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The reference compound for each assay is listed in each assay description. The historical average ICs0/ECsq value is also
shown in each assay description.

~ Any of our assay protocols can be customized: Please inquire

B DELIVERABLES

Percent inhibition [mean of replicates), individual values as percent of control, ECsg or ICsq value (calculated from a minimum
5 concentration testing], Ki value for receptor binding assays (calculated using Cheng-Prussof equation, and the true Kd of the
membrane preparation used for the experiment], Kaqqp, for functional GPCR cellular assays, Hill coefficient (nH), and plotted
ECs0 or IC5q curves.

NOTE: The Kd values mentioned in the catalog are indicative values only.

I DATA TURNAROUND

Complete data set is typically available within 3 weeks, affer receipt of the compounds af the testing site, for all the binding
assays and most of the enzyme assays (providing that we receive all available information to initiate the study). The cell-based
assays (including the functional assays) would require 3 fo & weeks for data delivery.

Secure, password-protected data can be viewed on line as soon as they are produced, after scientific approval and QC-ed
by an experienced technician.

~ For majority of assays, ExpresScreen option (5 business day turnaround time) is available: please inquire.

I TISSUE ASSAYS

B SUGGESTED TESTING

Qudlitative screening

» Assessment of both agonism and antagonism at 3 concentrations in duplicate (2 fissues)
» Suggested fest concentrations: 1, 3 and 10 times the IC50/K; binding value

Catalog prices correspond fo this combination.

Follow-up festing for quantitative defermination of pharmacological parameters

» ECs0/pD; values of agonists at ¢-8 concentrations in duplicate
» ICsq values of antagonists at 6-8 concentrations in duplicate
» pA, or pD'; values of antagonists at 3 concentrations, each at least in triplicate

Prices upon request.

B SAMPLE SIZE (including ICsq follow-up studies

See information page 210.

I PROTOCOL

» Agonism/antagonism assessment
The agonist activity is evaluated by exposing the tfissues to increasing concentrations of the compounds. Where an agonist-
like response is obtained, the reference antagonist is tested against the highest test concentration to confirm the involvement
of the recepfor studied in this response. A reference full agonist is used as a positive control.

The antagonist activity is evaluated by testing increasing concentrations of the compounds against a single concentration of
the reference agonist. A reference anfagonist is used as a positive control.

» ECso/pD, values for agonists, ICsq values for antagonists and maximum responses (Emax)
Same profocols as above, with full concentrafion response curves.

» pA; or pD’; values for antagonists \l/
Concentration-response curves fo the reference full agonist are obtained in the absence (control) and in the presence of a
fixed concentration of the compound. The resulting changes in the agonist curves are used to determine a pA, value for Testing
competitive antagonism (decrease in the pD, value of the agonist) or a pD’; value for non-competitive antagonism (decrease conditions

in the maximum response to the agonist].

- Any of our assay protocols can be customized: Please inquire

B DELIVERABLES

Mean percent of control values, ECs0/pDs, ICso, pAs or pD’5 values.
Concentration-response curves.

I DATA TURNAROUND

Complete data set is typically available 4 weeks after receipt of the compound at the testing site.
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ORDERING
INFORMATION

I QUOTATION REQUEST

Email your request for a quotation to sales@cerep.com and copy our customer support feams:
» In vitro pharmacology requests . customer.support@cerep.fr
» ADME/PK-Tox requests . customersupportUS@cerep.com

Please detail your information including location, phone and fax #, the assays (and reference numbers) to be quoted, the number of
compounds for each assay and the number of concentrations for each compound. Standard quotations for catalog assays will be
returned to you by email within 48 hours maximum, and in most cases within 24 hours, of receipt af customer support. Customized
quotations will be refurned within 5 business days.

Your quotation number becomes your study number.

Cerep Order form xls document can be used to facilitate the quotation process, but is not required. A copy can be emailed to you,
request it from sales@cerep.com.

NOTE: Please review your quotation carefully to ensure that it includes the assays, the test concentrations and other specifications
that concur with your request. We will try our best to interpref your inquiry, however, the quotation is what we will use fo defermine
how and what we perform, and once the assays have been launched in production, it will be due as per the quotation.

I MASTER SERVICE AGREEMENT

Simultaneous fo quotation processing and if it is the first time you work with Cerep, we will prepare o Master Service Agreement
for your company and send it in an e-mail. This also serves as your confidentiality agreement.

Your legal counsel may have questions or propose changes. These must be reviewed by our in-house counsel af legal@cerep fr.

Once the confent has been agreed upon by both parties, fax a signed copy, and send two signed originals to Cerep legal depart-
ment who will have them signed, and will refurn one fully executed agreement fo you.
» Counsel - Legal department

Cerep - le Bois I'Eveque - 86600 Celle |'Evescault - FRANCE

Tel +33 (0]5 49 89 30 00 - Fax +33 (0)5 49 43 21 70 - email: legal@cerep.fr

I REQUESTED COMPOUND INFORMATION

To reduce the registration fime and ensure that all the appropriate information is available fo sfart the study in a shortest possible
fimeframe, please use Cerep compound submission form ' or MS Excel file ?, and provide the following compound information:

» Name (compound ID) /Batch # / Molecular weigh'r 3 /Formula weight 4/ Stock concentration / Stock solvent /Qucnfity /
Unit 3 / Form / Storage conditions / Solubility, as well as Plate ID / plate position for compounds delivered in plates, Comments
¢ and Quotation number.

NOTE: Impurity and colored compounds might affect the results [compound color information is mentioned in the study report).

» General remarks:

- If compound(s) are supplied as a stock solution in plate(s) (preferred format for any submission of 10 or more compounds),
please leave columns 1 and 12 empty in a 96V plate. The 384W plate format is also acceptable with columns 1, 2, 23
and 24 empty. For any other plate format, please inquire.

- If compound(s) are not soluble in 100% DMSO, please provide any useful information concerning the solubility of the compound.
The following solvents are compatible with most of our assays: DMSO (Cerep standard), H,O, Methanal, Tris/HCl 10 mM
pH 7.4.

- Organic solvents such as acetone, chloroform, ether, acetonitrile (except for CYP assays|, tetrahydrofuran and trifluoroacetic acid
are not recommended as they will significantly affect the results from many in vifro assays, even at very low concentrations.

