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Description
5% 16nM Fl 20 nM.
IC50: 16 nM (human RIP1 FP)
IC50: 20 nM (monkey RIP1 FP)
IC50 & Target
IC50: 2 1M (rat RIP1 FP)
IC50: 2.5 uM (mouse RIP1 FP)[1]
Cell Line Type Value Description
HEK293 ICso 195 uM Inhibition of human ERG expressed in HEK293 cells
Cytotoxicity against human HT-29 cells by Cell Titer Glo
HT-29 CCso > 100 pM
assay
Cytotoxicity against human HT-29 cells assessed as
HT-29 CCso > 100 pM reduction in cell viability measured for 16 to 24 hrs by
Cell-titer-glo assay
Cytotoxicity against human HT-29 cells assessed as
HT-29 CCso >50 uM reduction in cell viability measured after 8 to 10 hrs by
celltiter-glo luminescent cell viability assay
Cytotoxicity against human HT-29 cells assessed as
HT-29 CCso > 50 uM
reduction in cell viability
Cytotoxicity against human HT-29 cells assessed as
HT-29 CCso > 50 uM reduction in cell viability by celltiter-glo luminescent cell
viability assay
HT-29 CCso > 50 uM Cytotoxicity against human HT-29 cells
Cellular Effect Cytotoxicity against human HT-29 cells assessed as
HT-29 CCso > 50 uM
reduction in cell viability
Anti-necroptotic activity in human HT-29 cells assessed as
inhibition of hTNFalpha/Z-VAD-fmk (TSZ)-induced
HT-29 ECso 0.0036 uM necroptosis by measuring increase in cell viability
measured after 8 to 10 hrs by celltiter-glo luminescent cell
viability assay
Anti-necroptosis activity against TSZ-induced human
HT-29 ECso 2.78 nM
HT-29 cells
Anti-necroptic activity against human HT-29 cells assessed
as cell viability pretreated with compound followed by
HT—29 EC50 2.9 nM
TNF-alpha/Smac mimetic/Z-VAD-FMK stimulation for 16
hrs by Cell Titer Glo assay
Anti-necroptotic activity in TSZ induced human HT-29
cells assessed as increase in cell viability pretreated with
HT-29 ECso 3.6 nM

compound followed by TSZ stimulation and measured after

16 hrs by celltiter-glo luminescent cell viability assay
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Anti-necroptosis activity against human HT-29 cells
assessed as inhibition of TSZ-induced necroptosis
HT-29 ECso 3.6nM
preincubated for 30 mins followed by compound addition
and measured for 16 hrs by Cell-titer-glo assay
Anti-necroptosis activity against human HT-29 cell
HT-29 ECso 4.1 nsM assessed as inhibition of TSZ-induced necroptosis by
chemiluminescence assay
Anti-necroptotic activity against TSZ induced necroptosis
in human HT-29 cells preincubated for 12 hrs followed by
HT-29 ECso 4.1 ;M
TSZ addition by CellTiter-Glo luminescent cell viability
assay
Induction of necroptosis in human HT-29 cells assessed as
increase in TNFalpha/AT-406/zVAD-FMK-induced LDH
HT-29 1Cso 4.1 nM release preincubated with cells followed by
TNFalpha/AT-406/zVAD-FMK addition measured after 16
to 20 hrs by CytoTox 96 nonradioactive cytotoxicity assay
Anti-necroptosis activity against TSZ-induced mouse L929

L929 ECso 1260 nM
cells

Anti-necroptosis activity against TSZ-induced human
U-937 ECso 1.27 nM
U-937 cells

U-937 1Cso 6.3 nM Anti-necrotic activity in human U-937 cells

In Vitro

fE 10 uM RJETF, GSK2982772 %I ERKS MIkFerELt 339 Fhififiet 1,000 2%, 1E52H)
Wi R, GSK2982772 iR LAMRFEAR I 75 sk b 5t PE 45 T R AME R S E S B A i B
RN T (IL-1B F1 IL-6). GSK2982772 % AZKMEAGYE (HEK-293) 4ifi+f) hERG %4
SRR EERAR RS, fhih 1C50 Sy 195 wM, HHIGRIUHEA A Z 5 X 246 (WPXR) 55805 1E
Fl, EC50 & 13 uM[1].

