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Teneligliptin HBr ; 45077 ; SIRESEREHT

RS - MB3850
REIRE : >98%,134 DPP-4 &R
MG - 20MG;100MG;1G
R : solid
HAER
SF 2(C22H30N60S).5(HBr)
DFE 1257.72
CAS No. 906093-29-6 g | e @N‘N @N_N
WL 20°C, BATWEIDTIE Wl o oy
DMSO : 100 mg/mL (159.01 mM) = RSl SFN"”'HN ‘
BRI (25° LY
0 Water : 100 mg/mL (159.01 mM)
Ethanol : 17 mg/mL (27.03 mM)
FEEN | ABRMEEEEETNUEN  IRBEIE , ST ImEARE.
Hithidel | ATENREMERE | SFLNRFEIRMEFERE.

fEifY : Teneligliptin #EHEI DPP-4 SiEtHElRl , TS EhH AFIKR Mm%+ DPP-4 R AEHE

DPP-4 , ARARER/ZAI Teneligliptin,

A& : Teneligliptin HydrobroMide (2:5);Teneligliptin HBr ; E1&5; T, SiREAF T T, RURERAS D5
iJ

PIEBTEARIAEHT

NI e HeEXRA’EK

BERME DMSO : 100 mg/mL (159.01 mM) ; Water : 100 mg/mL (159.01 mM) ; Ethanol :

17 mg/mL (27.03 mM)

BE >98%

REESM - -20°C , BRI TIg

EYEE

7= m i | Teneligliptin 22—, BRI, KK dipeptidyl peptidase-4(DPPA)HDHIF, 7
i® 4k, teneligliptin TEHEBINFIAME. KEMELURAREZE DPP4 , IC50 2973 1 nM,
£ DPP-4 DPP-9
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1.75nM 150 nM

Xt HUVECs i##{T<HA teneligliptin R94ME (MRESEE 0.1-3 pmol/L ), teneligliptin FHABEE

& op 5 | HERTED , MERSEIFEREST HUVEC #9 HG-stress tRic. IEINMATREILES 1
5 (HMOX1 ) RIERERIA. KHEIMRERINE HUVEC BIEAEERE IR ESTEIRS T
HUVEC fBiERIREMINEE. Teneligliptin EEBIEREEEMERER HUVECs MEBHANS
t , B ROS K. Baina B ERVE RRER AL,
Teneligliptin XMELEIEMNEEELEERIZAEEN. EIRER. FERNBRSRIEH=
& A | EREKFRYER. FUNERAEENEAR  EFAYNERSREBE. Teneligliptin 4
® ZIERERNE R AR ) E SRR AT MRS AT A IR | IR EERIARNEaNEIEANRE

EiH#E. Teneligliptin BITEGE AMPK. TERSILERMABRERRIZRENM D ITARIERAER.

XeRXrmitE ESAXESIEREHIEMNER)

MB3462 Linagliptin
MBO0765 Gemigliptin
MB2139 Omarigliptin(MK-3102)

FiERiR - BRI TZNRTOFEYY  BIEEERMALE  FERTAK. T
Teneligliptin 2#rAU<3I DPP-4 SiEtHlHIR |, AT ATEXSURAIRHASEI.

fERECE
R R og |, mg 5mg 10 mg
{u]
RE - |

1mM 1.5902 mL 7.9509 mL 15.9018 mL
5mM 0.3180 mL 1.5902 mL 3.1804 mL
10 mM 0.1590 mL 0.7951 mL 1.5902 mL
50 mM 0.0318 mL 0.1590 mL 0.3180 mL

SHTINRE (HS%F)

B B

¥

Cell lines: ABr&BkmAIRZ4HM(HUVECS)

Concentrations: 0.1, 1.0 5 3.0 umol/L

Incubation Time: 21 X

Method: #ZfitF HUVECs f5 , SRIBFERIEE, X, SAERDHIBET=METHE

SCIRSRHE , DIOINBREARDON teneligliptin(0.1, 1.0 5% 3.0 umol/L)Ek
sitagliptin(0.5 pmol/L) : EEIEFEIREFEENE ( NG-5mmol/L) 21 X ; EEEIREEERE
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(HG-25mmol/L) 21 X ; SiRE-RUBHCI. (EESREFSERELE 14 X, ARIERER
BERHE T X)) . 848 /NER—IRFEHEARE | BRI SR TEN.