1" Cerep compound submission form will be emailed to you with your quotation. A copy can be requested from sales@cerep.com, or downloaded from Cerep website: www.cerep.
com/Catalog Online

2 Systematically required for studlies of 10 compounds or more.

3 Molecular weight (MW of free acid or base form.

4 Formula weight (FW) including salt form and/or hydrate form if applicable.

5 mge, ml2

% e.g. useful information such as sensitivity fo light, stability or hygroscopicity issues.
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REQUESTED COMPOUND INFORMATION I
» Remarks for ADME-Tox assays:
- Any study including mass spectrometry [MS] assays [such as stability, permeability, protein binding) requires both molecuular
weight (MW) and formula weight (FW) of each tested compound, even if they are the same. The FW is required fo prepare
the stock solution of each compound at the correct concentration. The MW gives indication on which expected molecular ion Cerer
fo look for in the LC-MS analysis of samples.
- Chemical sfructure or list of the ionizable groups is required for ionization constant (pKa) assay.

- Solubility information is useful and recommended for pKa and genotoxicity testing (due fo high test concentrations).

WARNING: Cerep will apply the standard solubilization process described in the flow chart below when compounds are received
at the testing site, unless special instructions are provided with the compounds.

Recepfors
Customized handling procedure of compounds can be accommodated, please inquire for pricing conditions. ’
lon
» Standard solubilization process POWDER channels
[diagram] FORM
DMSO solvents are sfored M . Solubiizaion in lents vil a o -
under nitrogen fo minimize b > Solbilzaonat 10mMinDNSO ’ >
potential oxidation and water ‘ e e
absorption. [ore -
NOTE: Covaris: this device sends Weighing in a glass tube Solubilization in client's vial T ansporters

(when in 1 dram glass vial) YES

» Solubilization at 10 mAA
I Ready to be dispatched
in aliquots storage
at-20°C

in VSO
Kinases
A {
TS [Soluble?)

» Covaris processing
‘ NO

Diluted down to 1 mM in DMSO
+ Vortexing 10 min

E5_[Soluble?)
» Cherry-picking and multiplexing

expertise NO
p fsobblz Othe

NO enzymes
\—p Study inferrupted - Client contacted

» Solubilization af 10 mM
in DMSO
» Covaris processing

Soluble?

*NO

Diluted down to 5 mM in DMSO

» Vortexing 10 min

acoustic energy waves from a
transducer that converges and
focuses on a small area. Covaris
processing of compounds is done
isothermally maintaining temperature
between 20 and 25°C.

[Sobble? VES

*NO

Diluted down to 5 mM in DMSO

» Covaris processing

> Dedicated team
» Daily dilutions in 100% fresh DMSO

» Only 1 freeze/thaw cycle in standard
process to minimize precipitation

[Sobble? YES

*NO

Diluted down to 1 mM in DMSO

» Covaris processing

» Constant concentration of solvent
in the assays

» Customized handling procedure of
compounds upon request

| SA/\/\PLE SlZE [minimum compound amount - including ICs0,/EC 5o follow-up studies]
B BINDING, ENZYME AND CELLULAR ASSAYS

Assuming a molecular weight < 500 g/mol and a testing concentration of 10 pM in duplicate (including a possible retest). Standard

SCREENING + FOLLOW UP profiles
with highest concentration at 10 pM!

WEIGHT (pre-weighed) VOLUME (100% DMSO)

SCREENING
WEIGHT (pre-weighed) VOLUME (100% DMSO)

1 to 3 assays 1 mg 25 pl@ 10 mM 1 mg 60 pl@ 10 mM

4 10 5 assays I mg 35 pl@10 mM 1 mg 70 pl@ 10 mM

6 to 10 assays 1 mg 50 pl@10 mM 1 mg 100 pl@ 10 mM

11 to 15 assays 1 mg 65 pl@ 10 mM 1 mg 110 pl@ 10 mM

16 1o 20 assays 1 mg 75 pl@10 mM 1 mg 125 pl@ 10 mM

21 to 40 assays I mg 100 pl@ 10 mM 1.5 mg 250 pl@ 10 mM

41 1o 50 assays 1 mg 150 pl@ 10 mM 2 mg 275 pl@ 10 mM Ordering
1 1o 70 assays 1.5 mg 225 pl@10 mM 2.5 mg 400 pl@ 10 mM information

71 to 100 assays 2 mg 300 pLl@ 10 mM\ 3mg 550 pl@ 10 mM

101 to 135 assays 2 mg 350 pl@ 10 mM 4 mg 650 pl@ 10 mM

136 to 150 assays 2.5 mg 400 pl@ 10 mM 4 mg 750 pl@ 10 mM

151 to 200 assays 3 mg 500 pl@ 10 mM 5mg 1000 pl@10 mM ist

201 to 250 assays 3.5 mg 600 pl@ 10 mM inquire inquire & index

! Assuming ~10% of test in ICsq. Usually, for 1 ICsp: 30 pl@ 10 mM and + 25 pl@ 10 mM by additional ICs.
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B SAMPLE SIZE

B TISSUE ASSAYS

For screening at 3 concentrations in duplicate (2 tissues) or follow-up: sufficient amount to prepare 150 pl of a 1000-old
concentrated solution relative fo the highest test concentration for each assay.
Maximum folerable final DMSO concentration: 0.1%.

I ADME-TOX ASSAYS

Assuming a molecular weight <500 g/mol and assays fested at default concentrations (including retfest).

WEIGHT (pre-weighed) VOLUME (100% DMSO)
1 to 20 assays 1-2mg 200 pl@ 10 mM (50 pL min)
1 to 10 ICsq follow-up assays 1.5-2mg 250 pl@ 10 mM (50 pl min)
Weights needed in addition to the general weight required for 1 to 20 ADME-Tox assays:
. pKa 3x1.5mg -
- CYPTA, 2B6 & 3A induction (3 donors) 6 mg (2 mg/CYP) 120 pl@ 100 mM
. Ames (3 strains) 4 mg 800 pl@ 10 mM
. in vitro micronucleus 1 mg 40 pl@50 mM
. typical rat PK! 25 mg -
. typical mouse PK (serial sampling)! 10 mg -
_typical mouse PK [parallel sampling)! 20 mg -
. typical rat BBB 2 15 mg -
. typical mouse BBB 2 10 mg -
. Plasma sample for quantitative bioanalysis - 100 pL

1 2 routes, 1 dose: 1 mg/kg for IV and 5 mg/kg for PO, n=3
21 route, 1 dose: 1 mg/kg for IV, 3 time points, n=3

B STANDARD PROFILES

Values are based on a molecular weight <500 g/mol and a typical festing concentration of 10 pM in duplicate {including
a possible retest).

