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FEm4&#R: Rottlerin

CAS 5: 82-08-6

FEaES: S89635

HEYEE

Rottlerin #& 1] )\ Mallotus Philippinensis 14 FI ) —Fh RIRF=H, & PKC HI— /M5 dE 01
Fil, HxF PKCS # 1C50 fHN 3-6 uM, PKCa, B, y FI4 30-42 uM, PKCe, 1, { A 80-100 uM.

Description
Rottlerin A VE N2k B FE AR B BERI, J8Id M mTORCT (5 5 ZUBRI B W . Rottlerin J i
TG caspase 3 i FANMIIIT: . Rottlerin ] HIV-1 B&RUERFIIE (RABV) YL,

PKC3

3 uM (ICso, Porcine spleen)

PKCa

30 uM (ICso, baculovirus-infected Sf9 insect cells)

PKCy

40 puM (ICso, baculovirus-infected Sf9 insect cells)

PKCB

42 puM (ICso, baculovirus-infected Sf9 insect cells)

PKCn

82 uM (ICso, baculovirus-infected Sf9 insect cells)

IC50 & Target[1][4]

PKCC

100 uM (ICso, baculovirus-infected Sf9 insect cells)

PKCe

100 uM (ICso, baculovirus-infected Sf9 insect cells)

CaM kinase IIT

5.3 uM (ICso, EF-2 kinase activity in cytosol of murine pancreas)

CKII

30 uM (ICso, holoenzyme expressed in E.coli)

PKA

78 uM (ICso, catalytic subunit from porcine heart)

HIV-1

Cell Line Type Value Description

COLO 205 ICso >20 uM Cytotoxicity against human COLO205 cells after 48 hrs by

MTT assay
Hep 3B2 ICso 0.25 uM Anticancer activity against human Hep3B cells assessed as
Cellular Effect

inhibition of cell proliferation incubated for 4 days by MTS
assay
HepG2 ICso >20 uM Cytotoxicity against human HepG2 cells after 48 hrs by

MTT assay



https://www.medchemexpress.cn/biology-dictionary/colo-205-cell.html
https://www.medchemexpress.cn/biology-dictionary/hep-3b2-cell.html
https://www.medchemexpress.cn/biology-dictionary/hepg2-cell.html
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HL-60 ICso 9 uM Cytotoxicity against human HL60 cells after 48 hrs by MTT
assay
Huh-7 ICso 0.57 uM Anticancer activity against human Huh-7 cells assessed as

inhibition of cell proliferation incubated for 4 days by MTS

assay

MIA PaCa-2 ICso 8 uM Cytotoxicity against human MIAPaCa2 cells after 48 hrs by
MTT assay

PC-3 1Cso >20 uM Cytotoxicity against human PC3 cells after 48 hrs by MTT
assay

Sf9 1Cso 1.9 M Inhibition of His-tagged human PRAK expressed in S9 cells

Rottlerin (20 pM, 2/6/24 /M) A ()4 5 302 3 BRAICJR AR HMVEC[2] HH 1 41 B J& 1 8
D-1 mRNA /K,
Rottlerin (20 pM) 7£ HMVEC[2] &3 H 4t 39 5.

Western Blot Analysis[2]

Cell Line: Primary HMVEC (Human Microvascular Endothelial Cell).
Concentration: 20 uM.

Incubation Time: 2, 6, 24 hours.

Result: Dramatically decreased the cyclin D-1 mRNA levels in a

time-dependent manner. After 2 h of treatment, the mRNA
level was reduced to 50% of the control, to circa 40% after 6 h,
In Vitro and to 20% after 24 h. Consistently, a similar trend was
observed in the protein levels, where the decrease was circa

50% after 2 h, 80% after 6 h, and to almost undetectable levels

after 24 h.
Cell Proliferation Assay[2]
Cell Line: Primary HMVEC (Human Microvascular Endothelial Cell).
Concentration: 20 uM.
Incubation Time: 24/48 hours.
Result: Exhibited a strong growth inhibition, with a reduction in

thymidine incorporation respect to the control cells (DMSO

0.1%) of circa 75% and 80%, respectively.

