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GSK-872 /& RIPK3 HIfIF], w44 RIP3 AL HI, 1C50 Jy 1.8 nM, JFF4H e %

Description £, 1C50 J9 1.3 nM. GSK-872 F£fIk RIPK3 /3:fIIA3E (necroptosis) FIBHJS 1 HMGB1 405 5
PRSI o 5452 053 v B i A Fif R 22 T g A
IC50 & Target RIPK3
Cell Line Type  Value Description
Antiproliferative activity against human HT-29 cells assessed as
HT-29 CCso >50 uM
reduction in cell viability measured after 72 hrs by celltiter glo assay
Anti-necroptotic activity in human HT-29 cells assessed as inhibition
of TNFalpha/Z-VAD-fmk (TSZ)-induced necroptosis by measuring
HT-29 ECso 1.51 yM
Cellular Effect increase in cell viability by celltiter-glo luminescent cell viability
assay
Anti-necroptotic activity in mouse MEF cells assessed as inhibition
of TNFalpha/Z-VAD-fmk (TZ)-induced necroptosis by measuring
MEF ECso 2.51 M
increase in cell viability by celltiter-glo luminescent cell viability
assay
GSK-872 (GSK'872; 0.01-3 wM; 24 /M) PAREE(K M7 =M TNF 53 HT-29 40
WFEHER T[],
Cell Viability Assay[1]
In Vitro Cell Line: HT-29 cells
Concentration: 0.01,0.03,0.1,0.3, 1, and 3 uM
Incubation Time: 24 hours
Result: Blocked TNF-induced necroptosis in a concentration-dependent manner.
GSK-872 (25 mM; i % P vEST) AUk E N I H L (SAH) & K b M e & ohig, If
WA IRFEANML I B i . GSK-872 JBA[ PARE{IE RIPK3 R MLKL ({4 (KT, BA& HMGBI (#4100
RGN, HMGB1 J&—FhE 2 MR R EA(3].
Animal Model: Eight weeks old Sprague-Dawley male rats with 300-320 g body weight
(rat SAH model)[3]
In Vivo Dosage: 25 mM/6 pL
Administration: Syringe pump (intracerebroventricular) at 30 min after SAH
Result: Attenuated brain edema, improved neurological function and decreased
the number of necrotic cells in the ipsilateral cortex. Decreased the
expression of RIPK3, MLKL and cytoplasmic HMGB1 at 72 h after
SAH in the ipsilateral cortex.
i g
Solvent&Solubility DMSO #1100 mg/mL (260.76 mM; A BhiA; WRIRE DMSO X 7= il (¥ 1 fif A7 .35 5%

R, S AT ) DMSO)

10 mg

Solvent Mass
1mg 5mg
Concentration
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Preparing 1 mM 2.6076 mL 13.0381 mL 26.0763 mL
Stock Solutions 5mM 0.5215 mL 2.6076 mL 5.2153 mL
10 mM 0.2608 mL 1.3038 mL 2.6076 mL

SRR = S TE AN [ A 77 o KV AR REE PR I I VRIS G 480 — BGRB8
S VR R R 7 ot R

il S ARAT )7 RATHABR . -80°C, 2 years; -20°C, 1 year. -80°C 17N, H7E 2 4ENMEH, -20°C ik
T, AR 1 ENEA.

YL

ARG SR AN 27 2 SR PE 2 TR AT R

AR VAR TT SR SG% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCH I BYIE 7

—— APRESEIO G R AT R, VI (O 68 2 T LARIB AR 460, &M IRAE s RS AR, &
WS BIRD, 2R A

DA VAU SR 1 4 LU 8 A 7R 7 A TC ) 28 TP PR A s B PE TR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7

iz

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

Solubility: > 2.5 mg/mL (6.52 mM); ¥&i& A

B RAT3RAG > 2.5 mg/mL CEAIEEARKD (B IER .

PL1mL TAEGCAE], B 100 pL 25.0 mg/mL [¥77E DMSO fifi & nE] 900 uL 20% [ SBE-B-CD
A ACOKIE T, RBEHA.

2 g SBE-B-CD (B T4Mt B-HMIK) MR EAT 10mL MAEMEKE, SEAeBMERBHEY.

P -

KA INEAER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (6.52 mM); ¥ & A

W7 AR > 2.5 mg/mL GERIEERED MEREER, o5 ZSus e LA A L L ish e m

.

PL1mL TAEBCAE], B 100 pL 25.0 mg/mL 77 DMSO & nE] 900 uL F oK, REH
=

HE =

KT AN AIER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.08 mg/mL (5.42 mM); EIHER

W5 R >2.08 mg/mL CHERIEREDD IEE AR

PL1mL TAEGCAE], B 100 pL 20.8 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi EiRAE RSN 50 uL Tween-80, JREHI5]; SRIG ARSI 450 uL AFHK EEZE 1

mL.
AF K IIECH: ¥ 0.9 g SN, BT ddH.0 JFERZE 100 mL, T AT RIS 12 B 10 A2 2 46 K
B
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SRR VR R -

TR S E AR R P A P MR A B O 3 O VA T AR 0 45 V0. — BLTRRIATI, 1 A S ORAE, 8 S T VR I B = T Ok
Mo

AR RAF T RANWIBR: -80° C, 2 years; -20° C, 1 year. -80° C filifeid, 7€ 2 ENMEM, -20° CHEfEmS, 54 1 £
AL -

AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.6076 mL 13.0381 mL 26.0763 mL 65.1907 mL
5mM 0.5215 mL 2.6076 mL 5.2153 mL 13.0381 mL
10 mM 0.2608 mL 1.3038 mL 2.6076 mL 6.5191 mL
15 mM 0.1738 mL 0.8692 mL 1.7384 mL 4.3460 mL
20 mM 0.1304 mL 0.6519 mL 1.3038 mL 3.2595 mL
25 mM 0.1043 mL 0.5215 mL 1.0431 mL 2.6076 mL

DMSO

30 mM 0.0869 mL 0.4346 mL 0.8692 mL 2.1730 mL
40 mM 0.0652 mL 0.3260 mL 0.6519 mL 1.6298 mL
50 mM 0.0522 mL 0.2608 mL 0.5215 mL 1.3038 mL
60 mM 0.0435 mL 0.2173 mL 0.4346 mL 1.0865 mL
80 mM 0.0326 mL 0.1630 mL 0.3260 mL 0.8149 mL
100 mM 0.0261 mL 0.1304 mL 0.2608 mL 0.6519 mL
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