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INTRODUCTION

All persons are cordially invited to attend the XVth European Federation of Medicinal Chemistry
International Symposium on Medicinal Chemistry. The meeting will take place in Edinburgh,
Scotland at the International Conference Centre from Sunday 6 September to Thursday 10
September 1998.

The series “International Symposia on Medicinal Chemistry” has been organised in Europe since
the 1960's. Recent meetings in the series have taken place in .

1992 Basel, Switzerland
1994 Paris, France
1996 Maastricht, The Netherlands



SCIENTIFIC PROGRAMME

The scientific sessions will include 8 plenary lectures, and 52 invited lectures running in 3 parallel
sessions, and 2 poster sessions.

The following themes will be included in the coverage

New Technologies for Drug Discovery
lon Channels
Intracellular Signalling
Glycine Antagonists
Predicting DMPK
Growth Factors
Glycochemistry and Glycobiology
7TM Receptors
Protease Inhibition

PLENARY LECTURES:

Sunday 6 September

PENTLAND SUITE

16.00 Opening

Chairman: D Buckle Symposium Chairman & Chairman of the
Biological & Medicinal Chemistry Sector of the RSC

PLENARY LECTURE:

16.30 PL1 The Hu enome Project: from Man to Microbes
C Ven USA  walad
PLENARY LECTURE:

17.30 Pl.2 The Chemistry-Medicine Continuum: Synthetic, Computer,
Spectroscopic and Biological Studies on New Chemotherapeutic

Leads
P Wender Stanford University, USA

18.30 Buffet Reception Sponsored by Astra Charnwood




Monday 7 September

W Thursday 10 September
PENTLAND SUITE
PENTLAND SUITE
Chairman: P Kocienski University of Glasgow & Perkin Division
. President, The Royal Society of Chemistry
' PLENARY LECTURE:
PLENARY LECTURE: . 09.00 PlL.6 The Boval Society of Chemistry’s Rhone-Poulenc Lecture:

02.00 PL3 The Related Roles of Structure-Based Design and Library New Methods and Strategies for Oligosaccharide Assembly

P A Bartlett Universily of California, Berkeley USA

_
Chemistry ) M SV Ley University of Cambridge, UK

10.00 Coffee
10.00 Coffee h ’
H_ PLENARY LECTURE:
‘ m 10.30 PL7 Proteomics, Structural Biology and Drug Discovery .
Tuesday 8 September : Sir Tom Blundeli University of Cambridge, UK
+ PLENARY LECTURE:
PENTLAND SUITE | 11.30 PI.8 " Merging Rationat Drug Design with Combinatorial Chemistry:

o Reasonable and Unreasonable Expectations
D Rich University of Wisconsin, USA

Chairman; P A Bartlett University of California, Berkeley, USA

09.00 PlL4 _u_..mz>m< LECTURE:

Proteins and Medicinal Chemistry 12.30 Closing Remarks
R Ramage University of Edinburgh, UK orch

10.00 Coffee

Wednesday 9 September

' PENTLAND SUITE

Chairman: _J Mann University of Reading, UK t
|

09.00 PL5 PLENARY LECTURE: AR
Glycoconjugates as Tumor-Associated Antigens and Ligands in m .
Regulatory Processes
H Kunz University of Mainz, Germany

10.00 Coffee




SYMPOSIUM A

NEW TECHNOLOGIES FOR DRUG DISCOVERY

Monday 7 September

10.30

11.15

12.00

12.45

14.00

14.45

15.30

16.20

A2

A3

A4

A5

A6

PENTLAND AUDITORIUM
Il.lll.lll.ll‘

Chairman: R Ramage University of Edinburgh, UK

Structure-Based Drug Design: Dealing with Flexible Proteins and
their Ligands
W Guida Novartis Pharmaceuticals, Switzerland

NMR as a Tool in Drug Research
S W Fesik Abbott Laboratories, USA

New Paradigms for the Exploration of Molecular and Genetic
Diversity
N H Sigal Pharmacopeia, USA

Lunch

PENTLAND AUDITORIUM

Chairman: _F King SmithKline Beecham, UK

Software Developments for Structure-Based Design and Library
Chemistry
M Murcko Vertex, USA

Impact of Automation on Drug Discovery
E Petrillo Bristol-Myers Squibb, USA

Drugs Arising from Structure-Based Design
M Varney Agouron, USA

Tea & Poster Session

Tuesday 8 September

10.30

11.05

11.40

12.15

13.00

A7

A8

A9

A.10

SIDLAW AUDITORIUM

Chairman: A McElroy Pfizer, UK

The Influence of Library Development on Synthesis Design
R Armstrong UCLA/Amgen, USA

Discovery of New Multicomponent Reactions by Combinatorial
Approaches
L Weber Hoffmann-La Roche, Switzerland

Lead Optimization Using Parallel Synthesis Techniques
S Kaldor Lilly, USA

Informatics Tools for Combinatorial Chemistry and High
Throughput Screening in Agrochemical Research

* D Poppinger Novartis, Switzerland

Lunch




SYMPOSIUM B

ION CHANNELS

Monday 7 September

10.30

11.15

12.00

12.45

14.00

14.45

B.1

B.2

B.3

B.4

B.5

SIDLAW AUDITORIUM

Chairman: P Machin SmithKline Beecham, UK

lon Channels as Targets: Problems and Possiblities
P Leeson Astra Charnwood, UK

Structure and Function of Nicotinic Acetylcholine Receptors
N Unwin MRC Cambridge, UK

Polyamines and Polyamine Amides as Channel Blockers
| S Blagbrough University of Bath, UK

Lunch ¢

SIDLAW AUDITORIUM

Chairman:_ | S Blagbrough University of Bath, UK

Agonists and Functional Partial Agonists at lonotropic Glutamate
Receptors: Design and Therapeutic Prospects
P Krogsgaard-Larsen Copenhagen, Denmark

Inhibitory/Excitatory lon Channels
A North Serono Pharmaceutical Research Institute, Switzerland

SYMPOSIUM C

INTRACELLULAR SIGNALLING

Monday 7 September

10.30

11.15

12.00

12.45

14.00

14.45

15.30

16.15

CA

c2

C3

C4

C5

Ct

FINTRY AUDITORIUM

Chairman: B Porter Pharmagene, UK

Intracellular Signalling Targets: New Antiinflammatory
Approaches
A J Lewis Signal Pharmaceuticals, USA

Phosphatidylinositol 3,4,5-trisphophate in Insulin Action: Studies

- at the Interface of Medicinal Chemistry and Cell Biology

C P Downes University of Dundee, UK

The 6-Hydroxy Group of Inositol 1-Phosphate Serves as an H-
Bond Donor in its Catalytic Hydrolysis by Inositol
Monophosphatase: Design and Solid Phase Synthesis of
Mechanism Based Inhibitors

D Gani University of St Andrews, UK

Lunch

FINTRY AUDITORIUM

Chairman: B Porter Pharmagene, UK

Inhibition of T-cell Tyrosine Kinases
D Moffat Celltech Therapeutics, UK

P38 MAP Inhibitors: Progress, Pitfalls and Possibilities
J L Adams SmithKline Beecham, USA

The Ineradicable Impact of Irreversible Inhibitors: Can Errbicide
Contribute to the Tumouricide of EGFR-Dependent Cancers?
A J Bridges Parke-Davis, USA

Tea & Poster Session




SYMPOSIUM D

GLYCINE ANTAGONISTS (GLAXO WELLCOME)

Monday 7 September

16.00

16.30

17.00

DA

D.2

D3

SIDLAW AUDITORIUM

Chairman: D Donati Glaxo Wellcome, ltaly

Antagonists Acting at the NMDA Receptor Complex: Potential for
Therapeutic Applications
D E Jane University of Bristol, UK

Recent Advances in Glycine Antagonists as Neuroprotective
Agents
G Gaviraghi Glaxo Wellcome, Italy

Glycine Antagonists as Potent Analgesic Compounds
R Di Fabio Glaxo Wellcome, ltaly

SYMPOSIUM E

PREDICTING DMPK

Tuesday 8 September

10.30

11.06

11.40

12.15

12.50

13.25

E:l

E.2

E3

E.4

E5

PENTLAND AUDITORIUM

Chairman: D Payling Astra Charnwood, UK

Design of Drugs with Optimised Absorption, Bioavailability and
Distribution
D A Smith Pfizer, UK

Drug Metabolism for the Medicinal Chemist: So What?
B Testa University of Lausanne, Switzerland

Rapid Assessment of Drug Metabolism in the Pharmaceutical
Discovery Process
M Bertrand Biopharm Servier, France

Computer-Prediction of Phase-1 Metabolism: The Case of
Cytochrome P 450 2D6
N P E Vermeulen University of Amsterdam, The Netherlands

Oral Absorption and Solubility Screening in Early Drug Discovery
C A Lipinski Pfizer, USA

Lunch

-10-



SYMPOSIUM F

ROWTH FACTORS

Tuesday 8 September

10.30

11.06

11.40

12.15

13.00

F.1

E2

F.3

F.4

FINTRY AUDITORIUM

Chairman: B Ross Glaxo Wellcome, UK

EGFR Tyrosine Kinase Inhibitors for the Treatment of Cancer
A J Barker Zeneca Pharmaceuticals, UK

Discovery of a Small, Non-Peptidyl Mimic of Granulocyte-Colony
Stimulating Factor
J | Luengo SmithKline Beecham, USA

Small Peptides as Potent Mimetics of Hematopoetic Growth
Factors
W J Dower Affymax, USA

Intracellular Receptor Signaling Cascades: a Target for Selective
Modulators
J Miner Ligand Pharmaceuticals, USA

SYMPOSIUM G

GLYCOCHEMISTRY AND GLYCOBIOLOGY

Wednesday 9 September

Lunch

10.30

11.15

12.00

12.45

14.00

14.45

16.20

G

G.2

G3

G4

G5

FINTRY AUDITORIUM

Chairman: _J-C Miller Synthelabo, France

Protein Glycosylation in Inmunochemistry and Neuropathology
E F Hounsell University College London, UK

Bacterial Polysaccharides — Biologically Active Surface Polymers
P-E Jansson Karolinska Institute, Sweden

The Role of Oligosaccharides in Molecular Recognition and
Infectious Disease
S Homans University of St Andrews, UK

Lunch

FINTRY AUDITORIUM

Chairman: D Buckle DRB Associates, UK

Glycopeptides: The Link Between Complex Carbohydrates and
Glycoproteins
K Bock Carlsberg, Denmark

Structure Activity Relationships and Design of Synthetic Heparin-
like Oligosaccharides
C M Dreef-Tromp N V Organon, The Netherlands

Selectin antagonists: Chemistry and Biology

B Ernst Novartis, Switzerland
J— -

Tea and Posters

S



SYMPOSIUM H

7TM RECEPTORS

Wednesday 9 September

10.30

12.45

14.00

M 14.45

15.30

16.15

17.00

H.2

H.3

H.4

H.5

H.6

H.7

PENTLAND AUDITORIUM

——

Chairman: D C Horwell Parke Davis, UK

Bombesin, Tachykynins and Mimetics of Protein:Protein
Interactions
D C Horwell Parke Davis, UK

Discovery and Optimisation of Selective aia Antagonists
B Lagu Synaptic, USA

Potent Selective 5-HTs Receptor Antagonists
S M Bromidge SmithKline Beecham, UK

Lunch

SIDLAW AUDITORIUM
e,

Chairman: J Dixon Astra Charnwood, UK

Interconversion of 7-TM Receptor States: Affinity and Occupancy
for Agonists and Viral Exploitation of 7-TM Targets
T Schwartz Panum Inst Copenhagen, Denmark

The Design, Synthesis and Pharmacology of Novel Neurokinin-2
Receptor Antagonists
D S Middleton Pfizer, UK

Dual D>-Receptor and Bz-Adrenoceptor Agonists for the Treatment
of Airways Diseases
F Ince Astra Charnwood,- UK

The Evolution and Synthesis of Eletriptan - A Selective 5-HT1p -
Like Partial Agonist with Rapid Oral Absorption
M J Wythes Pfizer, UK

Tea and Posters

SYMPOSIUM |

PROTEASE INHIBITION

Wednesday 9 September

10.30

11.15

12.00

12.45

14.00

14.45

16.30

16.20

SL

SIDLAW AUDITORIUM

Chairman: D H Rich University of Wisconsin, USA

Inhibition of the Osteoclast Specific Thiol Protease, Cathepsin K
D F Veber SmithKline Beecham, USA

Delta Technology for Protease Inhibition
M C Venuti Axys Pharmaceuticals, USA

Inhibition of Zinc Metalloproteases as a Means of Controlling
Peptidergic Functions or Neurotransmitter Exocytosis
B Roques Université Rene Descartes, France

Lunch

PENTLAND AUDITORIUM

Chairman: D Adams Heriot-Watt University, UK

Proteinase Inhibition as a Drug Discovery Strategy: Tackling the
Challenges of Absorption, Clearance and Selectivity
A McElroy Pfizer, UK

Structure-Based Design of Irreversible, Peptidomimetic Human
Rhinovirus 3G Protease Inhibitors
P S Dragovich Agouron Institute, USA

Chairman: D Adams Heriot-Watt University, UK

SPECIAL LECTURE
Highly Selective Inhibition of Nitric Oxide Synthase
R B Silverman Northwestern University, USA

Tea and Posters

14 -



POSTERS

Posters will be located in the Lomond Suite on Level 0 and in the Cromdale Hall on Level 2.

