorides as Inhibitors of Steroid C;79) Lyase

Antioxidant Potential of Natural and Synthesised Polyprenylated Hydro-
quinones

Influence of 2-Substituent on the Activity of Imidazo[1,2-a] Pyridine
Derivatives Against Human Cytomegalovirus

Novel Lipase-Catalysed Highly Selective Acetylation Studies on D-Arabino-
and D-Threo-polyhydroxyalkyltriazoles



XXX

T. Toya, K. Yamaguchi and Y. Endo

Himanshu, R. Tyagi, C. E. Olsen,
W. Errington, V. S. Parmar and
A. K. Prasad

T. Ohta, M. Nagahashi, S. Hosoi and
S. Tsukamoto

T. Maruyama, M. Asada, T. Shiraishi,
H. Egashira, H. Yoshida, T. Maruyama,
S. Ohuchida, H. Nakai, K. Kondo and
M. Toda

T. Maruyama, M. Asada, T. Shiraishi,
A. Ishida, H. Yoshida, T. Maruyama,

S. Ohuchida, H. Nakai, K. Kondo and
M. Toda

A. Montero, P. Goya, N. Jagerovic,
L. F. Callado, J. J. Meana, R. Giron,
C. Goicoechea and M2, I. Martin

R. Galeazzi, C. Marucchini, M. Orena and
C. Zadra

M. Dzieduszycka, S. Martelli,
M. Arciemiuk, M. M. Bontemps-Gracz,
A. Kupiec and E. Borowski

J. D. Hirst, T. J. McNeany, T. Howe and
L. Whitehead

J. Guillon, P. Dallemagne, J.-M. Léger,
J. Sopkova, P. R. Bovy, C. Jarry and
S. Rault

M. Kawase, A. Shah, H. Gaveriya,
N. Motohashi, H. Sakagami, A. Varga
and J. Molnar

Y.-Y. Wang, K.-H. Khoo, S.-T. Chen,
C.-C. Lin, C.-H. Wong and C.-H. Lin

T. Suzuki, M. Yamada, T. Nakamura,
H. Ide, K. Kanaori, K. Tajima, T. Morii
and K. Makino

E. Nomura, A. Hosoda, H. Morishita,
A. Murakami, K. Koshimizu, H. Ohigashi
and H. Taniguchi

G. Bruno, L. Costantino, C. Curinga,
R. Maccari, F. Monforte, F. Nicolo,
R. Ottana and M. G. Vigorita

N. Pizarro, R. de la Torre, M. Farré,
J. Segura, A. Llebaria and J. Joglar

953

963

969

975

989

1009

1019

1025

1037

1043

1051

1057

1063

1069

1077

1085

Bioorganic & Medicinal Chemistry

Cyclic Dibenzoylhydrazines Reproducing the Conformation of Ecdysone
Agonists, RH-5849

Synthesis and Antiviral Activity Evaluation of Novel 2-Phenyl-4-(D-arabino-
4'-cycloaminobutyl)triazoles: Acyclonucleosides Containing Unnatural Bases

Dihydroxybergamottin Caproate as a Potent and Stable CYP3A4 Inhibitor

Design and Synthesis of a Selective EP4-Receptor Agonist. Part 1: Discovery
of 3,7-DithiaPGE, Derivatives and Identification of Their ® Chains

Design and Synthesis of a Selective EP4-Receptor Agonist. Part 2: 3,7-
DithiaPGE, Derivatives with High Selectivity

Guanidinium and Aminoimidazolinium Derivatives of N-(4-Piperidyl)-
propanamides as Potential Ligands for u Opioid and I-imidazoline
Receptors: Synthesis and Pharmacological Screening

Molecular Structure and Stereoelectronic Properties of Herbicide Sulphonyl-
ureas

Effect of Modification of 6-[(Aminoalkyl)amino]-7 H-benzo[e]-perimidin-
7-ones on Their Cytotoxic Activity Toward Sensitive and Multidrug
Resistant Tumor Cell Lines. Synthesis and Biological Evaluation

Application of Non-Parametric Regression to Quantitative Structure—
Activity Relationships

Synthesis of a Novel Class of Non-Peptide NK-2 Receptor Ligand,
Derived from 1-Phenyl-3-pyrrol-1-ylindan-2-carboxamides

3,5-Dibenzoyl-1,4-dihydropyridines: Synthesis and MDR Reversal in
Tumor Cells

Studies on the Immuno-Modulating and Antitumor Activities of Ganoderma
lucidum (Reishi) Polysaccharides: Functional and Proteomic Analyses of a
Fucose-Containing Glycoprotein Fraction Responsible for the Activities

Formation of a Fairly Stable Diazoate Intermediate of 5-Methyl-2'-deoxy-
cytidine by HNO, and NO, and Its Implication to a Novel Mutation
Mechanism in CpG Site

Synthesis of Novel Polyphenols Consisted of Ferulic and Gallic Acids, and
Their Inhibitory Effects on Phorbol Ester-Induced Epstein—Barr Virus
Activation and Superoxide Generation

Synthesis and Aldose Reductase Inhibitory Activity of 5-Arylidene-2,4-
thiazolidinediones

Synthesis and Capillary Electrophoretic Analysis of Enantiomerically
Enriched Reference Standards of MDMA and its Main Metabolites



Bioorganic & Medicinal Chemistry

K. Tani, A. Naganawa, A. Ishida, K. Sagawa,
H. Harada, M. Ogawa, T. Maruyama,

S. Ohuchida, H. Nakai, K. Kondo and

M. Toda

K. Tani, A. Naganawa, A. Ishida,

H. Egashira, K. Sagawa, H. Harada,
M. Ogawa, T. Maruyama, S. Ohuchida,
H. Nakai, K. Kondo and M. Toda

S. A. Hutchinson, S. P. Baker and

P. J. Scammells

J. N. Tabudravu, V. G. H. Eijsink,

G. W. Gooday, M. Jaspars, D. Komander,
M. Legg, B. Synstad and

D. M. F. van Aalten

A. K. Bhattacharya, F. Stolz, J. Kurzeck,
W. Riiger and R. R. Schmidt

K.-W. Lee, Y. H. Choi, Y. H. Joo,
J. K. Kim, S. S. Shin, Y. J. Byun,
Y. Kim and S. Chung

R. Plate, C. G. J. M. Jans, M. J. M. Plaum
and T. de Boer

S. K. Pranav Kumar and V. M. Kulkarni

J. Lee, J. Lee, M.-S. Kang, K.-P. Kim,
S.-J. Chung, P. M. Blumberg, J.-B. Yi and
Y. H. Park

P. V. Khadikar, A. Phadnis and
A. Shrivastava

A. Hosoda, Y. Ozaki, A. Kashiwada,
M. Mutoh, K. Wakabayashi, K. Mizuno,
E. Nomura and H. Taniguchi

M. Appell, W. J. Dunn III, M. E. A. Reith,
L. Miller and J. L. Flippen-Anderson

1093

1107

1115

1123

1129

1137

1143

1153

1171

1181

1189

vii

xi

1197

XXXI

Development of a Highly Selective EP2-Receptor Agonist. Part 1: Identi-
fication of 16-hydroxy-17,17-trimethylene PGE, Derivatives

Development of a Highly Selective EP2-receptor Agonist. Part 2: Identi-
fication of 16-Hydroxy-17,17-trimethylene 9p-chloro PGF Derivatives

New 2,N°-Disubstituted Adenosines: Potent and Selective A; Adenosine
Receptor Agonists

Psammaplin A, a Chitinase Inhibitor Isolated from the Fijian Marine
Sponge Aplysinella Rhax

SAR Directed Design and Synthesis of Novel B(1-4)-Glucosyltransferase
Inhibitors and Their In Vitro Inhibition Studies

A Facile One-Pot Synthesis of 4,5-Diaryl-2,2-dimethyl-3(2H)-furanones

Synthesis and In Vitro Muscarinic Activities of a Series of 1,3-Diazacyclo-
alkyl Carboxaldehyde Oxime Derivatives

Insights into the Selective Inhibition of Candida albicans Secreted Aspartyl
Protease: A Docking Analysis Study

Phenolic Modification as an Approach to Improve the Pharmacology of
the 3-Acyloxy-2-benzylpropyl Homovanillic Amides and Thioureas, a
Promising Class of Vanilloid Receptor Agonists and Analgesics

QSAR Study on Toxicity to Aqueous Organisms Using the PI Index

Syntheses of Ferulic Acid Derivatives and Their Suppressive Effects on
Cyclooxygenase-2 Promoter Activity

Instructions to Contributors

Number 5

Contents

Contributors to this Issue
Graphical Abstracts

An Analysis of the Binding of Cocaine Analogues to the Monoamine
Transporters Using Tensor Decomposition 3-D QSAR



XXXII

Y. Mu, L. M. Eubanks, C. D. Poulter and
R. A. Gibbs

C. G. Whiteley

D. Phillips, J. Sonnenberg, A. C. Arai,
R. Vaswani, P. O. Krutzik, T. Kleisli,
M. Kessler, R. Granger, G. Lynch and
A. R. Chamberlin

G. T. Kim, M. Wenz, J. 1. Park,
J. Hasserodt and K. D. Janda

Y. Song, A. Goel, V. Basrur,

P. E. A. Roberts, J. A. Mikovits,

J. K. Inman, J. A. Turpin, W. G. Rice
and E. Appella

V. J. Ram, A. Goel, S. Sarkhel and
P. R. Maulik

N. Zhang and J. E. Casida

D. Giardina, M. Crucianelli, P. Angeli,
M. Buccioni, U. Gulini, G. Marucci,
G. Sagratini and C. Melchiorre

Z. Wimmer, D. Saman, J. Kuldova, I. Hrdy
and B. Bennettova

N. G. Oikonomakos, S. E. Zographos,
V. T. Skamnaki and G. Archontis

G. H. Hakimelahi, G. S. Gassanov,
M.-H. Hsu, J. R. Hwu and S. Hakimelahi

C. F. Yang, P. J. Jackson, Z. Xi and
I. H. Goldberg

S. Y. Ablordeppey, P. Fan, S. Li,

A. M. Clark and C. D. Hufford

Y. Yoneda, T. Mimura, K. Kawagoe,
T. Yasukouchi, T. Tatematu, M. Ito,
M. Saito, M. Sugimura, F. Kito and

S. Kawajiri

V. K. Agrawal, R. Sharma and P. V. Khadikar

K. H. Kim

K. Hashimoto, T. Matsumoto, K. Nakamura,
S. Ohwada, T. Ohuchi, M. Horikawa,
K. Konno and H. Shirahama

E. S. Mull, V. J. Sattigeri, A. L. Rodriguez
and J. A. Katzenellenbogen

1207

1221

1229

1249

1263

1275

1281

1291

1305

1313

1321

1329

1337

1347

1361

1367

1373

1381

Bioorganic & Medicinal Chemistry

Coupling of Isoprenoid Triflates with Organoboron Nucleophiles: Synthesis
and Biological Evaluation of Geranylgeranyl Diphosphate Analogues

Acetamidoquinone and Acetamidohydroxy Derivatives as Inhibitors for
Both Dihydroxyacetamido Epoxidase and Dehydrogenase

5’-Alkyl-benzothiadiazides: A New Subgroup of AMPA Receptor
Modulators with Improved Affinity

Polyene Substrates with Unusual Methylation Patterns to Probe the Active
Sites of Three Catalytic Antibodies

Synthesis and Biological Properties of Amino Acid Amide Ligand-Based
Pyridinioalkanoyl Thioesters as Anti-HIV Agents

A Convenient Synthesis and Hepatoprotective Activity of Imidazo
[1,2-c]pyrimido[5,4-¢]pyrimidine, Tetraazaacenaphthene and Tetra-
azaphenalene from Cyclic Ketene Aminals Through Tandem Addition-
Cyclization Reactions

Novel Irreversible Butyrylcholinesterase Inhibitors: 2-Chloro-1-(substituted-
phenyl)ethylphosphonic Acids

Structure—Activity Relationships Among Novel Phenoxybenzamine-Related
B-Chloroethylamines

Fatty Acid Esters of Juvenoid Alcohols as Insect Hormonogen Agents
(Juvenogens)

The 1.76 A Resolution Crystal Structure of Glycogen Phosphorylase B
Complexed with Glucose, and CP320626, a Potential Antidiabetic Drug

A Novel Approach Towards Studying Non-Genotoxic Enediynes as
Potential Anticancer Therapeutics

Recognition of Bulged DNA by a Neocarzinostatin Product via an
Induced Fit Mechanism

Substituted Indoloquinolines as New Antifungal Agents

Discovery of Diaminobutane Derivatives as Ca’*-Permeable AMPA
Receptor Antagonists

QSAR Studies on Antimalarial Substituted Phenyl Analogues and Their
N*-Oxides

3-D-QSAR Analysis of N-(3-Acyloxy-2-benzylpropyl)-N'-dihydroxytetra-
hydrobenzazepine and Tetrahydroisoquinoline and N-(3-Acyloxy-2-benzyl-
propyl)-N'-(4-hydroxy-3-methoxybenzyl) Thioureas Analogues as Potent
Vanilloid Receptor Ligands

Molecular Orbital Calculation for the Model Compounds of Kainoid
Amino Acids, Agonists of Excitatory Amino Acid Receptors. Does the
Kainoid C4-Substituent Directly Interact with the Receptors?

