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Description
i PCSK9 2 F1# .

IC50 & Target IC50: 4.8 u M (PCSK9)[1]

Cell Line Type Value Description

Cytotoxicity against rat bone marrow cells assessed as
Bone marrow cell ICso >20 uM reduction in cell viability after 72 hrs by CellTiter-Glo

assay

Inhibition of human recombinant full length

ProLabel-tagged PCSK9 expressed in CHO-K1 cells
CHO-K1 ICso 4.8 uM

incubated overnight and measured after 3 days by HTS

assay

Inhibition of 80s ribosome in CHOK1 cells assessed as
CHO-K1 1Cso 4.8 uM reduction in PL-tagged PCSK9 expression incubated

for over night by EFC kit method

Inhibition of human recombinant full length

ProLabel-tagged PCSK9 expressed in CHO-K1 cells
CHO-K1 ICso <10 uM

incubated overnight and measured after 3 days by

chemiluminescence assay

Cytotoxicity against CHOK1 cells expressing human
CHO-K1 ICso > 10 uM recombinant full length ProLabel-tagged PCSK9 after

overnight incubation by CellTiter blue assay
Cellular Effect

Inhibition of human recombinant PCSK9 expressed in

CHO-KI cells assessed as alkaline phosphatase
CHO-K1 1Cso >10 uM

secretion incubated overnight and measured after 3

days by HTS assay

Binding affinity to 80S ribosome in human HeLa cells

lysates using human full length PCSK9 encoding
HeLa ICso 8.04 uM mRNAs assessed as inhibition of PCSK9 mRNA

translation after 45 mins by Steady-Glo luciferase

reporter gene assay

Inhibition of PCSK9 expression in human HuH7 cells
Huh-7 ICso 2.2 },lM

after overnight incubation by ELISA

Binding affinity to 80S ribosome in human HuH7 cells

harboring pCMV-truncated human PCSK9 (1 to 152
Huh-7 1Cso 2.63 uM residues)-proLuc assessed as inhibition of PCSK9

mRNA translation after overnight incubation by

luciferase reporter gene assay

Binding affinity to 80S ribosome in human HuH7 cells
Huh-7 ICso 2.63 uM

harboring human PCSK9 (1 to 152 residues)-proLuc
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assessed as inhibition of PCSK9 mRNA translation

after overnight incubation by luciferase reporter gene

assay

Binding affinity to 80S ribosome in human HuH?7 cells
Huh-7 ICso 8.37 uM assessed as inhibition of PCSK9 mRNA translation

after overnight incubation by ELISA
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In Vitro R-IMPP N 2x[#fk PCSK9 #&skuliifn PCSK9 Fff, (Hox B R MBI PCSK9 #HIEHMIH .
R-IMPP i3t et 5 N BB IR A (HRAE S K 2 I 45 A1)
i g
Solvent&Solubility DMSO "I : 100 mg/mL (256.75 mM; i A BVA; WG DMSO X 7™ i (¥ 7 7 B A7 55 35 5

W, 5 AETTE ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing I mM 2.5675 mL 12.8373 mL 25.6746 mL
Stock Solutions 5mM 0.5135 mL 2.5675 mL 5.1349 mL
10 mM 0.2567 mL 1.2837 mL 2.5675 mL

* TARE P S AE AN RIVA ) P IR VA AR I T A S VA TR B A — BRI, W R ORAE,
ST R R I T P R

fits 8 RAT 7 AYIRR . -80°C, 2 years; -20°C, 1 year. -80°C f#AFHT, 1H7E 2 FENMIH,  -20°C fif
T, AR 1 ENRE .

YL

TEIRARIE R SEsRsh AL 2575 2 IR RE 2 VA IR T

VLNV 7 B Se % I In Vitro 77 SUBCHITEE R, BRI I Bh 7 77«
——PRIESEIR S IR AT EENE, P RO R T DRI R A7 25 1R, S ORI SRIR R AR, 2
WESLHIE, 2R,

DA VA 7R TR B B 20 LG R 4R VA FRIFE S I ) i P AR (5 B eI AR b B TE S AT
LG, AT DL N R P R 7 R

E S

RPN AAET]:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (6.42 mM); ¥ & &k

SR BRI > 2.5 mg/mL GERIERED HIEHER.

PL ImL TAEM 9B, EL 100 pL 25.0 mg/mL AJ¥%E DMSO fi&ima 400 pL PEG300 1, BA
Y151, Hi B ARSI 50 uL Tween-80, JRE YA RIGHAEEEIIN 450 uL AFHK EHE 1
mL.

AEFE KT K 0.9 g EALEA, AT ddH0 FHEAE 100 mL, A LA BV IE % I 1 AR B ALK
a3

L -

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

Solubility: 2.5 mg/mL (6.42 mM); Ehif; #mH BhiE

SBT3 2.5 mg/mL B S0, i R] T IR A

PL I mL TAEBCAE], B 100 uL 25.0 mg/mL 7% DMSO fig & InE] 900 uL 20% [ SBE-B-CD
AEFERAOKIEIR T, IREBIN .
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T TR BRI 77
Solubility: > 2.5 mg/mL (6.42 mM); ¥ &k
SET7 AR > 2.5 mg/mL CHLRIBERSED BRI IhJ7 R 9 FMIE LA A UL s Y se s mg

10% DMSO — 90% Corn Oil

2 g SBE-B-CD (fii T A&k B-¥AWIRS) MR Ew T 10 mL [MAEFHKP, SEBMERHEN.

TR
PL I mL TAEBCAE], HC 100 uL 25.0 mg/mL [{7H DMSO fig & inE] 900 uL Tk, JBEH
2.
E = 3TN [1]. Petersen DN, et al. A Small-Molecule Anti-secretagogue of PCSK9 Targets the 80S Ribosome to Inhibit
PCSKO9 Protein Translation. Cell Chem Biol. 2016 Nov 17;23(11):1362-1371.
SR A TR

RIS 7 i FE AN [R5 P B 9 A LI PR A G IOV RIS A 26 0. — ELRC IR, 30 ORAT 8 o IR SRR RIS PR 7 i SR 2

B ARAF 7 RAAR . -80° C, 2 years; -20° C, 1 year. -80° C f#fEF, 54 2 4ENMH],

20° C A2, AL 1 SFE P

e
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 2.5675 mL 12.8373 mL 25.6746 mL 64.1865 mL
5 mM 0.5135 mL 2.5675 mL 5.1349 mL 12.8373 mL
10 mM 0.2567 mL 1.2837 mL 2.5675 mL 6.4187 mL
15 mM 0.1712 mL 0.8558 mL 1.7116 mL 4.2791 mL
20 mM 0.1284 mL 0.6419 mL 1.2837 mL 3.2093 mL
25 mM 0.1027 mL 0.5135 mL 1.0270 mL 2.5675 mL

DMSO

30 mM 0.0856 mL 0.4279 mL 0.8558 mL 2.1396 mL
40 mM 0.0642 mL 0.3209 mL 0.6419 mL 1.6047 mL
50 mM 0.0513 mL 0.2567 mL 0.5135 mL 1.2837 mL
60 mM 0.0428 mL 0.2140 mL 0.4279 mL 1.0698 mL
80 mM 0.0321 mL 0.1605 mL 0.3209 mL 0.8023 mL
100 mM 0.0257 mL 0.1284 mL 0.2567 mL 0.6419 mL



http://www.shyuanye.com

	产品名称：R-IMPP
	CAS号：2133832-83-2
	产品货号：S88580