SCREENING + FOLLOW UP
SCREENING with highest concentration at 10 pM!
WEIGHT VOLUME WEIGHT VOLUME
Number of assays v (pre-weighed) (100% DMSO) (pre-weighed) (100% DMSO)
ExpresSProfile 55  1mg 125 pl@ 10 mM 1.1 mg 220 pl@ 10 mM
High-Throughput profile 80 1 mg 170 pl@ 10 mM 1.4 mg 270 pl@ 10 mM
ExpresS Diversity kinase profile 48  1mg 140 pl@ 10 mM 1 mg 190 pl@ 10 mM
Cellular functional GPCR profile 60? 3.25mg 650 pl@10 mM 10 mg 2000 pl@ 10 mM\
PDE high-throughput profile 13 Img 200 pl@ 10 mM 1.4 mg 275 pL@10 mM
Non-kinase enzyme profile 42 1mg 185 pl@ 10 mM 1.5 mg 300 pl@ 10 mM
Diversity profile 101 1mg 200 pl@ 10 mM 2 mg 400 pl@10 mM
BioPrint® profile (Full profile) 159 3.4mg 475 pl@ 10 mM 6.8 mg 1350 pl@10 mM
BioPrint® in vitro pharmacology profile 139 1.4 mg 275 pl@ 10 mM 3.8 mg 750 pl@ 10 mM
Organ safety profile 270°% 9mg 360 pl @50 mM 9 mg 360 pl@50 mM
Comprehensive kinase profile 218  2.5mg 500 pl@10 mM 4.5 mg 850 L@ 10 mM
ADME-Tox - Option | [Bioavailability] 6 1-2mg 125 pl@10 mM inquire inquire
ADME-Tox - Option Il [Lead selection/Prioritization] 13 1-2mg 125 pl@ 10 mM inquire inquire
Genotoxicity profile 11 5mg 200 pl@ 50 mM inquire inquire
CYP-based drug-drug interaction profile 23°% 10mg - inquire -
P-gp mediated drug-drug inferaction profile 143 20mg - inquire -

I Assuming ~10% of test in ICsq. Usually, for 1 1Csp: 30 pl@ 10 mM and + 25 pl@ 10 mM by additional ICsp.
2 30 targefs (agonist and antogonist effects)
3 Full panel. For compound amount needed for separate modules: please inquire
= For Screening + Follow-up sample sizes, with highest concentration at 100 pM:
Please go to www.cerep.com [o.y/.\KeIcXe]\[H]\|4

1 SHIPMENT INSTRUCTIONS

Please include study number [i.e. quotation number, see above Quotation request] on the shipping documents, and include the
Compound submission form or MS Excel file (see Requested compound information, page 5) and attach it to the compounds.
» Form

- Dry powder, or

- 10 mM DMSO stock solution.



SHIPMENT INSTRUCTIONS &

» Format
- Securely closed vidls, or
- Individual 2D barcode tubes, or
- Sealed 96-well plates (all SBS format standard plates are accepted): columns 1 and 12 empty and test compounds placed
in A2-H11 column-wise, or
- Sealed 384-well plates [all SBS format standard plates are accepted): columns 1, 2, 23 and 24 empty and test compounds
placed in A3-P22 column-wise.

For any other form and/or format: please inquire.

For frozen samples, please allow for enough dry ice to arrive frozen at Cerep site. In addition, it is very important fo show on
documents and mark on package that compound(s) must be kept in dry ice during all the shipping period (from its collection fo its
delivery af the Cerep site).

Compounds can be shipped 7 to any of the two sites below (Cerep will manage the compound transfer to the other testing site
when necessary):

» Cerep » Cerep
Atin: Compound receipt manager Attn: Compound receipt manager
Le Bois I'Evéque 15318 NE 95th St
86600 Celle I'Evescault - FRANCE Redmond, WA 98052 - USA
Tel. +33 (0)5 49 89 30 00 Tel. +1 425 895 8666

Every shipment of compounds going through customs must include a commercial invoice.

—> 211

For shipments going through US customs: a TSCA form (Toxic Substance Control Act] is required [templates are available upon request).

For customers located in China, compounds can be shipped to:

» Cerep (BEi#5H)
Attn: Compound receipt manager
ERTIERERSBER32058 302-1% (326 Aidisheng Road, B 302-1)
Zhangijiang High-Tech Park
Shanghai 201203 - CHINA
fel. +86 21 5132 0568

To assist Cerep in efficiently processing compounds upon receipt, the following information is helpful to ensure the appropriate
follow-up of shipment and streamlined initiation of the testing:

» Advance notice of shipment to Cerep — e-mail: compoundreceipt@cerep.com
» Shipment tracking number

STUDY INITIATION

To initiate a study (following compound shipment): Fax your signed quotation or attach it to the e-mail accepting it® with purchase
order number, fo:

» For in vitro pharmacology assays: Customer support France: Fax +33 (05 49 43 21 70 — e-mail: customer.support@cerep.fr
» For ADME/PK-Tox assays: Customer support USA: Fax +1 (425) 895 8668 — email: customersupportUS@cerep.com

An acknowledgement of shipment receipt will be emailed to you when the shipment has arrived at the laboratory location.

Your signed quotation is your commitment that you wish us to run exactly the assays and the concentrations that are included in
the quotation. Please check it carefully.

TURNAROUND TIME

The turnaround time indicated in the quotation starts the day following receipt of compounds at the Cerep testing site for compounds
received before 12:00 pm, unless otherwise specified with the client, and considering that the test compounds are received along
with all the necessary information fo initiate the study (quotation acceptance and requested compound information). If received
after 12:00 pm, the study is initiated on the second day following receipt.

- For majority of assays, ExpresScreen option (5 business day turnaround time) is available: please inquire.

RESULTS REPORTING

A Data Online account allowing visualization of the results as they are produced will be setup when we receive your signed quota-

fion fo initiate the study. Your user name and password will be faxed fo you. Please modify them fo ensure confidentiality.

log on to https://www.cerep.com/secure 1o view your results that are posted as soon as validated. Daily updates are highlighted
with "NEW" information since your last log-in and are listed first. You will have the option to convert the data to MS Excel format
and download it. Use the user name and password Demo o try out the site.

