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Supplemental Table 1. Overview of potency and intrinsic activity values in a -
arrestin2 recruitment and CRE-luciferase assay. Intrinsic activity is calculated as
percentage of maximal histamine (HA) response. Data shown are pooled data from at

least three experiments performed in duplicate. Error bars indicate SEM values.

Supplemental Figure 1. Effect of different basic side chains influence compound
intrinsic activity in B-arrestin2 recruitment. U20S-H4R cells were stimulated with
indicated amount of indolecarboxamides. A) R5-Cl, R7-CH; B) R7-F C) R7-CHs.
Intrinsic activity is plotted as percentage of maximal histamine (HA) response. Data
shown are pooled data from at least three experiments performed in duplicate. Error

bars indicate SEM values.



Compound B-arrestin2 recruitment Compound B-arrestin2 recruitment
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"NB. 75 is the only compound that displays agonism in CRE luciferase assay:

Eff=105+5%, pECs0=6.4+0.1




14
E H3/N\J \Nﬁwq
m F\N.: o, :. Zay
n 3
E™S [=} n < [y}
wn n wn n
* < O <o

Basic Chain

[$)

] ) ] |} ]
o 0 (= e o
o N~ e) N

< (VH% Ayanoe orsuriuy)
juawinioal zZuiysaie-g

Supplemental Figure 1

Structure

Basic Chain

|
-7
log [compound] M

| | || || || ||
o n o 7o) o
—_ m N~ 0 N
M (VH% AnAnoe oisurnuy)
Jusawiinioal Zunsalie-g

Structure
‘{N—_l\}'l
8
!
7\
o
jog

Basic Chain

log [compound] M

] ) ] ) ]
(=] 0 (=] n o
o ~ e N

O (WH% Auanoe ojsuyuy)
juswiinioal Zuiysadie-d

] ] ]
-8 -7 -6
log [compound] M

J
-9

-10



	SN121123_Supplemental data.pdf
	SN121110_JNJ analogues_BJP_Supplementary table
	SN121123_NovartisII_Supplemental Figure 1 kopie

