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Navlimetostat is a potent, orally active, selective PRMTS5-MTA complex inhibitor, with IC50 of 3.6 and 20.5
nM for PRMT5-MTA and PRMTS5. Navlimetostat binds to the PRMT5-MTA complex, with KD value of
Description
0.14 pM. Navlimetostat shows antineoplastic activity in vitro and in vivo, and can be used
for cancer study[1][2].
IC50 & Target PRMTS5
Navlimetostat (10 &) £ MTAP Ht5f) HCT116 40 3-8 4= B4 f #0041 PRMTS 31, 1C50 A
8 nM[1].
In Vitro
Navlimetostat (10 K) £ MTAP @R HCT116 4+ IC50 {54 12 nM, XTEFAER HCT116 41
JI) IC50 iy 890 nM[1].
Navlimetostat (12.5-100 mg/kg/& K, FIAR, 21 K) ATRRAK Lu-99 JRA7 SRR i Bl (0 4 K 2]
2Bl 153 (2]
Cliotal
Model Route Dose (mg/kg) (mL/min/kg) Vs (L/kg) tin (h)
CD-1 mouse. iv. 3 83 6.3 1.5
Beagle dog iv. 2 14 34 4.8
Cynomolgus
monkey iv. 2 15 2.3 6.1
AUCy¢
Model Route Dose (mg/kg)  Cuax (ug/mL) (h*ug/mL) F (%)
In Vivo CD-1 mouse. p.o. 30 1.16 4.85 80
Beagle dog p.o. 10 1.4 7.47 59
Cynomolgus
monkey p.o. 10 / / 41
Animal Model: Lu-99 (an MTAP/CDKN2A-deleted human lung cancer cell line )
xenograft tumor models[2]
Dosage: 12.5, 25, 50, and 100 mg/kg/d, 21 day
Administration: Oral gavage
Result: Reduced the tumor volume with 86% tumor growth inhibition (TGI) at 50
mg/kg and 88% TGI at 100 mg/kg.
AN ST
Solvent&Solubility DMSO H AR : 100 mg/mL (215.11 mM; A B, AR DMSO X7 i ) 4 fif B2 A 35 52
e, i HET T E 1) DMSO)
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1511 mL 10.7555 mL 21.5109 mL
Stock Solutions 5 mM 0.4302 mL 2.1511 mL 4.3022 mL
10 mM 0.2151 mL 1.0755 mL 2.1511 mL
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AR 7 AN R VA R P RV R B PR A G VA IS A — BRI, TR, R
ST R R I T P R

il % B R A7 77 SURBIPR : -80°C, 6 months; -20°C, 1 month. -80°C f§ {76, 54 6 4 H Pflifll, -20°C
fibfEit, AE 1 ANH PAEA .

YL

TEIRAR IR Y SEaR A4S 2575 2 I 2 VA R T %

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, &
WESLHIE, 2R,

[ 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 mg/mL (4.30 mM); &5 E

W RAIAE = 2 mg/mL GEFIEARFD EFHRR.

U 1mL TARBAH], B 100 w1 20.0 mg/mL KI¥EHE DMSO & RM#E] 400 uLPEG300 ', i
G5 BR ERERFMA 50 uL Tween-80, JBAHIL); MG HEHLEMAN 450 vl AHEK &

A% 1mL.

AEFERK I E]: K 0.9 g EALEN, WRT ddH. O FHUEZRZE 100 mL, AJ LSS5 & I (4 2k
Ko

I -

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

Solubility: 2 mg/mL (4.30 mM); i 7 BE

SE77 %A 318 2 mg/mL (A R, E i AT T FUIRAIE R A .

U 1mL TARRCAH], B 100 1w L20.0 mg/mL HI¥EE DMSO &N 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (BT Mk B-HWKE) MAEART 10mL AEMEKS, SEBMBEETEN.
FR =

WK P I AA ). 10% DMSO  —  90% Corn Oil

Solubility: = 2 mg/mL (4.30 mM); &5

SRR = 2 mg/mL CEAERAD PIERER, IEJ7 R0 B IE LA 7 UL 34 seie i

.
L ImL TAERCAHI, B 100 uL20.0 mg/mL [I7E5H DMSO fE#3B0ME] 900 wL Tk, BE
Bi5).
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 2.1511 mL 10.7555 mL 21.5109 mL 53.7773 mL
5mM 0.4302 mL 2.1511 mL 4.3022 mL 10.7555 mL
10 mM 0.2151 mL 1.0755 mL 2.1511 mL 5.3777 mL
15 mM 0.1434 mL 0.7170 mL 1.4341 mL 3.5852 mL
20 mM 0.1076 mL 0.5378 mL 1.0755 mL 2.6889 mL
25 mM 0.0860 mL 0.4302 mL 0.8604 mL 2.1511 mL

DMSO

30 mM 0.0717 mL 0.3585 mL 0.7170 mL 1.7926 mL
40 mM 0.0538 mL 0.2689 mL 0.5378 mL 1.3444 mL
50 mM 0.0430 mL 0.2151 mL 0.4302 mL 1.0755 mL
60 mM 0.0359 mL 0.1793 mL 0.3585 mL 0.8963 mL
80 mM 0.0269 mL 0.1344 mL 0.2689 mL 0.6722 mL
100 mM 0.0215 mL 0.1076 mL 0.2151 mL 0.5378 mL



http://www.shyuanye.com

	产品名称：MRTX-1719；Navlimetostat
	CAS号：2630904-45-7
	产品货号：S89700

