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Abstract

Diabetes mellitus is a complex metabolic disease with multifactorial pathogenesis, and its global prev-
alence has been increasing annually, leading to a substantial rise in healthcare expenditures for dia-
betes treatment. a-Glucosidase inhibitors are an effective therapeutic approach for type 2 diabetes

EWAEE .

227-244.D0I: 10.12677/pi.2025.144027


https://www.hanspub.org/journal/pi
https://doi.org/10.12677/pi.2025.144027
https://doi.org/10.12677/pi.2025.144027

Bty 5%

mellitus. Benzoheterocycle exhibits diverse pharmacological activities, and synthetic Benzoheterocy-
cle a-glucosidase inhibitors have demonstrated significant inhibitory activity, effectively regulating
postprandial blood glucose levels in type 2 diabetes mellitus patients. This review summarizes recent
advances in a-glucosidase inhibitors featuring benzoheterocycle as the core scaffold, providing in-
sights for the development of novel a-glucosidase inhibitors.
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1. 5|8

2021 4F [E Brob 7% 995 X ¥ (International Diabetes Federation, IDF) /& A [ 4= BRFE JRG R 25 s [ 1], K R
C& A G H NSRRI AR E KR 2 — o BERE I W AORE, M fESE 7RSS AR, o
MBI 2], PNERAZ[3], B[4], FREMmAR[5], HERERG6], Z20MZ i im i o e 7], 7+
BIRAH IR EE(8] -

I R KW PRI 0 =AY, B 1 BRURE PR« 2 BN PR RN AT R RS R o 1 BOWE R 3 B B AR
PITRITER 5 B ARB = AR [9], TiEm iR 2R [10], 1 BUHE PR A fg il o v e B 3 BAE g R ) 22 8 — A
iR I BRI AL I IR By R AT IR T o 2 UK O B BB 5 T PR SR AU 90%. ITAESR, 2 B IR
i B RIERAGES . 2 RO IRIR I BEURALEBON IR 11], FZNURIAIRIR g D) RESZ401 T BUR S R
GIUAAN R S A L LR I 2R AU I B IR OURR R B 25K, T 51 R R A PN IR T 48 e i o 2 B
PRIFEFHERZHINZR 2R 2R B AR ERE SRR T 2 BU05E PR I 3 29097 72
R RFEREZ) . PRI ARG I8 B[ 12] [13]e SR YR R 248 22 I AE 4 YR A 18] 1 0 A BESR AR AT ]
T 1 o 2 BT B S 5 [ 14 SRR IIBE PR LAAE 296y T 3, AR seis i i e g sl il s .

-] 20 B B 441771 (Alpha Glucosidase Inhibitor, AGT)EL A5 | o7 2 0 1 i 45 A0 A0 20 i 22 W 0 ok 1)
TEYE, BERS Y NRR S MK, RIRIT 2 BRI A RO R — o FET ORI R S50 5 th i 24 2
SaE e, PR R IR E R RVVFT ORI RN AGL, EIEPERISEI b, X SR R I 2
(R o1 0 B RS 1 o AR SCERIR T I AR RAR =W EAT AR I AT N 3 BRI 2R I AR 28 AGT A
FRERE, FFE R H 7RI AR AN o SR RS PR R E SRR, N Bat 5 IP R a-
HE R RIS 2%