Rottlerin (20 mg/kg, Fif 5 K, BR—k, &0, #FLk 6 J) ATl Balb C #E 1 AsPC-1
JERR IR A, BIEEEE3].
Rottlerin ] #il i 4H M0 34 58, JEIBIL 0T caspase-3 FAVIEISR (ADP-HE) KAH (PARP) K

PR T3]
Animal Model: Balb C nude mice (4-6 weeks old) with AsPC-1 cells (2x106
In Vivo cells mixed with Matrigel, 50:50 ratio) injection[3].
Dosage: 0 or 20 mg/kg.
Administration: Gavage 5 days per week, once daily, for 6 weeks.
Result: Inhibited AsPC-1 pancreatic tumor growth in Balb C nude mice

and had no effect on the body weight of AsPC-1 tumor-bearing

mice.

4R SE R
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Solvent&Solubility DMSO AV EE : 12.5 mg/mL (24.20 mM; #ABIE (<60°C); WM DMSO X = i (¥ 7 iR AT

R, WA HOTE K DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9360 mL 9.6798 mL 19.3596 mL
Stock Solutions 5 mM 0.3872 mL 1.9360 mL 3.8719 mL
10 mM 0.1936 mL 0.9680 mL 1.9360 mL

FUEARE 7= S E AN R VA o ) VAR P PR TG (VA TR AR A 0. — ELFC BV, W A OR A7, B4
S VR R A 7 i 2R

ik & T A7 75 SRR . -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
fETERE, SEAE 1A A PR .

YL

VAR 165 11 5230 B P A 405 247 A PR 24 PV IR

AR VAR DT A SR I8 In Vitro J7 sURCHIVE S (06 490, FRAK VA I 78 7

—— ARSI S R TS, VBT A A VT DA A A2 2, S8 M IRAE s AR SRBR I AR, 2
BB, 2R

DA VAU S R 1 T 4 LU 8 A 7RI 7 S TC ) 28 P PR s S FE TSR A v e BT L T
TG, W7 LOE I FAE /s 7 i) 7 B

FE

R FA AR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 1.25 mg/mL (2.42 mM); EIHIER

W7 R > 1.25 mg/mL CGBRIFERHD M HEER.

PL1mL TAEGCAE], B 100 pL 12.5 mg/mL ¥%H DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥157; Fi EiRAE RSN 50 uL Tween-80, JREII5]; SRIG ARSI 450 uL AFHK EEE 1
mL.

A KR ¥ 0.9 g &AEN, BT ddH.0 FERZE 100 mL, TSRS % B 10 A4 B4R K
WL

HHE —

KA IR R:  10% DMSO —  90% Corn Oil

Solubility: > 1.25 mg/mL (2.42 mM); EIHIHER

W7 R3S > 1.25 mg/mL CHIRIERAD M EER, M7 9250 FITE 1A A LA L3 sesem
B .

PL1mL TAEGCAE, B 100 pL 12.5 mg/mL 77 DMSO & inE] 900 uL F oK, REH
5.

VINWEMTT R, W EERCH TER. RIS, ARARIN . USRI & 7t
SRS ME IR AR AR L I RSB B . AT, AT BLE@ Ay
sl I 7 I

FE

RIS I APE R 0.5% CMC-Na/saline water

Solubility: 22 mg/mL (42.59 mM); Bt #8745 B

SEIM
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SN F IR -
SRR B A R (X AR PE A 6 2B IOV ARCIRA A0 — FLRRARVAAL, V5D IRAF 30 G R SR 8
e

%A% M RA7 7 AR : -80° C, 6 months; -20° C, 1 month. -80° C ffAEI, iH7E 6 N AMEH, 20° C EfER, 54
LA A

ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
BRI
wE
1 mM 1.9360 mL 9.6798 mL 19.3596 mL 48.3990 mL
5 mM 0.3872 mL 1.9360 mL 3.8719 mL 9.6798 mL
DMSO 10 mM 0.1936 mL 0.9680 mL 1.9360 mL 4.8399 mL
15 mM 0.1291 mL 0.6453 mL 1.2906 mL 3.2266 mL
20 mM 0.0968 mL 0.4840 mL 0.9680 mL 2.4199 mL
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