Aryl Cyclopentadienyl Tricarbonyl Rhenium Complexes: Novel Ligands
for the Estrogen Receptor with Potential Use as Estrogen Radio-
pharmaceuticals



Bioorganic & Medicinal Chemistry

H. Marusawa, H. Setoi, A. Sawada, A. Kuroda, 1399

J. Seki, Y. Motoyama and H. Tanaka

H. Tamamura, A. Omagari, K. Hiramatsu,
S. Oishi, H. Habashita, T. Kanamoto,

K. Gotoh, N. Yamamoto, H. Nakashima,
A. Otaka and N. Fujii

G. Rastelli, L. Costantino, M. C. Gamberini,
A. Del Corso, U. Mura, J. M. Petrash,
A. M. Ferrari and S. Pacchioni

G. Rastelli, A. M. Ferrari, L. Costantino and
M. C. Gamberini

S. Martel, J.-L. Clément, A. Muller,
M. Culcasi and S. Pietri

A. Cipollone, M. Berettoni, M. Bigioni,

M. Binaschi, C. Cermele, E. Monteagudo,

L. Olivieri, D. Palomba, F. Animati, C. Goso
and C. A. Maggi

R. V. Muralidhar, R. R. Chirumamilla,
V. N. Ramachandran, R. Marchant and
P. Nigam

N. J. de Mol, M. B. Gillies and
M. J. E. Fischer

M. T. Makhija and V. M. Kulkarni

H. R. Moon, H. O. Kim, S. K. Lee,
W. J. Choi, M. W. Chun and L. S. Jeong
F. Hirayama, H. Koshio, N. Katayama,

H. Kurihara, Y. Taniuchi, K. Sato,
N. Hisamichi, Y. Sakai-Moritani,

T. Kawasaki, Y. Matsumoto and I. Yanagisawa

C. Dardonville, 1. Rozas, L. F. Callado and
J. J. Meana

H. Yamamoto, Y. Eikyu, S. Okuda,
K. Kawabata, H. Takasugi, H. Tanaka,
S. Matsumoto, Y. Matsumoto and S. Tawara

M. Yoshikawa, T. Morikawa, H. Matsuda,
G. Tanabe and O. Muraoka

T. Ishioka, A. Kubo, Y. Koiso, K. Nagasawa,
A. Itai and Y. Hashimoto

A. Dahlgren, J. Branalt, I. Kvarnstrom,
L. Nilsson, D. Musil and B. Samuelsson

A. Brathe, G. Andresen, L.-L. Gundersen,
K. E. Malterud and F. Rise

1417

1427

1437

1451

1459

1471

1477

1483

1499

1509

1525

1535

1547

1555

1567

1581

XXXIII

Synthesis and Biological Activity of 1-Phenylsulfonyl-4-Phenylsulfonyl-
aminopyrrolidine Derivatives as Thromboxane A, Receptor Antagonists

Certification of the Critical Importance of L-3-(2-Naphthyl)alanine at
Position 3 of a Specific CXCR4 Inhibitor, T140, Leads to an Exploratory
Performance of Its Downsizing Study

Binding of 1-Benzopyran-4-one Derivatives to Aldose Reductase: A Free
Energy Perturbation Study

Discovery of New Inhibitors of Aldose Reductase from Molecular Docking
and Database Screening

Synthesis and 3'P NMR Characterization of New Low Toxic Highly
Sensitive pH Probes Designed for In Vivo Acidic pH Studies

Novel Anthracycline Oligosaccharides: Influence of Chemical Modifications
of the Carbohydrate Moiety on Biological Activity

Resolution of (RS)-Proglumide Using Lipase from Candida cylindraceae

Experimental and Calculated Shift in pK, upon Binding of Phospho-
tyrosine Peptide to the SH2 Domain of p56'sk

QSAR of HIV-1 Integrase Inhibitors by Genetic Function Approximation
Method

Synthesis and Biological Evaluation of Novel Thioapio Dideoxynucleosides

The Discovery of YM-60828: A Potent, Selective and Orally-Bioavailable
Factor Xa Inhibitor

I,-Imidazoline Binding Site Affinity of a Structurally Different Type of
Ligands

Orally Active Cephalosporins. Part 4: Synthesis, Structure—Activity
Relationships and Oral Absorption of Novel 3-(4-Pyrazolylmethylthio)
cephalosporins with Various C-7 Side Chains

Absolute Stereostructure of Potent a-Glucosidase Inhibitor, Salacinol, with
Unique Thiosugar Sulfonium Sulfate Inner Salt Structure from Salacia
reticulata

Novel Non-Steroidal/Non-Anilide Type Androgen Antagonists with an
Isoxazolone Moiety

Synthesis of Potential Thrombin Inhibitors. Incorporation of Tartaric
Acid Templates as P2 Proline Mimetics

Antioxidant Activity of Synthetic Cytokinin Analogues: 6-Alkynyl- and
6-Alkenylpurines as Novel 15-Lipoxygenase Inhibitors



XXXIV

C. Hetényi, T. Kortvélyesi and B. Penke

H. Sato, H. Sakoh, T. Hashihayata,

H. Imamura, N. Ohtake, A. Shimizu,

Y. Sugimoto, S. Sakuraba, R. Bamba-Nagano,
K. Yamada, T. Hashizumeand H. Morishima

P. G. Baraldi, R. Romagnoli, M. G. Pavani,
M. del Carmen Nunez, J. P. Bingham and
J. A. Hartley

K. Terashima, Y. Takaya and M. Niwa

S. Mignani, G. A. Bohme, G. Birraux,

A. Boireau, P. Jimonet, D. Damour,

A. Genevois-Borella, M.-W. Debono, J. Pratt,
M. Vuilhorgne, F. Wahl and J.-M. Stutzmann

L. Cipolla, M. Rescigno, A. Leone, F. Peri,
B. La Ferla and F. Nicotra

V. Weber, P. Coudert, C. Rubat, E. Duroux,
D. Vallée-Goyet, D. Gardette, M. Bria,

E. Albuisson, F. Leal, J.-C. Gramain,

J. Couquelet and M. Madesclaire

S. Wittmann, M. Schnabelrauch,
I. Scherlitz-Hofmann, U. Méllmann,
D. Ankel-Fuchs and L. Heinisch

A. Moll, H. Hiibner, P. Gmeiner and
R. Troschiitz

R. Fringuelli, D. Pietrella, F. Schiaffella,
A. Guarraci, S. Perito, F. Bistoni and
A. Vecchiarelli

N. P. Sahu, C. Pal, N. B. Mandal,
S. Banerjee, M. Raha, A. P. Kundu,
A. Basu, M. Ghosh, K. Roy and

S. Bandyopadhyay

1587

1595

1611

1619

1627

1639

vii

xi

1647

1659

1671

1681

1687

Bioorganic & Medicinal Chemistry

Mapping of Possible Binding Sequences of Two Beta-Sheet Breaker Peptides
on Beta Amyloid Peptide of Alzheimer’s Disease

Structure—Activity Relationships of 1B-Methyl-2-(5-phenylpyrrolidin-3-
ylthio)carbapenems

Benzoyl and Cinnamoyl Nitrogen Mustard Derivatives of Benzoheterocyclic
Analogues of the Tallimustine: Synthesis and Antitumour Activity

Powerful Antioxidative Agents Based on Garcinoic Acid from Garcinia
Kola

9-Carboxymethyl-5H,10H-imidazo[1,2-a]indeno[1,2-e]pyrazin-4-one-
2-carbocylic Acid (RPR117824): Selective Anticonvulsive and Neuropro-
tective AMPA Antagonist

Novel Tn Antigen-Containing Neoglycopeptides: Synthesis and Evaluation
as Anti Tumor Vaccines

Instructions to Contributors

Number 6

Contents

Contributors to this Issue

Graphical Abstracts

Novel 4,5-Diaryl-3-hydroxy-2(5H)-furanones as Anti-Oxidants and Anti-
Inflammatory Agents

New Synthetic Siderophores and Their B-Lactam Conjugates Based on
Diamino Acids and Dipeptides

Phenylpiperazinylmethylindolecarboxylates and Derivatives as Selective
Dy-Ligands

Anti-Candida albicans Properties of Novel Benzoxazine Analogues

Synthesis of a Novel Quinoline Derivative, 2-(2-Methylquinolin-4-ylamino)-
N-phenylacetamide—A Potential Antileishmanial Agent



Bioorganic & Medicinal Chemistry

R. Pathak, A. K. Shaw, A. P. Bhaduri,
K. V. G. Chandrasekhar, A. Srivastava,
K. K. Srivastava, V. Chaturvedi,

R. Srivastava, B. S. Srivastava, S. Arora
and S. Sinha

T. Kurahashi, A. Miyazaki, Y. Murakami,
S. Suwan, T. Franz, M. Isobe, N. Tani and
H. Kai

A. Straub, J. Benet-Buckholz, R. Frode,
A. Kern, C. Kohlsdorfer, P. Schmitt,
T. Schwarz, H.-M. Siefert and J.-P. Stasch

S. Vendeville, F. Goossens,

M.-A. Debreu-Fontaine, V. Landry,

E. Davioud-Charvet, P. Grellier, S. Scharpe
and C. Sergheraert

T. Hefner, J. Arend, H. Warzecha, K. Siems
and J. Stockigt

T. Maruyama, M. Asada, T. Shiraishi,
H. Yoshida, T. Maruyama, S. Ohuchida,
H. Nakai, K. Kondo and M. Toda

P. V. Khadikar, K. C. Mather, S. Singh,
A. Phadnis, A. Shrivastava and
M. Mandaloi

R. Kassab, H. Parrot-Lopez, H. Fessi,
J. Menaucourt, R. Bonaly and J. Coulon

Y. Kazuta, R. Tsujita, K. Ogawa,
T. Hokonohara, K. Yamashita, K. Morino,
A. Matsuda and S. Shuto

D. Laeckmann, F. Rogister, J.-V. Dejardin,
C. Prosperi-Meys, J. Géczy, J. Delarge and
B. Masereel

M. Haramura, K. Tsuzuki, A. Okamachi,
K. Yogo, M. Ikuta, T. Kozono,
H. Takanashi and E. Murayama

R. Annunziata, M. Benaglia, M. Cinquini,
F. Cozzi and A. Puglisi

G. J. Tarver, S. J. A. Grove, K. Buchanan,
A. Bom, A. Cooke, S. J. Rutherford and
M.-Q. Zhang

A. Dabhlgren, P.-O. Johansson,
I. Kvarnstrom, D. Musil, I. Nilsson and
B. Samuelsson

K. Srikanth, B. Debnath and T. Jha

1695

1703

1711

1719

1731

1743

1761

1767

1777

1793

1805

1813

1819

1829

1841

XXXV

Higher Acyclic Nitrogen Containing Deoxy Sugar Derivatives: A New
Lead in the Generation of Antimycobacterial Chemotherapeutics