2. o-FI B E E B HIHI 57
2.1. - EEVEEERHIHIFI(E A L

YIRS B 2 E TR NAR BRI, A mKAE YA B S K e 5kl J7 vl i iE
WM o 2R BE 20 A T IRE RN 2, GRS &Y ) 280 N &0 o o- 1 %1 5 G
SE— PO BE T K ARV AL, R EAEE TN EREANN, TR EHOK R 2 BE R 1, 4-o- ML PR 4 B
T, 2 WA TS SR, T U T N AR S R A R O R AT I K. AGL B 5 2 R
MIEER B, Bef SR S I 2 HE ST R S G a- B RIE T BRI 1), MTIHIH] o7 %5 05 T B IR 4% 1k
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Figure 1. Pharmacological mechanism of a-glucosidase inhibitors
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Figure 2. Representative structures of a-glucosidase inhibitors
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AN BRI R A AR RN GV I 2 W TC 4 o- AR TR 2 fR117], B W38 A B T R 7l 2 B
B AR GIIE AT R R AR KD T AE (18], TEWEIREAR 00 2 A 72 AR & SUR RS0, AT = A2 B IR B AN
HEVE 5 RN o an ] BRI T AN [N A 1 A 7 2 a5

ERZF LY il g, AR SRS A WA ST, EERdusEdfEd, HRIrx
INGER R L Z A G R G B F, 98) TR RN R o, RS b, IR B
HERROMEM B, RSP ERNRSE R TR s o MalTmNEasSs, BIREWAR
BSOS ). TE0 TR 07 NS L R, BRI RIS M2 IR SE A S5k
HEE, BES oM AR R QRS S, XA ERR R G B S g N o S R
T REAE B AENETE . M ZEAR A AME NS b, BRI RGP T AR T &M
BERECE R, EEABARIA RN . B, RIRF=P IR 2 M5 45 MR IR SE B ] o~ 45 B 1
R AR, B AR v 1) 2 S Ok g 5 2 B 45 )t A E S 2 R HE 4] oo 81 267 00 1 VR FH (0 o
FAI[19]0 N A B B I W B 210 2R S DK P 565 0 B 45 R T 2450 - 3 B0 M 55 8T 4% 38 R KL %D i R4 o
o-FIEHE T REETEE ], I BRI S i R I BRI R O B[20], BRIk, BRI 4R 4544 1 H7 AL
AGI HA ) [ R 7L AT 5% o

3. MRAFIREI TS BUER o AR PEEEHIHI

MR =W R SR A ) B = AN B 2 Fh2G B0 1, i db Pust s umsg AL s R
FHEE(21], FERMEERAYRZGEAER T2, (BN o %) 051 B v K. BRIk, BFFE N Rt
FINE TR E ST T Miclas, DU B B A B A sl v AT 4.

3.1. BERTEWY

B HE ROV -a-E R 2-1, 9 T3 d& 22X o B RS vEPE, T S AAE
IR ALk el e F10) 5 AL B B 5 ON T MR IR RN ER B AR S5 44 [22], Wi BIRTAED 1 (R D)X BRBH M 24 R R
BE(ICso = 6.24 £ 0.07 uM), FRILH A B FIHIITE 1, L0 N B AR BE BEIIHE R 1 — . RO R AR,
1AL ESINGR 7. ks R am TR A Re g it — D3 M AR A iE 1, Bt B SR R A7
TE2 AT A B AN T PR PR PG . AR BE SRAAR P8 miE e T BB, Torar S5 N TE H I 2 5238 0 2
WA AT A ) AR T M S (A VS 2 (23] 0 MUOR RIF T 45 SRR B, 5 M MR e A 3% 42 1 2R BB T
ARIEFZMFEN o T FIPNHITE T, S8 AR AEY 2 GE D EA S MmiE . AR a A se 5
L ZRITAEYEA BEMH AR RAERKEN, RZFUEWEA —EMEEEH. 1Ak,
Gabr 25 NAER E RS EGIN T IRIFBEMREER[24], FT& GH BUATAEY) 3 (6 DIRFER L 22 1 m )
W, ERVIATED ARSI BN SIS R R I H BAR B EIE o Taha 8 NG R T & 5 R B
KT 4 (55 1) [25], MRS RER, BAXGREEEMMATAEY 4 SR B R AEMSHNETE, 1CsoE R
1.10 + 0.01 pM,