In Vivo

GSK2982772 £ TNF i 15 708 HREEZ, FIES RN 3. 10 M 50 mgke, £ 6 /N AT
IERE R B 68%. 80% M1 87%. fEAHNLM TNF/ZVAD #i%irh, GSK2982772 76 3 /NPy Al B ik 4k
TR 13% 63% F1 93%. GSK2982772 TEKF (4.2%) M (11%) EEM (11%) FINZE (7.4%)
AL i e R (O 9 3 B A 7 R BRI P 3 AT RLATF 244K 71 S E - GSK 2982772
ARG FEE BRI 2 b, RS MR . AR, R GSK2982772 BLAT
R A IEEE (21X10-6 em/s) [1], (HIHAER RGN B ENENEUL (4%) -

Solvent& Solubility

Y P S :

DMSO H ¥R : 250 mg/mL (662.43 mM; 75 BIA; IR DMSO X ™ i (R il B2 A 35 52
e, 5 AETTE ) DMSO)

H20 F¥EMEE : <0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.6497 mL 13.2485 mL 26.4971 mL
Stock Solutions 5mM 0.5299 mL 2.6497 mL 5.2994 mL
10 mM 0.2650 mL 1.3249 mL 2.6497 mL
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i S DR A7 T sCAYIIR . -80°C, 2 years; -20°C, 1 year. -80°C A7, 7E 2 FAFEA],  -20°C fil
FEIE, WE1E 1 ERAE

YL

TEIRAR IR SEsRsh P ASs 24575 X IR 2 VA IR T &

VLNV 7 B Se % R In Vitro 75 SUBLHITEE R0 BRI I Bh 7 77«

—— R TRIESEIR S5 R AT HEVE, B IR 0T AR (2 2500, & S0/ A7 RS m AR, &
WESLHIES, 2R,

[ S R T AN (N S = RE A i VN T 2 73T G R AN A O EC G DU s el s B/ TR/ i
LG, AT LOE AR/ B8 7 1 7 BN

E S

EIRF AR 10% DMSO  —  90% Corn Oil

Solubility: = 2.5 mg/mL (6.62 mM); V&% ¥ i

ST EEHAE = 2.5 mg/mL CHRIEERED BOMIEER, S5 2 sem6 B W7E A H UL Ei3h P seis
FItE A o

LI mL TAEBCNE], B 100 wL25.0 mg/mL ¥ DMSO ff#38NE] 900 wL FoKilid, BA
5.

L -

R FAINEEAIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (5.51 mM); &35 K

SRR = 2.08 mg/mL CRIFERRED MR

U 1mL TARBCAH], B 100 wL20.8 mg/mL HI¥EHE DMSO & RM#E] 400 uLPEG300 H, i
G50 A BB RPN 50 uLTween-80, WRAKIS): MRIEHALIMA 450 uL LK &
A% ImL.

A EHKEEH: K 0.9 ¢ MM, BMET ddH. O FFEAZE 100 mL, A LA RIS A E
IKIEW

FR =

IR IR R:  10% DMSO  —  90% (20% SBE- B -CD in Saline)

Solubility: = 2.08 mg/mL (5.51 mM); 35 A

WIT R = 2.08 mg/mL GERIEERAD HIBHER.

L 1mL TAEMCHE], B 100 1L 20.8 mg/mL I DMSO f#i##nE 900 uL20% [ SBE-B
-CD AEHEAKER &, REBH.

2 g SBE-B-CD (FTHEEE B-FHMIAE) MAERET 10mL MAEFEHKF, TEEMEBHEEN.

EZ 3N [1]. Harris PA, et al. Discovery of a First-in-Class Receptor Interacting Protein 1 (RIP1) Kinase Specific
Clinical Candidate (GSK2982772) for the Treatment of Inflammatory Diseases. ] Med Chem. 2017 Feb
23;60(4):1247-1261.

SR AR HIR -
TR AR AN [RIA T BV 7 L P B PRI E b A 28V — ELICIRIE T, TR ORAT 8 G R S VR RIS PR 7 i 2K
T RAE )7 AR : -80° C, 2 years; -20° C, 1 year. -80° C fiffEI, 5 2 EAMEM, -20° CflfEnf, &4 1 4E
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DMSO

1mM 2.6497 mL 13.2485 mL 26.4971 mL 66.2427 mL
5SmM 0.5299 mL 2.6497 mL 5.2994 mL 13.2485 mL
10 mM 0.2650 mL 1.3249 mL 2.6497 mL 6.6243 mL
15 mM 0.1766 mL 0.8832 mL 1.7665 mL 4.4162 mL
20 mM 0.1325 mL 0.6624 mL 1.3249 mL 3.3121 mL
25 mM 0.1060 mL 0.5299 mL 1.0599 mL 2.6497 mL
30 mM 0.0883 mL 0.4416 mL 0.8832 mL 2.2081 mL
40 mM 0.0662 mL 0.3312mL 0.6624 mL 1.6561 mL
50 mM 0.0530 mL 0.2650 mL 0.5299 mL 1.3249 mL
60 mM 0.0442 mL 0.2208 mL 0.4416 mL 1.1040 mL
80 mM 0.0331 mL 0.1656 mL 0.3312mL 0.8280 mL
100 mM 0.0265 mL 0.1325 mL 0.2650 mL 0.6624 mL
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