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S1039 Rapamycin

S1555 AZD8055 Phase 1

Phase 2

Phase 1

Phase 2

S1226 KU-0063794

S2218 PP242

S1009 BEZ235 
(NVP-BEZ235)

S1044 Temsirolimus 
(CCI-779, NSC 683864)

S1038 PI-103
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S1120 Everolimus 
(RAD001)

Phase 3

Phase 4

Everolimus is an mTOR inhibitor of FKBP12 with IC50 of 1.6-2.4 nM.

Rapamycin is a specific mTOR inhibitor with IC50 of ~0.1 nM.

AZD8055 is a novel ATP-competitive mTOR inhibitor with IC50 of 0.8 nM with excellent 
selectivity (~1,000-fold) against PI3K isoforms and ATM/DNA-PK. 

KU-0063794 is a potent and highly specific dual-mTOR inhibitor of mTORC1 and 
mTORC2 with IC50 of ~10 nM; no effect on PI3Ks.

PP242 is a selective mTOR inhibitor with IC50 of 8 nM; targets both mTOR complexes 
with >10- and 100-fold selectivity for mTOR than PI3Kδ or PI3Kα/β/γ, respectively.

BEZ235 is a dual ATP-competitive PI3K and mTOR inhibitor for p110α/γ/δ/β and mTOR(p70S6K) 
with IC50 of 4 nM/5 nM/7 nM/75 nM/6 nM, respectively. It inhibits ATR with IC50 of 21 nM.

S2811 INK 128 
(MLN0128)

Temsirolimus is a specific mTOR inhibitor with IC50 of 1.76 μM. 

INK 128 is a potent and selective mTOR inhibitor with IC50 of 1 nM; >200-fold less potent to class I 
PI3K isoforms, superior in blocking mTORC1/2 and sensitive to pro-invasion genes (vs Rapamycin).

PI-103 is a multi-targeted PI3K inhibitor for p110α/β/δ/γ with IC50 of 2 nM/3 nM/3 nM/15 
nM, less potent to mTOR/DNA-PK with IC50 of 30 nM/23 nM.
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GDC-0349 is a potent and selective ATP-competitive inhibitor of mTOR with Ki of 3.8 nM, 
790-fold inhibitory effect against PI3Kα and other 266 kinases.
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PPAR agonists
Rosiglitazone

GW501516
Ciprofibrate

PPAR antagonist
GW9662

CCT128930(Akt2)

Pan-Akt inhibitors
MK-2206

GSK690693
GDC-0068

Selective  Akt inhibitors
A-674563(Akt1)

S6 Kinase inhibitors
BI-D1870

H 89
PF-4708671

FMK
AT7867

AMPK activators
A-769662

Acadesine
Phenformin HCl

Pan-Raf inhibitors

Selective Raf inhibitors

Vemurafenib
Sorafenib
PLX-4720

GDC-0879(B-Raf)
GW5074(C-Raf)

Wnt/beta-catenin
 inhibitors

IWP-2

XAV-939
ICG-001

IWR-1-endo

Pan-MEK inhibitors

Selective MEK inhibitors

PD0325901
GSK1120212
U0126-EtOH

AZD6244(MEK1)
BIX 02189(MEK5

ERK Inhibitor
SCH772984

p53 activators
JNJ 26854165 

RITA
Tenovin-1

p53 inhibitor
Pifithrin-α 

PDK-1 inhibitors
BX-912
BX-795

OSU-03012
PHT-427
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Licensed by Pfizer 

mTOR inhibitors
Everolimus 
Rapamycin
AZD8055

KU-0063794
PP242

mTOR inhibitors
Everolimus 
Rapamycin
AZD8055

KU-0063794
PP242

BEZ235
LY294002
GDC-0941

Selective  PI3K inhibitors
BYL719(PI3Kα)

GSK2636771(p110β)
TGX-221(p110β)

AS-252424(PI3Kγ)
CAL-101(p110δ)

Pan-PI3K inhibitors

Tideglusib(GSK-3β)
TWS119(GSK-3β)

Pan-GSK3 inhibitors
CHIR-99021

CHIR-98014
LY2090314

Selective GSK3 inhibitors

SB 216763




