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General Information

The course begins with registration at 8.30am
on Wednesday 29 September and finishes at
approximately 5pm on Thursday 30 September.

The organisers reserve the right to change the
published programme of events and course
content as circumstances dictate.

Fee

£1050.00 (plus VAT@ 17.5%) including lunch &
refreshments, the course dinner on 29 September
and comprehensive course manual.
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ADME and hERG in

Medicinal Chemistry
“Succeeding through the Literature”
29 - 30 September 2010 I The Radisson Blu Hotel, Edinburgh, Scotland

Overview

ADME (Absorption, Distribution, Metabolism and Excretion) has been and still is a significant reason for attrition
in drug discovery. Paradoxically, medicinal chemists have to solve complex ADME issues with a solid organic
chemistry background but scant anatomy or physiology training. In addition, much of the medicinal chemistry
wisdom required to progress projects takes years to acquire and many ‘tricks of the trade’ are often concealed
within a profusion of literature.

‘ADME - hERG - Succeeding through the Literature’ is a new, interactive approach to learning medicinal chemistry.
It teaches participants to distil practical help and solutions from past and current publications thus empowering
them to become effective and productive readers of the literature and promoting innovation.

The course is divided into self-contained blocks that require no prior knowledge of the topic. The foundations of
ADME are uniquely explained using the logical steps of food digestion, an approach which demystifies many drug
metabolism reactions. It also spans relevant pharmacokinetics terms, permeability and P-gp. The hERG course
includes an overview of the structure and function of the hERG channel and focuses on success stories from the
literature providing participants with practical ideas to design out hERG activity from their lead molecule.

New concepts are applied in realistic and interactive workshops which are designed to mimic real situations.
The uncluttered and highly practical teaching style has been tried and tested in a number of pharmaceutical

companies as well as in academia and has received much positive feedback.

Programme
Day 1: Introduction to ADME

ADME Made Simple

A colourful voyage through the digestive system
outlining the elements of ADME, absorption,
permeability, P-gp, CYP’s, phase 1&2, enteropatic
cycling, renal excretion, glomerular filtration, oral
absorption, first pass.

Workshop 1

A productive group session that explores the
advantages and drawbacks of all major routes of
administration and covers unusual combinations.

Pharmacokinetics - Definitions and Assays

A useful, easy to follow and practical guide to key
concepts such as half-life, clearance and volume of
distribution with real-life applications.

Permeability and P-gp

A dynamic review of both topics which includes
assays (Caco-2, PAMPA) and practical ideas to
address such issues in a project.

Liver metabolism

The lecture presents an overview of drug
metabolism reactions that occur in the liver,
CYP’s as well as biological assays (microsome,
hepatocytes and whole liver).

Day 2: hERG

hERG - An Introduction

hERG and IKr, ECG, TDP, QTc. The hERG channel
structure, in silico model. Assay methodologies.
Regulatory issues, current issues.

hERG - The 4 Commandments - Designing out
hERG Activity

An up to date overview of the literature and
summary of key approaches employed by the
major players in the field. Lecture illustrated with
numerous worked examples on designing out hERG
activity.

Workshop 2. ADME Issues - Solutions that Work
A step by step guide to correctly diagnosing the
correct ADME issue in ‘problem projects’ selected
from a broad spectrum of pharmaceutical
companies. The workshop then focuses on
abstracting working solutions to recurrent ADME
issues from a range of key medicinal chemistry
papers.

Workshop 3. Strategies for Diluting out hERG

A round-up group session aimed at working through
real life projects designing out hERG activity. The
hERG ‘4 Commandments’ will be evaluated in
parallel and discussed.
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Course Tutor

Dr. Corinne Kay, Med-Simple

Corinne Kay read Organic Chemistry at Lyon University, France (1984). She then joined
Roche (1984-1990) as a medicinal chemist where she was involved in the Trocade and
Saquinavir projects. In addition, she had a key role in establishing a Solid Phase Peptide
and Oligonucleotide synthesis facility in house. She joined Glaxo in 1990, where she has
worked on a number of Protease and GPCR drug Discovery projects at various stages of lead
discovery and lead optimisation. Corinne then obtained a GlaxoSmithKline sponsored PhD at the University of
Cambridge (2000) having worked with Prof SV Ley, FRS on the discovery of novel solid phase amine linkers.
She moved to Organon in 2001 where she became responsible for Medicinal Chemistry training of staff and
more recently founded Med-Simple, a company specialising in applied Medicinal Chemistry training. She is
the author of over 35 publications, book chapters and reviews in these areas. Her research interests include
the design of chemical libraries, peptide synthesis, solid phase synthesis and cancer chemotherapy.

The Radisson SAS Hotel, Edinburgh
80 High Street, The Royal Mile
Edinburgh EH1 1TH

Scotland

Tel: +44 131 557 9797 www.radissonblu.co.uk/hotel-edinburgh

The Radisson SAS Hotel is located halfway between Edinburgh Castle and Holyrood Palace and within a few
minutes walk from the designer shops on Princes Street. Waverley Station is only a 5 minute walk away.