Table 1. Coumarin and flavonoid derivatives
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Compound number Compounds ICso
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NN
2 infLN \\g o 38.25+0.12 uM
0o \

F
o__0O
3 S 0.39 +0.02 uyM
QOH
r
OH
K©/OH
4 o HN’LI 1.10£0.01 pM
(0] ‘ O
5 1.26£0.01 pM
6 0.89 +0.03 uM
7 H 1.02£0.2 pM
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OH

RIS AT L, 7 B A (0 S5 A S Al B 5 N WM S 28T Ak, RENE A AR T BRI
VIRt a-HETREEF BRI EE L, BRUCLASE, ORI AGI FEIWEREUN, FFEAT #5050 A L 20 g
AR A R
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3.2. EHERHTEY

B G LL 2- R I R F % OB R, SRR A YR — R BTN o 40 08 B S 14 1Y)
AGI. Taha % N4 p— R ERIBEEATAEM25], BA =FITIEBURIERMRTAEY 5 (8 DEERIFH
HIHEYE, HICsofH N 1.26£0.01 pM. Aaron 55 NG A I BR 2R AT A= P [26], 2540 & A 2R3
4RI R AR LAY 6 (G5 1) Hi -5 PH X6 R 24 B R MR T 4 1, 3L 1Cso fH 0.89 +
0.03 uM. HRBOR R AT R BN, 4-FURIERENS A BN A S VIX o- I T HE EF B A 30 HI/E A o Jamil 8 A
TETEASE ) B gl NOK R FER S50 (27], &R RAVETEY, BEARSR L&/ 2N REMATEY 7 (&
DEA B i imsE e, L 1Cs (A8 1.02 £0.2 pM.

DA EWRFEEE R0, LUK BRI R IR R S AR 1 R A IR g W B iy 1 S WA AT AR W Ml is o, TR
FH - [ A7 AR RE R 38 T AR M 03 v, 3R I R B 2R R J- R G5 A v DIVE B Y AGT 70 T3 22 .

4. AILERH «-EEEEEHIHIF
4.1. BBRETEY

I ¥ SR A N RS K B 2SN I 2 AR T (28], B MA RS L ILE RG L RIE RS
PUR S PUHRAAGUR GG Z DK 7ECHPR HIHT R AGL V205 AT A VIR B B2 1) o7
w PR B -

Taha S5 N\ REWGI MR IR B 5 05 A BEONIRY), 1381 17 — RAIMIMATAEYI25]. b, BA 2-MWER KL
B 8 (R 2) BAT RS (N o- TP BEE Y, 3L ICso 1608 2.3 uMe 7 TRHESREKY], (LEY) 8 45
PR IERENS 5 o AR T B R 1 250 T B AL 5 B Arg 439 Asp 214 AT Glu 276 M4 15, AT &A%
SRASANENEYE . Taha S5 NIEBTHE R R I =W - B8 RS RTAED25], SRAT AR DL s 401
T, A9 (5 2 ICs 1679 2.00 pM,  SET-REHERIL . 7> T X4 RR ], ATA4 v | 5 1
MR AR RENS 5 o1 0 D HF B R A5 M P A 2 A T R AR RR ISR Al 1, AT ™ A s AR VR

Table 2. Indole derivatives

2. BIRITEY

Compound number Compounds ICso

O
I i
N—N
8 NoOH LQQH 23 1M
OH

N-N
Ny /N7
HN \ O O
9 O 2.00 uM
=
W)
N S

10 ] N _NH R=Br.CI.CF3 5.4-7.6 uYM
(Lo~
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5)
1 N 0.53 uM
” W
O
~

Naureen 5 NFEW|MSE 4 5 NBKIEIE D, & — FR BRI - WSIRZR SN o 380 67 1 1 410 11 75
(297 Ferbr, MSIWRFA_EIEA SR 7 5L = 5P S RO 54 10 (G5 2)2 F 20 AGL, SFT-RECRAHEL,
ICso {9 5.4~7.6 uM o TTIANE A3 W L 22k [ B2 A A f 22 [T FR) A6 45 DU B0 2 3 1