~ For defails on DATA ONLINE, see page 9.

7 Preferred carriers: FedEx for room temperature and World Courier for dry ice shipment.
& Your study will not begin until a signed quotation with purchase order # is received.

N2

Ordering

information
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B ASSAY LIST & INDEX

5HTa 69
5-HT; a-agonist radioligand 68
5HT), 69
5-HT3-antagonist radioligand o9
5HTp 69
5-HT,p-agonist radioligand o9
5HT,, 70
5-HT,-agonist radioligand 70
5-HT,a-anfagonist radicligand o9
5HT,, 71
5-HT,5-agonist radioligand 71
5-HT,3-antagonist radioligand 70
5HT,c 71
5-HT,c-agonist radioligand 71
5-HT,¢-antagonist radioligand 71
5HT, Q0,101
5-HT3-anfagonist radicligand 90,101
5HT, 72
5HT,. 72
5-HT,.-antagonist radioligand 72
5-HT5,-agonist radioligand 72
5HT, 72
5HTg-agonist radioligand 72
5HT, 73
5HT,-agonist radioligand 73
5-HT (non-selective)-agonist radioligand 68
5-HT release (activator effect) 186
5-HT release (inhibitor effect) 186
5-HT transporter-antagonist radioligand 105
5-HT uptake 105
5ipoxygenase 177
12ipoxygenase 177
1 5dipoxygenase 178
[A]
A, 13,14
A;-agonist radioligand 13
As-antagonist radioligand 13
Aj-inverse agonist effect 13
Ao 14
Aga-agonist effect 14
Aoa-agonist radioligand 14
Aga-inverse agonist effect 14
Ans 15
Agg-anfagonist radioligand 15
X 15
Az-agonist radioligand 15
Abl kinase 118
ACE 171
ACE-2 171
acetylcholinesterase 179
acetyl CoA synthetase 182
Ack 118

Activation of granulocyte adhesion proteins:

- HL-60/HUVEC 191
Activation of monocyte adhesion profeins:

- matrix proteins 191

- U937 /HUVEC 191
Adenosine 13,103

adenosine fransporter-antago. radicligand 103

adenosine upiake 103
adenylyl cyclase (activator effect) 181
adenylyl cyclase (inhibitor effect] 181
ADME profiling (in vitro) 4
Adrenergic 16
AGC (protein-serine/threonine kinases) 137
agonism//antagonism assessment 205
agonist radioligand 204
Akt1/2 137
Akt1/PKBo 137
Aki2/PKBB 137
Aki3/PKBy 137
ALK 108
ALK4 [ACVRI1B) 149
alphaia 16

alpha a-antagonist radioligand
alphaig

alphaz-antagonist radioligand
alphap-antagonist radioligand
alphay (non-selective)

alpha; (non-selective)-antagonist radioligand 16

alphaga

alphaa-agonist radioligand
alphasa-antagonist radioligand
alphags

alphasg-antagonist radioligand
alphage

alphasc-agonist radioligand
alphasc-anfagonist radioligand
alphas (non-selective)

alphay (non-selective)-antagonist radioligand 17

AMPA-agonist radioligand 86,98
AMPKou 130
anandamide uptake 103
Angiotensin |l 21
ANP-agonist radioligand 83
antagonist radioligand 204
Apelin 22
AP (apelin) 22
AP (apelin)-agonist radicligand 22
Arachidonic acid metabolism 177
Arachidonic acid metabolite secretion 187
AR-agonist radioligand 79
arginase | 182
Arg kinase 118
ASK1 144
Aspartic profeases 170
Assay design & development 4
AT, 21
AT, -anfagonist radioligand 21
AT,-agonist radioligand 22
AlPase (H*/K*) 182
AlPase (Nat/K*) 182
ATPases 182
Atrial natriuretic peptide 83
Atypical kinases 156
AurA/Aur? kinase 151
AurB/Aur kinase 151
AurC/Aur3 kinase 152
automated patch-clamp 94,96,97
Axl kinase 108
[B]
B, 24
B/ -agonist radioligand 24
) 25
B,-agonist radioligand 24
BACE-1 (B-secrefase) 170
BB, 23
BB, -agonist radioligand 22
BB, 23
BB,-agonist radioligand 23
BB, 23
BB3-agonist radioligand 23
BB (non-selective)-agonist radioligand 22
Benzodiazepine 83
beta; 19,20
beta;-agonist radioligand 19
befa -inverse agonist effect 19
beta, 20
beta;-agonist radioligand 20
beta, -inverse agonist effect 20
betas 21
betas-antagonist radioligand 20
binding assays 5,6,7,43,204,209
bindling kinase assays 107
biochemical assays (toolbox) 6
biochemical kinase assays 107
BioPrint® profile & services 7
BLK 118
BLT, (LTB4) 44
BLT, (LTB,)-agonist radioligand 44

BMPRTA kinase (ALK3) 149
BMX (Etk) kinase 118
Bombesin 22
Bradykinin 24
B-raf kinase 149
Brk 119
BRSK1 130
BTK 119
BZD (central]-agonist radioligand 85,98

BZD (peripheral)-antagonist radioligand 83

[C]

ckit kinase 108
cMet kinase 108
cMet kinase (HGFR) 108
Cba 31
C5a-agonist radioligand 31
Ca?*-AlPase pump 186
Ca?* channels 93,102
Ca?*-1 Q3
Ca?*- L (dihydropyridine site]-antagonist
radioligand 93
Ca?+- | (dilfiazem site) (benzothiazepines)
-anfagonist radicligand 93
Ca?*- L [verapamil site) (phenylalkylamine)
-antagonist radioligand 93
Ca?*- N-antagonist radioligand Q4
Calcitonin 25
Calcitonin gene-related peptide 26
Calcium sensing 26
CaMKTa 130
CaMK1d 131
CaMK2a 131
CaMK2y 131
CaMK4 131