Determination of a Sugar Chain and Its Linkage Site on a Glycoprotein
TIME-EA4 from Silkworm Diapause Eggs by Means of LC-ESI-Q-TOF-MS
and MS/MS

Metabolites of Orally Active NO-Independent Pyrazolopyridine Stimulators
of Soluble Guanylate Cyclase

Comparison of the Inhibition of Human and Trypanosoma cruzi Prolyl
Endopeptidases

Arbutin Synthase, a Novel Member of the NRDIB Glycosyltransferase
Family, is a Unique Multifunctional Enzyme Converting Various Natural
Products and Xenobiotics

Design and Synthesis of a Selective EP4-Receptor Agonist. Part 3: 16-
Phenyl-5-thiaPGE; and 9-B-Halo Derivatives with Improved Stability

Study on Quantitative Structure-Toxicity Relationships of Benzene
Derivatives Acting by Narcosis

Molecular Recognition by Kluyveromyces of Amphotericin B-Loaded,
Galactose-Tagged, Poly (Lactic Acid) Microspheres

Synthesis  of (1S,2R)-1-Phenyl-2-[(S)-1-aminopropyl]-N, N-diethylcyclo-
propanecarboxamide (PPDC) Derivatives Modified at the Carbamoyl
Moiety As a New Class of NMDA Receptor Antagonists

Synthesis and Biological Evaluation of Aroylguanidines Related to

Amiloride as Inhibitors of the Human Platelet Na* /H* Exchanger

Design and Synthesis of Novel Tetra-Peptide Motilin Agonists

Efficient and Highly Stereoselective Synthesis of a B-Lactam Inhibitor of
the Serine Protease Prostate-Specific Antigen

2-0O-Substituted Cyclodextrins as Reversal Agents for the Neuromuscular
Blocker Rocuronium Bromide

Novel Morpholinone-Based D-Phe-Pro-Arg Mimics as Potential Thrombin
Inhibitors: Design, Synthesis, and X-ray Crystal Structure of an Enzyme
Inhibitor Complex

Syntheses, Biological Evaluation and QSAR Study on Antitumor Activity
of 1,5-N,N'-Disubstituted-2-(substituted Benzenesulphonyl) Glutamamides



XXXVI

A. Hosoda, E. Nomura, A. Murakami,
K. Koshimizu, H. Ohigashi, K. Mizuno and
H. Taniguchi

H. Ogita, Y. Isobe, H. Takaku, R. Sekine,
Y. Goto, S. Misawa and H. Hayashi

T. Kuriyama, T. J. Schmidt, E. Okuyama
and Y. Ozoe

K. Tani, A. Naganawa, A. Ishida,

H. Egashira, Y. Odagaki, T. Miyazaki,

T. Hasegawa, Y. Kawanaka, K. Sagawa,

H. Harada, M. Ogawa, T. Maruyama,

H. Nakai, S. Ohuchida, K. Kondo and M. Toda

M. E. Janik and S. L. Bane

A. Kakefuda, T. Suzuki, T. Tobe,
A. Tahara, S. Sakamoto and
S. Tsukamoto

G. von Schumann, S. Gao and J. Stéckigt

H. J. Montgomery, B. Perdicakis,
D. Fishlock, G. A. Lajoie, E. Jervis and
J. Guy Guillemette

G. A. Pinna, G. Cignarella, G. Loriga,
G. Murineddu, J.-M. Mussinu, S. Ruiu,
P. Fadda and W. Fratta

. C. de Haan, M. H. M. Wauben,
. C. Grosfeld-Stulemeyer,
A.

. E.

s

. Kruijtzer, R. M. J. Liskamp and
oret

I G

S.-T. Huang, H.-S. Kuo, C.-L. Hsiao and
Y.-L. Lin

Y. Ishikawa, N. Yamakawa and T. Uno

J. Qi, M. Ojika and Y. Sakagami

S. Ogawa, Y. K. Matsunaga and Y. Suzuki

H. Luesch, W. Y. Yoshida, R. E. Moore and
V. J. Paul

A. K. Bhattacharjee, D. J. Skanchy,
B. Jennings, T. H. Hudson, J. J. Brendle and
K. A. Werbovetz

1855

1865

1873

1883

1895

1905

1913

1919

1929

1939

1947

1953

1961

1967

1973

1979

Bioorganic & Medicinal Chemistry

Synthesis of Feruloyl-myo-insitol Derivatives and their Inhibitory Effects
on Phorbol Ester-Induced Superoxide Generation and Esptein—Barr Virus
Activation

Synthesis and Structure-Activity Relationship of Diarylamide Urea
Derivatives as Selective Inhibitors of the Proliferation of Human Coronary
Artery Smooth Muscle Cells

Structure—Activity Relationships of seco-Prezizaane Terpenoids in
y-Aminobutyric Acid Receptors of Houseflies and Rats

A Practical Synthesis and Biological Evaluation of 9-Halogenated PGF
Analogues

Synthesis and Antimicrotubule Activity of Combretatropone Derivatives

Discovery of 4,5-Diphenyl-1,2,4-triazole Derivatives as a Novel Class of
Selective Antagonists for the Human V4 Receptor

Vomilenine Reductase — a Novel Enzyme Catalyzing a Crucial Step in the
Biosynthesis of the Therapeutically Applied Antiarrhythmic Alkaloid
Ajmaline

Photo-Control of Nitric Oxide Synthase Activity Using a Caged Isoform
Specific Inhibitor

N-3(9)-Arylpropenyl-N-9(3)-propionyl-3,9-diazabicyclo[3.3.1]Jnonanes  as
u-Opioid Receptor Agonists. Effects on u-Affinity of Arylalkenyl Chain
Modifications

Major Histocompatibility Complex Class II Binding Characteristics of
Peptoid—Peptide Hybrids

Efficient Synthesis of ‘Redox-Switched” Naphthoquinone Thiol-Crown
Ethers and Their Biological Activity Evaluation

Potent DNA Photocleavage by Zinc(Il) Complexes of Cationic Bis-
porphyrins Linked with Aliphatic Diamine

Linckosides A and B, Two New Neuritogenic Steroid Glycosides from the
Okinawan Starfish Linckia laevigata

Chemical Modification of the B-Glucocerebrosidase Inhibitor N-Octyl-
B-valienamine: Synthesis and Biological Evaluation of 4-Epimeric and
4-0O-(B-p-Galactopyranosyl) Derivatives

New Apratoxins of Marine Cyanobacterial Origin from Guam and Palau

Analysis of Stereoelectronic Properties, Mechanism of Action and
Pharmacophore of Synthetic Indolo[2,1-b]quinazoline-6,12-dione Derivatives
in Relation to Antileishmanial Activity Using Quantum Chemical, Cyclic
Voltammetry and 3-D-QSAR CATALYST Procedures



Bioorganic & Medicinal Chemistry

Q

onzalez, L. J. Wilson, W. Wu and

K. A.
G. H. Nancollas

Z

Y. Suhara, Y. Yamaguchi, B. Collins,
R. L. Schnaar, M. Yanagishita,
J. E. K. Hildreth, I. Shimada and Y. Ichikawa

H. Cho, D. H. Kim, S. J. Chung,
-C. Ha, B.-H.

J.
N. Oh and K. Yong Choi

W. G. Rajeswaran, W. A. Murphy,
J. E. Taylor and D. H. Coy

M. R. Hellberg, R. E. Conrow, N. A. Sharif,
M. A. McLaughlin, J. E. Bishop,
J. Y. Crider, W. D. Dean, K. A. DeWolf,
D. R. Pierce, V. L. Sallee, R. D. Selliah,
B. S. Severns, S. J. Sproull,

G. W. Williams, P. W. Zinke and

P. G. Klimko
L. Sircar, K. S. Gudmundsson, R. Martin,

J. Liang, S. Nomura, H. Jayakumar,

B. R. Teegarden, D. M. Nowlin,

P. M. Cardarelli, J. R. Mah, S. Connell,

R. C. Griffith and E. Lazarides

R. A. Forsch, J. E. Wright and A. Rosowsky

C. de los Rios, J. L. Marco,
M. D. C. Carreiras, P. M. Chinchon,
A. G. Garcia and M. Villarroya

Q. Zhou, P. Pande, A. E. Johnson and
S. E. Rokita

Z. Song and N. Zhang

1991

1999

2015

2023

2031

2051

2067

2077

2089

vii

X

2091

XXXVII

Synthesis and In Vitro Characterization of a Tissue-Selective Fullerene:
Vectoring Cgo(OH);cAMBP to Mineralized Bone

Oligomers of Glycamino Acid

Insight into the Stereochemistry in the Inhibition of Carboxypeptidase A
with N-(hydroxyaminocarbonyl)phenylalanine: Binding Modes of an
Enantiomeric Pair of the Inhibitor to Carboxypeptidase A

Exploration of the DTrp-NMeLys Motif in the Search for Potent
Somatostatin Antagonists

3-Oxa-15-cyclohexyl Prostaglandin DP Receptor Agonists as Topical
Antiglaucoma Agents

Synthesis and SAR of N-Benzoyl-L-Biphenylalanine Derivatives: Discovery
of TR-14035, A Dual a487/a4B; Integrin Antagonist

Synthesis and In Vitro Antitumor Activity of Thiophene Analogues of
5-Chloro-5,8-dideazafolic Acid and 2-Methyl-2-desamino-5-chloro-5,8-
dideazafolic Acid

Novel Tacrine Derivatives that Block Neuronal Calcium Channels

Erratum

Instructions to Contributors

Number 7

Contents

Contributors to this Issue

Graphical Abstracts

In Vitro Monitoring Sub-Nanogram Amounts Analgin in Human Urine
by Its Inhibitory of the Luminol-Periodate Chemiluminescence Reaction
Using Reagent Immobilization Release Technique



XXXVIII

D. Ivanova, C. Gaudon, A. Rossin,
W. Bourguet and H. Gronemeyer

T. Maruyama, S.-I. Kuwabe, Y. Kawanaka,
T. Shiraishi, Y. Shinagawa, K. Sakata,

A. Seki, Y. Kishida, H. Yoshida,

T. Maruyama, S. Ohuchida, H. Nakai,

S. Hashimoto, M. Kawamura, K. Kondo
and M. Toda

G. Le Flem, F.-Y. Dupradeau,
J.-P. Pujol, J.-P. Monti and P. Bogdanowicz

K. Srikanth, Ch. A. Kumar, B. Ghosh and
T. Jha

L. Verotta, F. Orsini, M. Sbacchi,
M. A. Scheildler, T. A. Amador and
E. Elisabetsky

R. Saladino, U. Ciambecchini, G. Maga,
P. Mastromarino, C. Conti and M. Botta

Patil, S. John, S. G. Sabharwal and

N.T.
D. D. Dhavale

R.-W. Jiang, S.-C. Ma, Z.-D. He,
X.-S. Huang, P. P.-H. But, H. Wang,
S.-P. Chan, V. E.-C. Ooi, H.-X. Xu and
T. C. W. Mak