{fdenotes presenter to whom affiliation refers)

P.1

P.2

P.3

P.4

P.5

P.6

P.7

P.8

P.8

Quantum-Chemical Study-of Antioxidant Activity
AV Pogrebnyak® Pyatigorsk State Pharmaceutical Academy, Russia

Evaluation of Some Egyptian Plants as Molluscicides
MM El-Sayed* and H A El-Nahas Theodor Bitharz Research institute, Egypt

Studies On Some Indian Medicinal Plants Against Candidal Infections
F Mohammad®, Z Melimood and | Ahmad Afigarh Muslim University, India

GYK! 16084: A New 'Drug Candidate for Treatment of Benign Prostatic
Hyperplasia

P Matyus®, | Varga, M Tapfer, | Harsing, E Tomory and A Simay Semmelweis
University of Medicine, Hungary

Structure-Activity Relationships of P2-Receptor Antagonists Structurally
Related To Reactive Blue 2 .

M Glénzel*, F Tuluc, R Biiltmann, K Starke and A W Frahm University of Freiburg,
Germany :

EPC Syntheses And Structure-Activity Relationship Of Hypoglycemic
Semicyclic Amidines
AW Frahm*, § Ullvich and S Hartmann University of Freiburg, Germany

Use of 2,7-Dioxo-2,3,4,5,6,7-Hexahydro-1H-1,4-Benzodiazonine as a Template
For The Design Of CCKa/ Gastrin Receptor Antagonists

I M McDonald*, S B Kalindjian, | D Linney, C M R Low, M J Pether and K | M Steel
James Black Foundation, UK

Enzyme Inhibition Xll: Relationship of Glutamic Acid Decarboxylalase
Activity with the Reaction Products Based On Chromatographic and
Radioisotopic Methods

M L Sethi* Howard Universily, USA

Bioactivity Screening of Crude Extracts from Tridax procumbens and
Wedelia trilobata

A Taddei* and A J Rosas-Romero Universidad Simdn Bolivar, Venezuela

New Pyrazolo[1,5-a] Pysimidines as Potential Antiviral Agents

V Makarov*, M Schmidtke and V Granik State Scientific Centre of Russian
Federation, Russia

-15-

P.12

P.13

P.14

P15

P.16

P.17

P. 18

P.19

P.20

New Five Member Heterocyclic Donors of Nitric Oxide
V Makarov*, S Ryabova and V Granik State Scientific Centre of Russian
Federation, Russia

Acyloxymethylcarbamates as Prodrugs of Antitumour Triazenes
E Rosa®, A P Francisco, J lley and E Carvalho Universidade de Lisboa, Portugal

Synthesis and Antituberculosis Activity of New Quinoxaline 1,4-DI-N-Oxides
and 2-Quinoxalinecarbo Nitriles

A Monge*, Y Sainz, M E Montoya, M A Ortega, F J Martinez-Crespo and A Lopez
de Cerain Universidade de Navarra, Spain

Bis-Quinolinium Cyclophanes as Potent Non-Peptidic Blockers of the
Apamin-Sensitive SKca Channels

C R Ganeliin*, J Campos Rosa, P M Dunn, D Galanakis and D H Jenkinson
University College London, UK

Design of Protease Inhibitors from Structures of Substrate Products? Eg
mcﬁmaf_znam_ an Inhibitor of the Cholecystokinin (CCK-8)-Inactivating
Peptidase ,

C R Ganeliin*, P B Bishop, B Leblond, L Zhao, C Rose and J C Schwartz
University Gollege London, UK

Structure-Activity Relationships of Cetiedil Analogues as Blockers of The
Ca?-Activated K* Channel (IKcs) in Erythrocytes

C R Ganellin*, S Athmani, C J Roxburgh, D C H Benton, M A R Shiner and D H
Jenkinson University College London, UK

Aziridinylpeptides as Inhibitors of Cysteine Proteases
T Schirmeister™ Universily of Freiburg, Germany

Synthesis and Binding Profile of a New oi-Adrenoceptor Antagonist Derived
from the Pyrrolo [1,2-b:3,4-¢71BIS-Pyridazine Skeleton

0 Barlocco®, G Cignarella, F Montesano, A Leonardi, M Mella and L Toma
Universita Degli Studi Di Mitano, ltaly

Isoxazolo-{3,4-d]-Pyridazin-7-(6H)-Ones as Potential Aldose Reductase
Inhibitors

L Costantino®, D Barlocco, G Rastelli, M P Giovannoni, V Dal Piaz P Vianello and
G Cignarella Universita Degli Studi Di Milano, italy

3,8-Diazabicyclo-[3.2.1]-Octane Deriviatives as Analogs of Ambasilide, A
Class lll Antiarrhythmic Agent

S Villa*, G Cignarella, D Barlocco, G J Papp, B Balati, A Varro and P Matyus
Universita Degli Stuai Di Mitano, lialy

-16-



P. 21

P.22

P.23

P.24

P.25

P.27

P.28

170
Yo
» O

P. 30

From Diazabicyclooctanes to Diazatricyclodecanes
P Vianello*, G Cignarella, P Borea and P Fadda Universita Dm% Studi Di Milano,
ftaly

Solution-Phase Combinatorial Synthesis of 2,6,9-Trisubstituted Purine
Libraries.
M T Fiorini* and C Abell University of Cambridge, UK

Fused Aminotetralins: Novel Antagonists With High Selectivity for the
Dopamine D3 Receptor

S A Smith*, K'Y Avenell, | Boyfield, M C Coldwell, M S Hadley, M A M Healy, P M
Jefirey, C N Johnson, D J Nash, G J Riley, E E Scott, B Stacey, G Stemp and KM
Thewlis SmithKline Beecham Pharmaceuticals, UK

Synthesis and Cardiovascular Effects of 1,3,4-Thiadiazole Derivatives
J Reiter*, J Barkdczy, G Szenasi, K Megyeri, A Kovacs, G Simig, P Trinka and G
Berecz EGIS Pharmaceuticals, Hungary

Non-Natural Analogues of Arginine and Llysine in Peptide-Based Drug
Design

T A Dix*, K J Kennedy, J T Lundquist IV, K P Kokko and T Simandan Medical
University of- South Carolina, USA

Synthesis, Anticonvulsant and Anxiolytic Profile of Imidazolinones

K Unverferth*, C Tober, H J Lankau, A Rostock, T Amold and C Rundfeldt ASTA
Medica AG, Germany

Synthesis of Acetylcholine Mimics and Their Role as Uncompetitive
[nhibitors of Esterases
C Whiteley* Rhodes University, South Africa

Synhthesis and Biological Evaluation of a Nove! Series of Potent
Serotoninergic Compounds

D Bézsing®, | Jakoczi, | Simonek, G Németh, Gy Simig, Gy Levay, K Tihanyi, |
Gacsalyi and E Schmidt EGIS Pharmaceuticals Ltd, Hungary

Synthesis and Biological Activity of Novel Piperazines
D Bézsing*, G Lax, | Jakoczi, R | Simonek, G Simig, G Levay, K Tihanyi,
Gascalyi, E Schmidt £EGIS Pharmaceuticals Ltd, Hungary

Potent Endothelin Receptor A-Selective Antagonists: Development of a
Class of Polysubstituted Aryl Thiophenecarboxamides

C Wu*, E Radforde Decker, N Blok, H Bui, B Raju, R J Biediger, S Lin, R V
Market, B Dupre, RA F D_x% A Brock and T P Kogan Texas Biotechnology
Corporation, USA

_:

A7

P.31

pP.32

P.33

P. 36
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P. 38

P. 39

Synthesis and Antichagasic Properties of New 1,2,6-Thiadiazin-3,5-Dione 1,1-
Dioxides?

R Di Maio*, H Cereccetio, G Seoane, A Gémez-Barrip, S Muelas and C Ochoa
Universidad de la Repiiblica, Uruguay

7-Substituted [1,6]Naphthyridin-2-Amines and Ureas - Potent and Selective
Inhibitors of the FGF-1 Receptor Tyrosine Kinase

A M Thompson®, W A Denny, J M Hamby, C J C Connolly, A J Kraker, B Hartl and
H D H Showalter The University of Auckland, New Zealand

Structure-Activity Relationships for Bis(Acridine-4-Carboxamides): A New
Class of Mixed Topoisomerase Ml Inhibitors!

J A Spicer*, S A Gamage, G J Atwell, G J Finlay, B C Baguley and W A Denny
The University of Auckland, New Zealand

Investigation of the Stereospecificity of the Histamine Hi-Receptor With a
Series of New Enantiomeric Ligands

J T Kovalainen®, J A M Christiaans, J Laitinen, L Tuomisto and J Gynther
University of Kuopio, Finfand

H NMR Study of Putative Intramolecular Hydrogen Bonding In Histamine Ha-
Receptor Agonists

J T Kovalainen*, J Christiaans, A Poso, J Vespéldinen, R Laatikainen and J
Gynther University of Kuopio, Finfand

Synthesis and MDR-Modulating Activity of a Series of Benzopyran-6-
Carbonitrils Structurally Related to Cromakalim

G Ecker, C Wolf, E Richter, U Sansenbéker, M Hitzter, P Chiba and W
Fleischhacker University of Vienna, Austria

Artificial Neural Networks in Diug Design: Free-Wilson Analysis of
Propafenone-Type Modulators of Multidrug Resistance
G Ecker*, C Tmej, P Chiba and W Fleischhacker University of Vienna, Austria

Influence of Structural Modifications of Conformationally Restricted
Butyrophenones on 5-HTza, 5-HT2s and 5-HT:zc Receptors Selectivity

M1 Loza*, M | Cadavid, J M Calleja, H Tristan, E Goémez, M J Enguix, M Mancebe,
M Villazén, C F Masaguer, E Lozoya, G Mengod, E Ravifa and F Sanz
Universidad de Santiago, Spain

Conformationally Restricted Carbazole Butyrophenones as Potential
Antipsychotic Agents and as Active Agents in the Serotoninergic
Neurotrasmission

E Ravina*, C F Masaguer, J A Fontenla, H Tristan and | Loza Universidad de
Santiago, Spain



P. 40

P. 41

P. 42

P. 43

P. 44

P.45

P. 46

P. 47

P. 48

P. 49

Towards the Understanding of Species Selectivity and Resistance of
Antimalarial DHFR [nhibitors

I'T Christensen*, T Lemcke and F S Jorgensen Aoyal Danish Schoo! of Pharmacy,
Denmark

Effect of 1,4-Dihydropyridine (DHP} Derivatives on Glucose Level in
Normotensive Rats

G Duburs®, J Briede, M Stivrina, D Stoldere, E Bisenieks, J Uldrikis, J Paikéns and
N Makarova Latvian Institute of Organic Synthesis, Latvia

Benzimidazole-2-Carboxylic Acid Derivatives with Affinity for 5-HTs Receptor
Sites . ‘

A Orjales®, P L Lopez-Tudanca, | Tapia, R Mosquera, L Labeaga and L Alonso-
Cires FAES, Spain

A New Series of 2,3-Dihydro-2-Oxo-1H-Benzimidazole-1-Carboxamides with
Affinity for the 5-HTs Receptor

A Orjales*, L Alonso-Cires, P L Lopez-Tudanca, R Mosquera, A Innerérity, L
Labeaga and [ Tapia FAES, Spain

