7 AR

(6S)-2-[(3-&-4-F F ) HH)-8-2.%£-1,2,6,7,8,9- /N E-10-F2 H-N, 6-

ZHE1,9-~F MR IR[1',2":1,5] P % 3 [2, 3-D ]k 1 -4- F Bk fik
FEER4:  MK-2048

HEYEYE

Description

MK-2048 & —FI 24t integrase(IN)FTl INggeax 7, 1C50 43519 2.6 "M #1 1.5 nM..

IC5¢ & Target

Integrase (R263K) [1] Integrase [1]

1.5nM 2.6nM

In Vitro

MK-2048 7E Mg2+Es256 1, e S M3 4 & By e A AE F T B W ALR C WAV A BN, 1IC50 4350 47
nM #1 2.3 nMCTIT7E Mn2+#ESI256 H, #01) B EALHN C WAL & RS, 1C50 435125 75 nM Fil 80 nM.MK-2048
fER TR B WAR R RS dmin, w35 5326, 5331, BK 132, pNL4-3 il lllb, MK-2048 417585
#l, EC50 %70.3nM F| 148 nM. MK-2048 B3] C W55 55 (Mole 03, 96USNG31, 4742, BG-05 Al
HB-1), EC50 Jy 0.7 nM % 33 nM. [1]7444h, i%E#1EHT Raltegravir (f) Q148K I N155H 557, 445
BERFS AN, AL MK-2048 I BUBIERAT SUE . [2] sl 7t s MK-2048 41 L sz 40 fl B
Wi (PBMC) , C8166 itk LA T AN B A HIBUREFE (94T HIV 3%+ . EC50 4 %1% 0.4 nM, 0.9 nM
A 11.5nM. [3]

Solvent&Solubility

In Vitro:
DMSO : 9 mg/mL (19.49 mM)
Water: Insoluble

Ethanol: Insoluble

Solvent Mass
1 mg 5mg 10 mg
Concentration
Preparing 1mM 2.1651 mL 10.8256 mL 21.6511 mL
Stock Solutions 5mM 0.4330 mL 2.1651 mL 4.3302 mL
10 mM 0.2165 mL 1.0826 mL 2.1651 mL

YRR 7 i AE S TR V79 P VAR S o 9 3 VAR i . — LRV, W 3 IRAE, B R
5 VR R B 7 i R A

ik A5 777 )7 AT AR -80°C, 6 months; -20°C, 1 month. -80°C fi {7 i, i 6 ANH WAL, -20°C
A, WEEE 1 NH AR .
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X5 %:

Cell Assay

ML (1]

Cell lines: Jiff il S 41

Concentrations: 0 % 10 yM

Incubation Time: 28 &

Method: fi T E 41 B 175455 #(pNL4-3 A1 lb) FUSYLE KL HIV SR K B GS% A H% 5B A1 C
A ). T A 557 3 R S wh A PR 0L P A A 00 5 A P G B A SRR HIV S IRORR I, AT
2B W p24 SRR E MK-2048 (¥ EC50 {H.

FE SR RPN AR AT (1]
FEUN T S P d R B AR AL 0B . 767 20 mM Hepes (pH 7.5), 30 mM NaCl, 1 mM —BiJ5piilz, 125




Kinase Assay

UM ZnCl, fil 0.125 pmol dsDNA JEE#(INT1/2)F] buffer s AT 8 4 HER L, £0RF109 10 pL. EAHE
AHE3.1 uM), S FIR R A RO, ST HK/DMSO R4, SAJSTE 37°C THURF 15 7r-8h.
N 7.5 mM MnCl, JF4k 3N TR, SRJE/E 37°C NIRE 3 48h. AT HHMTHEREB M, A 1.25
pmol dsDNA 4} (T35/SK70), xR AIFHTE 37°C Rl E 1 /b I 5 A B LRkt
(F B S 1%SDS, 0.25% MEE, 10.25% —HKT), REMHE 95°C. £ 6% NHBLIL, 7M
PREM R Loy B R o BB, FIRBOC ARG Ab BT, RIS 7E5) T30 712 Typhoon /&
SRUEAC R . S04, 6 ImageQuant #1 GraphPad Prism 4.0 34l i .
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