Z.-D. Shi, B.-H. Yang, J.-J. Zhao, Y.-L. Wu,
Y.-Y. Ji and M. Yeh

M. A. Ortega, M. E. Montoya, B. Zarranz,
A. Jaso, 1. Aldana, S. Leclerc, L. Meijer and
A. Monge

P. Dallemagne, L. P. Khanh, A. Alsaidi,
O. Renault, 1. Varlet, V. Collot, R. Bureau
and S. Rault

L. Savini, L. Chiasserini, A. Gaeta and
C. Pellerano

E. A. A. Wallén, J. A. M. Christiaans,
S. M. Saario, M. M. Forsberg,

J. L. Veniliinen, H. M. Paso,

P. T. Ménnisté and J. Gynther

G. Bringmann, D. Feineis, R. God, K. Peters,
E.-M. Peters, J. Scholz, F. Riederer and
A. Moser

J. M. Campos, M. C. Nuiez, R. M. Sanchez,
J. A. Goémez-Vidal, A. Rodriguez-Gonzalez,
M. Baiiez, M. A. Gallo, J. C. Lacal and

A. Espinosa

2099

2103

2111

2119

2133

2143

2155

2161

2171

2177

2185

2193

2199

2207

2215

Bioorganic & Medicinal Chemistry

RAR-RXR Selectivity and Biological Activity of New Retinoic Acid
Analogues with Heterocyclic or Polycyclic Aromatic Systems

Design and Synthesis of a Selective EP4-receptor Agonist. Part 4: Practical
Synthesis and Biological Evaluation of a Novel Highly Selective EP4-
Receptor Agonist

Synthesis, and Functional Properties of a Modified Human Insulin
A-Chain: Implication in a ‘Mini-Insulin’ Structure Determination

Synthesis, Screening and Quantitative Structure—Activity Relationship (QSAR)
Studies of Some Glutamine Analogues for Possible Anticancer Activity

Synthesis and Antinociceptive Activity of Chimonanthines and Pyrrolidi-
noindoline-Type Alkaloids

A New and Efficient Synthesis of Substituted 6-[(2'-Dialkylamino)ethyl]
Pyrimidine and 4-N,N-Dialkyl-6-vinyl-cytosine Derivatives and Evaluation
of their Anti-Rubella Activity

1-Aza-sugars from D-Glucose. Preparation of 1-Deoxy-5-dehydroxy-
methyl-Nojirimycin, Its Analogues and Evaluation of Glycosidase Inhibitory
Activity

Molecular Structures and Antiviral Activities of Naturally Occurring and
Modified Cassane Furanoditerpenoids and Friedelane Triterpenoids from
Caesalpinia minax

Enantioselective Hydrolysis of Naproxen Ethyl Ester Catalyzed by Mono-
clonal Antibodies

Pyrazolo[3,4-b]quinoxalines. A New Class of Cyclin-Dependent Kinases
Inhibitors

Synthesis and Biological Evaluation of Cyclopenta[c]thiophene Related
Compounds as New Antitumor Agents

Synthesis and Anti-tubercular Evaluation of 4-Quinolylhydrazones

4-Phenylbutanoyl-2(S)-acylpyrrolidines and 4-Phenylbutanoyl-L-prolyl-
2(S)-acylpyrrolidines as Prolyl Oligopeptidase Inhibitors

1-Trichloromethyl-1,2,3,4-tetrahydro-f-carboline (TaClo) and Related
Derivatives: Chemistry and Biochemical Effects on Catecholamine
Biosynthesis

Quantitative Structure—Activity Relationships for a Series of Symmetrical
Bisquaternary Anticancer Compounds



Bioorganic & Medicinal Chemistry

S. Sang, X. Cheng, R. E. Stark, R. T. Rosen,
C. S. Yang and C.-T. Ho

M.-K. Lee, S.-H. Bok, T.-S. Jeong,
S.-S. Moon, S.-E. Lee, Y. B. Park and
M.-S. Choi

M. Weigl, S. Bediirftig, C. A. Maier and
B. Wiinsch

T. N. Johansen, Y. L. Janin, B. Nielsen,
K. Frydenvang, H. Briuner-Osborne,

T. B. Stensbel, S. B. Vogensen, U. Madsen
and P. Krogsgaard-Larsen

V. S. Murthy and V. M. Kulkarni

H. Marusawa, K. Ichikawa, N. Narita,
H. Murakami, K. Ito and T. Tezuka

S. Kotha and E. Brahmachary

A. A.-M. Abdel-Hafez

X. Wu, X. Tang, M. Xian,
P. G. Brauschweiger and P. G. Wang

C. Leung, J. Grzyb, J. Lee, N. Meyer,
G. Hum, C. Jia, S. Liu and S. D. Taylor

R. G. Bhushan and R. Vince

L. V. Ivanov, S. G. Romanov, N. V. Groza,
S. Nigam, H. Kuhn and G. 1. Myagkova

. A. Weidner-Wells, C. M. Boggs,
. D. Foleno, J. Melton, K. Bush,

. M. Goldschmidt and

J. Hlasta

. H. Posner, B. T. Woodard,
. Crawford, S. Peleg, A. J. Brown,
olan and T. W. Kensler

UW

G. Krishnegowda, P. Thimmaiah, R. Hegde,
C. Dass, P. J. Houghton and
K. N. Thimmaiah

Chen, L. W. Deady, A. J. Kaye,
Finlay, B. C. Baguley and

J.
G. J.
W. A. Denny

2233

2239

2245

2259

2267

2283

2291

2297

2303

2309

2325

2335

2345

2353

2367

2381

XXXIX
Chemical Studies on Antioxidant Mechanism of Tea Catechins: Analysis
of Radical Reaction Products of Catechin and Epicatechin with

2,2-Diphenyl-1-picrylhydrazyl

Supplementation of Naringenin and Its Synthetic Derivative Alters Anti-
oxidant Enzyme Activities of Erythrocyte and Liver in High Cholesterol-
Fed Rats

Conformationally Constrained Ethylenediamines: Synthesis and Receptor
Binding of 6,8-Diazabicyclo[3.2.2]nonanes

2-Amino-3-(3-hydroxy-1,2,5-thiadiazol-4-yl)propionic Acid: Resolution,
Absolute Stereochemistry and Enantiopharmacology at Glutamate
Receptors

3D-QSAR CoMFA and CoMSIA on Protein Tyrosine Phosphatase 1B
Inhibitors

Hydroxyl Radical as a Strong Electrophilic Species

Synthesis of Constrained Phenylalanine Derivatives Via a [2+2+2]
Cycloaddition Strategy

An Efficient, Convenient Synthesis of Novel Medium-Sized 13H-Dibenzo[-
d,h)[1,3,7]oxadiazecine-8,14-dione Macrolides as Anticipated Antineo-
plastic Agents

Synthesis and Cytotoxicities of Mannose Conjugated S-Nitroso-N-acetyl-
penicillamine (SNAP)

The Difluoromethylenesulfonic Acid Group as a Monoanionic Phosphate
Surrogate for Obtaining PTP1B Inhibitors

Synthesis of Conformationally Restricted 2’,3'-exo-Methylene Carbocyclic
Nucleosides Built on a Bicyclo[3.1.0]hexane Template

A Simple Method for the Preparation of (5Z,8Z,11Z,14Z)-16-Hydroxy-
eicosa-5,8,11,14-tetraenoic Acid Enantiomers and the Corresponding 14,15-
Dehydro Analogues: Role of the 16-Hydroxy Group for the Lipoxygenase
Reaction

Novel Piperidinyloxy Oxazolidinone Antibacterial Agents. Diversification
of the N-Substituent

2,2-Disubstituted Analogues of the Natural Hormone 1a,25-Dihydroxy-
vitamin Dj3: Chemistry and Biology

Synthesis and Chemical Characterization of 2-Methoxy-N!-substituted
Acridones Needed to Reverse Vinblastine Resistance in Multidrug Resistant
(MDR) Cancer Cells

Synthesis and Cytotoxic Activity of N-(2-Diethylamino)ethylcarboxamide
and Other Derivatives of 10 H-Quindoline



XL

A. Nikolakakis, J. H. Wu, G. Batist,
F. Sauriol, O. Mamer and L. O. Zamir

W. Lee, J. Y. Lu, P. S. Low and
L.

J.
P. L. Fuchs

S. Brise, C. Gil and K. Knepper

J. S. Shim, D. H. Kim, H. J. Jung,

J. H. Kim, D. Lim, S.-K. Lee, K.-W. Kim,
J. W. Ahn, J.-S. Yoo, J.-R. Rho, J. Shin
and H. J. Kwon

K. Yoshiizumi, F. Nakajima, R. Dobashi,
N. Nishimura and S. Ikeda

K. Niiyama, T. Mase, H. Takahashi,

A. Naya, K. Katsuki, T. Nagase, S. Ito,
T. Hayama, A. Hisaka, S. Ozaki,

M. Ihara, M. Yano, T. Fukuroda,

K. Noguchi, M. Nishikibe and K. Ishikawa

M. Fermeglia, M. Ferrone and S. Pricl
B. Yu, M. Ruppert and J. Stockigt

G. A. Pinna, M. A. Pirisi, G. Chelucci,
J. M. Mussinu, G. Murineddu, G. Loriga,
P. S. D’Aquila and G. Serra

J. L. Torres, C. Lozano, L. Julia,

F. J. Sanchez-Baeza, J. M. Anglada,

J. J. Centelles and M. Cascante

R. Di Santo, R. Costi, M. Artico, S. Massa,
R. Ragno, G. R. Marshall and P. La Colla

H. Matsuda, T. Morikawa, Y. Sakamoto,
I. Toguchida and M. Yoshikawa

2387

2397

vii

X1

2415

2439

2445

2461

2471

2479

2485

2497

2511

2527

Bioorganic & Medicinal Chemistry

Design and Syntheses of Putative Bioactive Taxanes

Synthesis and Evaluation of Taxol-Folic Acid Conjugates as Targeted
Antineoplastics

Instructions to Contributors

Number 8

Contents

Contributors to this Issue

Graphical Abstracts

The Recent Impact of Solid-Phase Synthesis on Medicinally Relevant
Benzoannelated Nitrogen Heterocycles

Hydrazinocurcumin, a Novel Synthetic Curcumin Derivative, Is a Potent
Inhibitor of Endothelial Cell Proliferation

Studies on Scavenger Receptor Inhibitors. Part 1: Synthesis and Structure—
Activity Relationships of Novel Derivatives of Sulfatides

6-Carboxy-5,7-diarylcyclopenteno[1,2-b]pyridine DerivativesA Novel Class
of Endothelin Receptor Antagonists

Computer-Aided Simulation of a Dendrimer with a Protoporphyrinic Core
as Potential, Novel Hemoprotein Mimic

Deoxysarpagine Hydroxylase — A Novel Enzyme Closing a Short Side
Pathway of Alkaloid Biosynthesis in Rauvolfia

Synthesis and D,-Like Binding Affinity of New Derivatives of N-(1-Ethyl-
2-pyrrolidinylmethyl)-4,5-dihydro-1 H-benzo[g]indole-3-carboxamide and
Related 4H-[1]Benzothiopyrano[4,3-b]pyrrole and 5,6-Dihydro-4 H-benzo-
[6,7]cyclohepta[b]pyrrole-3-carboxamide Analogues

Cysteinyl-flavan-3-ol Conjugates from Grape Procyanidins. Antioxidant
and Antiproliferative Properties

Design, Synthesis and QSAR Studies on N-Aryl Heteroaryliso-
propanolamines, a New Class of Non-Peptidic HIV-1 Protease Inhibitors

Labdane-type Diterpenes with Inhibitory Effects on Increase in Vascular
Permeability and Nitric Oxide Production from Hedychium coronarium