A Novel Series of Substituted 4-(Indol-3-YL} Piperidenes with Combined 5-
HT1a and 5-HT Re-Uptake Inhibitory Activity

B Andersson®, C Sonesson, C Seyfried, H E Greiner, G D Bartoszyk and H
Bottcher Gdteborg University, Sweden

Enzyme-Catalyzed Diels-Alder Reactions: Mevinolin Polyketide Synthase
and Commercially Available Enzymes
K Auclair* and J C Vederas University of Alberta, Canada

The Design and Synthesis of Cycloheptylurea Inhibitors of Factor Xa

B A Galemmo, Jr.*, T P Maduskuie, C Dominguez, P F W Stouten, R S Alexander,
B L Wells, K A Rossi, S Drummond, E A Hausner, M R Wright, R M Knabb, P C
Wong and R R Wexler DuPont Merck Pharmaceutical Company, USA

Poster Withdrawn

Preferred Conformation of Ace Inhibitors for Interaction With Their Binding
Site

M Remko* and M Smiesko Comenius University, Slovakia

Cation Binding Effect on the Antiarrhythmic - Receptor Interaction
M Remko* and B M Rode Comenius University, Slovakia

-§9-

P.50

P. 51

P. 52

P.53

P. 54

P. 56

P.57

P. 58

P. 59

P.60

Regulation of Pre-Activated Human CD4+ Lymphocytes Functional
Charactetistics by Guanine Derivatives

M Madre*, N Osna, L Samoshenkova, E Gaina, A Sochnev, A Zvibliene and R
Zhuk Latvian Institute of Organic Synthesis, Riga, Latvia

Homoharringtonine and Kaguasu as Anti-Oncogene Agents
Y Liu* L Y Research Corporation, USA

Potent 5-HT Reuptake Inhibitors With 5-HT1enp Antagonistic Activity - New
Potential Antidepressants

H Béticher®, C V Amsterdam, W Rautenberg, H Greiner, J Harting, C A Seyfried
and L Matzen Merck KGaA, Germany

Novel Stilbene Derivatives as LTD4 Antagonists

D Mauleén®, J Pascual, L Borras, M Cabré, G Gonzédlez, X Montserrat, J A
Andreu, M Fernandez, M Gasull, A Palomer, A Carabaza, D Tost, F Cabré and M
L Garcia Laboratorios Menarini, SA, Spain

>q<_u$¢~m=omm_w-n=._“m,m_._.amn_mmnm:m 2,2-Dioxides as Piatelet Aggregation
Inhibitors: A Qsar Study

P Goya*, N Campillo, C. Garcia, J A Pdez, E Carrasco and M Grau Consgjo
Superior de Investigaciones Cientificas, Spain

Development of Heterocyclic-Fused-3(2H)-Pyridazinones, a Class of Potent
and Selective PDE 4 Inhibitors o

"V Dal Piaz*, M P Giovannoni and C Castellana Universifa Degii Studi Di Firenze,

Italy

Naphthoquinones as Antiviral Agents
I T Crosby*, M P Collis, P J De Bruyn, P L C Keep, M L Rose and A D Robertson
Monash University (Parkville), Austrafia

A New Synthetic Approach to Steroidal Aromatase Inhibitors
D G Bourke* and D J Collins Monash University {Parkville), Austrafia

The Synthesis and Biological Evaluation of a Series of Novel Antipsychotics
B Capuano®, | T Crosby and E J Lloyd Monash University (Parkvilie), Ausiralia

Aminimides as Potential CNS Acting Agents
J E Neve*, 1 T Crosby and E J Lloyd Monash Universily (Parkville), Australia

Thieno[3,4-€][1,2,4]Thiadiazine 1,1-Dioxides: Synthesis and Voltage-
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Falciparum Dihydrofolate Reductase
G Rastelli*, W Sirawaraporn and D V Santi Universita di Modena, ffaly

Synthesis and Pharmacological Studies of a New 5HT 1r1p Receptors Inverse
Agonist !

C Jorand-Lebrun*, M Lamothe, P J Pauwels, M Marien, P Chopin, C Moret and S
Halazy Centre de Recherche Pierre Fabre, France

Design of Non-Peptide Direct Thrombin Inhibitors Based on Shape Similarity
with D-Phe-Pro-Arg ’

J B M Rewinkel*, S F van Aelst, C A A van Boeckel, T G van Dinther, P D J
Grootenhuis and A M P van Steijn N V Organon, The Netherlands

Studies to Establish the Pathway for the Biosynthesis of Fatty Acid Amides.
Synthesis of Substrates and Inhibitors for Peptidylglycin  Alpha-
Hydroxylating Monooxygenase (PAM).

U Glutke* and J C Vedera University of Alberta, Canada

Alkylside-Chain Derivatives of Sordaricin as Potent Antifungal Agents
Against Yeast

B Tse*, J M Balkovec, C M Blazey, M-J Hsu, J Nielsen and D Schmatz Merck
Research Laboratorigs, USA

Conformational Analysis and Pharmacophore Identification of NSERT’s
J Hast*, | T Christensen and F S Jorgensen The Danish School of Pharmacy,
Denmark

Novel Phthalazine Derivatives With High Dopamine D2 Receptor Affinity as
Potential Antipsychotics

B M Monse®, C Diard, P Schambel, M B Assié, E P M Prinssen, M S Kleven, W
Koek and T Imbert Centre de Recherche Pierre Fabre, France

Synthesis and Binding Studies of Trishomocubanes: Novel High Affinity and
Subtype-Selective Ligands for Sigma Binding Sites.
X Liv*, M Kassiou, M J Christie and V H Nguyen University of Sydney, Australia

Levan Derivatives Influence Proliferative Activity and TNFa/LfNg Production
of Peripheral Blood Mononuclear Cells.

A Sochnevs®, L Samoshenkova, N Osna, E Hagina, O Shitova, | Vina, A
Karsakevich, M Bekers, R Linde and A Zvirbliene University of Laivia, Riga, Latvia

Bacterial Polysaccharide Levan: Chemical Modification and Structure
Investigations

S Gonta*, A Karsakevich, M Bekers, | Vina, O Neilands and M Utinans University
of Latvia, Riga, Latvia
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Levan - B-D-Fructofuranose Polymer: Structure and Immunomodulation of
Phagocytic Activity of Human Polymorphuclear Leukocytes

I Vina*, A Karsakevich, M Bekers, S Gonta, R Linde, A Zhilevica, R Treimane and
H Grante University of Latvia, Riga, Latvia

The Development of D-ring Modified Analogues of Oesterone-3-0-
Sulphamates as Potent Steroid Sulphatase Inhibitors with Reduced
Qestrogenicity

H Hejaz’, A Purohit, M F Mahon, L W L Woo, M J Reed and B V L Potter
University of Bath, UK

A New Methad for Aligning Flexible Molecules with their Binding Cleft
M C De Rosa*, A Berglund and B Giardina Universita Cattofica, ltaly

Antiadrenergic Compounds Related to Isonotholaenic Acid
E del Olmo*, M Garcia-Amas, R Carron, M Naranjo, J L Lopez-Perez and A San
Feliciano Universidad de Salamanca, Spain

A Role for Dipole Moment in the Activity of Cyclolignans
£ Del Olmo*, J L Lopez-Perez, B de Pascual-Teresa, M Merino and A San
Feliciano Universidad de Salamanca, Spain

An Effort to Understand the Molecular Basis of Hypertension Through the
Conformational Analysis of Losartan and Sarmesin Using Combination of
NMR Spectroscopy and Theoretical Calculations

A Kolocouris®, T Mavromoustakos, M Zervou, | Matsovkas and E Humpfer
National Hellenic Research Foundation, Greece

Arylpiperazines with Serotonin-3 Antagonist Activity: A Comparative
Molecular Field Analysis

E Galvez*, A Morreale, | iriepa and D B Boyd Universidad de Alcata-de Henares,
Spain

Structure-Activity Relationship Studies on Tetrahydroquinoline-Based

- Modulators of Multidrug Resistance.

M Kratzel", R Hiessbock, E Richter, M Hitzler, P Chiba, E Ecker and W
Fleischhacker University of Vienna, Ausiria

The Evolution in the Design of Selective Human inos Inhibitors from Natural
Substrate to Cyclic Amidinium Salts

D W Hansen*, MV Toth, R K Webber, K B Peterson, M Trivedi, D S Spangler, T J
Hagen, A K Awasthi, F S Tjoeng, R E Gapud, S S Metz, K F Fok, M E Zupec, WM
Moore, G M Jerome, P T Manning, C M Kornmeier, J R Connot, M G Currie and B
S Pitzele Searle & Co, USA

Intoxication of Mice Balb/c By m-mc_.oém”:m:o_ Causes A Decrease of
Activity of Superoxide Dismuthase (SOD) In Lisath of Etytrocythes
N K Mihajlovic*, L J Mihajlovic and S Najman University of Nis, Yugosfavia
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The Study Of Catalase Activity In Bone Marrow In Subchronic Intoxication
With 2-Butoxyethanol
N K Mihajlovic*, L Mihajlovic and 8 Najman University of Nis, Yugoslavia

Rapid Biochemical Assessment the Risk of Organophospate-Induced
Delayed Neurotoxicity for Series of O-Alkyl-O-Methylchloroform-lminomethyl
Phosphonates

G Makhaeva* and V V ‘Malygin Institute of Physiologically Active Substances,
RAS, Russia ”

a-Substituted Phenylglycines As Group 1 Metabotropic Glutamate Receptor
Antagonists
J R Harris*, B P Clark, A E Kingston and D McManus Lilly Research Centre, UK

Synthesis of N,N-Disubstituted Piperazines And Determination of Their
Serotonergic and Dopaminergic Activities

L Santana®, C Teran, M Teijeira, E Uriarte, Y Fall, L Unelius and B-R Tolf
University of Santiago, Spain

Intervention of Free Radicals in the Apomorphine Activity on Calcium
Channels

B Abarca*, R Ballesteros, P D'Ccon, J Moragues and E Zaragoza Universitat de
Valencia, Spain ¢

Synthesis of A Nove! Derivative of Indomethacin with Potent Anti-
Inflammatory, Antioxidant Activities, and Greatly Reduced Toxicity

A P Koutounakis*, D Galanakis, K Tsiakitzis, E A Rekka and P N Kourounakis
Aristotelian University of Thessaloniki, Greece

Synthesis of Some Novel Substituted 2-Biphenyl-Morpholines as Antioxidant
and Hypocholesterolemic Agents

M C Chrysselis*, E A Rekka and P N Kourounakis Aristotelian University of
Thessaloniki, Gregce

Synthesis Of Azulene Derivatives and Effect on Inflammation and on Free
Radical Reactions .

