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EGFr

PDB:2ITY
Iressa®, Gefitinib, (ZD-1839)
AstraZeneca

Launched:
NSCLC

Phase III:
(discontinued - 
head & neck)
Phase II:

Uterine, bladder, stomach,
ovarian, prostate, solid,

brain, esophageal, glioma,
mesothelioma, RCC

(discontinued - breast,
liver, colorectal)

EGFr

PDB:1M17 
Tarceva®, Erlotinib, (OSI-774)
OSI / Genentech / Roche

Launched:
NSCLC,

pancreatic

Phase II:
Colorectal, glioma,

RCC, breast, esophageal,
ovarian, head & neck

EGFr
HER-2

PDB:1XKK
Lapatinib, Tykerb®, (GW 572016)
GSK

Launched:
Breast

Phase II:
(colorectal NSCLC, uterine –

no recent development)

Phase III:
Head & neck, stomach
(RCC – no recent

development)

EGFr

Canertinib
(CI-1033, PD-183805, SN-26606)
Pfizer / University of Auckland

Phase II:
(Programme assumed 
to be discontinued)

EGFr
HER-2

BMS-599626, AC-480
Bristol Myers Squibb / Ambit Biosciences

Phase I:
(No recent development)

EGFr
HER-2

PDB:2JIV
Neratinib, (HKI-272, CPD-820)
Wyeth

Phase II:
Breast

(NSCLC – no recent
development)

HER-2

CP-724714
Pfizer / OSI

Phase I:
(Programme assumed 
to be discontinued)

HER-2

TAK-165
Takeda

Phase I:
(Programme assumed 
to be discontinued)

VEGFr

PDB:1FGI
Sunitinib, Sutent® (SU-11248)
Pfizer (Sugen)

Launched:
RCC, GIST

Phase II:
Genitourinary,

neuroendocrine, liver,
stomach, thyroid

Phase III:
Breast, NSCLC colorectal,

VEGFr

Vatalanib 
(PTK-787, ZK-222584, CGP 79787)

Novartis / Schering AG

Phase III:
(discontinued - colorectal)

Phase I:
AML (discontinued - NSCLC,

prostate, ovarian)

Phase II:
myelodysplastic syndrome,

meningioma
(discontinued - glioma,

solid tumours) 

VEGFr

CP-547632
OSI / Pfizer

Phase II:
(NSCLC, ovarian cancer,

solid tumours -
no recent development,

assumed to be
discontinued)

VEGFr
EGFr

RET-TKr

PDB:2IVU
Vandetanib, Zactima® (ZD-6474)
AstraZeneca

Phase III:
NSCLC, thyroid

Phase II:
Colorectal, breast,
prostate, MM, brain,
SCLC, head & neck

VEGFr
PDGFr

Kit

Pazopanib 
(GW-786034)
GSK

Phase II:
NSCLC, ovarian, glioma,

fallopian, sarcoma,
uterine, MM

Phase I:
Colorectal, liver,
solid tumours

Phase III:
RCC, breast

Phase III:
Pancreatic, thyroid

Phase II:
Breast, colorectal,

melanoma, NSCLC, RCC

Phase I:
Solid tumours

VEGFr
PDGFr
CSF-1

Axitinib (AG-013736)
Pfizer (Agouron)

VEGFr
PDGFr

Kit

Motesanib diphosphate (AMG-706)
Amgen / Takeda

Phase III:
NSCLC

Phase I:
Colorectal, solid tumours

Phase II:
GIST, breast, thyroid

VEGFr
Kit

KDR

OSI-930
OSI Pharmaceuticals

Phase I:
Cancer

VEGFr

Cediranib, Recentin® (AZD-2171)
AstraZeneca

Phase III:
colorectal, glioblastoma,

NSCLC

Phase I:
AML, colorectal, head, neck

Phase II:
Liver, breast, leukemia,
ovarian, solid, prostate,
mesothelioma, melanoma,

RCC, nerve

VEGFr
PDGFr

Flt-3
Kit

KRN-951
Kirin

Phase I:
Solid tumours

Phase II:
RCC

VEGFr
PDGFr

ABT-869
Abbott / Genentech

Phase II:
RCC, HCC, NSCLC

Phase I:
AML, myelodysplastic

syndrome

VEGFr
FGFr

Brivanib 
(BMS-582664)
Bristol Myers Squibb

Phase III:
Colorectal

Phase II:
HCC

Phase I:
Cancer

VEGFr

SU-14813
Pfizer

Phase II:
Metastatic breast

VEGFr
PDGFr
c-Kit

Telatinib (BAY-57-9352)
Bayer AG

Phase II:
Solid tumours

VEGFr
PDGFr
FGFr

SU-6668, TSU-68
Pfizer / Sugen / Taiho

Phase II:
HCC, RCC, breast

Phase I:
Solid tumours

VEGFr

L-21649
Merck

Phase I:
(AML, solid tumours – 
no recent development)
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VEGFr
Pan

Kinase

KRN-633
Kirin

Phase I:
Solid tumours

VEGFr
Tie-2

CEP-11981
Cephalon / Sanofi Aventis

Phase I:
Solid tumours

Abl

PDB:1IEP
Gleevec®, Imatinib

(STI571, CGP-57148)
Novartis AG

Phase I:
Leukemia

Phase II:
Prostate, sarcoma,
solid tumours 

(discontinued - glioma, SCLC)