Solangi ¥ NHIE N TA B, 18— RIS - P IEAT A, IXLERTEMIBAN R RO L 72 i e
W[30]. ASMINE LI S5 SRR, XEAT AN BA BERIMEENE, e a¥oy 11 (& 2t . X
CE M ST 7> TR, SRR, PRI AN A A S5 M BENS 0 E MR 55 o T &1 WE 1T
MasarEM . Hr, BINILHY oW EHE ST Phe 157 B4 nn B8, WEHESHHNEE TS
Arg 212 BRAETU AR, 1F n-n BAVEBKENT, WEWS o ME MRS & MRS, Nt
11 ELAT 5 (I o 10 2 B B 1

gi bR, WIMATEYISE AGT BAT RUFAIHMEEPE R LR A, FEN DRI ) 254 il B 51 AIE—
WERT I IS S A A M, IR RENS B 8 MR AT B 5 o- B BT RO 45 1

4.2. WB|EGTEH

WS e A SRy W Rk () A ) fEL - S5 AR, R FE N T V2 SR VR W WA AR ) FE R T W R 96 7 T R3S 1 [3 1]
Mphahlele 5 NG T — R 7-75 25 7-75 2 LR FER 7-55 25 2R FE-5-1R-3- F L0 M FT A2 9) 12 13 71 14
(35 3) [32], IXEEATAYIIIRIH RIGHHIHIENE, H ICs 4 0.42~51.51 uM. JETESS K, 7Emmk
I 7-B1 FEBINTRIE . SR MR IR SRR IRIE RS, AT AR I B 4 e . L KNI
JF PR CRFERTAD) 14> R OKGIATHEY 13> FREEATAEY) 12, MRCCR ST RGN, WRER )
TC BRI KAEAMHNEE A2 O EE R, Ton S BRI S o- G BE R O R4 G 1EH, Rk
LT B Z B IEAB R AT AR 14 RIS ok R A0 Vs Ak

Table 3. Indazole derivatives

5% 3. WELTEY

DOI: 10.12677/pi.2025.144027 23

Compound number Compounds ICso
Br
PN
N
12 H 51.51 yM
Br
LY
N
H
13 N 3432 M
3

k7 ket


https://doi.org/10.12677/pi.2025.144027

Bty 5%

gk

14 I 0.42 M

4.3. FHBREETEN

IR IR IR PR AT AR B I 2 R 510 [33 ], AR NI R BB 2], T2 AAE T2 4
Yoy e DARFFIRME G REAZ Tt 8T 8 AGT B R 47 i i vg %

Arshad %5 N\ DA AN &P 05 RIEAE R JERE, G T — R 505 HRIFOREAT A [34]. Horr, (AW
15 (% H)BAREFHAMEEGE, 3 ICso M 38 uM. IRIEHIREE RONTEE RER, FKIHKMIFREN S o-
7% BEH G 1) Phe 300 I Arg 439 FkALidid S E H B %456 . [FI, RN B o S Bk — 2 m
W IENS o HE RN G R ), SMTTAEMEA B IGENEE. Ozl % ANAR T — RIIHKIH,
WKIRATAEAI[35]0 AR RAF TS5 TR, R REAE G SRR IR IR 5 o- B AT HE T BRI 45 5 B8
Hrp, (B 16 (R 4) R IEER I AGL, 3 1Cso /54 10.5 uM. Taha fil Arshad 5 A& — R V2K K
MERTAEM25] [36]. Fodt, ZRIR EEAWCE TR G 17 A1 18 (8 ORI 7 BHHIEH: . Ozl
SN AT — R VIR RIS IR ) A R BREAT A= (37], Hodr, A6&9 19 (ICso fH 2N 2.21 uM)FiIfL
H ) 20 (ICso B 2.25 uM) (¢ 4RI B FIFIHENE M . BRI as R, ZKIFBRMEIR, IR
R RO IR R R S I SR T A S o- R AT R A AR S, NI SR . Aroua SR NAK
T — RBIR B 75 IR F R AT AR [38], AT AE AT X o- 11 1 W5 PRGN o K7y T8 07 X0 EE S0 o 1
HAp&H— MRS 21 (7 HEABGRMIHIER . ZAEPH ICso fEN 11.02 £ 0.04 pM,
SIORST v P