Bioorganic & Medicinal Chemistry

G. Meier, X. Ligneau, H. H. Pertz,
C. R. Ganellin, J.-C. Schwartz,
W. Schunack and H. Stark

W. Mier, B. Beijer, K. Graham and
W. E. Hull

D. H. Kim, J. Park, S. J. Chung,
J. D. Park, N.-K. Park and J. H. Han

M. Biilbiil, N. Saracoglu, O. 1. Kiifrevioglu
and M. Ciftci

T. Fujisawa, K. Igeta, S. Odake, Y. Morita,
J. Yasuda and T. Morikawa

Y. Torisawa, T. Nishi and J. Minamikawa

H. Goker, C. Kus, D. W. Boykin, S. Yildiz
and N. Altanlar

F. Hirayama, H. Koshio, T. Ishihara,
S. Watanuki, S. Hachiya, H. Kaizawa,
T. Kuramochi, N. Katayama,

H. Kurihara, Y. Taniuchi, K. Sato,

Y. Sakai-Moritani, S. Kaku,

T. Kawasaki, Y. Matsumoto,

S. Sakamoto and S. Tsukamoto

M. Karramkam, F. Doll¢, H. Valette,

L. Besret, Y. Bramoullé, F. Hinnen,

F. Vaufrey, C. Franklin, S. Bourg,

C. Coulon, M. Ottaviani, M. Delaforge,
C. Loc’h, M. Bottlaender and C. Crouzel

A. M. Jordan, T. H. Khan, H. Malkin and
H. M. L. Osborn

Y. Zhang, S. Futaki, T. Kiwada and

Y. Sugiura

I. J. S. Fairlamb, J. M. Dickinson,
R. O’Connor, S. Higson, L. Grieveson and
V. Marin

A. Mitsch, M. Bohm, P. Wiliner, 1. Sattler
and M. Schlitzer

G. Caliendo, E. Perissutti,

V. Santagada, F. Fiorino, B. Severino,
R. @’E. di Villa Bianca, L. Lippolis,
A. Pinto and R. Sorrentino

G. R. Madhavan, R. Chakrabarti,
R. K. Vikramadithyan,

R. N. V. S. Mamidi, V. Balraju,
B. M. Rajesh, P. Misra,

S. K. B. Kumar, B. B. Lohray,

V. B. Lohray and R. Rajagopalan

2535

2543

2553

2561

2569

2583

2589

2597

2611

2625

2635

2641

2657

2663

2671

XLI

Piperidino-Hydrocarbon Compounds as Novel Non-Imidazole Histamine
H;-Receptor Antagonists

Fluorescent Somatostatin Receptor Probes for the Intraoperative Detec-
tion of Tumor Tissue with Long-Wavelength Visible Light

Cleavage of B-Lactone Ring by Serine Protease. Mechanistic Implications

Bile Acid Derivatives of 5-Amino-1,3,4-thiadiazole-2-sulfonamide as New
Carbonic Anhydrase Inhibitors: Synthesis and Investigation of Inhibition
Effects

Highly Water-Soluble Matrix Metalloproteinases Inhibitors and Their
Effects in a Rat Adjuvant-Induced Arthritis Model

Some Aspects of NaBH,4 Reduction in NMP

Synthesis of Some New 2-Substituted-phenyl-1H-benzimidazole-5-carbo-
nitriles and Their Potent Activity Against Candida Species

Design, Synthesis and Biological Activity of YM-60828 Derivatives: Potent
and Orally-Bioavailable Factor Xa Inhibitors Based on Naphthoanilide
and Naphthalensulfonanilide Templates

Synthesis of a Fluorine-18-labelled Derivative of 6-Nitroquipazine, as a
Radioligand for the In Vivo Serotonin Transporter Imaging with PET

Synthesis and Analysis of Urea and Carbamate Prodrugs as Candidates for
Melanocyte-Directed Enzyme Prodrug Therapy (MDEPT)

Detection of Protein—Ligand Interaction on the Membranes Using C-
Terminus Biotin-Tagged Alamethicin

Identification of Novel Mammalian Squalene Synthase Inhibitors Using a
Three-Dimensional Pharmacophore

Non-Thiol Farnesyltransferase Inhibitors: Utilization of an Aryl Binding
Site by 5-Arylacryloylaminobenzophenones

Synthesis and Vasorelaxant Activity of New 1,4-benzoxazine Derivatives
Potassium Channel Openers

Synthesis and Biological Activity of Novel Pyrimidinone Containing
Thiazolidinedione Derivatives



XLII

A. Cappelli, A. Gallelli, C. Braile,

M. Anzini, S. Vomero, L. Mennuni,

F. Makovec, M. C. Menziani,

P. G. De Benedetti, A. Donati and G. Giorgi

A. Shrivastav, N. K. Singh and G. Srivastava

Y.-L. Chen, C.-H. Chung, I.-L. Chen,
P.-H. Chen and H.-Y. Jeng

T. Noguchi, A. Onodera, K. Tomisawa,
M. Yamashita, K. Takeshita and
S. Yokomori

S. Hernandez, H. Ford, Jr. and
V. E. Marquez

. M. da Silva, C. D. Buarque,

. Brito, L. Aurelian, L. F. Macedo,
. Malkas, R. J. Hickey,

. S. Lopes, F. Noél,

. B. Murakami, N. M. V. Silva,

. Melo, R. R. B. Caruso,

. Castro and P. R. R. Costa

. H. Marsilje, M. A. Labroli,

. P. Hedrick, Q. Jin, J. Desharnais,
S. J Baker, L. T. Gooljarsingh,

J. Ramcharan, A. Tavassoli, Y. Zhang,
I. A. Wilson, G. P. Beardsley,

S. J. Benkovic and D. L. Boger

F. Pichierri and Y. Matsuo

S. Y. Ablordeppey, J. B. Fischer,
H. Law and R. A. Glennon

J. M. Belitsky, D. H. Nguyen, N. R. Wurtz
and P. B. Dervan

B. Jiang, W.-N. Xiong, C.-G. Yang,
H.-L. Jiang, F. Cheng and K.-X. Chen

S. L. Saha, V. F. Roche, K. Pendola,
M. Kearley, L. Lei, K. J. Romstedt,

M. Herdman, G. Shams, V. Kaisare and
D. R. Feller

Y.-M. Lin, Y. Zhou, M. T. Flavin,
L.-M. Zhou, W. Nie and F.-C. Chen

V. Stoll, W. Qin, K. D. Stewart, C. Jakob,

C. Park, K. Walter, R. L. Simmer, R. Helfrich,

D. Bussiere, J. Kao, D. Kempf,
H. L. Sham and D. W. Norbeck

2681

2693

2705

2713

2723

2731

2739

2751

2759

2767

2775

2779

2795

2803

Bioorganic & Medicinal Chemistry

Novel Potent 5-HT3 Receptor Ligands Based on the Pyrrolidone Structure.
Effects of the Quaternization of the Basic Nitrogen on the Interaction with
5-HT; Receptor

Synthesis, Characterization and Antitumor Studies of Transition Metal
Complexes of o-Hydroxydithiobenzoate

Synthesis and Cytotoxic Activity Evaluation of Indolo-, Pyrrolo-, and
Benzofuro-Quinolin-2(1H)-Ones and 6-Anilinoindoloquinoline Derivatives

Synthesis and Antirheumatic Activity of the Metabolites of Esonarimod

Is the Anomeric Effect an Important Factor in the Rate of Adenosine
Deaminase Catalyzed Hydrolysis of Purine Nucleosides? A Direct
Comparison of Nucleoside Analogues Constructed on Ribose and Carbo-
cyclic Templates with Equivalent Heterocyclic Bases Selected to Promote
Hydration

Synthesis and Preliminary Pharmacological Evaluation of New (+) 1,4-
Naphthoquinones Structurally Related to Lapachol

10-Formyl-5,10-dideaza-acyclic-5,6,7,8-tetrahydrofolic Acid (10-Formyl-
DDACTHF)A Potent Cytotoxic Agent Acting by Selective Inhibition of
Human GAR Tfase and the De Novo Purine Biosynthetic Pathway

Effect of Protonation of the N-Acetyl Neuraminic Acid Residue of Sialyl
LewisXA Molecular Orbital Study with Insights into Its Binding Properties
toward the Carbohydrate Recognition Domain of E-Selectin

Probing the Proposed Phenyl-A Region of the Sigma-1 Receptor

Solid-Phase Synthesis of DNA Binding Polyamides on Oxime Resin

Structure-Based 3-D-QSAR Analysis of Marine Indole Alkaloids

Synthesis and In Vitro Platelet Aggregation and TP Receptor Binding
Studies on Bicyclic 5,8-Ethanooctahydroisoquinolines and 5,8-Ethanotetra-
hydroisoquinolines

Chalcones and Flavonoids as Anti-Tuberculosis Agents

X-ray Crystallographic Structure of ABT-378 (Lopinavir) Bound to HIV-1
Protease



Bioorganic & Medicinal Chemistry

G. Xu, A. Kannan, T. L. Hartman,
H. Wargo, K. Watson, J. A. Turpin,
R. W. Buckheit, Jr., A. A. Johnson,
Y. Pommier and M. Cushman

S. P. Vincent, J.-M. Lehn, J. Lazarte and
C. Nicolau

C. Marzano, A. Chilin, F. Bordin,
F. Baccichetti and A. Guiotto

C. Brahic, F. Darro, M. Belloir, J. Bastide,
R. Kiss and E. Delfourne

B. Siedle, S. Cisielski, R. Murillo, B. Laser,
V. Castro, C. A. Klaas, O. Hucke, A. Labahn,
M. F. Melzig and 1. Merfort

B. Martin, F. Possemé, C. Le Barbier,
F. Carreaux, B. Carboni, N. Seiler,
J.-P. Moulinoux and J.-G. Delcros

E. Sotelo, N. Fraiz, M. Yanez, V. Terrades,
R. Laguna, E. Cano and E. Raviia

F. Cheng, J. Shen, X. Luo, W. Zhu, J. Gu,
R. Ji, H. Jiang and K. Chen

H. N. Dogan, A. Duran, S. Rollas, G. Sener,
M. K. Uysal and D. Giilen

V. Barresi, D. F. Condorelli, C. G. Fortuna,
G. Musumarra and S. Sciré

R. Millet, J. Domarkas, B. Rigo,
L. Goossens, J.-F. Goossens, R. Houssin and
J.-P. Hénichart

. K. Agrawal, S. Karmarkar and
. V. Khadikar

V. K. Agrawal, R. Sohgaura and
P. V. Khadikar

2807

I

vii

2817

2825

2835

2845

2855

2863

2873

2883

2893

2899

2905

2913

2919

XLIIT

Synthesis of Substituted Diarylmethylenepiperidines (DAMPs), a Novel
Class of Anti-HIV Agents

Instructions to Contributors

Number 9

Contents

Contributors to this Issue

Graphical Abstracts

Transport of the Highly Charged myo-Inositol Hexakisphosphate
Molecule across the Red Blood Cell Membrane: A Phase Transfer and
Biological Study

DNA Damage and Biological Effects Induced by Photosensitization with
New N;-Unsubstituted Furo[2,3-A]quinolin-2(1 H)-ones

Synthesis and Cytotoxic Evaluation of Analogues of the Marine
Pyridoacridine Amphimedine

Sesquiterpene Lactones as Inhibitors of Human Neutrophil Elastase

(Z)-1,4-Diamino-2-butene as a Vector of Boron, Fluorine, or Iodine for
Cancer Therapy and Imaging: Synthesis and Biological Evaluation

Pyridazines. Part XXIX: Synthesis and Platelet Aggregation Inhibition
Activity of 5-Substituted-6-phenyl-3(2H)-pyridazinones. Novel Aspects of
Their Biological Actions

Molecular Docking and 3-D-QSAR Studies on the Possible Antimalarial
Mechanism of Artemisinin Analogues

Synthesis of New 2,5-Disubstituted-1,3,4-thiadiazoles and Preliminary
Evaluation of Anticonvulsant and Antimicrobial Activities

In Vitro Antitumor Activities of 2,6-di-[2-(Heteroaryl)vinyl]pyridines and
Pyridiniums

Novel Potent Substance P and Neurokinin A Receptor Antagonists.
Conception, Synthesis and Biological Evaluation of Indolizine Derivatives