Phase III:
(discontinued –
glioblastoma)

Launched:
CML, ALL, GIST

Abl
PDGFr
c-Kit

PDB:3CS9
Nilotinib, Tasigna® (AMN-107)

Novartis

Launched:
CML

Phase III:
GIST

Phase II:
ALL, mastocytosis,

hypereosinophilic syndrome

Src
Abl

Broad
Spectrum

PDB:2GQG
Dasatinib, Sprycel®
(BMS-354825)
Bristol Myers Squibb

Launched:
CML, ALL

Phase II:
Breast, prostate,
mastocytosis

Phase I:
Solid tumours

Src
Abl

PDB:2H8H
AZM-475271
AstraZeneca

Phase I:
Solid tumours

Phase II:
Colorectal, haematological

Src
Abl

Bosutinib 
(SKI-606)
Wyeth

Phase II:
Breast, lung,

pancreatic, solid tumours

Phase I:
ALL

Flt-3
TrkA
Jak-2

Lestaurtinib (CEP-701)
Cephalon / Kyowa Hakko

Phase II:
Myelofibrosis

Phase III:
AML

Phase I:
Solid tumours 

(discontinued - pancreatic,
prostate)

Flt-3
PDGFr
c-Kit

Tandutinib 
(MLN-518, CT-53518)
Millenium

Phase I:
(No recent development)

Phase II:
AML, RCC,

glioma, prostate

PKC
Flt-3

Midostaurin (PKC-412)
Novartis

Phase I:
(GIST, melanoma, colorectal,
breast, CLL - no recent

development)

Phase III:
AML

PKCβ
GSK-3

Akt

Enzastaurin (LY-317615)
Lilly

Phase II:
NSCLC, prostate, breast,

ovarian, carcinoma

Phase I:
Solid tumours, CLL

Phase III:
Glioma, non-Hodgkin

lymphoma

Broad
Spectrum

PDB:2J6M
AEE-788
Novartis

Phase I:
Colorectal, solid tumours

Phase II:
Glioblastoma

Broad
Spectrum

Dovitinib 
(TKI-258,CHIR-258)
Novartis/Chiron

Phase I:
AML, MM, solid tumours

Phase I:
Glomerulonephritis

Phase II:
NSCLC,

lymphoid leukemia,
mast cell leukemia,
MM, nasopharyngealCDKs

PDB:2A4I
Seliciclib, (R)-roscovitine
(CYC-202, NSC-701554)
Cyclacel

CDKs

SNS-032, BMS-387032
Sunesis / BMS

Phase I:
Solid and 

B-cell lymphomas

Aurora

MLN-8054
Millennium

Phase I:
Solid tumours, lymphoma,

liver metastases

Phase I:
Various cancers, MMIGF-1r

AEW-541, NVP-AEW-541
Novartis

MEK

PDB:1S9J
Allosteric Binder PD-0325901
Pfizer

Phase I:
Solid tumours

Phase II:
(discontinued - breast,
colon, melanoma, NSCLC)

CDK4
CDK6

PDB:2EUF
PD-0332991
Onyx / Pfizer

Phase I:
Breast, colorectal,

liposarcoma, melanoma,
mantle cell lymphoma

Phase II:
MM

CDKs

MKC-1, Ro-317453, R-440
EntreMed / Roche

Phase I:
Various solid tumours,

leukemia

Phase II:
NSCLC, breast, pancreatic,

ovarian, endometrial

RAF
Pan

Kinase

PDB:1UWH
Sorafenib, Nexavar®

(BAY 43-9006)
Bayer / Onyx

Launched:
RCC, HCC

Phase III:
NSCLC, melanoma

Phase II:
Breast, colorectal, ovarian,
AML, SCLC, pancreatic, head
& neck, prostate, ovarian

Phase I:
Solid tumours

CLL     Chronic Lymphocytic ALL  Acute Lymphoblastic
Leukemia Leukemia 

GIST Gastrointestinal Tumour MM Multiple Myeloma

AML Acute Myelogenous Leukemia HCC Hepatocellular 
Carcinoma

NSCLC Non Small Cell Lung Cancer NHL Non-Hodgkins 
Lymphoma 

SCLC Small Cell Lung Cancer RCC Renal Cell Carcinoma 
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This material has been obtained from publicly available sources and is for
information purposes only and is provided “as is”. Neither UCB nor any
companies of the UCB group provide any warranties whether expressly or by
implication about completeness or accuracy of the information or its possible
uses. UCB and its group of companies shall not be liable in any manner
whatsoever in respect of the use of, reliance on, access to, or inability to use 
this information by any party.

To cite this material please use: Small Molecule Oral Kinase Inhibitors 
in Oncology – UCB Datasheet,Taylor RD, Bailey S, www.ucb-group.com.
The authors can be contacted at rich.taylor@ucb-group.com &
stuart.bailey@ucb-group.com.

Notes from the authors:
The primary hydrogen bond hinge interaction is shown using the alignment
given below (other interactions eg CH…0 interactions are not shown).

Structures are marked with a PDB code where
available for the development candidate or
closely related analogue.

Structures without publicly available
crystallography data have been modelled.

Compounds without annotated binding modes
or PDB codes have shown inconclusive
modelled hinge binding.
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Phase III:
CML