Table 4. Benzimidazole derivatives

T 4. RFHRMLTEY

Compound number Compounds ICso

Br N
N
H

N
ATy ¢
N
16 10.5 uM
oﬁ)
Cl
Cl
N
17 N 5.3 uM
N
H
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N

18 ©: D 8.3 uM
N
H

N
19 ﬁN H 221 pM

N
20 (\N H 2.25 uM

@]
N
21 \>_©70H 11.02 £0.04 uM
N
H

gi bRk, DIZRIFBKME N O AR Bt ) AGT R I REFRIHISHIER, &AM AR T 1 e
IBEUS A o) M B R 1 B OB R S IR SR B A s AT T AT/ E RIS . DL X et
FCUER T 28 R MR 25 440 RE 4% VAR - ] 260 10 I PO 1R B 14T

4.4. EEREUE, DEDERALERETEY

WM A 7S TG B BRI B, FH W NE AR A R AR [39] . Abuelizz 58 NG T — FR A1 = Meng R IRk AT
W, FEREY T ATAEIVE T AGT HIAENETE[40]. e, A EW 22 (G5 5) BRI RIRIN o~ A R
BEAMEIVE 1, 1Cso {4 12.70 + 1.87 Mo 70 FXF e85 AR I, SRR — 0190 T — e Menen fir T A
LHEE AR e, WG T AT S o- WA RO G, SR EY A B RmsEtE. 282
MEENG R T — RFH BRI AT A (41], s A SN IE S0 PEAN T ATAEIRT o %0 15 EF e )
Wi1. ERTERBIL G, BURE: A s e HE 1 S A (0 A G 0 2 D0t BRS04 E L, 1Cso 1B 1A
12.50+0.10 pM A1 15.60+0.10 uMo ShrifEMAHLL, # BRI EY) 23 (£ 5) R H i i i sIvE A,
ICso {4 12.50 + 0.10 pM. RO RHTRIA, I B0 4 A7 R E SR G 177 A= P A 40 it 1 1

g FIRLE e 0 B 7S 70 & WA B B2, DX AE T e 1R 7/ U Ak T RIS [42], T b s 1) 7 1 2805
TR T XL AL B [43] . Sree 55 NLEMSIE AL IR S5 14 b 5] N R RIR Eh 2544 [44], (&1 24 F
25 (5 S)RHLH B AAmEETE, K ICso {82051 28.00 £ 1.99 uM A1 32.00 £2.11 pM. Shafqat 25 A &1t
I B R YR TF = -4-FE L R AT A [45], B AR BRIIAL &) 26 (5 5) s th B i (40
HilE T, e ICso fHA 29.75 + 0.14 uM, X2 H T RN 7 A RIBKIER, InsssiK/EHAF T
4 FEEABKOENSSE, WS TATEYS o ME R EMNS GIERH, BERIISE1EHE M
TARTAE BN RIE .
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Table 5. Quinazoline, pyrimidine, and pyrazine derivatives