Animal Models: C57BL6/J) /\E&

Formulation: 7K

B &

Dosages: 60 mg/kg
Administration: R

CEE]
o KA mAIAERE , ERTARES  BRAMINE , RERRAEE , SNSSEEE.

oL MEENEERMEDER | HAMREAMREEREEN | LA EEIRNHSETRAR A,

A YIREEESR

1 FRP%  BUEIEMERIFAEECHITOE | BADEME. BEMHEFRRTESED BB
R ; NEERTHREREK  BETBIRSHIZRAKRER , SRNMESMEZFE. WTHERE
KEAKRERN |, BEUERELT , &I Parafilm HOME , FHZIRBEMEFRHER. WRMERET
K, BT mERE  @EEHRB , LIRsnEaRE.,

2 (SR | KBOHFRBRTIVRERRE | BISCRANANERNSH. NEHSEHEER 18
EREESR  MIREFRESIEE DMSO |, ERHIETAEIFTET 80 REERT , —RIULIRER
f£3-6 MRLAE. EERRT , BXMERHTHRRE. BREERREFR.

3 HRIEARTERHIE | BIRENAFTELHITERE  REESRSEEREFHAREETER. BTX
HOUEYEISBMRY | FRLAERZKIEST] (40 PBS ) FATRRT , AIRERITHIE | PIBd A EEARERH
AR ARXISEIFAERE. WA DMSO {E/9iAx | 58tk DMSO REEHERIRE <0.3% LIBRMmgsS

.

KRES , FATENET 0.22UM RIS | BZRBRS , PEARESEXESR , Bl
L EYEYE | EERIAEERSEHIRELE.

4 BAMSEIRMA - ATREWSMERAEN , TR TIEREHLE | TREFEMA—LEA
HWRWEENER , WNIHE , CMC-NA |, HilE , BRFEESFERBXXEVAE. WEER DMSO | i
R DMSO RIEIRE < 5% LABRBIEER. LHFIERITIHE , JUSE TR

AR EREAFIBIRER

by AE(KG) WRRERM2) |Km R
ik 12 0.6 20
3] 10 0.5 20
iz 3 0.24 12
2 1.8 0.15 12
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liZXEs 0.4 0.05 8
KER 0.15 0.025 6
(455 0.08 0.02 5
/NER, 0.02 0.007 3

51 A(mg/kg) =140 B(mg/kg) X 04 B B9 Km ZE/504 A B9 Km 2R
5 XF = REIE B RIS

BWEIFRE | ERERmAVERTEN | FRER TN, NTRSMEN M, HERT
500MG Y, FfIH) BI#BRMRILIERAERRN. BT~ RERUEERIETRE  NmSE~5R
MEEEESES T L  XIHMREAESITHSET  FEAMERRERIT | ErRinfEER. XNTRK
FoER , ATLAE 200 #EARFBELD , EREERK , NTBRIRK,

FrRirEEESE—EIRE £ NI EERNETREIESTEE  EAM

e 2T =2 B
1-20MG 0.1IMG
50-500MG 1MG
>1G 3-5MG

AT ALERFOERETH  MREWLAmAVEIFRE /) | BRAL - REFR TS B EEE
tEREEN—E , JEMEATRINEE. EULIINEESER ( SRIBMFFM ) FHRIEERES
ez eeing.

T EEREGERRN - RRENEMRECNRE | RIENECREEIEHERERZEY TR
BGEMRNEY  ZEESSPIRBUKS |, EIRER | S REEREE RSP RE.
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