QSAR Study on Competition Binding of Rodenticides (PATs) to H;
Receptor in Rat and Guinea Pig Brain

QSAR Studies on Biological Activity of Piritrexim Analogues Against pc
DHFR



G. H. Hakimelahi, K.-S. Shia, M. Pasdar,
S. Hakimelahi, A. Khalafi-Nezhad,

M. N. Soltani, N.-W. Mei, H.-C. Mei,

A. A. Saboury, M. Rezaei-Tavirani and

A. A. Moosavi-Movahedi

N. Atsumi, Y. Ueno, M. Kanazaki, S. Shuto
and A. Matsuda

T. T. Howard, B. M. Lingerfelt,

B. L. Purnell, A. E. Scott, C. A. Price,

H. M. Townes, L. McNulty, H. L. Handl,
K. Summerville, S. J. Hudson, J. P. Bowen,
K. Kiakos, J. A. Hartley and M. Lee

W.-J. Cho, E.-K. Kim, 1. Y. Park,

E. Y. Jeong, T. S. Kim, T. N. Le,

D.-D. Kim and E.-S. Lee

I. Sultana, I. Ikeda and Y. Ozoe

D. Salvatori, R. Volpini, S. Vincenzetti,
A. Vita, S. Costanzi, C. Lambertucci,
G. Cristalli and S. Vittori

S. Tsukamoto, K. Tomise, K. Miyakawa,
B.-C. Cha, T. Abe, T. Hamada, H. Hirota
and T. Ohta

J. S. Shim, D. H. Kim, H. J. Jung,

J. H. Kim, D. Lim, S.-K. Lee, K.-W. Kim,
J. W. Ahn, J.-S. Yoo, J.-R. Rho, J. Shin
and H. J. Kwon

V. K. Agrawal, R. Sharma and
P. V. Khadikar

o

. C. M. Chan, C. A. Laughton,
F. Queener and M. F. G. Stevens

2]

P. J. F. Gauuan, M. P. Trova,
L. Gregor-Boros, S. B. Bocckino,
J. D. Crapo and B. J. Day

R. Satchi-Fainaro, W. Wrasidlo, H. N. Lode
and D. Shabat

P. Bissel, M. C. Bigley, K. Castagnoli and
N. Castagnoli Jr.

K. R. C. Prakash, Y. Tang,
A. P. Kozikowski, J. L. Flippen-Anderson,
S. M. Knoblach and A. I. Faden

M. Xian, N. Fujiwara, Z. Wen, T. Cai,

S. Kazuma, A. J. Janczuk, X. Tang,

V. V. Telyatnikov, Y. Zhang, X. Chen,

Y. Miyamoto, N. Taniguchi and P. G. Wang

2927

2933

2941

2953

2963

2973

2981

2987

2993

3001

3013

3023

3031

3043

3049

Bioorganic & Medicinal Chemistry

Design, Synthesis, and Biological Evaluation of a Cephalosporin—
Monohydroguaiaretic Acid Prodrug Activated by a Monoclonal Antibody—
B-Lactamase Conjugate

Nucleosides and Nucleotides. Part 214: Thermal Stability of Triplexes
Containing 4'a-C-Aminoalkyl-2’-deoxynucleosides

Novel Furano Analogues of Duocarmycin C1 and C2: Design, Synthesis,
and Biological Evaluation of seco-iso-Cyclopropylfurano[2,3-¢Jindoline
(seco-is0-CFI)  and  seco-Cyclopropyltetrahydrofurano[2,3-f]quinoline
(seco-CFQ) Analogues

Molecular Modeling of 3-Arylisoquinoline Antitumor Agents Active
Against A-549. A Comparative Molecular Field Analysis Study

Structure—Activity Relationships of Benzylidene Anabaseines in Nicotinic
Acetylcholine Receptors of Cockroach Nerve Cords

Adenine and Deazaadenine Nucleoside and Deoxynucleoside Analogues:
Inhibition of Viral Replication of Sheep MVV (In Vitro Model for HIV)
and Bovine BHV-1

CYP3A4 Inhibitory Activity of New Bisalkaloids, Dipiperamides D and E,
and Cognates from White Pepper

Hydrazinocurcumin, a Novel Synthetic Curcumin Derivative, is a Potent
Inhibitor of Endothelial Cell Proliferation

QSAR Studies on Carbonic Anhydrase Inhibitors: A Case of Ureido and
Thioureido Derivatives of Aromatic/Heterocyclic Sulfonamides

Structural Studies on Bioactive Compounds. Part 36: Design, Synthesis
and Biological Evaluation of Pyrimethamine-Based Antifolates Against
Pneumocystis carinii

Superoxide Dismutase Mimetics: Synthesis and Structure—Activity

Relationship Study of MnTBAP Analogues

Synthesis and Characterization of a Catalytic Antibody-HPMA Copolymer-
Conjugate as a Tool for Tumor Selective Prodrug Activation

Synthesis and Biological Evaluation of MAO-A Selective 1,4-Disubstituted-
1,2,3,6-tetrahydropyridinyl Substrates

Synthesis and Biological Activity of Novel Neuroprotective Diketopiperazines

Novel Substrates for Nitric Oxide Synthases



Bioorganic & Medicinal Chemistry

R. Araya-Maturana, T. Delgado-Castro,
M. Garate, J. Ferreira, M. Pavani,
H. Pessoa-Mahana and B. K. Cassels

M. Marastoni, M. Bazzaro, F. Micheletti,
R. Gavioli and R. Tomatis

L. M. Lima, P. Castro, A. L. Machado,
C. A. M. Fraga, C. Lugnier,
V. L. C. de Moraes and E. J. Barreiro

A. Straub, J. Benet-Buchholz, R. Frode,
A. Kern, C. Kohlsdorfer, P. Schmitt,

T. Schwarz, H.-M. Siefert and

J.-P. Stasch

REVIEW
C. Brocke and H. Kunz

ARTICLES
M. Fujita, T. Hirayama and N. Ikeda

H. Mastuda, T. Morikawa, K. Ueda,
H. Managi and M. Yoshikawa

H.-W. Jeong, H.-J. Lee, Y.-H. Kho,
K.-H. Son, M. Y. Han, J.-S. Lim,
M.-Y. Lee, D. C. Han, J.-H. Ha and
B.-M. Kwon

E. J. Roh, D. Kim, J. Y. Choi, B.-S. Lee,
C. O. Lee and C. E. Song

E. J. Roh, D. Kim, C. O. Lee, S. U. Choi and
C. E. Song
F. Jeannot, G. Gosselin, D. Standring,

M. Bryant, J.-P. Sommadossi, A. G. Loi,
P. La Colla and C. Mathé

3057

3061

3067

3075

vil

3077

3085

3113

3123

3129

3135

3145

3153

XLV

Effects of 4,4-Dimethyl-5,8-dihydroxynaphtalene-1-one and 4,4-Dimethyl-
5,8-dihydroxytetralone Derivatives on Tumor Cell Respiration

Cytotoxic T Lymphocyte Epitope Analogues Containing cis- or trans-4-
Aminocyclohexanecarboxylic Acid Residues

Synthesis and Anti-Inflammatory Activity of Phthalimide Derivatives,
Designed as New Thalidomide Analogues

Corrigendum

Instructions to Contributors

Number 10

Contents

Publisher’s announcement
Contributors to this Issue

Graphical Abstracts
Synthesis of Tumor-Associated Glycopeptide Antigens
Design, Synthesis and Bioactivities of Novel Diarylthiophenes: Inhibitors

of Tumor Necrosis Factor-o (TNF-a) Production

Structural Requirements of Flavonoids for Inhibition of Antigen-Induced
Degranulation, TNF-a and IL-4 Production from RBL-2H3 Cells

Biological Effects of G1 Phase Arrest Compound, Sesquicillin, in Human
Breast Cancer Cell Lines

Synthesis, Biological Activity and Receptor-Based 3-D QSAR Study of
3’-N-Substituted-3'- N-debenzoylpaclitaxel Analogues

Structure—Activity Relationship Study at the 3’-N-Position of Paclitaxel:
Synthesis and Biological Evaluation of 3’-N-Acyl-Paclitaxel Analogues

Synthesis and Studies of 3'-C-trifluoromethyl Nucleoside Analogues
Bearing Adenine or Cytosine as the Base



XLVI

P. V. Khadikar, S. Karmarkar, S. Singh and
A. Shrivastava

Y. Akakabe, K. Matsui and T. Kajiwara

A. J. Humphrey, C. Fremann, P. Critchley,
Y. Malykh, R. Schauer and T. D. H. Bugg

. Pathak, C. S. Pant, A. K. Shaw,

. P. Bhaduri, A. N. Gaikwad,

Sinha, A. Srivastava, K. K. Srivastava,
. Chaturvedi, R. Srivastava and

. S. Srivastava

®<npm

C. Liljebris, J. Martinsson, L. Tedenborg,
M. Villiams, E. Barker, J. E. S. Dufty,
A. Nygren and S. James

S. Honzawa, H. Okubo, S. Anzai,
M. Yamaguchi, K. Tsumoto and I. Kumagai

L. Saraiva, P. Fresco, E. Pinto, E. Sousa,
M. Pinto and J. Gongalves

K. Hiroya, T. Takahashi, N. Miura,
A. Naganuma and T. Sakamoto

N. Swamy, D. A. James, S. C. Mohr,
R. N. Hanson and R. Ray

W. He, M. Cik, L. Van Puyvelde,

J. Van Dun, G. Appendino, A. Lesage,

I. Van der Lindin, J. E. Leysen,

W. Wouters, S. G. Mathenge, F. P. Mudida
and N. De Kimpe

H. Hori, H. Nagasawa, M. Ishibashi,
Y. Uto, A. Hirata, K. Saijo, K. Ohkura,
K. L. Kirk and Y. Uehara

P.-H. Liang, L.-W. Hsin and C.-Y. Cheng

R. M. Rydzewski, C. Bryant, R. Oballa,
G. Wesolowski, S. B. Rodan, K. E. Bass and
D. H. Wong

C. P. Ridley, M. V. R. Reddy, G. Rocha,
F. D. Bushman and D. J. Faulkner

J. Yu, Y. Zhao, M. Holterman and

D. L. Venton

M. S. Whiteside, D. Kurrasch-Orbaugh,
D. Marona-Lewicka, D. E. Nichols and
A. Monte

3163

3171

3175

3187

3197

3213

3219

3229

3237

3245

3257

3267

3277

3285

3291

3301

Bioorganic & Medicinal Chemistry

Use of the PI Index in Predicting Toxicity of Nitrobenzene Derivatives

Enantioselective Formation of (R)-9-HPODE and (R)-9-HPOTrE in
Marine Green Alga Ulva Conglobata

Biological Properties of N-Acyl and N-Haloacetyl Neuraminic Acids:
Processing by Enzymes of Sialic Acid Metabolism, and Interaction with
Influenza Virus

Baylis—Hillman Reaction: Convenient Ascending Syntheses and Biological
Evaluation of Acyclic Deoxy Monosaccharides as Potential Antimyco-
bacterial Agents

Synthesis and Biological Activity of a Novel Class of Pyridazine Analogues
as Non-competitive Reversible Inhibitors of Protein Tyrosine Phosphatase
1B (PTP1B)

Chiral Recognition in the Binding of Helicenediamine to Double Strand
DNA: Interactions between Low Molecular Weight Helical Compounds
and a Helical Polymer

Synthesis and In Vivo Modulatory Activity of Protein Kinase C of
Xanthone Derivatives

Synthesis of Betulin Derivatives and Their Protective Effects against the
Cytotoxicity of Cadmium

An Estradiol-Porphyrin Conjugate Selectively Localizes Into Estrogen
Receptor-Positive Breast Cancer Cells