Alimited number of rooms have been reserved at the hotel for the special rate of £134 per night including VAT
and a full Scottish breakfast. A hotel booking form will be sent when you register.

Excellent course.

GSK

Who Should Attend?

The course is most suitable for academics,
experienced graduates, PhD and post-

doctoral fellows with less than 3 years in the
pharmaceutical industry who are currently involved
with, or intending to become active in the area.

Course Objectives

An applied knowledge of ADME (Absorption,
Distribution, Metabolism and Elimination) and an
understanding to its relevance to drug design

An overview of pharmacokinetics, biological
assays and a grasp of biological results
interpretation

An understanding of major issues associated
with hERG and QT prolongation

A good working knowledge of tackling hERG
related issues in a lead compound

A method for productive reading of the
literaturey
Topics Covered

Overview of the human digestive system and its
relevance to ADME issues

Diagnosing ADME issues in a medicinal
chemistry programme

Working solutions to ADME issues taken
from the literature

Introduction to all key pharmacokinetics terms
and their associated assay methodologies

Overview of hERG and its impact on the drug
discovery process

Up to date hERG ‘wisdom’ on diluting out IKr
activity from lead compounds
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ADME and hERG in Medicinal Chemistry -

“Succeeding through the Literature” attendees and
SAVE 5%
Register 3 or more

29 - 30 September 2010 | The Radisson Blu Hotel, Edinburgh, Scotland attendees and
SAVE 15%
First Delegate Name Attendees
Company @ £1233.75 (including VAT @ 17.5%)
Title (Dr/Prof/Mr/Mrs/Ms) Please copy this fom for additional delegates)
Name
" Purchase Order Number
Surname
Address Payment Method
I would like to charge the fee(s)
Postcode/ZIP to my credit card.
AMERICAN|
Country EGRES Visa
Telephone Cardholder
Fax Mobile Card No
Email Expiry Date Security No***
Special Diet Address (if different from first delegate name)
I would like to receive your FREE bimonthly e-Newsletter
Second Delegate Name SAVE 5%
Title (Dr/Prof/Mr/Mrs/Ms) Signature
Name Date
Surname L .
Please invoice my company
Address
Invoice Address
Postcode/ZIP Name
Telephone Mobile Company
Email Address
Special Diet
I would like to receive your FREE bimonthly e-Newsletter Postcode/ZIP
Third Delegate Name SAVE 15% CGountry
Title (Dr/Prof/Mr/Mrs/Ms) Telephone
Name Fax Mobile
Surname timail
Address Payment will be made by: cheque O bank transfer
Promotional Code
Postcode/ZIP
Telephone Mobile Terms and Conditions of Business
Email Payments ALL PAYMENTS MUST BE RECEIVED BEFORE THE EVENT DATE. Confirmation of your registration will be supplied by fax or e-mail
andyourinvoice will be sent to you by post.
Special Diet Discounts* Complete the details for either two or three delegates and your discount will automatically be applied. This offer only applies

whereall delegates are booked simultaneously and at the same billing address. Attendee names can be substituted at any time prior to the
event date, but please notify us as soon as possible. If you have a Promotional Code (from an advertisement or email) please enterit here.
Security Number*** This is the last three digits of the number on the signature strip on the BACK of the credit card. For American Express
customers, this is the four digit number printed to the right of the main card number on the FRONT of the card.

Substitutions/Cancellations Should you be unable to attend and cancel in writing no later than 28 days prior to each event date, Scientific
SCi eﬂtlfl cU pdate LLP Update will refund your registration less £300 processing fee. It is regretted that after this date refunds are not possible. Substitutions can be

S CI E N_TI FI C I\/laycroft place, madeatany time.

[ would like to receive your FREE bimonthly e-Newsletter

For late applications please register on line at www.scientificupdate.co.uk or fax the completed registration form, including credit card

S— Stone Cross, l\/\ayﬂeld, cayme;:mmam:'ﬁ You will be sent details of howt dation with t confirmation detail
— lenue/Accommodation You will be sent details of how to reserve your accommodation with your event confirmation details.
[ — E. Sussex TN20 6 EVV, UK Change of Details If the details on the envelope are incorrect orif you do not wish to receive any further information from us, please contact
S— Tel: +44 (O) 1435 873062 Us on +44 (0) 1435 873062. As all literature is mailed at least three months in advance, you may experience a delay in the changing of your
— ) details.
U P D A T E FaX D +44 (O> . ] 435 872734 Data Protection The personal information on this form may be used by Scientific Update for marketing purposes.
SCIUP@SCIeﬂtlfICU pdate_co.uk If you do NOTwish this information to be disclosed to any third parties, pleasetick this box. D

lease complete this f and fax to +44