CaMK (protein-serine/threonine kinases) 130

Cannabinoid 27,103
CAR 80
carbonic anhydrase |l 183
CAR-inverse agonist effect 80
Ca$S 26
caspase-| 168
caspase-2 168
caspase-3 169
caspased 169
caspase/ 169
caspase-8 169
caspase? 169
caspase-10 169
cathepsin B 170
cathepsin D 170
cathepsin E 171
cathepsin G 167
cathepsin H 170
cathepsin L 170
cathepsin X 170
CB, 27
CB-agonist radioligand 27
CB; -inverse agonist effect 27
CB, 28
CB;-agonist radioligand 27
CB,-inverse agonist effect 28
CCK, (CCKy) 30
CCK; [CCKpJ-agonist radicligand 30
CCK, [CCK) 3]
CCK; [CCKg)-agonist radioligand 30
CCRI 28
CCR1-agonist radicligand 28
CCR2 29
CCR2-agonist radicligand 28
CCR3 29
CCR3-agonist radicligand 29
CDC2/CDK1 [cycB) 124
CDC7/ASK 152
CDK2 (cycA) 124
CDK3 (cycET) 124
CDK4 [cycD1) 124



CDK5/p35 124
CDK6 [cycD3) 125
CDK7/MATT (cycH) 125
CDKS8 (cycC] 125
CDK® (cycT1) 125
Cell adhesion 190
celtbased assay development (tooHbox) 5
Cell migration 192
Cell proliferation 192
cellular assays 185,204,209
cellular functional GPCR assays 43
cellvlar kinase assays 107
Cell viability 193
cell viability 193
CENPE 157
CEREP SERVICES 4
CGRP 26
CGRP-agonist radioligand 26
Chemokines 28
Chemokine secretion 188
CHK1 131
CHK2 131
Cholecystokinin 30
Choline 103
choline transporter (CHT1]-antagonist
radioligand 103
CKla 144
CKle 144
CK2 (casein kinase 2) 125
CK1 (protein-serine/threonine kinases) 144
Class A Orphans 62
CI channel (GABA-gated)-anfagonist
radioligand 86,98
CIK1 125
ClK2 126
CMGC (protein-serine/threonine kinases) 124
Complement 5a 31
Compound:

- form & format 210
- frozen samples 211
- requested information 208
- management process 209
- shipment 210
- submission form 208,210
Compound management 4
COMT |(catechol-O-methy! transferase) 179
confidentiality (Master service agreement) 208
constitutive NOS (cerebellar) 177
constitutive NOS (endothelial) 177
Contacts (Cerep contacts) back cover
conventional patch-clamp 94,96,98
Corticotropin releasing factor 31
COT kinase (MAP3K8) 145
CoX, 178
COX, 178
CRF, 31
CRF4-agonist radioligand 31
CRF,, 32
CRFyq-agonist radioligand 32
CRIK 137
CSK 119
CT (calcitonin) 25
CT (calcitonin)-agonist radioligand 25
CIK 119
CTK (protein-tyrosine kinases) 118
customer support 208,211
custom offer 185
CXCR2 (IL-8B) 29
CXCR?2 (I1-:8B)-agonist radioligand 29
CXCR4 30
CXCR4-agonist radioligand 29
Cyclases 181
CyslT, (LTD) 44
CyslT) (LTD4)-agonist radicligand 44
CyslT, (ITC,) 45
CyslT, (LTC,)-agonist radioligand 44
Cysteine proteases 168
Cytokines 83

Cytokine secretion 188

[D]

D, 32
D, -anfagonist radioligand 32
D, 33
Dy, -anfagonist radioligand 33
DZS 33
Dss-agonist radioligand 33
Dos-antagonist radioligand 33
Dy 34
D3-agonist radioligand 34
D3-anfagonist radioligand 33
D44 34
D, 4-antagonist radioligand 34
D5 35
Ds-agonist radioligand 34
Ds-anfagonist radioligand 34
DAPK1 132
DAPK2 132
data and reports %
Data Online 9
Data Online account 211
data turnaround 205
DCAMKLI 132
DCAMKL2 132
DDR2 kinase 109
deliverables 205
delia, (DOP) 59
delia; (DOP)-agonist radicligand 59
dipeptidyl peptidase IV (DPPV) 167
DIKT (MAP3K12) 149
DNA polymerase 158
DNA polymerase | 157
DNA repair & mitotic enzymes 157
Dopamine 32,104
dopamine release [activator effect) 185
dopamine transporter-anfago. radioligand 104
dopamine uptake 104
DP, 63
DP;-agonist radioligand 63
DRAK 132
drug development 199
drug discovery 4
drugdrug inferaction 199,200
drug profile interpretation Ve
DYRKTa 126
DYRK?2 126
DYRK3 126
DYRK4 126
[E]

ECE-1 171,172
Egd 158
EGF-agonist radioligand 87
EGFR kinase 109
ECGFR kinase (A431 cells)-AlphaScreen 109
ECFR kinase (A431 cells)-impedance 109
EGFR kinase (Hela cells) 109
EGFR kinase (MDA-MB-231 cells) 109
EGF-stimulated A-431 proliferation 192
elastase 168
Endothelin 35
enzyme assays [festing conditions) 204,209
P, 64
EP, -agonist radicligand 64
EP, 64
EP,-agonist radicligand 64
EP, 64
EP3-agonist radicligand 64
EP, 65
EP,-agonist radicligand 65
EphAT kinase 110
EphA2 kinase 110
EphA3 kinase 110
EphA4 kinase 110
EphAS5 kinase 110

—> 215

ASSAY LIST & INDEX I

EphAS kinase 110
EphA7 kinase

111
EphA8 kinase 111
EphB1 kinase RN
EphB2 kinase 111
EphB3 kinase RN
EphB4 kinase 111
EPIGENETIC & DNA-RELATED ENZYMES 157
ERa-agonist fluoligand 79
ERB-agonist fluoligand 79
ERK, 127
ERK, /5 127
ERK, (P42merk) 127
ERKs (MAPK?) 127
ER (non-selective)-agonist radioligand 79
ET, 35
ETs-agonist radioligand 35
FTs 36
ETs-agonist radioligand 35
ExpresScreen option 211
Expression of endothelial adhesion profeins:
- ELAMT 191
- ICAM1/VCAM-1 190
- VCAM:-1 191
[F]
FAAH (fatty acid amide hydrolase) 183
FAK 119
Fer kinase 19
Fes kinase 120
FFAT(GPR40) 37
FFA2 (GPR43) 37
FFA3 (GPR4 1) 37
FGFR kinase 112
FGFR1 kinase 112
FGFR2 kinase 112
FGFR3 kinase 112
FGFR4 kinase 112
Fgr kinase 120
FLT-1 kinase (VEGFR1) 112
FLT-3 kinase 113
FLT-3 D835Y kinase 113
FLT-4 kinase (VEGFR3) 113
fMLP 36
fMLP-agonist radioligand 36
Fms,/CSFR kinase 113
form & format (compound) 211
formula weight (FW) 208
n-formyl peptide 36
FP 65
FP-agonist radioligand 65
Free fatty acid 37
Free radical secretion 190
FRK 120
frozen samples (compound) 211
functional nuclear receptor assays 80
Fyn kinase 120
[G]
GABA 38,84,97,104
GABA, 8508