M C Chrysselis*, A Gavalas, A P Kourounakis, E Tani, P N Kourounakis, V J
Demopoulos and E A Rekka Aristotelian University of Thessaloniki, Greece

Synthesis and Study of Antitumor Activity of Some Co-Ordination
Compounds of Gallium

V A Shlyakhovenko*, V N Kokozay, L | Zagoruiko and A § Chernova Ukraine &
T.Shevehenko University, Ukraine

Remote Chronic Effects of Bromantan on the Early Postnatal Offspring

Development -
IN Yozhitsa*, A A Spasov and L | Bugaeva Pharmacol. Res Institute, Russia
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Sodium Channel Inhibitors 1: Lamotrigine - Past, Present and Future
Y C Fogden*, W R Irving and M S Nobbs Glaxo Wellcome, UK

Sodium Channel Inhibitors 2: Structure Activity Relationships of the
Lamotrigine Series
G P Shah*, HT Jones, D R Pollard, P Skone and M S Nobbs Glaxo Wellcome, UK

Sodium Channel Inhibitors 3: GW273293X as a Potential Broad Spectrum
Anticonvulsant

D Wild*, B Cox, D Edney, M Healy, M Loft, M S Nobbs, P Rider, G Shah and B
Squires Glaxo Wellcome, UK

Sodium Channel Inhibitors 4: Chiral Phenylpyrimidines as Analgesics
D Pollard*, P Bhulak, K Carter, M S Nobbs and S Rodgets Glaxe Wellcome, UK

Sodium Channel inhibitors 5: Chiral Phenylpyrimidines as Anti-lschaemic
Agents ‘ .
D Pollard*, K Carter, A Chapman and M S Nobbs Glaxe Wellcome, UK
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Screening of Reaction and Workup Parameters by Automated, Parallel
Procedures

K Padlini*, | Dziela, E Gunther, B Kutscher, G Laban, G Peter, D Reichert and A
Vogt ASTA Medica Ag, Germany

In Vitro Effect of Sub-Minimum Inhibitory Concentrations of Gentamicin on
Pseudomonas Aeruginosa Alginate Production
P Owlia*, Q Behzadian-nejad and E Souri University of Tarbiat Modarres, fran

Computer Aided Prediction of mmo_omr_“m_ Activity Spectra: Global oommqmmm
of the Chemistry-Pharmacology Space
V'V Poroikov* and D A Filimonov Institute of Biomedical Chemistry, RAMs, Russia

Kinetic Analysis of the Interaction Between a Protein and a Peptide by
Surface Plasmon Resonance

N J De Mol*, E Plomp and M J E Fischer University of Utrecht, The Netherlands

Analysis of the [nteraction of Epitope Peptides with Antibody Against
Neisseria Meningitidis by Surface Plasmon Resonance

M J E Fischer*, C Kuipers, E E Moret and N J de Mol University of Utrecht, The
Netherlands ,

Synthesis of a Potential Inhibitor of Arabinan Biosynthesis in Mycobacterium
Tuberculosis

P McGurk*, G Chang, M S Scherman, T . Lowary, M R McNeil and R A Field
University of St Andrews, UK
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The Discovery of Novel Serine Protease Inhibitors by Structure-based
Computational Screening of Virtual Combinatorial Libraries

S Young®, J Barker, L Brady, d Li, J W Liebeschuetz, S Lively, H Martin, J Mahler,
P J Morgan, C W Murray, A D Rimmer, R A Sykes and B Wazskowycz Proteus
Molecular Design Lid, UK

Structure Based Design and Synthesis of Dihydrofolate Reductase Inhibitors
F Zuccotto® and | H Gilbert University of Cardiff, UK

Biologically Active Compounds with Norbornene Carcass

L | Kasyan*, H T Zlenko, A O Kasyan and | N Tarabara Dnepropetrovsk State
University, Ukraine

A New Approach to 3-Phenyt -1,2,3,4- Tetrahydroquinazofines. Useful
Precursors of Troger's Base Analogues

H Pessoa Mahana*, J A Valderrama, G Sairas and R Tapia Pontificia Universidad
Catolica de Chile, Chile

Naturat System of Organic Compounds {(NSOC) as a Guide in Drug Discovery
O N Voskresensky* ORIS, Russia

Applications of Natural System of Organic Compounds (NSOC) to Drug
Design
E B Voskresenskaya® and O z Voskresensky ORIS, Russia

Prediction of Steroid Compounds Metabolism on the Base of Natural System
of Organic Compounds (NSOC)
V'V Sumbajev* and O N Voskresensky ORIS, Russia

Synthesis and Biological Activity of a Series of Phosphinic Acid Based
NAALADase Inhibitors

P F Jackson®, K L Tays, J M Maclin, ¥-S Ko, T Tsukamoto, J L Olkowski, Q Lin, J
Estrada, T Zhaocheng, A T Merion, A G Thomas, X-C M Lu msa B S Slusher
Guildford Pharmaceuticals Inc, USA

Myelin Hydrolysates as a Potential Agents for Multiplex Sclerosis Therapy
B Baranowska®, A W Lipkowski and B Kwiatkowska-Patzer Industrial Chemistry
Research Institute , Poland

Photochemical Regulation of Serine Protease Activity
A D Abelt* and A J Harvery University of Canterbury, New Zeland

Synthesis of Novel 8-Substituted Analogues of the Bioreductive Anticancer
Agent E09
A S Cotterill and W Hsu* s‘m_.m_; School of Pharmacy, Cardiff University, UK

Synthesis and >_._=E_.=2 m<m_:m=o= of Geiparvarin Analogues
C-C Tzeng*, Y L Chen and T C Wang Kaohsiung Medical Coilege, Taiwan
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Interaction of Anticancer Platinum{IV) Complex with 5’-GMP in the Presence
and Absence of Reductant
L Chen* and J D Ranford National Universily of Singapore, Singapore

‘The Discovery and Synthesis of Some Bicyclic Trans-Lactams Having Potent

Neutrophil Elastase Inhibitory Properties
M R Johnson*, G D E Clarke, M D Dowle, L A Harrison, G G A Inglis, S J F
MacDonald and P Shah Glaxo Wellcome Research & Development, UK

Potential Antitumour Transition-Metal Semicarbazones of Salicyladehyde:
Mode(s) of Cytotoxcity
P F P Lee*, O L Ken and J D Ranford National University of Singapore, Singapore

Non Digitalis Steroidal 178-(0-Aminoalkyl}Oximes as Inhibitors of NA+K+-
Atpase )

L Quadri*, P Barassi, M Gobbini, G Fedrizzi, M Santagostino, M P"Zappavigna and
P Melloni Prassis Istituto di Richerche Sigma-Tau, ftaly

Butenolide Endothelin Antagonists with Improved Physiochemical
Properties

W C Patt*, J A Rpine, X-M Cheng, C Lee, B R Reisdorph, M A Massa, A M
Doherty, K M Welch, J W Bryant, M A Flynn, D M Walker, R L Schroeder, S J
Haleen and J A Keiser Parke-Davis Pharmaceuticals, USA

A Comparative Study of TI2-Amp, TI2-GMP, TI2-dAMP, Ti2-dGMP, TI2CMP,
TI2-TMP and their Sodium Salts. Structural Information and Conformational
Features

S Nafisi* and M N Mohaherani Istamic Azad University, lran

Rigid Analogues of Xanthenone-4-Acetic Acid as Potential Antitumour Drugs
S Gobbi*, P Valenti, A Bisi, A Rampa, F Belluti and M- Carrara University of
Bologna, ftaly

Efficacy of Chloroform Extract of Garlic(Allicin) on Growth of

- Enteropathogenic Shigella

M Saftari*, M Saberi Najafi and H Rakhshandeh Tarbiat Modarres University, Iran

Preparation of Pharmaceuticals from the Slauter — House Waste
E Z Khafagy* and A A Mohamed Nafional Research Centre, Egypt

A New HPLC Technique for the Separation of Methocarbamol Enantiomers

"E Souri*, H Farsam and N Gharavi Tehran University of Medical Sciences, Iran

Muscle Relaxant Activity of Methocarbamol Enantiomers
M Sharifzadeh*, E Souri and N Gharavi Tehran University of Medical Sciences,
Iran
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In Vitro Effect of Sub-Minimum Inhibitory Concentrations of Gentamicin on
Pseudomonas Aeruginosa Alginate Production

E Souri*, P Owlia and Q Behzadian-nejad The Medical Sciences University of
Tehran, Iran

VUF-K-8707 and Analogs, Non-acidic Leukotriene D4 Receptor Antagonists

T Tohma®, M Tamura, K Onogi, Y Tabunoki, T Kanke, T Takizawa, J Matsumoto,

Y Wada, M Q Zhang, H Timmerman and T Kataoka Kowa Company Ltd, Japan

The Role of Radical Formation in the Optimisation Process of 5-HTaxc
Antagonists as Potential Antidepressants and Anxiolytics

D Leysen®, P Conti, J Cals, J Kelder, | Dekker and A Bast N V Organon, The
Netherlands

The Identification and Optimisation of Ligands for the 5-HTz:c Receptor as
Potential Antidepressants and Anxiolytics
D Leysen®, P Conti and K Kelder N V Organon, The Netherlands

Novel 2,7-Dialkyl Substituted 5(8)-Amino-4(S)-Hydroxy-8-Phenyl-
Octanecarboxamide Transition State Peplido-Mimetics are Potent and Orally
Active Inhibitors of Human Renin

R Goeschke*, V Rasetti, N C Cohen, J Rahuel, M Grutter, 8 Stutz, H Rueger, W
Fuhrer, J Wood and J _sm_cm.cs Novartis Pharma AG, Switzerland

Structural Modification of the Py Position of 2,7-Dialkyl Substituted 5(5)-
Amino-4(5)-Hydroxy-8-Phenyl-Octane-Carboxamides: Discovery of a Potent
Non-Peptide Renin Inhibitor Active after once Daily Dosing in Marmosets

J Maibaum®, S Stutz, R Goeschke, P Rigollier, Y Yamaguichi, W Schilling and J
Wood Novartis Pharma AG, Switzerland

Design and Synthesis of Novel, Fully Non-Peptide Transition State Mimetic
Renin Inhibitors Bearing an O-Aikyl Substituted Salicylamide (Ps57-Ps)-Moiety
with High Oral In Vivo Potency

J Maibaum*, N C Cohen, J Rahuel, M Grutter, Ch Schnell, H-P Baum, P Rigollier,
W Schilling and J Wood Novartis Pharma AG, Switzerland

The Development of 2-Pyridyl-3,5-Diaryl-Pyrroles as Potent and Selective
Antagonists of the Human Glucagon Receptor

8 De Laszlo*, C Hacker, B Li, D Kim, M MacCoss, N Mantlo, J Pivnichny, G E
Koch, M A Cascieri and W K Hagmann Merck & Co Inc, USA

Synthesis, Structural Studies and Pharmacology of Pentacyclic Aporphine
Derivatives

T Linnanen*, M Brisander, L Unelius, G Sundholm, J Sandstréim, U Hackseli and A
Johansson Uppsala University, Sweden
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Benzo[h]-5,6-Dihydroqglinazoline-2-Amines as Potent and Selective
Inhibitors of p56LCK
J Davis*, M Batchelor, D Berg, P Davis, M Hutchings, J Johnson, D Moffat and D
Parry Celftech ple, UK

y-Turn Mimetics Replacing Amino Acid Residues 3-5 in Angiotensin ||

S Lindman®*, B Schmisdt, W Tong, G Lindegerg, A Gogoll, M Thémwall, B
Synnergren, A Nilsson, C Welch, M Schtell, C Westerlund, F Nyberg, A Karlén and
A Hallberg Uppsala University, Sweden

Facile Stereoselective Synthesis of D- and L-Erythro-Sphingosine and
Analogues from Serinal-Derived Vinyloxiranes
C Hertweck® and W Boland Max-Planck-institut, Germany

Arylidene Imidazolone Aminoacids and their Derivatives with the Expected
Anticonvulsant Activity. Examination of their Affinity to the Glycine Binding
Site of NMDA Receptors

K Kiec-Kononowicz®, J Karolak-Wojciechowska, E Szymarska Coflegium
Medicum of Jagiellonian University, Poland

Novel Pthalazinones as Potent PDE [V Inhibitors: Synthesis, Structure-
Activity Relationships and Molecular Modelling

M van der Mey*, H Boss, A Hatzelmann, G van Klink, | van der Laan, G Sterk, U
Thibaut, H Veldhuis, H Timmerman Vrife Universiteit, The Netherlands

‘Synthesis and SAR of CGP 71683A, A Potent and Selective Antagonist of the

Neurapeptide Y Y5 Receptor
P Rigollier*, H Riger, Y Yamaguchi, M Chiesi, W Schilling and L Criscione
Novartis Pharma AG, Switzerland

Solid Solutions in the Ln-8r-V-M-O (Ln=La,Eu; M=Ti,Cr,Mo,Nb) Systems:
Electrical Properties and Crystal Structure - -
V Drozd* and S Nedilko Kiev Taras Shevchenko University, Ukraine

Analogs of the Potent 5-HT1a Antagonist WAY100635: Effects of Substituent
and Bioisosteric Replacements .