5. EEREME, TEOERALBRGT )

Compound number Compounds ICso

<)
N:g\‘
N o)
2 ¥ 12.70 + 1.87 uM
N\/\/N
o)
Cl
N
23 ©;g: 12.50 £0.10 uM

NH

>
0

\

O N o \b 28.00+1.99 uyM
N/)\/\(j/OCHQ,
oﬁp
N o
25 X NN \©\ 3200211 uM
NO,
N >OH

H
O\é,N
(@] \b
26 29.75 £ 0.14 uyM
N
N
NE

PRI, AN TOE R I R W0 AT AT A W (R RE R I L 2 28 1) oo R 6 W I A V5 12
INGERIFERTEN S o- B EIRE BB LS5 S IR R B EUE R, BGIESE 2R A a5 28 AGI
RAFE LT Y % 02525 4]

4.5. $PFE—EAEL I BRGTEY

N-HUARRR QB2 — Y IBE I e S FLAT AR A A = 245 28 7 A o (1 — R L ZE eh Rl Ak [46], MHY 2. RZ
PUR AT B 2540 LA N-BUAR 4828 — B O AZ OB 3. TRk, BHIE L4 rh it JE 482K — F I L
FERT A WAL BURE PRI 5 T PR 265 AL

Latif 5 A\ BLAT A = F I e AN R B D JEURH 471, Bl 1 B AU i SR A A0 — BRI AT a7 . B
AL EY 27 (& 6)fFN AGE BoR th REFRHMEEYE, o ICso (59 5.4 M. BEAN, 70 TRHEZER TR

24 Cl
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B, AW 27 BIARIR B G A AL T o % BE E R Phe 157 Phe 177 I Leu 218 BRI H B 7K
FIS e, IR BRI A T e (K 8, ISR T &Y 27 5 o BB BRI R4S &, B se T
&9 27 FIPNEEYE . Askarzadeh 25 AJF R HHT Y AGT /248 2K — G W e A< sk e i AE 481, e,
BRI MENE LAY 28, HICso N 52 uM. 2 TXHEEEE R EoR, LEW 28 (5 6)IIA A —H
T 0 i 2 (A BB A% R o8] 21 B L B R 1Y) Phe 311 BRESTE BUBK A BAE . BiKAE R INGE T &5 o
BIVEEREIZE G, AR T AP0 o5 20 Bl H B st AV H

Table 6. Phthalimide derivatives
6. PER_HEBTBRLTEM

Compound number Compounds ICso

cl
o
o 0
27 N—/ 5.4 M
H
° T

o) o Q
N N O

28 ‘\—/% 52 uM
O

-

O

AR2R B RATAEME R Y AGL, RILH rR SRR, A TR 2 T A A B U
IEERI) AGL, HHAR RUNA R IR N FEBNP) LI T b, e Rl 254 F T B PR A B /N B
SIS EE R, ER) R4 N SRR S S B A O AR MG, IR E A AL AR bR g
ARIEH . BT WL, AR2K = R AT A2 AGT BEPERAR
4.6. BRLABROTE

FELL(1H-M -2, 3- )& —Fh R A1), MFCONBERETF, Sesinl H TR S g s, — Lk
B AP A AL I 2000 B e £ 45 #4496

Rahim %5 NG BT — RAVBELLBEMATAEY[50]. Horpr, BAABUFMHIETE S 29 (32 7)) 1Cso fH
N 22 uM. TG RN, LAY 29 FIIBTA SRS S o- R AT EE R Arg 212 BRIEEIE A
H, HIEY 29 R 5 o- M AN EIE R %456, UL EAABUF MAHNE T . 52 WA AR IR 3-F
b i 5 3-JFEE - BELLAT 4 & [N, 1326l - BELLATAEMS1], ERTERINATAD T, WEY) 30
(G2 7YMENE TR AT, o ICso (AN 3.18 uMoe 73 FARHEF LS T R, AE) 30 125 0 i 1 25 (4] Fi e 41
715 Phe 300, Arg 312 Fl Asp 349 BRI T non IHUHE, n-n BEFFEMELEY 30 5 o B A HEE
g4 6 5 INf2 € - Solangi %6 AR Hantzsch SSIABR T BELL - MERRATAMI[52], & RUATAED) R I
RAUFH o 2T PR BEI0 6 77, 3 ICs [EVERIN 20.76 £0.17 uM & 27.76 £0.17 pM. 7EHEZL - B A JREL
REREY) 31 (& R RFHHHITER, 1CsofE N 20.76 £0.17 uM.
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Table 7. Isatin hydrazone derivatives
7. BRARITEY

