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(S)-methyl 2-(4-benzoylphenoxy)propanoate (S)-6
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methyl (5)-2-(4-(2,2,2-trifluoroacetyl)phenoxy)propanoate (S5)-33
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O

3 : OMe
3 OW
o L - 1.97 __—8.062
o o T >~—8.027
=3 - _ 1.97 —— 6.986
= 3 - T T~— 6.952
o o
o O

= 4.944
= — __—1.00 j4.919
< 4 - Y4.894

= 4.868
~
S 3.04
oE % - 3.782
w
o
o
< 3 _ _ 2.99 _—1.694

= q T~ 1.668
— 3
o 3

Jro
o g
.iz L
(e}
o
(an)
= B __—179.066
= - >~—178.556
3 - —— 171.410
(an)
—_ - —— 163.219
N
(an)
—
o
(an)
—
[N
(an)
= - —  123.399
w -
pG= | S /123226
R | — _——118.933
— - - =—115.159
==F %114.649
— 110.356
(an)
(an]
e}
(a]

<4
o
(an]
=3 - —— 72.518
(an)
N
(an)
o - —— 52.518
(an]
[N
(an]
3
[\NS)
= - —— 18.257
—
(an)
{:

o =%

46



methyl (5)-4-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoate (S)-34
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methyl (R)-2-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoate (R)-34
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(8)-4-(2-(2,2,2-trifluoroacetyl)phenoxy)propanoic acid (S)-35
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(R)-4-(2-(2,2,2-trifluoroacetyl)phenoxy)propanoic acid (R)-35
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(8)-2-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoic acid (S)-36
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(R)-2-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoic acid (R)-36
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tert-butyl (5)-2-(4-(2,2,2-trifluoroacetyl)phenoxy)propanoate (S)-37
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tert-butyl (R)-2-(4-(2,2,2-trifluoroacetyl)phenoxy)propanoate (R)-37
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tert-butyl (S)-2-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoate (S5)-38
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tert-butyl (R)-2-(3-(2,2,2-trifluoroacetyl)phenoxy)propanoate (R)-38
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2-(1,3-dithian-2-yl)phenol 40
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methyl (5)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoate (S)-41
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methyl (R)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoate (R)-41
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(8)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoic acid (S)-42
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(R)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoic acid (R)-42
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tert-butyl (S5)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoate (S)-43
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tert-butyl (R)-2-(2-(1,3-dithian-2-yl)phenoxy)propanoate (R)-43
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tert-butyl (S5)-2-(2-formylphenoxy)propanoate (S)-44
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tert-butyl (R)-2-(2-formylphenoxy)propanoate (R)-44
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tert-butyl (5)-2-(2-(2,2,2-trifluoroacetyl)phenoxy)propanoate (S)-45
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tert-butyl (R)-2-(2-(2,2,2-trifluoroacetyl)phenoxy)propanoate (R)-45
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tert-butyl (5)-2-(4-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (5)-46
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tert-butyl (5)-2-(3-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (R)-46
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tert-butyl (5)-2-(3-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (S)-47
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tert-butyl (R)-2-(3-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (R)-47
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tert-butyl (5)-2-(2-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (S5)-48
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tert-butyl (R)-2-(2-(2,2,2-trifluoro-1-(hydroxyimino)ethyl)phenoxy)propanoate (R)-48
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(S)-tert-butyl 2-(4-(2,2,2-trifluoro-1-((tosyloxy)imino)ethyl)phenoxy)propanoate (S)-49
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(R)-tert-butyl 2-(4-(2,2,2-trifluoro-1-((tosyloxy)imino)ethyl)phenoxy)propanoate (R)-49
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tert-butyl (S)-2-(3-(2,2,2-trifluoro-1-((tosyloxy)imino)ethyl)phenoxy)propanoate (S)-50
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tert-butyl (R)-2-(3-(2,2,2-trifluoro-1-((tosyloxy)imino)ethyl)phenoxy)propanoate (R)-50
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tert-butyl (5)-2-(2-(2,2,2-trifluoro-1-((tosyloxy)imino)ethyl)phenoxy)propanoate (S)-51
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(S)-tert-butyl 2-(4-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (S)-52
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(R)-tert-butyl 2-(4-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (R)-52
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tert-butyl (5)-2-(3-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (S)-53
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tert-butyl (R)-2-(3-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (R)-53

08 0°6

0L

0°9

0°§

0°F

0°¢

0°¢

01

0°0

0 0T 0C 0t 0F 09 09 OL 08 06 OOTOQTTOCTOETOFPTOSTO9TOLT08TO06T

ndd

ndd

e
I

_ - 1.14

PEEN

8.90=<_
X

AN

S

.345
.316
.287
.228
.200
122
.949
.925

(WO INIENEENIENIENIEN|

.676
.651
.625
.599

N

.742

.176

.605
.579
.436

170.925

157.890

133.054
129.904
125.513
121.417
120.874
116.771
114.632

82.148

83

Al

72.847

58.143
57.616

27.871

18.380

HN-NH
CF;

O/ﬁ]/OIBu



tert-butyl (5)-2-(2-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (S)-54
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tert-butyl (R)-2-(2-(3-(trifluoromethyl)diaziridin-3-yl)phenoxy)propanoate (R)-54
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(S)-tert-butyl 4-(4-(3-(trifluoromethyl)-3 H-diazirin-3-yl)phenoxy)propanoate (S)-55
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Cellular response of each photophore containing lactisole derivatives
against the cells expressing the WT sweet taste receptor.

All data were normalized by the cellular response against 1 mM aspartame and were
fitted to Hill’s equation, which was drawn using Clampfit 9.2 (Molecular Devices,
Palo Alto, CA, USA), and ICsy values were calculated from a dose-response curve.

Data are shown as the mean = SEM (n = 4).
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B) Azide-based lactisole derivatives
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