P Stjernlsf*, M Gullme, J Mérz, M Kreilach, L Hansson, B Andersson, A Sandahl,
C Sonesson, H Bottcher, H Greiner, G Bartoszky, J Harting and C Seyfried
Goteborg University, Sweden

High Throughput Combinational Synthesis of Pure and Discrete Compounds
in Multimilligram Quantities: Application in the Synthesis of a Tyrphostin
Library

S Shi*, X Xiao and A Czarnik /JRORI, California, USA
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New Antioxidants with Strong Free Radical Scavenging and Xanthine
Oxidase Inhibiting Activity

H van der Goot*, H Voss, A Bast and H Timmerman Vrije C:Emaz_mz_ The
Netherlands

Applicatién of Achiral and Chirai Chromatographic Parameters in
Quantitative Structure-Activity Relationship Study

Z Chilmonczyk* and H Kysciiska Pharmaceutical Research institute, Poland

Synthesis of Polyamine-Poly{Ethylene Glycol) Conjugates and their
Evaluation as Potential Gene Delivery Vectors
S W Garrett*, C W Pouton and M D Threadgill University of Bath, UK

N3-4-Oxoacyl Derivatives of (8)-2,3- Diaminopropanoic Acid as Novel
Inhibitors of Glucosamine-6-Phosphate Synthase

R Andruszkiewicz*, G Jankowska and E Borowski Technical University of Gdansk,
Poland

Radiofrequency Tagged Microtube™ Reactors and Directed Sorting:
Application in the Synthesis of a Tryphostin Library

S 8hi*, X Xiao and A Czarnik IROR, Cafifornia, USA

Pyrazole Bioisosters of Leflunomide as B Cell Inmunosuppressants.
R Albert*, C Papageorgiou, P Florsheim, E Andersen, V Hungerford and M
Schreier Novartis Pharma AG, Switzerland

Synthesis of D-myo-Inositol  3-{Sp)-[10,170]-Thiophosphate and Hydrolysis
of Unlabelled Thiophosphate with Inositol Monophosphatase.

C Fauroux®, A Briggs, P Cullis, K Douglas, S Freeman and M Gore University of
Manchester, UK

{,3-Disubstituted Propan-2-Ones: A Novel Series of Potent Inhibitors of
Cytosolic Phospholipase Az (cPLA2)

A Mete*, R Austin, C Bennion, M Berstein, S Connolly, C Jackson, 5 King, L
Lawrence, R Lewis, D Robinson, L Stein, | Walters and W Withnall Astra
Chamwood, UK

Novel 1,2,3,4-Tetrahydroisoquinelines with High Affinity and Selectivity for
the Dopamine D3 Receptor

G Stemp*, N Austin, K Avenell, | Boyfield, C Branch, M C Coldwell, M S Hadley, A
Johns, P M Jeffrey, C N Johnson, D J Nash, G J Riley, S A Smith, R Stacey, K M
Thewlis and A Vong SmithKline Beecham Pharmaceuticals, UK

Lipolytic Effects of New mm >n_3_._onm22 Agonists in Rat and Human Fat
Cells -

| Aldana®, A Monge, H omaom:o A Rivero, M Aguado and J A Martinez University
of zm_\mqmm Spain
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13C CP MAS NMR and GIAQ-CHF Calculations of Buspirone Analogues
A Szelejewska-Wozniakowska®, Z Chilmonczyk, A Les and | Wawer
Pharmaceutical Research Institute, Poland

The Synthesis of Highly Constrained Muscarinic Receptor Ligands
P H Clesen*, P Sauerberg, J Ward, H E Shannon and F P Bymaster Novo Noraisk
A/S, Denmark

Synthesis of Novel 2-Benzothiopyran and 3-Benzothiepin Derivatives and
their Stimularity Effect on Bone Formation

T Oda*, K Notoya, M Gotoh, S Taketomi, Y Fujisawa, H Makino and T Sohda
Takeda Chemical industries, Ltd, Japan

Synthesis and Pharmacological Evaluation of Novel 3-Oxadiazolyl-1,6-
Naphthyridines as a New Class of Potential Cognitive Enhancers

O Odai*, K Masumoto, Y Tominaga, K Chne, K Furukawa and M Oka Dainippon
Pharmaceutical Co, Ltd, Japan

m§=._mm_m and Tumor Imaging Properties of a _._o_zo_ouocm Series of
Radioiodinated Arylalkylphosphatidyl Cholines

R Counsell*, D Arenberf, M Gross, J Lehr, M Longino, K Pienta, A Pinchuk, M
Rampy, R Skinner and J Weichert The University of Michigan Medical School
USA

Synthesis and Biological Activity of N-Bridged Fused Triazoles
A Zekany*, A Zagyva, F Rantal, | Miskolczi BIOGAL Pharmaceutical Works Lid,
Hungary

5B-224289 - A Highly Selective 5-HT1s Receptor [nverse Agonist

P Wyman®, F Blaney, S Davies, J Hagan, P Ham, G Joiner, F King, D Middlemiss,
K Mulholland, G Price, C Roberts, C Routledge, P Slade, L. Gaster SmithKline
Beecham Pharmaceuticals, UK

Synthesis and Properties of Superconducting Single- and Polycrystalline
Lead-Containing 1212 Cuprates in the Pb - Sr- Ca - Cu - O System- .

S Nedilko®, [ Golubeva, A Zenkovich and L Nedilko Kiev Taras Shevchenko
University, Ukraine

Remacemide Hydrochloride: Metabolism in Man and Animals
D Hall*, J Collington, S Trigg, | Beattie and D Wilkinson Astra Charmwood, SA

[nter-Species Differences in the Metabolism of AR-R15896AR
R Riley*, | Beattie, T Blake, M Eisman, C Martin, D Slee, P Webbom, € Logan and
D McCarthy Astra Charnwood, UK

The Bioanalysis of a Novel Cardiovascular Drug with High Clearance
P Lawrence*, J Gardner, N Chesters, D Wilkinson, M Nassin and P McCormack
Astra Charnwood, UK
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Conformational  Analysis and Molecular Dynamics of Some
Phenylethylamines

J Leppénen*, T Nevalainen, R Ropponen, J Vepsaldinen, A Poso, J Gynther and
R Laatikainen University of Kuopio, Finland

Inhibitors of Type 4 Phosphodiesterase Which Show Selectivity Between the
Catalytic and Rolipram Binding Sites

S Bower*, D J Aldous, J Davison, P Desmazeau, M Gardiner, T Parker, R
Ponsinet, K Pollock, A Ratcliffe, G Smith, J Souness, K Stutile Rhdne-Poulenc-
Rorer, UK

Biomimetic Models for Nitric Oxide m<_._§m..mm
D R Adams®*, V Dehlinger and B Fairley Heriot-Watt University, UK

Inhibitors = of Matrix Metalloproteinases (MMPs): Structure Activity
Relationship and Pharmacokinetic Analysis for a Series of Potent,
Systematically Available Biphenyl Sulfonamide Derivatives

P O'Brien*, D Sliskovic,'B Roth, D Orwine, R Dyer, L Johnson, H Hallak, J
Peterson and T Bocan Parke-Davis, USA

New Benzodioxane-Methyl-Piperidine Derivatives Acting on a 2
Adrenoceptors
T Imbert*, P Mayer, C Chaplain, F Caimel, P Pauwels, P Chopin, M Marien and J

Yidaluc Centre de Recherche Pierre Fabre, France

Molluscicidal Triterpenoid Saponins From Hedera Helix
S El-Amin*, M Gawad, M El-Sayed, L Rafahy and W Ahmed Theodor Bitharz
Research Institute, Egypt

Ortho-And Ec:mh:qﬂ:ﬁmn Derivatives of 3,5-Dihydroxyphenylglycine as
Potential Group | Metabotropic Glutamate Receptor Ligands
J Goldsworthy*, S Baker and A Kingston Eli Lilly and Company Lid, UK

Sequencing of Peptidomimetics by Edman Degradation
A Boeijin* and R Liskamp Utrecht c::\ma%, The Netherlands

Consecutive _umozo:.mmsn_smﬁq Reactions in Pyrazole Series. Access to
the [2]Benzopyrano[4,3-C]Pyrazole System of Pharmaceutical Interest

G Bombieri*, G Daidone, B Maggio, D Raffa, S Plescia and F Benetollo Universita
Degli Studi Di Mifano, ftaly ,

Novel  5-(2-Hydoxy-Phenyl)-3,4-Bihydro-2H-Pyrrole-2-2Carboxylic  Acid
Hydroxamates as Iron Chelators for the Treatment of Iron Qverload Related
Diseases _

P Bihimayer®, H Nick, B-Acklifi, B Faller, Y Jin, R Lattmann, W Schiliing, H
Schnebli, T Sergejew, o wnmzxma A Wong, A Crowe, P Zbinden Novartis Pharma
AG, Switzerland
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Structure Activity Relationships in a Series of Novel Dual D2-Receptor and
Bz-Adrencceptor Agonists

R V Bonnert*, R G Brown, D Chapman, D R Cheshire, L Coe, J Dixon, F Ince, EC
Kinchin, A Blackham, | G Dougall, M S Fagura, D Harper, D M Jackson, S J
Lydford, K McKechnie, S Mohammed, C V Taylor, A Young, A M Davis, D Flower,
N P Gensmantel, C Manners, C Hallam, S T Harper, H Mistry and A Wallace Astra
Charnwood, UK

Dual D:-Receptor and Po-Adrenoceptor Agonists for the Treatment of
Airways Diseases

R C Brown*, R V Bonnert, P A Cage, D Chapman, D R Cheshire, L Coe, J Dixon,
F Ince, E C Kinchin, A Lyons, A Blackham, | G Dougall, M S Fagura, D Harper, D
M Jackson, S J Lydford, K McKechnie, S Mchammed, C V Taylor, A Young, A M
Davis, D Flower, N P Gensmantel, C Manners, C Hallam, w T Harper, H Mistry
and A Wallace Astra Chamwood, UK

Dual D:-Receptor and P:-Adrenoceptor Agonists for the Treatment of
Airways Diseases

F Ince*, RV Bonnert, R C Brown, D Chapman, D R Cheshire, L Coe, J Dixon, E C
x_zo_,__:. A JLyons, G Pairadeau, A Blackham, | G Dougall, M S Fagura, D Harper,
D M Jackson, S J Lydford, K McKechnie, S Mohammed, C V Taylor, A Young, A M
Davis, D Flower, N P Gensmantel, C Manners, C Hallam, S T Harper, H Mistry
and A Wallace Asira Chamwood, UK

‘Qsar and the Rational Design of Dual D2-Receptor and B:-Adrenoceptor

Agonists
R P Austin®, P Barton, A M Davis, R V Bonneit, R C Brown, P A Cage, D R
Cheshire, F Ince, G Pairaudeau, | G Dougall and D Harper Astra Chamwood, UK

in Vitro Species Comparisons in the Metabolism of a Dual D--Receptor and
Bz-Adrenoceptor Agonist, AR-C68397AA

A E Cooper*, A J Gray, C Lambert, H Seddon, | Beattie and C Logan Astra
Chamwood, UK

Disposition and Metabolism of AR-C68397AA, A Dual Dx-Receptor m:a Ba-
Adrenoceptor Agonist, in Rat, Dog and Man

A E Cooper*, A J Gray, H Seddon, N Entwistle, G Moody and | Beattie Astra
Charnwood, UK

Short-Acting Antagonists of the Platelet vs-mmnmﬁovmﬂ.o:n Phosphates
A H Ingall*, A Bailey, M E Coombs, S F Hunt, F Ince, B J Teobald, P A Willis, P
Leff, R G Humphries, A K Nicol and W S Tomlinsen Astra Charmwood, UK

Sar Studies on AR-C 69931MX, A Potent and Selective Intravenous Anti-
Aggregatory / Anti-Thrombotic Agent with a Novel Mechanism of Action

N D Kindon®, A Bailey, P A Cage, R G Humphries, A H [ngall, P Leff, J | McInally,
B J Teobald, W Tamlinson and P A Willis Asfra Charnwood, UK
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The Rational Drug Design of Thymidine Phosphorylase Inhibitors
C Cole*, D S Marks, M Jaffar, S Freeman, K T Douglas and | J Siratford University
of Manchester, UK

Liposomes Versus Octanol: Comparison of vmn_:o:_zm of lonisable Drugs
C Peake*, K Balon, B U Riebesehl and B W Miiller Beidersdorf-Lilly GmbH,
Germany .