CABAx (0u1,B2,y2)-agonist radicligand 85,97
GABA, (automated patch-clamp) 85,97
GABA, (automated patch-clamp, funcional

screening) 85,97
GABA, [conventional patch-clamp) 85,98
CABA, 38
GABAg|1)-antagonist radioligand 38
GABA (non-selective)-agonist radioligand 84
GABA transaminase 179
GABA transporter-antagonist radioligand 104
GAL; -agonist radioligand 38
GAL, 39
GAlL,-agonist radioligand 39
Galanin 38
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galanin [non-selective|-agonist radicligand 38

GCK [MAP4K2) 145
GHRH 4]
GLP-1 39
GLP-1-agonist radioligand 39
GLP-2 39
glucagon 40
Glucagon 39
glucagon-agonist radicligand 40
Glutamate 86,98
Glycine 87,99
glycine (strychnine-insensitive|-antagonist
radioligand 87,99
Glycoprotein hormone 40
GnRH (lHRH)-agonist radioligand 40
Gonadotrophin-releasing hormone 40
GPCRs 13
GPCRs (toolbox) 6
GPR119 62
G PROTEIN-COUPLED RECEPTORS 13
CR-agonist radioligand 80
GRK2 (ADRBKT) 138
GRK3/BARK2 (ADRBK?2) 138
GRKS 138
Growth factors 87
Growth hormone-releasing hormone 41
GSK3a 127
GSK3B 127,128
guanylyl cyclase (activator effect) 181
guanylyl cyclase (inhibitor effect) 181
[H]

H, 41
H; -antagonist radicligand 41
H, 42
H,-antagonist radicligand 42
H,-inverse agonist effect 42
H,O, scavenging 190
H>O, secretion 190
Ha 43
Hs-agonist radioligand 42,43
H, 43
H,-agonist radioligand 43
HCK 120
HDACI 158
HDAC?2 158
HDAC3 159
HDAC4 159
HDACS 159
HDACO 159
HDACY 159
HDACS8 159
HDAC? 160
HDAC10 160
HDACT1 160
HDACs 158
HER2/ErbB2 kinase 113
HER4 /ErbB4 kinase 113
hERG (automated patch-clamp) 94
hERG (conventional patch-clomp) 94
hERG (membrane preparation]-antagonist
radioligand 94
HGK (MAP4K4) 145
high throughput screening 4
HIPK2 128
HIPK3 128
HIPK4 128
Histamine 41
histamine release (activator effect] 185
histamine release (inhibitor effect) 185
HIV-1 protease 171
HMG-CoA reduciase 183
HNE (human neutrophil elastase) 168
HNMT (histamine N-methy! transferase) 179
HTRF® 107

[1]

I -agonist radioligand 88
I,-antagonist radioligand 88
IC50/ECs follow-up studies 204,205,209
IFNMy secretion (inhibitor effect) 188
IGF1RB kinase 114
IGF1R kinase 114
IKKo 152
IKKB 152
IKKe (IKBKE) 152
IL-1B-agonist radioligand 84
I-1 secretion (inhibitor effect) 188
I-2-agonist radioligand 84
-2 secretion (inhibitor effect) 189
I-4-agonist radioligand 84
-4 secretion (inhibitor effect) 189
I-5 secretion (inhibitor effect] 189
IL6-agonist radioligand 84
|:6 secretion (inhibitor effect] 189
IL:8 secretion (inhibitor effect) 188
I-10 secretion (inhibitor effect) 189
Imidazoline 88
inducible NOS 176,177
Inositol phosphate 181
Insulin 88
insulin-agonist radioligand 88
Intracellular ligand-gated channels 102
in vitro ADME profiling 4
IN VITRO PHARMACOLOGY ASSAYS 1
in vitro safety profiling 4
in vivo PK 4
ion channel patchclamp assays 95
ION CHANNELS 93
lon transport systems 186
IP3-agonist radioligand 102,181
e 65
IP (PGI,)-agonist radioligand 65
IRAK1 149
IRAK4 150
IRK [InsR) 114
IRK (InsRB) 114
IRR kinase 114
ITK 120
[J]
JAKI 121
JAK2 121
JAK3 121
JNKI 128
INK1/3 129
INK2 128
INK3 129
[K]
K* channels 94
kainate-agonist radicligand 86,99
kallikrein 168
kappa [KOP) 60
kappa (KOP)-agonist radioligand 59
ATP 95
Krp-antagonist radioligand Q4
KDR kinase (VEGFR2) 115
KINASES 107
Ky-antagonist radioligand 95
[L]
IANCEUItra® 107
Lck kinase 121
lead optimization (or SAR) profiling 4
Leukotrienes 44

LMK

150

lipid peroxydation

Locations (Cerep sites)

LPA; -agonist radioligand
LPA,

LPA,

[RRK2

LTB, secretion (inhibitor effect)
[TC, secrefion (inhibitor effect)
LTK

IXRB-agonist radicligand

Lyn A kinase

Lyn B kinase
Lysophosphatidic acid
Lysophospholipid

[M]

My
M -anfagonist radicligand

2
My-agonist radicligand
My-antagonist radicligand
Ms-inverse agonist effect

3
Mg-anfagonist radicligand

4
My-agonist radicligand
My-antagonist radicligand
My-inverse agonist effect

s
Ms-agonist radicligand
Ms-antagonist radicligand
MAO-A
MAO-A-antagonist radioligand
MAO-B
MAO-B-antagonist radicligand
MAPKAPK?2
MAPKAPKS (PRAK)
MARKT
MARK2
MARK3
MARK4
master service agreement
MC,
MC -agonist radioligand

2

MCs
MCj3-agonist radioligand
MC,
MC4-agonist radioligand
MC,-inverse agonist effect

