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@4y : FafhFIiT Sitagliptin 2—FfE53H9 DPP4 IR , 7£ Caco-2 4AfEH , ICso {E 19 nM,
A& : MK0431 ; 1-Butanone,
3-amino-1-[5,6-dihydro-3-(trifluoromethyl)-1,2,4-triazolo[4,3-a] pyrazin-7(8H)-yl]-4-(2,4,5-

trifluorophenyl)-, (3R)-
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TARRME o, DMSO 100 mg/mL (191.08 mM) ;Water 41 mg/mL (78.34 mM) ;Ethanol :Insoluble
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Sitagliptin phosphate monohydrate 2—FfhE%AY. EZEMHARY DPP-4 OfRINFIF] , 7 Caco-2 44

= ‘*
PRI | o e 150 % 19 M.
8t |Sitagliptin phosphate S—¥2# DPP-4 CIBRHDSII,
DPP-4
T (Cell-free assay)
19 nM
{EJ—FOMREHER, Sitagliptin phosphate 715k E Caco-2 MEHTHEAIANNY DPP-4 ARIFITHIME
sstagisg | €50 7919 TM . MKO431 ZEHSHIBIS—FH1E CAMP/PKA/Rac B LEPIOIBERSE AL IR

fE CDA T 4pEIER . SIEAI—TARA5RERA sitagliptin ATLABRESRIEUNG L 4IRS GLP-1 |, X
—EFIRIEAMKESR DPP-4 RUKIERRES A 1 MEK-ERK1/2 EIFE T B SN BENE ST




X3 B REFARAMRRIFZIZKEA Sitagliptin phosphate #I4IM3% DPP-4 &4AY ED50 {&25/5 7 /)
B9 2.3 mg/kg 755 24 /\EF 9 30 mg/kg . Streptozotocin iIESAY 1 BUERRE/NEAEE MR
DPP-4 &EF+5 , 7= DPP-4 TLAEIE# & Sitagliptin phosphate SEFR#RAT = MAFERIAIR

RIS 8l |, I e R IR S A L. AR AMIKIEFRZER Sitagliptin phosphate 43
BCE(40-48 mL/3¢/kg, 7-9 L/kg)ELIE(9 mL/53¥/kg, 3 L/kg)E, ERBAFHZREFRIFE 2 /\ad,
oA 4 /N\ad,

ECeHXTRiEE

MB1496 Sitagliptin phosphate monohydrate
MB1496-S Sitagliptin phosphate monohydrate ( R )
MB21291 BEBRPaMhA T-d4

BigRkiEi? REHAF SZRATL FENSE HEFSRMAE SEAT AR A A ZIKERKES-4(DPP-4)
WHZ | B RP R MR b MR RS A E Mz HI MK . SIS RS ERSRERA (GIP) RS
MFEFFERK-1(GLP-1) , BEXIBERBATRMAZMEIER. GLP-1 1 GIP S8BT HERE SIS R ILINES
AR MRS B HIEAYRERT . GLP-1 TRE8R/D RS o MRS MAER | EATEEREEMRRL. 8 GLP-1
FN GIP $59e8 DPP-4 s SEERIRS RIEFTRK. AZGHIHIRAMEIITEERS DPP-4 HIMEAR AUAEIEE GLP-1
0 GIP F9Th&E IENNERS EBEMGH R RER RS MIERK (W EREEE TR . AZEEMHDE DPP-4
%t DPP-8 &, DPP-9 FilliElt,
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f " og
o pos) 1 mg 5mg 10 mg
1mM 1.9109 mL 9.5544 mL 19.1088 mL
5mM 0.3822 mL 1.9109 mL 3.8218 mL
10 mM 0.1911 mL 0.9554 mL 1.9109 mL
50 mM 0.0382 mL 0.1911 mL 0.3822 mL
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M#% DPP-4 EitsH:

DPP-4 M Caco-2 HfEhiZ2EN sk, MiES3mEE % (10 mM Tris-HCl, 150 mM NadCl, 0.04
U/ml #DBAES, 0.5% Nonidet P40, pH 8.0)=i&MEE 5 H#h 4°C &4 T 35,000 g B 30 Héh
B EEMEE-80°C. 3§ 20 yL EYRENHWHERKS 50uL DPP-4 EE K4
H-Ala-Pro-7-amido-4-trifluoromethylcoumarin (£&&RE 100 uM)LAK 30ul Caco-2 4HAEIR
EG&R (B3 100 mM Tris-HCl, 100 mM NaCl, pH 7.8 ## 1000 {2);8&. =iEES 1/\, 8
SpectraMax GeminiXS 7EEA/&KETRIK 405/535 nm &MENEIGRE. R Caco-2 MAEIR
&S DPP-4 B REEHDEIRI(30 nM 39T BI 1356, 3 uM 3T vildagliptin) i E 1 /\id/E3k
DM NEENNE. BLEMESREWRESEDRHERE 3000 FINANKYD
H-Ala-Pro-7-amido-4-trifluoromethylcoumarin JEtcislsiE R i, EXFEMET , DPP-4 £
BERMEFFERR P E—HEREENERRNARZ DPP-4 EESHNIIEIFIANE. FIF
SpectraMax RY SoftMax Z4i+E 10 SHPERARARMIEZR I EEN/F)x1000) SAFLIE
REZEIFHDFIZE [(V control =V inhibitor )/V control .
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Cell lines: CD4 T 418



http://www.meilune.com/goods.php?id=1531
http://www.meilune.com/goods.php?id=1533
http://www.meilune.com/goods.php?id=16265

Concentrations: 100 uM

Incubation Time: 1 /\§F

Method: CDAT fRESHTERBA TS RPMI 1640 H2#AEPRIR L | TERIMI{LEIESEE DPP-4
(32.1 8{i7/mg; 100 mU/ml £ZRE)LAR ERUPHEIFI(100 uM)TFESER/MER T FIRESEHRR
&Ehz (Corning) o HTHREIERRER. 1/ \MfEEE EREMIE , MiTHE T HREEINMmEE T
. ARRBTRIRESXREHTILR.

Animal Models: EH@#AY Han-Wistar X5
Formulation: 0.5% hyroxyethylcellulose 7K&i&
Dosages: <10 mg/kg

Administration: AR
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1 FRA%  BUEIEYERFAEECHITOE  BADERE. BRMHSERTESH S BRI RE
B EEREEER | BEITMIMERSENZROCEES | SANMBMEIRE. WTHER | KK
(£ BB LEHTEE @i Parafilm HOR , FARBENEERAER. MREENEETK , B
B, EIEEHRBE , IR mLiaRE.

2 (EEREHIE | A EFIRERIZVEERE | BILSCRARANENSH. WFEHEHEER  BLAE
&EBR ISR SIEE DMSO |, (B RHIETAEITTET 80 REEMT , —RIULIRERE 3-6 ™A
AL, TEERRT , BXIESREITHE. BRfEEnR S %R,

3 RIS IERGIE | BIRIENAFELHHERE  BRESRNEERAHAREETFR. BTASNY
WEMRISAMRY , FILAERIZKIESR (40 PBS ) #fRd , AIgERiTHiE | BT EAEEAENE® &
SXISLRFAEFE. WA DMSO 1E/9iExR | B8R DMSO REEHERIRE <0.3% Lig Mg sit.

KREHT B BRNET 0.22UM FERTIRASIURE  B2XRARI  SIESESERES , BUSIEN
aiEtt | EERIAEEESEHIRELE.

4 FREYEENA - BTREWCSWEREMNN SR TIFREHIKTE | TReaFTEMAN LR
fEJENAR , ANMLE , CMC-NA |, Hili% , ERFESFPERBXXEIRE. WER DMSO | SR DMSO
AULEREE < 5% LABRSIHER. LATERIHHE , ATUSE TR

SARETRRS G B ER

Wy (KE(KG)  [AEERAM2) |Km &2
G 12 0.6 20
) 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
liz 5= 0.4 0.05 8
K5 0.15 0.025 6
&1 0.08 0.02 5
NER, 0.02 0.007 3
Z) A(mg/kg)=E11 B(ma/kg) X 0 B B9 Km ZRE/Z A B9 Km ¥
5 £FERIEMERIS

TR mE | BREERFRIERTEN | FIIEER T, MTREMEN MR  HERT 500MG
Y, FIH A RREERRESRN. BT RERUREERTETRE  NMSE-niiEEEEN
FETL  XIMREAESITHET  FEUMERRHT , Fr-minfF2EK. TR , LI 200
HEGHEEL  EREERIK , NTmEsiRk.

FRirSrEESE M JIRE |, £ NI CERNETREESEE , 2EMN

(AvaN=R-=piel e RZEEE
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG
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PEEN—E | FIRENRAR T mEE. BLIINESEER (SRIBMEFN ) FRlesiERE St TE
B,

TR EGHARIAY RRERHREENNRE | H(IEVERSERNBHERSFZLEY | WTEBR
MR EY  FREETSSPTIREUKS | ERER | IR EREETESPRE.