Prediction of Passive -Intestinal Drug Absorption Using Liposome
Partitioning Data

C Peake’, K Balon, B U Riebesehif and B W Muller Beidersdorf-Lilly GmbH,
Germany )

Bisphosphate Prodrugs: Synthesis and /n Vitro Evaluation of Novel
Clodronate Dianhydrides as Bioreversible Prodrugs

M-Ahlmark®, T Jérvinen, R Niemi, H Taipale and J Vepséldinen University of
Kuopio, Finland

The Design of Potent, Orally Active LTAs Hydrolase Inhibitors

T D Penning®, B Chen, H Chen, § Docter, C D Liang, J M Malecha, J M Miyashiro,
M A Russell, S S Yu, L J Askonas, E G Burton, E | Harding, J F Kachur, $ H Kim,
D V Price, E Y Pyla, E G Smith and N S Souresrafit Searle Research &
Development, USA ‘
Synthesis and Analgesic Activity of 4-Phenylpipetidine Derivatives

T Kumazawa®, H Koshimura, S Aono, S Ichikawa, N Kosaka and § Kitamura
Kyowa Hakko Kogyo Co Ltd, Japan

Anion Templated Synthesis of Dicationic [14]Azolophanes: Models for
Abiotic Receptors
E Alcalde®, S Ramos and L Pérez-Garcia Univesitat de Barcelona, Spain

Imadazolium Azolate Betaines with polymethylene Linker: Dipolar Molecular
Tweezets?
E Alcalde*, M Masana and | Dinarés Universitat de Barcelona, Spain

Bis-Betaines within [1n]Heterophane Architectures as Models for Abiotic
Receptors
E Alcalde*, N Mesquida, C Ayala and | Dinarés Univesitat de Barcelona, Spain

Soft Drug Design Using Esterases as Deactivating Enzymes
M Graffner-Nordberg®, K Sjddin, A Tunek and A Hallberg Uppsala University,
Sweden

New Inhibitors of Glycatjon Endproducts

Z Pribylova* and L Bene§-University of Veterinary and Pharmaceutical Sciences,
Czech Republic '
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Comparison of Antiradical Activity of Cardioprotective Drugs (Stobadine,
Carvedilol and its Metabolite) in Nonbiological {in vitro} Experiments

J Dovolil* and L Bene$ University of Veterinary and Pharmaceutical Sciences,
Czech Republic

Synthesis and Structure-Activity-Relationships of 4-Acetamidopiperidines as
M3 Selective Antagonists

T Yamakawa*, M Mitsuya, Y Ogino, K Kobauashi, K Kawakami, T Kakikawa, K
Yamamoto, H Hattori, A Sato, | Aoki, T Fujikawa, T Kimura, T Mase, K Noguchi, Y
Tsuchiya and K Tomimoto Banyu Pharmaceutical Co Ltd, Japan

Novel Semi-Synthetic Pleuromutilin Antibacterials

D Dean*, V Berry, G Brooks, J Bryant, W Brugess, S Coulton, S Dabbs, S Davies,
P Edwards, J Egglington, 8 Fell, C Frydrych, L Hegg, j Hinks, E Hunt, F King, T
Moore, A Naylor, K Nurse, M Pearson, D Rispoli, S Rittenhouse, B Shea, A Takle,
J Wilson and G Woodnut SmithKline Beecham Pharmaceuticals, UK

S.AR. of a Novel Series of High Efficiency 5HTia Agonists with
Antideptessant and Anxiolytic Potential :

J Patoiseau®, E Dupont-Passelaigue, W Koek, M B Assie, C Cosi, M Kleven, C
Rouais, J L Blettery and F C Colpaert Centre de Recherche Pierre Fabre, France

A Potent, Orally Active, Most Balanced ETo/ETs Dual Endothelin Receptor
Antagonist. Discovery of J-104132

T Hayama®, T Mase, T Nagase, T Fukami, H Takahashi, H Hisaka, M Nishikibe, M
Ihara, M Yano, K Ishikawa Banyu Tsukuba Research Institute, Japan

Novel Potent Inhibitors of Acyl Coenzyme A: Cholesterol. Acyl Transferase -
Subsitituted Amides of 4-oxo-4H-1-Benzopyran-2-Carboxylic acid and 1,3
Disubstituted Ureas

Z Marian*, O Vladimir, S Vendelin, F Viera, K Ivan and S L'udmila VULM, a.s.
Modra, Stovak Republic

A Novel and Efficient Synthesis of 14-Alkoxy Substituted Indolo-and

‘Benzofuromorphinans in the Series of Selective & Opioid Receptor

Antagonists
H Schmidhammer*, P Schwarz and Z Wei University of Innsbruck, Austria

Synthesis and Biochemical Evaluation of 14-Alkoxy Substituted Indolo- and
Benzofuromorphinans

E Greiner*, H Schmidhammer, K Monory, D Biyashev, R Meditzm, R Krafinig and
A Borsodi University of Innsbruck, Austria

Synthesis of 1-(1H-imidazol-2-YL)Ethane-1,2-Diol Derivatives - A Novel Class

of Protein Kinase C Inhibitors .
H Schmidhammer* and A Réhrle University of innsbruck, Austria
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Analogues of the & Opioid Receptor Antagonist HS 378 with High Affinity
and Selectivity for & Receptors

R Krapnig*, H Schmidhammer, E Greiner, J Schitz, A White and | Berzetej-
Gurske University of Innsbruck, Austria

Small Molecule Antagonists of the Calium Receptor Stimulate PTH Secretion
In Vitro .

M A Lago®, P Bhatnagar, T T Nguyen, J Les, J Gleason, E F Nemeth, J Fox and M
Gowen SmithKline Beecham Pharmaceuticals, USA

Solld-Phase of 4-Sustituted Imidazoles Using a Scaffold Approach
E Gelens*, W Menge, H Ottenheym and H Timmerman Vrie Universiteit, The
zmSmnm:%

Bridging the Divide Between Solution and Selid Phase Organic Chemistry
R Lewthwaite*, D Howell, M Pritchard and A Reid Parke-Davis Neuroscience
Research Centre, UK

d

SAR on the Protection Against Doxorubicin-Induced Cardiotoxicity By pB-
Hydroxyethylrutosides

F Van Acker*, G Haenen, S van Acker, W van der Vijgh and A Bast Wije
Universiteit, The Netherlands

Insights into the Mode of Action of HIV-1 Reverse Transcriptase Non-
Nucleoside Inhibitors

P A Keller*, S Leach, T Luu, S Titmuss and R Griffith University of Wollongong,
Austrafia

2,3-Dihydro-4H-1,2,4-Benothiadiazine 1,1-Dioxides as Postive Allosteric
Modulators of (R/S)-2-Amino-3-(3-Hydroxy-5-Methylisoxazol-4-YL)Propionic
Acid ( Ampa) Receptors

B Pirotte®, O Diouf, T Podona, P de Tullio, J Delarge, P Morain and P Lestage
University of Ligge, Belgium

Synthesis and Biological Evaluation of the 3-alkyamino-7-halogeno-4H-1,2,4-
Benothiadiazine 1,1-Dioxides: New Potential Karr Channels Openers

P De Tullio*, F Somers, S Boverie, J Delarge, P Lebrun and B Pirotte University of
Liége, Belgium

Effective Resolution of Racemic Pitlindole at the Preparative Scale:
Derivatization Method and Absolute Configuration

P De Tullio*, A Ceccato, J Liégeois, B Pirotte, A Felikidis, M Stachow, P liburt, J
Crommen, J Géezy and J Delarge University of Lige, Belgium

Organometallic >_§omn_._mm to Retinoid Nuclear Receptor Ligands msn_ their
Anaglogs -

B Dominguez*, A de _.ma Y Pazos, A Torrado, B Iglesias, M Jesds Vega, R
Alvarez and M Paz Otero Universidad de Vigo, Spain
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The Design Synthesis of Potent Inhibitors of Hepatitis C Virus NS3-4A
Proteinase

P S Jones®, M R Attwood, P B Kay, B K Handa, D N Hurst, T M Raynham, T C |
Wilkinson m:a F X Wilson Roche Discovery Weiwyn, UK

The Solid Phase Synthesis of Libraries of 5-Opioid Ligands
Z Rankovic*, J R Morphy, D R Barn, J Cottney and Z Rankovic Organon
Laboratories Ltd, UK

Glucuronide-Based Prodrugs of Quinine for Selective MDR Reversal at the
Tumor Site

C Monneret*, F Schmidt, J Florent, S Desbéne, S Michel, H Dufat, M Koch, F
Tillaquin, K Bosslet, J Czech and M Gerken insiitut Curie, France

Stereochemical Effects in Some Acronycine Derivatives )
E Mikros®, S Mitaku, A Skaltsounis, F Libot, F Tillequin and M Koch University of
Athens, Greece

\
Design, Synthesis and Cytotoxic Activity of Some New Pyranoxanthone and
Pyrancthioxanthone Derivatives
P Marakos®, C Ghirtis, J Costakis, N Pouli, A Skaltsounis, S Leonce, A Pierre and
G Atassi University of Athens, Greece

Design, Synthesis and Biological Activity of 4-O-Acetyl-3-lodo-2,3,6-
Trideoxy-a-L-Arabinohexopyranosyl Daunomycinone and 4-O-Propanoyl-3-
Chloro-2,3,6-Trideoxy-a-L-Lyxohexopyranosyl Daunomycinone

N Aligiannis*, N Pouli, p Marakos, S Mitaku, A Skaltsounis, S Leonce, A Pierre and
G Atassi University of Athens, Greece

Structure Based Design of Benzamidine-Type Inhibitors of Factor Xa
B Gabriel*, M T Stubbs, A Bergner, W Bodem J Stirzebecher and L Moroder Max-
Planck-Institut fir Biochemie, Germany

Periphery Interactions for Unfused-Aromatic

-C Ong* and C Yi-Meen National Sun Yat Sen University, China

The Design and Synthesis of Novel Histamine H; Receptor Antagonists
| De Esch*, W Menge, J Mils, T Perkins, P Nederkoorn, P Dean and H Timmerman
Vrife University, The Netherlands

Benzothiphene Sulfones & Sulfoxides: An Investigation of Their Synthesis
and Biological Activity
P Mufioz*, A Cotterill and R Tomala Cardiff cz_.qma%_ UK

Cantharidin: The Next Generation. Towards Selective Inhibitors of Protein

Phosphatase 1 and 2A
A McCluskey*, M Keane and A Sim The University of Newcastle, Australia
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Antagonsists of Coricotrophin Type 1 Receptors: Slowing the Biological
Clock & The Preventing of Pre-Term Labour in Humans

A McCluskey*, M Finn, J Garner, R Smith and M Bowman The University of
Newcastle, Australia

m,s.:mmmmmmsa Structure-Activity Studies on Alkylated Analogues of the
Partial GABA. Receptor Agonist 4-PIOL

B Frelund’, T Stensbel and P Krogsgaard-Larson The Royal Danish School of _

Chemistry, Denmark

immunomodulatory Properties of Phthalimido Desmuramyl Dipeptides
M Soliner*, U Urleb, A Stalc, S Simgic, B Herzog-Wraber, V Kotnik, L Povsi¢ and s
Muraoka University of Ljubjjana, Slovenia

Immunologically - Active Mimetics of Muramyl Dipeptide )
D Kikelj*, A Rutar, | Merslavi¢, R Jensenko, F Tratar, L Povsic and A Stalc
University of Ljubljana, Slovenia

Design, Synthesis and Bioactivity of a New Class of HIV Protease Inhibitors
P W Baures* Kansas State University, USA

Antimicrobial Activity of Organobhismuth Compounds
C Glogard*, A Dahigren, R Hovland, T Bergan, A J Aasen and J Klaveness
University of Oslo, Norway

Design, Synthesis and Binding Affinities of Novel Non-Peptide Mimics of
Somatostatin/Sandosatin®
D Damour*, M Barreau, J-C Blanchard, M-C Burgevin, A Doble, F Herman, G

" Pantel, E James-Surcouf, R Labaudiniére, M Vuilhorgne and S Migani Rhone-

Poulenc Rorer S.A., France

Fusion Inhibitors of Influenza Virus

B C Pearce*, C Cinanci, K Combrink, S Dantez, M Deshpande, D Dischino, B
Gillgeze, W Harte, M Krystal, G Luo, N Meanwell, E Reudiger, L Tiley, A Trehan, J
Wei, K Grant-Young and K Yu Bristol-Myers Squibb Pharmaceutical Research
Institute, USA

Macrocyclic Polyamine Lactam Synthesis By Diphenyl Ether Closure of 23
,24- and 28-Membered Rings .
S Carrington*, A H Fairlamb and | S Blagbrough University of Bath, UK

Concise Routes To AE-Bicyclic Analogues of Methyllycaconitine: Selective
Probes for nAChR

|'S Blagbrough®, W J Trigg, G, Grangier, T Lewis, M G Rowan and B V L Potter
University of Bath, UK &7~

Polyamine-Bile Acid Conjugates Condense DNA

A J Geall*, D Al-Hadithi and | S Blagbrough Universily of Bath, UK
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Polyamine-Cholesterol Carbamates: DNA Binding and pKa Studies
A J Geall*, R J Taylor, M E Earll, M A W Eaton and | § Blagbrough University of
Bath, UK .