Cs
MCH,
MCH -agonist radicligand
MCH,
MCH,-agonist radicligand
MEKT
MEKT [MAP2KT)
MEKS (MAP2KS)
MEKK3 (MAP3K3)
MEKK4 (MAP3K4)
Melanin concentrating hormone
Melanocortin
Melatonin
MELK

Membrane ligand-gated channels

Mer kinase
Metalloproteases
MINK

Miscellaneous enzymes
MKK4 /INK1

MKK4 /INK2

MKK6E

MKK6/p38a (mutant active)
MIKT

MILK2 (MAP3K10)
MMP-1

MMP-2
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MMP-3
MMP-7
MMP-8
MMP-Q
MMP-12
MMP-13
MNK1
MNK2 134
M [non-selective)-antagonist radioligand 50
molecular weight (MW) 208,209,210
Monoamine & neurofransmitter synthesis
& metabolism

Monomamine & neurotransmitter release
MOS kinase

Motilin

motilin-agonist radioligand

motilin

MRCKor

MSK1

MSK2

MST1 kinase (STK4)

MST2 kinase

MST3 kinase

MST4 kinase

MT} (ML A)

MT; (ML) A)-agonist radioligand
MTT-MMP (MMP-14)

MTy (MLyg)

MT, [ML;g)-agonist radicligand

172
172
172
173
173
173
134

179
185
152

MT3 [MLy)-agonist radioligand 89
mTOR kinase (FRAPT) 156
mu (MOP) 60
mu [MOP)-agonist radioligand 60
mu [MOP)-antagonist radioligand 60
Muscarinic 50
MusK 115
myeloperoxidase 183
MYTT kinase 153
[N]
Na* Q6
Na*/Ca?* antiport 186
Na* channels 96
Na*/H* antiport 187
Na*/K*-ATPase pump 186
Na*/K*/CI" cofransport 187
Na*- site 2-antagonist radioligand 96
Nay1.5 [automated patchclamp) Q6
Nay1.5 (conventional patchclamp) 96
NDR1 kinase 139
NEKT 153
NEK2 153
NEK4 153
NEK6 153
NEK” 153
Neurokinin 53
Neuromedin U 55
Neuropeptide S 56
Neuropeptide W/neuropeptide B 56
Neuropeptide Y 56
Neurotensin 58
neutral endopeptidase 173
N-formy! peptide 36
Nicotinic 89,100
NIK 147
NIM1 kinase (MGC42105) 134
NK; 53,54
NK; -agonist radicligand 53
NK, 54
NK;-agonist radicligand 54
: 55
NK;3-agonist radicligand 55
NK;-antagonist radioligand 54
NMDA-antagonist radioligand 86,99
NMU1 55
NMU2-agonist radioligand 56

N muscle-type-antagonist radioligand 90,100

N neuronal (04B2)-agonist radioligand 89,100

N neuronal (0.7)-antagonist radioligand
89,290,100
non-recombinant models (tool-box) 5
Non-steroid nuclear receptors 80
NOP (ORLT) 61
NOP (ORL1)-agonist radioligand 61
Norepinephrine 104
norepinephrine release (activator effect) 185
norepinephrine fransporter-anfagonist
radioligand 104
norepinephrine uptake 105
NO synthases 176
NPBWI 56
NPS 56
NT (non-selective) 58
NT [non-selective]-agonist radicligand 58
NTS, (NT)) 58
NTS; (NT;)-agonist radioligand 58
NTS, 58
NuaKT1 [ARKS) 134
NUCLEAR RECEPTORS 79
[C]
Opioid and opioid-like 59

opioid (non-selective)-antagonist radioligand 59

ORDERING INFORMATION 208
Orexin 61
Orphans (Class A) 62
or 77
OTHER ENZYMES 163
Other kinases 151
OTHER RECEPTORS 83
ox, 61
OX; -agonist radioligand 61
OX, 62
OX,-agonist radioligand 62
[P]

P2X Q0,101
P2X-agonist radioligand 90,101
P2Y-agonist radicligand ov4
P2Y, 67
P2Y, 67
P2V, 67
P2Y, 68
P2y-agonist radioligand 67
p38a kinase 129
p38P2 kinase [SAPK2b2) 129
p38y kinase 129
p383 kinase 130
p38 MAPK 129
p/0S6K 139
p/OSOKB 139
PAC, [PACAP) 76
PAC, [PACAP)-agonist radicligand 75
PAF 63
PAF-agonist radioligand 62
PAK1 148
PAK2 148
PAK4 148
PART 66
PART-agonist radioligand 66
PAR2 67
PAR2-agonist radioligand 66
Parathyroid hormone 62
PASK 134
PCP-antagonist radioligand 86,99
PCTAIRET kinase 130
PDE1B 174
PDE2A 174
PDE3A 174
PDE3B 174
PDE4A, 175
PDE4B, 175