Neurotrophic and Antileukemic Daphnane Diterpenoids from Synaptolepis
kirkii

TX-1123: An Antitumor 2-Hydroxyarylidene-4-cyclopentene-1,3-Dione as
a Protein Tyrosine Kinase Inhibitor Having Low Mitochondrial Toxicity

N-Arylated Pyrrolidin-2-ones and Morpholin-3-ones as Potassium Channel
Openers

Peptidic 1-Cyanopyrrolidines: Synthesis and SAR of a Series of Potent,
Selective Cathepsin Inhibitors

Total Synthesis and Evaluation of Lamellarin o 20-Sulfate Analogues
Cocaine Detoxification by Combinatorially Substituted B-Cyclodextrin
Libraries

Substituted Hexahydrobenzodipyrans as 5-HT,4»c Receptor Probes



Bioorganic & Medicinal Chemistry

M. S. C. Pedras and P. W. K. Ahiahonu

M. Belitsky, S. J. Leslie, P. S. Arora,
A.

J.
T. A. Beerman and P. B. Dervan

A. Hashimoto, A. E. Jacobson, R. B. Rothman,
C. M. Dersch, C. George,
J. L. Flippen-Anderson and K. C. Rice

S. Schabbert, M. D. Pierschbacher,
R.-H. Mattern and M. Goodman

I. Kers and P. B. Dervan

T. Nagaoka, A. H. Banskota, Y. Tezuka,
I. Saiki and S. Kadota

J. Ishida, M. Kozuka, H. Tokuda, H. Nishino,
S. Nagumo, K.-H. Lee and M. Nagai

B. E. Maryanoff

REVIEW
R. J. Herr

ARTICLES

O. Baudoin, F. Claveau, S. Thoret,
A. Herrbach, D. Guénard and F. Guéritte

Z.. Zhang, P. Chaltin, A. Van Aerschot,
J. Lacey, J. Rozenski, R. Busson and
P. Herdewijn

A. Macchiarulo, G. Costantino, D. Fringuelli,
A. Vecchiarelli, F. Schiaffella and
R. Fringuelli

L. Messori, F. Piccioli, S. Gabrielli, P. Orioli,
L. Angeloni and C. Di Bugno

3307

3313

3319

3331

3339

3351

3361

3367

3368

vil

3369

3379

3395

3401

3415

3425

XLVII

Probing the Phytopathogenic Stem Rot Fungus with Phytoalexins and
Analogues: Unprecedented Glucosylation of Camalexin and 6-Methoxy-
camalexin

Cellular Uptake of N-Methylpyrrole/ N-Methylimidazole Polyamide-Dye
Conjugates

Probes for Narcotic Receptor Mediated Phenomena. Part 28: New Opioid
Antagonists from Enantiomeric Analogues of 5-(3-Hydroxyphenyl)-N-
phenylethylmorphan

Incorporation of (25,3S5) and (2S,3R) B-Methyl Aspartic Acid into RGD-
Containing Peptides

Search for the Optimal Linker in Tandem Hairpin Polyamides

Selective Antiproliferative Activity of Caffeic Acid Phenethyl Ester Analogues
on Highly Liver-Metastatic Murine Colon 26-L5 Carcinoma Cell Line

Chemopreventive Potential of Cyclic Diarylheptanoids

Letter to the Editor
Corrigendum

Instructions to Contributors

Number 11

Contents

Contributors to this Issue

Graphical Abstracts

5-Substituted-1H-tetrazoles as Carboxylic Acid Isosteres: Medicinal

Chemistry and Synthetic Methods

Synthesis and Biological Evaluation of A-Ring Biaryl-Carbamate Analogues
of Rhazinilam

New dsDNA Binding Unnatural Oligopeptides with Pyrimidine Selectivity

1,4-Benzothiazine and 1,4-Benzoxazine Imidazole Derivatives with Anti-
fungal Activity: A Docking Study

The Disaccharide Anthracycline MEN 10755 Binds Human Serum Albumin
to a Non-classical Drug Binding Site



XLVIIIL

B. Madan, 1. Singh, A. Kumar, A. K. Prasad,
H. G. Raj, V. S. Parmar and B. Ghosh

K. Niiyama, T. Yoshizumi, H. Takahashi,
A. Naya, N. Ohtake, T. Fukami, T. Mase,
T. Hayama and K. Ishikawa

T. Agatsuma, H. Ogawa, K. Akasaka,
A. Asai, Y. Yamashita, T. Mizukami,
S. Akinaga and Y. Saitoh

D. Scarpi, E. G. Occhiato, G. Danza,
M. Serio and A. Guarna

E. Roulland, P. Magiatis, P. Arimondo,
E. Bertounesque and C. Monneret

H. Ogita, Y. Isobe, H. Takaku, R. Sekine,
Y. Goto, S. Misawa and H. Hayashi

J. Ishida, H. Ohtsu, Y. Tachibana,
Y. Nakanishi, K. F. Bastow, M. Nagai,
H.-K. Wang, H. Itokawa and K.-H. Lee

G. H. Hakimelahi, K.-S. Shia, C. Xue,
S. Hakimelahi, A. A. Moosavi-Movahedi,
A. A. Saboury, A. Khalafi-Nezhad,

M. N. Soltani-Rad, V. Osyetrov,

K.-P. Wang, J.-H. Liao and F.-T. Luo

P. V. Khadikar, V. K. Agrawal and
S. Karmarkar

C. S. Esslinger, J. Titus, H. P. Koch,
R. J. Bridges and A. R. Chamberlin

V. K. Agrawal and P. V. Khadikar

H. Spies, B. Noll, St. Noll, M. Findeisen,
P. Brust, R. Syhre and R. Berger

H. Matter, M. Schudok, W. Schwab,
W. Thorwart, D. Barbier, G. Billen,

B. Haase, B. Neises, K.-U. Weithmann
and T. Wollmann

T. Wharton and L. J. Wilson

G. Chiosis, B. Lucas, A. Shtil, H. Huezo
and N. Rosen

M. H. Parker, R. Chen, K. A. Conway,
D. H. S. Lee, C. Luo, R. E. Boyd,

S. O. Nortey, T. M. Ross, M. K. Scott
and A. B. Reitz

3431

3437

3445

3455

3463

3473

3481

3489

3499

3509

3517

3523

3529

3545

3555

3565

Bioorganic & Medicinal Chemistry

Xanthones as Inhibitors of Microsomal Lipid Peroxidation and TNF-a
Induced ICAM-1 Expression on Human Umbilical Vein Endothelial Cells
(HUVECsS)

A Convenient Synthetic Method of a 5,7-Diarylcyclopenteno-[1,2-b]-
pyridine-6-carboxylate: A Key Intermediate for Potent Endothelin Receptor
Antagonists

Halohydrin and Oxime Derivatives of Radicicol: Synthesis and Antitumor
Activities

Synthesis of 17B-N-Substituted 19-Nor-10-azasteroids as Inhibitors of
Human 5«-Reductases I and 11

Hemi-synthesis and Biological Activity of New Analogues of Podophyllo-
toxin

Synthesis and Structure—-Activity Relationship of Diarylamide Derivatives
as Selective Inhibitors of the Proliferation of Human Endothelial Cells

Antitumor Agents. Part 214: Synthesis and Evaluation of Curcumin
Analogues as Cytotoxic Agents

Design, Synthesis, and Biological Evaluation of a Series of p-Lactam-
Based Prodrugs

Prediction of Lipophilicity of Polyacenes Using Quantitative Structure—
Activity Relationships

Methylation of L-trans-2,4-Pyrrolidine Dicarboxylate Converts the
Glutamate Transport Inhibitor from a Substrate to a Non-substrate
Inhibitor

QSAR Study on Narcotic Mechanism of Action and Toxicity: a Molecular
Connectivity Approach to Vibrio fischeri Toxicity Testing

Tc and Re Chelates of 8a-Amino-6-methyl-ergoline: Synthesis and Affinity
to the Dopamine D, Receptor

Tetrahydroisoquinoline-3-carboxylate Based Matrix-Metalloproteinase
Inhibitors: Design, Synthesis and Structure—Activity Relationship

Highly-Iodinated Fullerene as a Contrast Agent For X-ray Imaging

Development of a Purine-Scaffold Novel Class of Hsp90 Binders that
Inhibit the Proliferation of Cancer Cells and Induce the Degradation of
Her2 Tyrosine Kinase

Synthesis of (—)-5,8-Dihydroxy-3R-methyl-2 R-(dipropylamino)-1,2,3,4-
tetrahydronaphthalene: An Inhibitor of g-Amyloid; 4, Aggregation



Bioorganic & Medicinal Chemistry

. Agrawal, R. Sharma and

V.
P. V. Khadikar

<=

P. C. Meltzer, S. Liu, H. S. Blanchette,
P. Blundell and B. K. Madras

A. Tiwari, W. R. Waud and R. F. Struck

Y.-L. Wong, M. P. Hubieki, C. L. Curfman,
G. F. Doncel, T. C. Dudding, P. S. Savle and
R. D. Gandour

C.-H. Tung, S. Mueller and R. Weissleder
S. Pal, B. Bera and V. Nair

D. C. Rowley, M. S. T. Hansen, D. Rhodes,
C. A. Sotriffer, H. Ni, J. A. McCammon,
F. D. Bushman and W. Fenical

M. A. Haidekker, T. Brady, K. Wen,

C. Okada, H. Y. Stevens, J. M. Snell,

J. A. Frangos and E. A. Theodorakis

S. T. Furlong, R. C. Mauger,
A. M. Strimpler, Y.-P. Liu, F. X. Morris
and P. D. Edwards

K. M. Brinner, J. M. Kim, H. Habashita,
I. Y. Gluzman, D. E. Goldberg and
J. A. Ellman

M. P. McPike, J. Goodisman and

J. C. Dabrowiak

J. Xia, J. L. Alderfer, T. Srikrishnan,
E. V. Chandrasekaran and K. L. Matta

M. Bala, M. A. Q. Pasha,
D. K. Bhardwaj and S. Pasha

3571

3583

3593

3599

3609

3615

3619

3627

3637

3649

3663

3673

3685

3693

vii

3695

XLIX

Quantitative Structure—Activity Relationship Studies on 5-Phenyl-3-
ureido-1,5-benzodiazepine as Cholecystokinin-A Receptor Antagonists

Design and Synthesis of an Irreversible Dopamine-Sparing Cocaine
Antagonist

Determination of the Phamacophore of Penclomedine, a Clinically-Evaluated
Antitumor Pyridine Derivative

A Structure—Activity Study of Spermicidal and Anti-HIV Properties of
Hydroxylated Cationic Surfactants

Novel Branching Membrane Translocational Peptide as Gene Delivery
Vector

Inhibition of Inosine Monophosphate Dehydrogenase (IMPDH) by the
Antiviral Compound, 2-Vinylinosine Monophosphate

Thalassiolins A—C: New Marine-Derived Inhibitors of HIV ¢cDNA Integrase

Phospholipid-Bound Molecular Rotors: Synthesis and Characterization

Synthesis and Physical Characterization of a P; Arginine Combinatorial
Library, and Its Application to the Determination of the Substrate
Specificity of Serine Peptidases

Novel and Potent Anti-malarial Agents

Footprinting and Circular Dichroism Studies on Paromomycin Binding to
the Packaging Region of Human Immunodeficiency Virus Type-1

A Convergent Synthesis of Core 2 Branched Sialylated and Sulfated
Oligosaccharides

Novel Peptidomimics as Angiotensin-Converting Enzyme Inhibitors: A
Combinatorial Approach

