
90o

23H

TGR5

Cytosol

Gαs

Nb35
Gβ

Gγ

TGR5

Gαs

Gβ

Gγ

23H

L394

Y358

L388

L393
Y391

L189

I199

α5

Q195 A113

V114

Q384

T350

L394

R385 R380

Y391

H387

β6α4
α5

a b

c

d

e

f

Y240

E169

L97

F96

P69

TM1

Extracellular

TM5

Extension

9Å

TM5

TM6

TM3

TM4
ICL2

TM7

TM1
TM2

H8

Cytoplasmic view

β2AR-carazolol inactive

β2AR-Gs active
TGR5-Gs active

H8

-4-6
Agonist  Log [M] 

-8-10-4-6

cA
M

P,
 %

 o
f m

ax

150

100

50

0cA
M

P,
 %

 o
f m

ax

Agonist  Log [M] 
-8-10

150

100

50

0

CA

DLCA

LCA

INT777
23H

CA

DLCA

LCA

INT777
23H

P72

cA
M

P,
 %

 o
f m

ax

150

100

50

0

-5-7
23H  Log [M] 

-9-11-5-7
23H Log [M] 

-9-11

cA
M

P,
 %

 o
f m

ax

150

100

50

0

L97W
L166W

L71W
P69/72A

TGR5-FL TGR5-Truncation

Y240A
E169W

N93Q
WT