ASSAY LIST & INDEX I
PDE4D, 175
PDE5 (non-selective) 175
PDE6 (non-selective) 175
PDE/A 175
PDESA 176
PDETOA, 176
PDET 1A, 176
PDGF-agonist radioligand 87
PDGFR kinase 15
PDGFRa kinase 15
PDGFRB kinase 116
PDGFstimulated A7r5 migration 192
PDGF-sfimulated A7r5 proliferation 192
PDGF-stimulated AoSMC migration 192
PDGF-stimulated Balb/c 3T3 proliferation 193
PDK1 139
PEK (EIF2AK3) 154
PGE, secrefion (inhibitor effect) 187
PG, secretion 188
PHAstimulated PBMC proliferation 193
Phicy1 135
Phiy2 135
phosphatase 1B (PTP1B) 163
phosphatase 2A (PP2A) 163
phosphatase 2B 164
phosphatase CD45 164
phosphatase CDC25A 164
phosphatase CDC258 164
phosphatase CDC25C 164
phosphatase DEP1 (PTPR)) 164
phosphatase LAR (PTPRF) 165
phosphatase MEG 1 (PTPN4) 165
phosphatase MEG2 (PTPN9) 165
phosphatase MKP1 165
phosphatase MKP2 165
phosphatase MKP3 165
phosphatase MKP6 166
phosphatase PEST (PTPN12) 166
phosphatase PP 1ot 163
phosphatase PTPB (PTPRB) 166
phosphatase PTPy (PTPRG) 166
phosphatase PTPy (PTPRM) 166
Phosphatases 163
phosphatase SHP1 (PTPNO) 166
phosphatase SHP2 [PTPN11) 167
phosphatase TC-PTP (PTPN2) 167
phosphatase VHR (DUSP3) 167
Phosphodiesterases 174
Phospholipase C 182
Pim1 kinase 135
Pim2 kinase 135
(in vivo] PK 4
K, 63
PK, 63
PKA 140
PKCa 140
PKCB1 140
PKCB2 140
PKCy 140
PKCS 140
PKCe 141
PKCC 141
PKCn 141
PKCo 141
PKCu 141
PKD1 (PKCp) 135
PKD2 135
PKD3 136
PKGTa 141
PKG1B 142
PKG2 142
PKNI1 142
PKN2 142
PKR (EIF2AK2) 154
P[AQ (See SP[AQ)
Platelet activating factor 62
PLC 182
PLK1 154
PLK2 154
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PLK3 154
PLK4 154
PNMT (phenylethanclamine N-methyliransferase)
180
PPARoL 81
PPARat-agonist radioligand 81
PPARY 81
PPARY-agonist radicligand 81
PPARS 81
PR 80
PR-agonist radioligand 80
PRKX 142
Profile design 7
Profiling/screening services 4
Prokineticin 63
proliferation 192
Prostanoid 63
Proteases 167
Proteinase-activated 66
Protein-serine/threonine kinases 124
Protein-tyrosine kinases 108
profocol(s) 204,205
PTH1 62
Purinergic 67,90,101
PXR-agonist radioligand 82
PYK2 122
[Q]
quotation 208
[R]
radioligand binding assays 204
RAF-1 kinase 150
RAF-1/MEK1 151
RARa-agonist radicligand 82
RECEPTORS 13,79,83
Relaxin 68
requested compound information 208
results reporting 211
Ret kinase 116
RIPK2 151
ROCK1 142
ROCK?2 143
rolipram-anfagonist radioligand 176
Ron kinase 116
Ros kinase 116
RSK1 143
RSK2 143
RSK3 143
RTK (protein-tyrosine kinases) 108
RXFP1 68
RXFP1-agonist radioligand 68
RY3 (ryanodine)-antagonist radioligand 102
[S]
safety profiling (in vitro) 4
S|Py 46
S|P3 46
sample size(s) 209
screening (high+htoughput] 4
secretin 40
secretion 187,188,190
Serine proteases 167
Serotonin 68,90,101,105
serumssfimulated A7r5 proliferation 192
service agreement 208
SCK1 143
SGK2 144

SGK3 144
shipment instructions 210
Sigma 21
sigma -agonist radioligand 91
sigmay-agonist radioligand Q1
sigma (non-selective) Q1
sigma (non-selective)-agonist radioligand 91
SIK 136
sirtuin 1 (activator effect) 160
sirtuin 1{inhibitor effect) 160
sirtuin 2 160
sirtuin 3 161
Sites (Cerep sites) back cover
SKcq-antagonist radioligand 95
smMLCK (MYLK) 136
solvent 208
Somatostatin 73
SPECIALIZED CELLULAR ASSAYS 185
Sphingosine 1-phosphate 45,46
sPLA; (bee venom type Ill] 178
$PLA, Type V] 178
Src kinase 122
Srm kinase 122
ssty 73
sty -agonist radioligand 73
sstp-agonist radioligand 74
ssty 74
sst,-agonist radioligand 74
ssts 74
sst5-agonist radioligand 74
sst (non-selective)-agonist radioligand 73
STANDARD PROFILES 195
standard profiles (sample sizes) 210
standard solubilization process 209
STE (protein-serine/threonine kinases) 144
Steroid nuclear receptors 79
STK33 136

strychnine-sensifive-antagonist radicligand 87,99

study initiation 208,211
suggested festing:

- bindling,enzyme & cellular assays 204
- fissue assays 205
superoxide Oy~ secrefion 190
Syk 122
[T]
TACE 173
TAKT-TABT (MAP3K?) 151
TAOK2 (TAOT) 148
target profile design 8
TBK1 155
TEC kinase 122
TESTING CONDITIONS 203
TGF-B-agonist radioligand 87
Thyrotropin releasing hormone 75
TIE2 kinase 116
tissue assays 43,205

TKL (protein-serine/threonine kinases) 149
TNF-o-agonist radioligand 83
TNF-o secretion (inhibitor effect) 189
Tnk1 122
topoisomerase |l 158
TP (TXaa/PGHy) 66
TP (TXa2/PCHj)-antagonist radioligand 66
Transduction signal enzymes 181
Transient receptor potential channels 96
TRANSPORTERS 103
TRH, 75
TRH; -agonist radioligand 75
TRKA 116
TRKB 17
TRKC 17
TRPM8 Q6
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TRPVT (VRT) Q7
TRPV3 Q7
TR (TH)-agonist radioligand 82
tryptase 168
TSH 40
TSSK1 136
TSSK2 (STK22B) 136
TIK 155
tubulin 183
turnaround fime 211
TXaz synthefase 178
TXB, secretion (inhibitor effect) 188
XK 123
Tyk2 (TKT) 123
Tyro3/Sky kinase 117
tyrosine hydroxylase 180
[U]
ULK1 155
ULK2 155
Urotensin-Il 75
ur 75
UT-agonist radioligand 75
[V]
Vi, 77
V1 4-agonist radioligand 77
V) p-agonist radioligand 78
) 78
V,-agonist radicligand 78
Vasoactive intestinal peptide 75
Vasopressin 77
VDR-agonist radioligand 82
VEGF-agonist radioligand 88
VEGHR kinase 117

VEGF-stimulated HUV-EC-C proliferation 193

Voltage-gated channels 93
VPAC, [VIP,) 76
VPAC; (VIP)-agonist radioligand 76
VPAC, [VIP,) 76
VPAC, (VIP,)-agonist radioligand 76
[W]

Weel kinase 155
WNK2 155
WNK3 156
WNK4 156

[X]

xanthine oxidase/superoxide O, scavenging

183

v, 57
Y1 -agonist radioligand 56
Y, 57
Y,-agonist radioligand 57
Y, 57
Yes kinase 123
Y [non-selective)-agonist radicligand 56
ZAP70 kinase 123
s PEFC

FSC
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