Compound number Compounds ICso

Cl

cl

o)
29 2.2 M
N,
i

H
(Lo
N
H
0
i{ »—OH
/| \o
NN
0
N
&}?:>

3.18 M

31 N-NH 20.76 £0.17 yM
/

BELLIFATAE S AGE B RAFIANHIEYE, SE4 S5 R oA BV EUA n-n JLHEEESE 5 o H1 27 W 1T I
R, RN, WA BN MR m TRTEYIANHE . BGEY] TRIF I E x T
TR AGI BT EESH R L.

4.7. K. ERETES

IR IR AT AR A B B B VR, T R I HH R I B PRV 98 7531, BRI 2 Tt AN )iz
KVE[54].

Taha %5 NG T — RYIGEEIRTFIRIENE — M7 A [25]. WG TEINALS REW], (&Y 32 (3¢ 8)fuR
B R A 7, AL ICso A 12 pM, AT BT R ZG BT R i b . RS Nl Suzuki IR
LN B EAR IR FR i (28 PR 5 IR, 1581 T — R 51 AR R IR A% OB 2R 8 28 AGIE[55]. o,
A 33 F1 34 (52 8)RAMHE M f b FIAT AN, FL ICso {41 718 9.8 uM A1 10.5 uM. A9 33 RILH
SESANHIER, ©5 o 8RR RS A ORI Glu 277, Asp 352, Arg 315, Glu411. Asn 415 Fll
Arg 442 TR ESE, SEGAAEIGE THEY 33 5 o- R A PEH R 45 5 /1. Mphahlele 25 N5 5-24
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Fif 56-2- 05 Fe-6- 32 FE IR IR RT A D [56]. TEIZRIULEYH, ED 34 (K 8)B/RH RIEFI) a-H & EH
BRI, L ICso M 0.78 £0.31 pM. 3 FAHEGREH, LAY 35 M2 MR A5 o5 & 05
Fg 5% %L Phe 177 Tyr 71 F Phe 311 JERL n-n AHEAEH, F3F B WAL S Tyr 313 JE R E FAH B
YER, MIE7SALE9) 34 B BIFRIHITEE . Deloguden 25 A4 i — R HIFRFEAL I 2-28 4 Ik
WTAEI[S57], OB AR AMNEENRR SRR T T T AN o G FEE BRI AE 11 . 45 3R, Fré ki)
FTAPIRT o-H AR R A BRI HEE. o, A 36 (& 8)Bon i sm M HlHIEM, 1Cso A
0.83 uM. WK RIFFLE RR, REUREBEATERIS B2 F R R R A 83 s AT A sliE e . o
NG IR T — RYZE I EMI R RATEYI[51]. Hod, AW 37 (£ )£ RIFN oM & K S
FOHIF, o ICso A 31.33 uMe H FRHELE R EIR, 4-FRAREIRILLE S IEHRUK DASHREE, R IFIERIR
AL T4 Phe 157, Phe 300 ZE:AL Bl BiK 48, BKIEHZTTAEYS o-MiEFEHIE DS 6 BH K
R

Table 8. Benzofuran and oxazole derivatives

8. HARRME, IEHITEY

Compound number Compounds ICso

\
)N\ NoH

F
SO,
33 O 9.8 UM
H,CO o
‘)ﬂlo
10 O o
34 10.5 uM
;CHS

0 OCHs

(0]
. s
HO
« Cr
O
Br

0.78 +0.31 uM

OH 0.83 uM

37 o @ 3133 M
Crpd
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FKIFURNE . BEMEATAEMIE N AGL AR & AR RN S o- M ATREE B 2R 1 R BRI 45 A 1R
A, AEAG AT A BAT 535 B o981 20 B P B A1 1