Erratum

Instructions to Contributors

Number 12

Contents

Contributors to this Issue

Graphical Abstracts



L

K. Oh and N. Murofushi

M. K. Gupta, P. Mishra, P. Prathipati and
A. K. Saxena

N. Demirbas, R. Ugurluoglu and A. Demirbas

M. Pedro, F. Cerqueira, M. E. Sousa,
M. S. J. Nascimento and M. Pinto

P. Grieco, A. Carotenuto, R. Patacchini,
C. A. Maggi, E. Novellino and P. Rovero

W. Sippl

T. Matsui, T. Kondo, Y. Nishita, S. Itadani,
S. Nakatani, N. Omawari, M. Sakai,

S. Nakazawa, A. Ogata, H. Mori, K. Terai,
W. Kamoshima, H. Ohno, T. Obata, H. Nakai
and M. Toda

T. Matsui, T. Kondo, Y. Nishita, S. Itadani,
H. Tsuruta, S. Fujita, N. Omawari, M. Sakai,
S. Nakazawa, A. Ogata, H. Mori,

W. Kamoshima, K. Terai, H. Ohno, T. Obata,
H. Nakai and M. Toda

T. Matsui, S. Takahashi, N. Matsunaga,

K. Nakamura, N. Omawari, M. Sakai,

W. Kamoshima, K. Terai, H. Ohno, T. Obata,
H. Nakai and M. Toda

A. J. Bojarski, P. Kowalski, T. Kowalska,
B. Duszynska, S. Charakchieva-Minol,

E. Tatarczynska, A. Klodzinska and

E. Chojnacka-Wojcik

Y. Kazuta, R. Tsujita, K. Yamashita, S. Uchino,
S. Kohsaka, A. Matsuda and S. Shuto

F. Hong, J. Zaidi, B. Cusack and E. Richelson

M. Cudic, H. C. J. Ertl and L. Otvos, Jr.

M. Fresta, S. Guccione, A. R. Beccari,
P. M. Furneri and G. Puglisi

A. Brik, P. E. Dawson and E. Keinan

S.-J. Zhang, Z.-P. Jia and Y.-G. Wang

3707

3713

3717

3725

3731

3741

3757

3787

3807

3817

3829

3849

3859

3871

3891

3899

Bioorganic & Medicinal Chemistry

Design and Synthesis of Novel Imidazole Derivatives as Potent Inhibitors
of Allene Oxide Synthase(CYP74)

2D-QSAR in Hydroxamic Acid Derivatives as Peptide Deformylase
Inhibitors and Antibacterial Agents

Synthesis of 3-Alkyl(Aryl)-4-alkylidenamino-4,5-dihydro-1H-1,2,4-triazol-
5-ones and 3-Alkyl-4-alkylamino-4,5-dihydro-1H-1,2,4-triazol-5-ones as
Antitumor Agents

Xanthones as Inhibitors of Growth of Human Cancer Cell Lines and Their
Effects on the Proliferation of Human Lymphocytes In Vitro

Design, Synthesis, Conformational Analysis, and Biological Studies of
Urotensin-II Lactam Analogues

Binding Affinity Prediction of Novel Estrogen Receptor Ligands Using
Receptor-Based 3-D QSAR Methods

Highly Potent Inhibitors of TNF-a Production. Part IDiscovery of New
Chemical Leads and Their Structure—Activity Relationships

Highly Potent Inhibitors of TNF-« Production. Part II: Metabolic Stabili-
zation of a Newly Found Chemical Lead and Conformational Analysis of
an Active Diastereoisomer

Discovery of Novel Phosphonic Acid Derivatives as New Chemical Leads
for Inhibitors of TNF-a Production

Synthesis and Pharmacological Evaluation of New Arylpiperazines. 3-{4-
[4-(3-chlorophenyl)-1-piperazinyl]butyl}-quinazolidin-4-one — A Dual
Serotonin 5-HT;A/5-HT,4 Receptor Ligand with an Anxiolytic-Like
Activity

Synthesis of Derivatives of (1S,2R)-1-Phenyl-2-[(S)-1-aminopropyl]-N,N-
diethylcyclopropanecarboxamide (PPDC) Modified at the 1-Aromatic
Moiety as Novel NMDA Receptor Antagonists: The Aromatic Group is
Essential for the Activity

Synthesis and Biological Studies of Novel Neurotensin(8—13) Mimetics

Synthesis, Conformation and T-Helper Cell Stimulation of an O-Linked
Glycopeptide Epitope Containing Extended Carbohydrate Side-Chains

Combining Molecular Modeling with Experimental Methodologies:
Mechanism of Membrane Permeation and Accumulation of Ofloxacin

The Product of the Natural Reaction Catalyzed by 4-Oxalocrotonate
Tautomerase Becomes an Affinity Label of Its Mutant

Design, Synthesis and Antitumor Activities of Novel 7-Arylseleno-7-
deoxydaunomycinone Derivatives



LI

U. Kazmaier, S. Pihler, R. Endermann,
D. Hibich, H.-P. Kroll and B. Riedl

A. Johansson, A. Poliakov, E. f&kerblom,
G. Lindeberg, S. Winiwarter, B. Samuelsson,
U. H. Danielson and A. Hallberg

L. Costantino, A. M. Ferrari, M. C. Gamberini

and G. Rastelli

C. Chaicharoenpong, K. Kato and K. Umezawa

T. Golob, R. Liebl and E. von Angerer

S. Gérard, G. Nollet, J. Vande Put and
J. Marchand-Brynaert

N. Ishizuka, K. Matsumura, J. Kikuchi and
H. Nakai

L. Liu, M. Rozenman and R. Breslow

V. K. Agrawal, J. Singh and P. V. Khadikar

D. Kumar, M. R. Jacob, M. B. Reynolds and
S. M. Kerwin

J. Tao, T. Morikawa, I. Toguchida, S. Ando,
H. Matsuda and M. Yoshikawa

Y. Azefu, H. Tamiaki, R. Sato and K. Toma

Y. Torisawa, T. Nishi and J. Minamikawa

H. Itoh, H. Kajino, T. Tsukiyama, J. Tobitsuka,

H. Ohta, Y. Takahi, M. Tsuda and
H. Takeshiba

M. Arockia Babu, N. Shakya, P. Prathipati,
S. G. Kaskhedikar and A. K. Saxena

S. Rutschow, J. Thiem, C. Kranz and
T. Marquardt

S. Vidal, M. Garcia, J.-L. Montero and
A. Morére

C. Gao, S. Mao, H. J. Ditzel, L. Farnaes,
P. Wirsching, R. A. Lerner and K. D. Janda

3905

3915

3923

3933

3941

3955

3965

3973

3981

3997

4005

4013

4023

4029

4035

4043

4051

4057

Bioorganic & Medicinal Chemistry

Straightforward Syntheses of Furanomycin Derivatives and their Biological
Evaluation

Tetrapeptides as Potent Protease Inhibitors of Hepatitis C Virus Full-
Length NS3 (Protease-Helicase/NTPase)

Nitrophenyl Derivatives as Aldose Reductase Inhibitors

Synthesis and Structure—Activity Relationship of Dehydroxymethylepoxy-
quinomicin Analogues as Inhibitors of NF-kB Functions

Sulfamoyloxy-Substituted 2-PhenylindolesAntiestrogen-Based Inhibitors
of the Steroid Sulfatase in Human Breast Cancer Cells

1-Alkoxycarbonyl-3-halogenoazetidin-2-ones as Elastase (PPE) Inhibitors

A Novel Class of Endothelin-A Receptor Antagonists, (R)-2-(benzo[1,3]-
dioxol-5-yl)-6-isopropyloxy-2 H-chromene-3-carboxylic  Acids (S-1255).
Conformational Analysis of Basic Structure, Crucial for ET, Antagonism,
in Solution and Solid States

Stereoselectivity in Reactions of Amino Acids Catalyzed by Pyridoxal
Derivatives Carrying Rigidly-Attached Chirally-Mounted Basic Groups—
Transamination, Racemization, Decarboxylation, Retro-Aldol Reaction,
and Aldol Condensation

On the Topological Evidences for Modelling Lipophilicity

Synthesis and Evaluation of Anticancer Benzoxazoles and Benzimidazoles
Related to UK-1

Inhibitors of Nitric Oxide Production from the Bark of Myrica rubra:
Structures of New Biphenyl Type Diarylheptanoid Glycosides and Tarax-
erane Type Triterpene

Facile Synthesis of Stable Lipid Analogues Possessing a Range of Alkyl
Groups: Application to Artificial Glycolipids

Progress in Arylpiperazine Synthesis by the Catalytic Amination Reaction

Synthesis of Silicon-Containing Azole Derivatives with Magnesium
Bromide Diethyl Etherate, and an Investigation of Their Fungicidal
Activities

Development of 3D-QSAR Models for 5-Lipoxygenase Antagonists:
Chalcones

Membrane-Permeant Derivatives of Mannose-1-phosphate

Synthesis and Biological Evaluation of New Mannose 6-Phosphate
Analogues

A Cell-Penetrating Peptide from a Novel pVII-pIX Phage-Displayed
Random Peptide Library



Bioorganic & Medicinal Chemistry

Z. Cheng, J. Ren, Y. Li, W. Chang and Z. Chen

M. R. Lashley, E. J. Niedzinski, J. M. Rogers,
M. S. Denison and M. H. Nantz

Ashish and R. Kishore

S.-W. Choi, D. R. Elmaleh, R. N. Hanson,
T. M. Shoup and A. J. Fischman

I. Singh, E. Kohli, H. G. Raj, K. Gyanda,
S. K. Jain, Y. K. Tyagi, G. Gupta, R. Kumari,
A. Kumar, G. Pal, A. K. Prasad, R. C. Rastogi,
C. E. Olsen, S. C. Jain and V. S. Parmar

Y. Nishiyama, T. Murakami, S. Shikama,
K. Kurita and N. Yamamoto

W. Huffman, S. M. Bushell, J. R. A. Miller,
L.

J.
J. L. Wiley and B. R. Martin

W. Lin, K. Li and M. B. Doughty

G. S. Basarab, D. B. Jordan, T. C. Gehret and
R. S. Schwartz

Y. Hamada, J. Ohtake, Y. Sohma, T. Kimura,
Y. Hayashi and Y. Kiso

H. Yuan and A. L. Parrill

R. Castonguay, C. Lherbet and J. W. Keillor

4067

4075

4083

4091

4103

4113

4119

4131

4143

4155

4169

4185

4193

LII

Study on the Multiple Mechanisms Underlying the Reaction Between
Hydroxyl Radical and Phenolic Compounds by Qualitative Structure and
Activity Relationship

Synthesis and Estrogen Receptor Affinity of a 4-Hydroxytamoxifen-
Labeled Ligand for Diagnostic Imaging

Folded Conformation of an Immunostimulating Tetrapeptide Rigin: High
Temperature Molecular Dynamics Simulation Study

Novel (Bisarylmethoxy)butylpiperidine Analogues as Neurotransmitter
Transporter Inhibitors with Activity at Dopamine Receptor Sites

Mechanism of Biochemical Action of Substituted 4-Methylbenzopyran-
2-ones. Part 9: Comparison of Acetoxy 4-Methylcoumarins and Other
Polyphenolic Acetates Reveal the Specificity to Acetoxy Drug: Protein
Transacetylase for Pyran Carbonyl Group in Proximity to the Oxygen
Heteroatom

Anti-HIV-1 Peptides Derived from Partial Amino Acid Sequences of CC-
Chemokine RANTES

1-Methoxy-, 1-Deoxy-11-hydroxy- and 11-Hydroxy-1-methoxy-A3-tetra-
hydrocannabinols: New Selective Ligands for the CB, Receptor

Characterization of a Binding Site for Template Competitive Inhibitors of
HIV-1 Reverse Transcriptase Using Photolabeling Derivatives

Design of Inhibitors of Scytalone Dehydratase: Probing Interactions with
an Asparagine Carboxamide

New Water-Soluble Prodrugs of HIV Protease Inhibitors Based on O—N
Intramolecular Acyl Migration

QSAR Studies of HIV-1 Integrase Inhibition

Mapping of the Active Site of Rat Kidney y-glutamyl Transpeptidase
Using Activated Esters and Their Amide Derivatives

Erratum



