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Abstract: For the present, sodium-glucose co-transporter 2 (SGLT2) inhibitors have become a potentially new therapeutic approach for
the treatment of type 2 diabetes, and they could lower the blood glucose levels by inhibiting glucose reabsorption in the renal proximal
tubules. They conclude C-aryl inhibitor, O-aryl inhibitor, S-aryl inhibitor, and N-aryl inhibitor, but C-aryl inhibitor and O-aryl inhibitor
are in the hot research. Several SGLT2 inhibitors in development (dapagliflozin, canagliflozin, ASP1941, BI10773, and LX4211) have
demonstrated the improvement in glycemic control and weight loss, along with slight adverse effects. In this paper, the progress in
study on drugs, from the two sorts of structure, is reviewed, and the development prospects of the SGLT?2 is also analyzed.
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Fig.1 Strcuture of C-aryl SGLT2 inhibitor being studied at present
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Table 1 The progress of C-aryl SGLT2 inhibitors
21 Wi 22w WHFUIRAS
Dapagliflozin (BMS-512148) P I S il 5 =5 /] S R Phase III
Canagliflozin (TA-7284) WA/ =3 MiA Phase III
ASP1941 2 178K /Kotobuki Phase [II
BI10773 PN A% Phase 111
TS071 KiE Phase II
CSG452 (R-7201) %' K/Chugai Phase II
LX4211 Lexicon Phase I
ISIS-SGLT2Rx (ISIS-388626) Isis Phase I
Unknown SironaBiochem (under license from) Discovery
BI44847 FARHE B A% I (under license from) &1L (Phase 1I)
YM543 ‘% Wi % K /K otobuki &1l (Phase II)
TS033 SGL0010 &1 (Phase 1I)

2.1 dapagliflozin

HATHF 7T et i) SGLT2 I N C-F5 K
7] dapagliflozin, HH B 38 i 0% 5 2 =) FBe] A
B w A VETT IO 520 6 —1500 30 2 4E 1)
[ btk R s g ip Y, IRFIE 2> 5k 2,50 54 10
mg, 1 K/d, LLIE R, 85 R B Rk
MACHEFME (HbAIC) 43l BFMK 0.58% 0.63%-
0.82%-0.13%, T A BT B FE bR 20 5> T 1.18.1.56,
226, 0.72 kg CH 4L, 2R B SR, 765478
B8 TR 9 B ARSI (0.16%), 1224
3156 B I UHBL T 14 €0.03%); 7F 2 223 il
HRHIELT 9 BIFLIE (0.4%), 154 1053 4l
L BT 1 41(0.09%).2011 4E 9 H, FDA
CL 9/6 MHEEEgl Foxt Jhze gt i mise, Witk
I H A FR) 30 XU, R ot A M e AR L s XU 2
MG TR R, {HEX] dapagliflozin [FIHFFEATS
EHEAT

X} dapagliflozin EU 4 4518 /& 5 v FE LA AN [H
Mg, FEAUUTFMWAEE: H—, BERmEA G
HATVF 2 I RAE, 11 SGLT2 A5 Jg MR o HE 76 45
B, HEN T IRER G LA, XN S 2
YEH N T X F W RBHE AL LSS s LRI RT
g, 9 By 6 IR bt A SAAE SEEG T O
TR, BB EMEE S . SiAh, IhZiRetg i
WA TR, YRR N I U & T 5 b
R, M AR R 2 .
dapagliflozin 75 LUE R EIP)SL50 78w T I R
HARZ IS OLT, ARSI IE A OCHRIE,

HHAl SGLT2 il 75 H it A7 5 | R e 1 AH G
fiRiE . dapagliflozin FEFTIH 5 4% 04 B 5 2 5K
B AT IIE .
2.2 canagliflozin
canagliflozin™ ¢ JLA 11 W11l FR BT 5% 5 % 1
YUAICADPURE PRI 25 WAH L, BRI R AT 1R 7 3%
MU 52 2, e — AR - TR s,
canagliflozin A 30. 100. 200. 400 mg, 1 &/d, LA
%300 mg. 2 ¥k/d, EXREAIARLL, BEFEAC T
PRI 1, L A B M B R BE 69~113
g/d) FEREAE G N, WdE—AS 12 A IHHAGE .
B - JJOKWT5EH, canagliflozin BL 50, 100, 200 .
300 mg, 1 #vd 15, 4 sitagliptin 100 mg. 1 /d
AHLE, ZFEIMEE (FPG) #1 HbA1C 1E canagliflozin
253 I BEAK 25.2~32.4 mg/dL A1 0.51%~0.73%, 1
PEA BT 4153 B 18 mg/dL F1 0.56%. FH4h, —
WLl PR SZ 06 IEAEVPAY canagliflozin /2 75 AEELGE 2
RUBE R E 1K B 4O D BE; 1 canagliflozin %,
h 2 BUBE PRI ARE IR T 290, — AN KA 4 R
WA 08 F R VP 0 075 JRURR: s R] B —AN SRV
fli 2 4E 2 BUPE IR R (55~80 %) TN ZE
EZENE 9|
2.3 ASP1941
ASP1941%E FIAR B 34T T 1L IR RTESY, A
EREPAT T Ma W58, 78 HABT 12 FIRXE .
BEDLOTST, 361 A~ 2 B4k PR 35 70 1 L ASP1941
(12.5.25.50~ 100 mg) Fl 2 B FIHEAT 550, ASP1941
A EACH L Ale i, 50 mg FF{K&H K
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(—0.8%), 1M 2R FNLL M+0.5%; M7E3E E wroT e,
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LX4211 J&—/> SGLT1/SGLT2 XL E 7], 1M
X} SGLT2 ik #ME T SGLT1 1) 20 £, HH A
HEAT T 80— TG R X2 2 391 28 d. 36 491
2 AURE R B LT LX4211 (150 mg 5% 300
mg) FIZREF. dREoR, X RAA (B
0.49%), LX4211 HLBEFILT Ale {5 (FFIKT
1.15%~1.25%), 1 LX4211 M2 #41 FPG (4>
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