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Bisindolylmaleimide VIII acetate (Ro 31-7549 acetate) is a potent and selective protein kinase C
(PKC) inhibitor with an IC50 of 158 nM for rat brain PKC. Bisindolylmaleimide VIII acetate has IC50s of
Description 53, 195, 163, 213, and 175 nM for PKC-a, PKC-BI, PKC-BII, PKC-y, PKC-g, respectively[l].

Bisindolylmaleimide VIII acetate facilitates Fas-mediated apoptosis and inhibits T cell-mediated autoimmune

diseases|[2].
Rat Brain PKC PKC-a PKC-BI PKC-II PKC-y PKC-¢
IC50 & Target
158 nM (ICs0) 53 nM (ICso) 195nM (ICs) 163 nM (ICs0) 213 nM (ICs0) 175 nM (ICs0)
Bisindolylmaleimide VIII acetate (Ro 31-7549 acetate; 5 pM; 8, 12 hours) dramatically increases
TRA-8-induced cell death in time-dependent and TRA-8 dose-dependent manners[2].
Bisindolylmaleimide VIII acetate (5 pM; 6 hours) significantly decreases procaspase-8 at 4 h and completely
disappeares at 6 h after the combined treatment with TRA-8[2].
Apoptosis Analysis[2]
Cell Line: 1321N1 cells
Concentration: 5 uwM
Incubation Time: 8, 12 hours
In Vitro
Result: Dramatically increased TRA-8-induced cell death in time-dependent and
TRA-8 dose-dependent manners.
Western Blot Analysis[2]
Cell Line: 1321N1 cells
Concentration: 5 uM
Incubation Time: 6 hours
Result: Significantly decreased procaspase-8 at 4 h and completely disappeared at
6h.
Bisindolylmaleimide VIII acetate (Ro 31-7549 acetate; 100 pg; IP; every other day for three doses) results in
nearly complete tumor regression combined toTRA-8. The treatment with Bisindolylmaleimide VIII acetate
alone does not induce significant tumor regression[2].
In Vivo Animal Model: 6-8-week-old female NOD/SCID mice[2].

Dosage: 100 pg
Administration: IP; every other day for three doses

Result: Resulted in nearly complete tumor regression combined toTRA-8.
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Solvent&Solubility DMSO AR EE - 250 mg/mL (545.24 mM; & 75 WA, IR DMSO X 7™ & ) ¥ fift B2 A 835 52
e, i HET T E 1) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 2.1810 mL 10.9049 mL 21.8098 mL

Stock Solutions 5mM 0.4362 mL 2.1810 mL 4.3620 mL

10 mM 0.2181 mL 1.0905 mL 2.1810 mL
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AR A7 J7 RANWIBR . -80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C
EAEIN, EAE 6 N H MM, -20°C fiff7if, 7E 1 A H PR,

YL

AR 1Y S2aR BRI 45 2477 3 S FE L IR T %o

VLNV 7 S 45 5% 8 In Vitro 77 UECHIWEIS A% 4090, B AR IR I WV 711

— NP SEG S RN, BIE IR AT ARIE A 0, 3&E S OR A PRI SEER I DR, &
WEBLHIAC, M RAH;

[ S R T AN (N R = RE A i VN o 2 78T G R AN A O EC G DU s el B/ N TR/ i
G, AT LOE S AR/ B8 7 1 7 BN

E S

R FAINEEAIAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (4.54 mM); V&35 K

SRR = 2.08 mg/mL GRRIFERED MR

U 1mL TARBAH], B 100 wL20.8 mg/mL HI¥EHE DMSO & EM#E] 400 uLPEG300 ', i
G5 B ERERFIAN 50 L Tween-80, JRAIS): REHALSIMA 450 wL AEFHK &
A% ImL.

AT K TR B 0.9 ¢ EAA, WRT ddHa O JEERZE 100 mL, A LSSV % W 04 3 4,
IKIEW

L -

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

Solubility: = 2.08 mg/mL (4.54 mM); W5 VATR

W ARG = 2.08 mg/mL BRI R [HEHRR.

U 1mL TARRCAH], B 100 1w L20.8 mg/mL HI¥ETE DMSO &N 900 nL20% f# SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FTHEmE B - MARERT 10mL MAEFEHKF, TEEMEBHESEN.

[1]. Wilkinson SE, et al. Isoenzyme specificity of bisindolylmaleimides, selective inhibitors of protein kinase

Bk C. Biochem J. 1993 Sep 1;294 ( Pt 2):335-7.
[2]. Ohtsuka T, et al. Bisindolylmaleimide VIII enhances DRS5-mediated apoptosis through the
MKK4/JNK/p38 kinase and the mitochondrial pathways. J Biol Chem. 2002 Aug 9;277(32):29294-303.
e R IR

* VAR i AE A R R R B VAR LS PR A G VA RIRC U Gt 2 — BRI, T 0 ORGSR B 7

KR S RAT 77 SURIYIRR

-80°C, 6 months; -20°C, 1 month (sealed storage, away from moisture). -80°C 7, 1H7E 6

AW, 20°C ffifERS, E 1AM H A/

ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 2.1810 mL 10.9049 mL 21.8098 mL 54.5244 mL
DMSO S mM 0.4362 mL 2.1810 mL 4.3620 mL 10.9049 mL
10 mM 0.2181 mL 1.0905 mL 2.1810 mL 5.4524 mL
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15 mM 0.1454 mL 0.7270 mL 1.4540 mL 3.6350 mL
20 mM 0.1090 mL 0.5452 mL 1.0905 mL 2.7262 mL
25 mM 0.0872 mL 0.4362 mL 0.8724 mL 2.1810 mL
30 mM 0.0727 mL 0.3635 mL 0.7270 mL 1.8175 mL
40 mM 0.0545 mL 0.2726 mL 0.5452 mL 1.3631 mL
50 mM 0.0436 mL 0.2181 mL 0.4362 mL 1.0905 mL
60 mM 0.0363 mL 0.1817 mL 0.3635 mL 0.9087 mL
80 mM 0.0273 mL 0.1363 mL 0.2726 mL 0.6816 mL
100 mM 0.0218 mL 0.1090 mL 0.2181 mL 0.5452 mL
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