4.8. FHEMITEY

IR WM S Y R PR R ME R IR AL S R PR 51 . 56 RS N R — R VIR R e — = MeAi7 A= W3R I
R AR PE[45]. EIXESRTAEYT, T4 38 (£ O IIHITEE RS, e ICso B4 20.7 uM. 43Tt
AR o, T4 38 IR FEMEMESE ] 5 o7 %) B 7B 1Y) His 239 #1 Phe 157 BRIETE A% n-m B, M
MrEAMEAEH, 46%% . Khan FE RS NG R GIZRIEEEME ST BATAP[22] [36]. AAME TN
SERRM, A AT AR B T o5 %0 RIS 1 . ATAEY 39 F1 40 (42 )R I B o & bE
HFREAMHETE, e ICso 20515 22 uM A1 10 pM. Tilekar 2522 & B2 FHBERR () 5-3F 6 3E-2, 4188
MERER AT AE[20], AT T BREEIIASESS, Z5RRMHEAR 5, 6- HIA 4- ST HUREERIML &4 41 (£ 9)
A BERHENETE, 1CsoHR 29.91 £0.82 uM.

Table 9. Benzothiazole derivatives

FO. EHABEMETEY

Compound number Compounds ICso
S
S N
38 @[,\%_ =N 20.7 uM
\_N
Br

S
5 o 22
ol N
H

QS H
40 N/)\/\/\g/N l 10 M
S OQ/\\IS =
41 )—NH 29.91 +0.82 uM
N }._/ O cl

FIFWEMERTAENIZE AGE MGG TERLs, FRIRDUZRIFEMERENE 5 o-H R B BR (S
XD TR A IESE 1A A RIVE T R AGI R0 B B2 TAT Y

5. &ig

AGI REMSAT RA= 8 5 AT REIT 08T R BS54 (K 5 T 7L 5 10 ORI R B 55 2B i 1Y
AGT K250 BAT R ) B ORI IS ] S b AT 7™ 00 P AN RS, BR 1) 17l R . F
FIFRIA G 5 5 D HERUAN S B IR I 45 W BOETE -

A A R R O R BT 5 A ONT B AGI R A AR SCHR , V498 3L 40 1 77 B A ROk R ATEAE
RIFIZ AL E R AG % OB ZRIAT AR I REF e . ACESAHT 13 K
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RPN AGI IS MR i BRI A IR S MR R AN o0 20 W5 B AR A AR I BB A o BT BRI 2 3R
25 AGL RAEHNHIEF LR I NG5 RENE 5 o8 TN B 10 O S R IR R I P A 85 A B, T
BHS 2RSS o- M EPEEREIIRE ). 23905 T 1 BN o5 %108 7 B 23 fif 22 B (4 FH M
PEAR R IMRNE 1, DAZERE 2 BURE R R S MO KT b T IEH VS I A . R, IR H T3 B A AR RES
ISR FAE AR, 328 R A AR AR AN o- R AT RE B I0VE . HAT, EEXEHT AR AR 2K AGT )
O E PR FAT 32 B R T AR S ) SR B B o AN TR R A B o B D1 A TR T o-
WA PTG S ERM G RAAE—EER, LG 1EH M58 2 S50 UEd il LASHIE . thah, G IR A
AR R ARSI, RS TP AYIT R SR . R R R R SRR I I
AGI Wt A i 5 fiff o i B 22 77 1) o

LR, JFRFTRLRIE AN AGT F LLVATTRE R I 70 CLEUAS 38 7 AL, A ST BB B AGI 1)
PERIMLH], VA9 BAG 2 s AR A R R BATEMIRI B R, R TE 238 AGL I LASGHEL
A HERIIRTT 7 IR 5 2 EMME .
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