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HEYEE

(R)-CR8  (CR8) trihydrochloride, a  second-generation analog of Roscovitine, is a

potent CDK1/2/5/7/9 inhibitor. (R)-CR8 trihydrochloride inhibits CDKl/cyclin B (IC50=0.09 uM),

CDK2/cyclin A (0.072 uM), CDK2/cyclin E (0.041 uM), CDK5/p25 (0.11 pM), CDK7/cyclin H (1.1 pM),

Description
CDKO9/cyclin T (0.18 uM) and CK16/e (0.4 uM). (R)-CR8 trihydrochloride induces apoptosis and has
neuroprotective effect[1][2]. (R)-CR8 trihydrochloride acts as a molecular glue degrader that depletes cyclin
K[3].
CDKl1/cyclinB1 cdk2/cyclin A CDK2/cyclinE Cdk5/p25
1C50 & Target 0.09 uM (IC50) 0.072  pM (IC50) 0.041 pM (IC50) 0.11  pM (IC50)
CDK7/cyclin H CDK9/Cyclin T CKl1d/e
1.1 uM (IC50) 0.18 uM (IC50) 0.4 uM (IC50)
(R)- CR8 trihydrochloride (CR8) trihydrochloride (0.1-100 uM; 48 /M) & —FhE S HJE T2 40 M 38 7515
S/, X SH-SYSY RN IC50 v 0.49 uM[1].
(R)- CR8 trihydrochloride trihydrochloride (0.25-10 pM) 71 & 4 #i 1% #1 i%5 G % -(ADP-#% ¥¥) &4 i
(PARP) Z4f#[1].
(R)- CR8 trihydrochloride = #; % # ] CDK 45 & /B LR A 2 5 T A e 24 2, wil e
In Vitro CDKI12-#fift i W& H K A1 CuL4 fif##H DDBl ZIAJERE AW, Seidxt a KIZREMZ AN
EEANRANER K LBHTZ ZARRER 1.
Cell Line: SH-SYS5Y cell line
Concentration: 0.1, 1, 10, 100 uM
Incubation Time: 24 hours
Result: Reduced cell survival in a dose-dependent manner.
(R)- CRS8 trihydrochloride =#:FR#h (5 mg/kg; MRS AL T FECE 28 KA KN E
/N 2]
Animal Model: Adult (10 to 12 weeks old) male Sprague-Dawley rats (310 to 330 g)[2]
In Vivo
Dosage: 5 mg/Kg
Administration: i.p.
Result: Resulted in a significant reduction in lesion size.
4R SK:
Solvent&Solubility DMSO VAR : 50 mg/mL (92.44 mM; i 75 BhE; WRIE DMSO X7 5 (R g i A 35 ),

i 4 F # FF 4 ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.8487 mL 9.2435 mL 18.4870 mL
Stock Solutions 5 mM 0.3697 mL 1.8487 mL 3.6974 mL
10 mM 0.1849 mL 0.9244 mL 1.8487 mL
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AR 1Y S2aR AR 45 2477 3 P& L IR R T %o

VLNV 7 S 45 5% 8 In Vitro 77 UECHIWES A% 40900, B AR IR I WV 711

——PRIESEIR S R T EENE, P RO R T DRI R A7 25 1R, S ORAT s AR SRIR A AR, 2
WESLHIES, 2R,
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RPN AAT): 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.17 mg/mL (4.01 mM); V&35 K

SRR = 217 mg/mL GRRIFERED MR

U 1mL TARBCAH], B 100 wL21.7 mg/mL KI¥EHE DMSO A& M3 400 uLPEG300 1, i
G5 B ERERFIAN 50 L Tween-80, JRAIS): R/EHALSIMA 450 wL AEFHK &

AE ImL.

BRI K 0.9 g FALEN, VAMT ddH: O HUEZZE 100 mL, AT LLASFI W% I 124 28 45
TR -

I -

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

Solubility: = 2.17 mg/mL (4.01 mM); ¥ iEVHE R

W RAHAG = 217 mg/mL (ERIERKD B HBHER.

L 1mL TAEMCHE], B 100 wL21.7 mg/mL K DMSO f###8n% 900 wL20% [ SBE-B
-CD AEELER/KKIEH ., REHA .

2 g SBE-B -CD (FTHEEE B IS MAERET 10mL MAEFEHKF, TEBEMEBHESEN.
HE =

TR FAINEEAIAET): 10% DMSO  —  90% Corn Oil

Solubility: = 2.17 mg/mL (4.01 mM); ¥ iEE R

B ARG = 2,17 mg/mL GEFIEERED HIEIEER, M7 E95 I MIE A A L i 3h sk

LONERESE
L ImL TAERCABI, B 100 uL21.7 mg/mL 1755 DMSO fE#30ME] 900 wL Fkihd, 1BE
Bi5).
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER
W
1 mM 1.8487 mL 9.2435 mL 18.4870 mL 46.2176 mL
5mM 0.3697 mL 1.8487 mL 3.6974 mL 9.2435 mL
10 mM 0.1849 mL 0.9244 mL 1.8487 mL 4.6218 mL
15 mM 0.1232 mL 0.6162 mL 1.2325 mL 3.0812 mL
20 mM 0.0924 mL 0.4622 mL 0.9244 mL 2.3109 mL
DMSO 25 mM 0.0739 mL 0.3697 mL 0.7395 mL 1.8487 mL
30 mM 0.0616 mL 0.3081 mL 0.6162 mL 1.5406 mL
40 mM 0.0462 mL 0.2311 mL 0.4622 mL 1.1554 mL
50 mM 0.0370 mL 0.1849 mL 0.3697 mL 0.9244 mL
60 mM 0.0308 mL 0.1541 mL 0.3081 mL 0.7703 mL
80 mM 0.0231 mL 0.1155 mL 0.2311 mL 0.5777 mL
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