Synthesis of  Glycyrrhizic  Acid
Immunomodulating and Anti-HIV Activities
L A Baltina*, R M Kondratenkom, S A Ryzhova, L A Baltina Jr and G A Tolstikov
Ufa Research Center of RAS, Russian Federation

Glycopeptides  Possessing

Synthesis of a Heptaglycosyl Triphostate Fragment of Leishmania mexicana
Lipophosphogiycan and Proteophosphoglycan

A P Higson®, ¥ E Tsvetkov, M A J Ferguson and A V Nikolaev University of
Dundee, UK

Biological Activity and Side Effect Profile of RPR 132294 and RPR 132703 -

- Novel PDE4 Inhibitors

S Thurairatnam®, D Aldous, S Bower, K J Escott, LE mmamq._ S Igbal, M Mariucci,
C Maslen, K Page, S Parker, C A Sargent, J E Souness and R Temple Rhdne-
Polenc Horer Lid, UK

Entantioselective Synthesis of Hydroxy Amino Acids
M E Humphries*, J M J Williams and B P Clark University of Bath, UK

SB-258741: A Novel,Potent and Selective 5-HT7 Antagonist

P J Lovell* SmithKline Beecham Pharmaceuticals, UK

Pentapeptide Prodrugs of Biological Active Cyclic Dipeptides
J Vindova® and E Kasafirek Charles University, Czech Republic

3-Fluoro- And 4-Fluorothisobenzanilides as Antifungal Substances
M Machdcek®, L Kubiogova, V Buchta, J Kunes, and K Waisser Charles
University, Gzech Republic

Lipoamines as G-Protein-Coupled Receptor Mimetics

- R Storm*, E Breitwe-Lehmann, G Krause, B Nirmberg and W Schunack Freie

Universitét Berlin, Germany

Isothiazolo[5,4-b]Pyridine Derivatives: A New Class of Compounds With
Growth Inhibitory Activity on Tumoral Cells

M Migliaccio*, C Arteaga, M Mafu, MJ Gill, | Encio and V Martinez-Merino
Universidad Publica de Navarra, Spain

Isothiazolo[5,4-b]Pyridine-3{2H}-One and Derivatives Inhibit a Plasma
Membrane Nadh Oxidase Activity Specific of Tumor Cells

M Migliaccio®, M Alonso, C Arteaga, M Mafu, | Encio and V Martinez-Merino
Universidad Publica de Navarra, Spain
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Design, Synthesis and Pharmacologycal Studies of 4-Stubstitued 2,6-Bis(4-
morpholinmethyl)Phenols

E Angeles®, | Martinez, A Ramirez, E Maoreno, L Martinez, C Benitez-Hernandez,
A Romero, R Lépez, G Huerta, R M Martinez, UAEM, Mexico

Selection and Synthesis of Tyrosine Analogues Which Systematically Fill
Diversity Space .
J Burton* ASP Amino Acid Analogues, Inc, USA

Design & Synthesis of mm_..ma_w_m and Irreversible Inhibitors of Aromatase as
Agents for the Treatment of Breast Cancer
T Vinh* and C Simons Cardiff University, UK

Design and Synthesis of Inhibitors of Botulinum Neurotoxin A and B
Proteases
T Qost*, D H Rich, C Sukonpan, A Zdanovsky Universify of Wisconsin, USA

First Synthesis of Triterpene Conjugates with Aminosugars
S Mustafina®, L A Baltina, R M Kondratenko, E V Vasiljeva, G A Tolstikov UFA
Research Center of RAS, Russian Federation

Peptidomimetic Scaffolds for Delivery of Catalytic Triad Directed Warhead
Groups to Serine Proteinases: Emerging Concepts and Use of Two
Approaches to SPPS in Four Series of Thrombin Inhibitors

J Deadman*, E Skordalakes, S Merette, D Green, S Elgendy, C Goodwin, V
Kakkakar, G Dodson and M Scully Thrombosis Research Instifute, UK

New Therapeutic Approach for the Treatment of Vitilgo: Psoralen-membrane
Fatty Acids Adducts

Z Zarebska*, F DallAcqua, S Caffier, D Vedaldi and G _<__o_o Institute of
Biochemistry and Biophysics, Poland

m?#:mmmm of New Chinolinylmethoxyaryl-Compounds as Dual Inhibitors of
Cyclooxygenase and 5-Lipoxygenase
S Laufer* and K Neher Merckle GmbH, Germany

Potent and In-Vivo-Active Steroidal Inhibitors of P450 17 - Rational
Development of Potential Therapeutics For Androgen Dependant Diseases
M Hector* and R W Hartmann University of Saarland, Germany

Rational Development of Highly Potent and In Vivo Active Nonsteroidal P450
17 Inhibitors as Potential Therapeutics for Treatment of Prostate Cancer
B Wachall* and R Hartmann University of Saarland, Germany

A Point Mutation :ummod in the Inhibitory Glycine Receptor Alters Channel
Gating Behaviour

H-G Breitinger*, B Saul, D Sobetzko, T Kunerm and C.-M Becker Universitat
Erlangen-Nirnberg, Germany
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Anthraquinone Detivatives:  Synthesis, Biophysical and Biochemical
Behaviour

G Zagotto®, G Capranico, C Sissi, B Gatto and M Palumbo University of Padova,
faly

Synthesis of Unsymmetrical Polyamines by Reductive Alkylation
S Tomasi*, S Carrington, A J Geall, J Renault, P Uriac and | S Blagbrough
Universite De Rennes 1, France

Synthesis and Evaluation of Uracil Derivatives of Anti-Tumor Effects
H H Mcharram*, A Abdel-Fattah, 8§ T Mahomed, M M Abd-Rabo and G Show
National Organizafion for Drug Conirol and Research, Egypt

Synthesis and Evaluation of Imidazole Derivatives of Anti-Tumor and Anti-
Viral Effects

H H Moharram* and K F Al-Gamel National Organization for Drug Confrol and
Research, Egypt .

Synthesis and Evaluation of Substituted Pyrrolo [2,3-d] Pyramidine and Anti-
Tumor and Anti-Viral Effects

H H Moharram*, F | Hamed and M A Youssef Nafional Organization for Drug
Control and Research, Egypt

Synthesis and Evaluation of Imidazol Derivatives of Anti Cancer and
Antiviral Effects (Part Il)

H H Moharram®, N N Eid, L | Bebawy and A | Hashem National Organization for
Drug Control and Research, Egypt

Simplified Synthesis of Chiral Peptide Nucleic Acid (PNA) Monomers
B Falkiewicz*, K Majewska, A S Kolodziejczyk, K Wisniewski-and L Lankiewicz
University of Gdansk, Poland

Acylation of Secondary Amines with Thymin-1-Ylacetic Acid — A Comparison
of the Efficiency of Coupling Systems in Model Tests
B Falkiewicz*, A S Kolodziejczyk and K Wisniewski University of Gdansk, Poland

Determination of ...:32.52_3 in Liver of Mice by High Performance Liquid
Chromatography
B n Ghorban* and A Rezaee Tarbiat Modarres University, fran

Determination of Sulphamethodazole and Sulphadiazine in Liver of Mice by

lon - pair High Performance Liquid Chromatography
A Rezaee* and B n Ghroban Tarbiat Modarres University, Iran
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GENERAL INFORMATION

REGISTRATION AND INFORMATION DESK

The registration desk is situated in Strathblane Hall on Level 0 adjacent to the main entrance to
the Conference Centre. The Desk will be open from 12.00 — 18.00 on Sunday 6 September and
will remain open during the week whilst the scientific sessions are in progress.

Any queries such as financial matters (not including ticket sales) will not be dealt with until
lunchtime on Monday 7 September.

Press Lilac
Exhibitors White
TELEPHONES

MAIL AND MESSAGES

Participants are kindly requested to switch off mobile phones during the Scientific
Sessions.

There are card and coin operated telephones located throughout the Centre. Incoming
telephone calls will be received at the Information Desk. Messages will be taken but it will not
be possible to summon participants to take incoming calls.

Messages and incoming mail will be held at the registration desk. Mail for participants should be
addresses to the individual at the following address:

Clo The Royal Society of Chemistry
Medicinal Chemistry Symposium
Edinburgh International Conference Centre
The Exchange

Marrison Street

EDINBURGH EH3 8EE

Telephone: +44 (0) 131 519 4131
Fax +44 (0) 131 519 4132

GRATIS SHUTTLE BUS

BADGES

Each participant has been supplied with a clip-on name badge. For security reasons,
participants are asked to wear their badges at all times whilst in the EICC.

For the purpose of identification, the following colour scheme has been used:

Symposium Participants Green
Executive Committee Blue
Accompanying Persons Peach
Stewards Yellow
RSC Staff Pink

<5

The shuttle bus between Pollock Halls and the EICC will operate between the following times

SUNDAY 6 SEPTEMBER

20.15 EICC to Pollock Halls

MONDAY 7 SEPTEMBER

08.00 - 08.30 Pollock Halls to EICC

1215 EICC to Pollock Halls

18.45 EICC to Edinburgh Castle Reception

18.45 Pollock Halls to Edinburgh Castle Reception
TUESDAY 8 SEPTEMBER

08.00-08.30 Pollock Halls to EICC

13.45-14.15 EICC to Excursion Destinations
On return journeys coaches will stop at Waverley Bridge and Pollock Halls

NO RETURNS TO EICC
WEDNESDAY 9 SEPTEMBER
08.00 - 08.30 Pollock Halls to EICC
17:15 EICC to Pollock Halls
19.00 Pollock Halls to Assembly Rooms for Symposium Dinner
19.15 Pollock Halls to assembly points for Pub Meals & Ghost Walks
19.45 Pollock Halls to Fat Sam’s for Pizza & Jazz

Waverley Bridge to Fat Sam'’s for Pizza & Jazz
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THURSDAY 10 SEPTEMBER
08.00 - 08.30 Pollock Halls to EICC

MEALS AND REFRESHMENTS

LUNCHES

The cost of lunches on Monday, Tuesday-and Wednesday has been included in the Registration
Fee for the meeting. All lunches should be taken in the Cromdale and Strathblane Halls at the
times stated in the programme and admission is by ticket only.

The cost of lunches is not included in the fee for Accompanying Persons. A limited number of
tickets may be on sale at the Registration Desk. (Cost: £17.50 per day).

Lunch on Thursday 10 September is an optional extra for all participants. A limited number of
tickets may be on sale at the Registration Desk. (Cost: £17.50)

DINNERS
Dinner on Sunday will take the form of a finger buffet with wine sponsored by Astra Charnwood
at the EICC to which all active participants and accompanying persons are invited.

No formal arrangements have been made for dinner on Monday night because of the Reception
at Edinburgh Castle sponsored by Cambridge Combinatorial. It is assumed that participants will
make individual arrangements for eating.

Dinners for Pollock Hall residents on Tuesday and Wednesday, admissicn to which is governed
by ticket only will be taken in the John Mcintyre Centre at Pollock Halls. A limited number of
tickets may be on sale at the Registration Desk. (£8.00 per day).

TEAS AND COFFEES
Teas and coffees will be available in Strathblane and Cromdale Halls at the times specified in
the scientific programme.

SPECIAL DIETS
Special diets are being provided for those participants who have notified organisers in advance.
Anybody who requires a special diet should identify themselves to the catering staff.

NB. THE EXHIBITION AND POSTERS WILL BE CLOSED ON THE AFTERNOON OF
TUESDAY 8 SEPTEMBER, WHILST THE EXCURSIONS ARE IN PROGRESS.

BOOK EXHIBITION

Apart from the scientific equipment exhibition, there will also be an exhibition of scientific books
mounted in Strathblane Hall during the conference.

The Royal Society of Chemisty’s Publications and Membership will have a stand throughout the
meeting and this will be situated in Strathblane Hall,

ABSTRACTS

A book of abstracts of all papers presented at the Symposium has been handed out to
participants at registration.

PUBLICATIONS

Proceedings of the plenary and invited lectures will be published by The Royal Society of
Chemistry and should be available by Spring 1999. The proceedings will be sent to all
registered participants.

BUSINESS CENTRE

EXHIBITION

The EICC Business Centre is located in Strathblane Hall and offers a range of services including
photocopying and faxing. Participants who wish to use these services should contact the Centre
and settle any payments for services directly with the Business Centre staff. The Organisers of
the Symposium will not be responsible for payment of work carried out by the Business Centre
on behalf of participants.

SPONSORS

There is an Exhibition associated with the Symposium. All registered participants are
encouraged to visit the Exhibition, which will be located in the Cromdale Hall. Information on the
companies present is included in the Registration pack. The organisers are grateful to these
companies for their support of the symposium.
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The principal sponsor for the Symposium is Astra Chamwood whose support the Organisers
would like gratefully to acknowledge.

Other sponsors whose support is gratefully acknowledged include
Biological and Medicinal Chemistry Sector of The Royal Society of Chemistry
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British Biotech Pharmaceuticals

Cambridge Combinatorial

Carbohydrate Group of The Royal Society of Chemistry
Glaxo Wellcome

Lilly Research Centre

Merck i

WHAT’S ON AND WHERE

The following is intended as a guide to which rooms within the Conference Centre are being
used and for what purpose. Detailed timings for those being used for the scientific sessions can
be found in the section devoted to the Scientific Programme.

Novartis

Organon

Parke-Davis Neuroscience
Pfizer

Pharmacia & Upjchn
Rhone-Poulenc Rorer
Roche Products

Scotia Pharmaceuticals
SmithKline Beecham
Synthelabo Recherche (LERS)
Zeneca Pharmaceuticals

COMMITTEES

INTERNATIONAL ADVISORY COMMITTEE

M Allen, M Ashton, R Baker, P A Bartlett, S Benkovic, | Blagbrough, Sir Tom Blundell, W Bode,
G Buchanan, S F Campbell, P Cohen, A Doherty, D Donati, A Ferscht, J B C Findlay, A W Ford-
Hutchinson, T Kennakin, J-C Miiller, A North, P Potier, B Porter, D H Rich, G Roberts, B C
Ross, S Schreiber and B Testa.

EXECUTIVE ORGANISING COMMITTEE
Derek Buckle, Malcolm Campbell, John Dixon, Nicola Durkan, John Gibson, Keith James, Peter
Machin, Jean-Claude Mdller, Barry Porter, Barry Ross and Elaine Wellingham.

RSC SECRETARIAT
Nicola Durkan, John Gibson, Diana Hort, Jane Irvine, Penny Mohamed, Nicole Morgan, Shazia

Riaz and Andrea Taylor.
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LEVEL -2
CROMDALE HALL Exhibition
e Posters
Teas/ Coffees
Lunches
LEVEL O
STRATHBLANE HALL Registration/Information Desk
Business Centre
Lunches
Book Exhibition
: RSC Publications & Membership
LOMOND SUITE ’ Posters
Teas/Coffees
LOMOND FOYER Accompanying Persons Coffee Morning
LEVEL 1
OCHIL 1 Slide Preview Room
OCHIL 2 Press Office
OCHIL 3 Meeting/Conference Room
CARRICK SUITE Meeting/Conference Rooms
HARRIS SUITE Meeting/Conference Rooms
LEVEL 3
PENTLAND SUITE All Plenary Lectures
PENTLAND AUDITORIUM Session A.1-A3
Session A4 - A6
Session E.1 -E.5
SessionH.1-H.3
Session 1.4-1.5 & SL
SIDLAW AUDITORIUM Session B.1 - B.3
Session B.4-B.6
Session D.1-D.3
Session A.7-A.10
Session I.1-1.3
Session H.4 - H.7
FINTRY AUDITORIUM Session C.1-C.3

Session C.4 - C.6
Session F.1-F.4
Session G.1-G.3
Session G.4-G.6

SBR



SOCIAL PROGRAMME

Tickets for social events have been issued to those participants who requested them via the
Application Form. A limited number of tickets for some events may be available from the
Registration Desk. ‘

The number of places available for the Tuesday and Wednesday social events was limited and
tickets have been allocated on a ‘first come first served' basis. Where a second choice was
given we have reallocated persons to this. In the event of no reallocation being possible. a
refund can be collected from the Registration/information Desk during the Meeting. We
apologise for any disappointment this may cause.

ENTRANCE FOR ALL EVENTS IS BY TICKET ONLY

EVENING EVENTS

SUNDAY 6 SEPTEMBER

WELCOME BUFFET RECEPTION AT THE EICC 18.30
Sponsored by Astra Charnwood Tickets: Gratis

Following the Opening and Plenary Lectures, a Welcome Buffet will be held in Cromdale Hall.

MONDAY 7 SEPTEMBER
WINE RECEPTION AT EDINBURGH CASTLE 19.00-20.45
Sponsored by Cambridge Combinatorial Tickets: Gratis

Coaches will depart from outside the EICC and from Pollock Halls at 18.45.

Participants are advised
il Due to security at the Castle participants will not be allowed to enter the Reception without

a ticket.
il The Reception will be mainly outside and the road leading up to the Castle is cobbled so
suitable clothing should be worn (e stiletio heels are not advised).

WEDNESDAY 9 SEPTEMBER

SYMPOSIUM DINNER AT THE ASSEMBLY ROOMS 19.15 for 19.45
Tickets: £55.00

Coaches will depart from Pollock Halls at 19.00.

BT

PUB MEAL & GHOST WALK 19.30
Tickets: £25.00

uman_um:a should meet at 19.30 at the designated meeting points given below. Guides will be
responsible for collecting individual groups, using a colour-coded ticket system.

Bannermans Outside the Crowne Plaza Hotel on The Royal Mile
The Bank Outside the Crowne Plaza Hotel on The Royal Mile
.:_m mmm:_wm Outside the Apex Hotel in The Grassmarket
Biddy Mulligans Outside the Apex Hotel in The Grassmarket

Coaches will depart from Pollock Halls at 19.15.
PIZZA AND JAZZ AT FAT SAM’S 20.00
Tickets: £20.00 (includes one-way transfer only)

“Ribs and Wings”, _u_NNm and a live band in Fat Sam’s Downtown Diner. Lively atmosphere
guaranteed!

Coaches will depart from Pollock Halls and Waverley Bridge at 19.45.

TUESDAY AFTERNOON AND EVENING EXCURSIONS

As already indicated, tickets are required for all social events, which need to be surrendered to
the Duty Steward(s) at the functions.

The times quoted are the departure times of the coaches from outside the EICC. Participants
are requested to assemble 5 minutes before the scheduled time of departure.

A limited number of tickets may be still on sale at the Registration Desk.

PACKED LUNCHES WILL BE AVAILABLE FOR ALL THOSE ON EXCURSIONS E AND G

AFTERNOON ONLY TOUR

EXCURSION A 14.00
GLASGOW Tickets: £25.00

An afternoon visit to Scotlands’ largest city to include a City Tour, a visit to the twelfth century St
Mungo's Cathedral, and free time for shopping in glamorous Princes Square.
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EXCURSION B 14.15
GLENTURRET DISTILLERY Tickets: £29.00

A drive past Stirling Castle to Glenturret Distillery, nestling in the foothills of the Highlands. After
a tour of the distillery and a tasting of three different ages of Malt Whisky, return to Edinburgh via
the Ochil Hills and the Forth Road Bridge.

EXCURSION C 14.15
EDINBURGH CRYSTAL & GLENKINCHIE DISTILLERY Tickets: £29.00

Drive south of Edinburgh to Penicuik to see how the famous Edinburgh Crystal is blown and out.
Continue through the rolling East Lothian countryside to visit the Glenkinchie Distillery where
you can tour the distillery and have whisky tasting before returning to Edinburgh.

EXCURSIOND , 14.15
GOLF Tickets: £50.00

Tee times have been prereserved at Dalmahoy, a Championship Course on the outskirts of
Edinburgh. (Golf trolley and buggies can be hired on the spot and clubs can be reserved by prior
arrangement).

EXCURSION E 13.45
SCENIC TOUR WITH DISTILLERY VISIT & CRUISE Tickets: £44.00

Drive north past Stirling Castle to visit Glenturret, one of Scotland’s oldest distilleries deep in the
Perthshire hills. After a tour and a “wee dram’”, drive through the Trossachs, a picturesque
region of lakes and hills, to Loch Lomond where there will be time for a short cruise on the Loch
before dinner.

EXCURSION F 14.00
GREAT HOUSES OF THE BORDERS Tickets: £44.00

Visit two great eighteenth century mansions in the rolling Borders region, south of Edinburgh —
both designed by the famous Adam family — Floors Castle, home of the Duke of Roxburghe and
location for the film ‘Greystoke’, and Mellerstein House with exceptionally beautiful interior
decoration and plasterword. Dinner at Dryburgh Abbey Hotel, a secluded country house hotel
set on a bluff above the River Tweed.
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EXCURSION G 13.45
GLAMIS CASTLE AND ST ANDREWS Tickets: £44.00

An afternoon visit to Glamis Castle, childhood home of Queen Elizabeth the Queen Mother. The
castle dates mainly from the seventeenth century and has many connections with Scottish
royalty including King Duncan, murdered by Macbeth. Dinner on the way back at the University
town of St Andrews where there will be time to visit the famous golf course.

EXCURSION H 14.00
FALKLAND PALACE Tickets: £44.00

An afternoon sm_” to sixteenth-century Falkland Palace, hunting lodge of the Stuart Kings, set in
the heart of Fife countryside in a historic small market town. Continue to the University Town of

W Andrews where there will be time to explore the town and visit the famous golf course before
Inner.

ACCOMPANYING PERSONS PROGRAMME

COFFEE MORNING & TALK FOLLOWED BY CITY TOUR 09.00
Lomond Foyer Tickets: Gratis

Coaches for the City Tour will depart at 10.00 from the ouiside the EICC.
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16.00
16.30
17.30

OPENING
Pl.1 CVENTER
Pl.2 P WENDE

MONDAY 7 SEPTEMBER
08.00 PI.3 P BARTLETT
10.00 COFFEE

A: New Technologies
10.30 Ad
11.15 A2 SFESIK
12.00 A3 NBSIGAL
12.45 LUNCH
14.00 A4 MMURCKO
14.45 A5 EPETRILLO
15.30 A6 MVARNEY
16.00
16.20 TEA AND POSTERS

Pl.4 R RAMAGE
COFFEE
A: New Technologies
A7 R ARMSTRONG
A8 LWEBER
A9 SKALDOR-
A.10 D POPPINGER

LUNCH

PL5 HKUNZ
COFFEE

G: GlycochemistryGlycobiology

O

G.1" E HOUNSELL
G.2 P-EJANSSON
G.3 SHOMANS
LUNCH

G.4 KBOCK

G5 GCMDREEF-TROMP

G.6 BERNST

TEA AND POSTERS

THURSDAY 10 SEPTEMBER

03.00 P18 SLEY

1000  COFFEE

1030 PL7 Sir Tom BLUNDELL
1130 PlL8 DRICH

1230 CLOSING REMARKS

e

m"_m_._.o_“_m:um_w
B. PLEESON
B2 N UNWIN

B3 |BLAGBROUGH

B.4 P KROGSGAARD-LARSEN

B85 A NORTH

D: Glycine Antagonists

DA DJANE

D.2 G GAVIRAGHI
D.3 RDIFABIO
. e

E: Predicting DMPK
E.1 DSMITH

E2 BTESTA
E.3 MBERTRAND
E.4 NVYERMEULEN

E.5 CLIPINSKI

EebatE

LUNCH

H: 7TIM Receptors
H.1~ D HORWELT
H2 BLAGU

H3 SBROMIDGE

H4 T SCHWARTZ
H5 DMIDDLETON
H6 FINCE

H7 MWYTHES

TEA & POSTERS

T

g

s

C: Intracellular Signalling

Ct ALEWIS
C2 P DOWNES
C3 DGANI

C4 D MOFFAT

C5 JADAMS
C6 ABRIDGES

TEA AND POSTERS

F: Growth Factors
F.1 A BARKER
F.2 JLUENGO
F.3 W DOWER
F.4 J MINER

I: Protease Inhibition
|1 DVEBER

12 MVENUTI

.3 BROQUES

14 A McELROY
L& P DRAGOVICH
SL: R SILVERMAN

TEA & POSTERS




