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TH-NMR (300 MHz, DMSO-dg)d : 13.08 (s, 1H); 10.5 (s, 1H); 9.02 (d, J=7.5 Hz, 2H)
; 8.57 (d, J=8.07 Hz, 1H); 8.46 (d, J=7.2 Hz, 2H); 8.34 (d, J=8.1 Hz, 2H); 8.22-
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13.2 (s, 1H); 9.02 (s broad, 2H); 8.61 (d, J=9 Hz, 1H

); 8.42 (s broad, 2H); 8.08 (d, J=9 Hz, 2H); 7.98 (d, J=9 Hz, 2H); 7.55-7.67 (m,
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4H); 6.60 (dd, J=3 Hz, J=9 Hz, 1H); 6.53 (d, J=3 Hz, 1H); 4.03 (t, J=6 Hz, 2H):
1.5-1.86 (m, 2H); 1.32-1.54 (m, 6H); 0.92 (m, 3H).
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TH-NMR (400 MHz, CDCl3)d : 13.2 (s, 1H); 9.27 (s broad, 2H); 8.61 (d, J=9.0 Hz,
1H); 8.35 (s broad, 2H); 8.08 (d, J=8.2 Hz, 2H) 7.97 (d, J=7.6 Hz, 2H); 7.58-7.6
9 (m, 6H); 6.61 (dd, J=2.3 Hz, J=9.0 Hz, 1H); 6.54 (d, J=2.3 Hz, 1H); 3.93 (d, J
=5.6 Hz, 2H); 1.80-1.75 (m, 1H); 1.41-1.53 (m, 8H); 0.90-0.97 (m, 6H)O

O

a
O
g
u

O Ooo0ooooaog

O o0Oo0ooano
I [ [y

O0Ooo0Oooao

OoOooo0ogao

O

t
O
g
u

OOooooaog

oo
Ubdogoobgobooboboboobobobobobooooobobobada
ooooao

oo

u

OH

OH

Ocoo0bOgb00O0OoooooOobObODbOOOoDOooDoooooooOmDODOOO
UddghbO0O0O0O0ODOOO0OO00bOgbbo0obOOoOoO0oOobobOObOOoOooOoDbDoOOnOOd
ooooobOooooooo0oooobooooobooOooooDOoOmIDoODOO
dbgubOobOOobOoobooboboboobooboboboboooooboao
oooooOooooooooooobooooboboooobobooooboobodg

OOoo0oooao

gbogooboboboooobooboobobooooobooboboboooobobonb

10

20

30

50



Oooooogogg
OooooooQgdg
O oo ooogogdg

O Ooooo

OoOoo0oooogod

O0Ooo0oo0ooao
O 0Oo0oooao
OoOooooogod

O

0

O

(45) JP 4563678 B2 2010.10.13

o000 gD oD Do oD oD oD gogoOoao
godoDoo0dodooDodooDododoDoooogoD oo oD oD oo oDooogoaog
OO0
OO0 Do ddO0ooooDoodDoDoDogD DD DU D DO gg oo
godooDoogooaog
00
0
H
U
O O ——(OL 0 O
ShA®

HO OH 0 0
od
gooooobobgooogag molO OO OO0 O0oO0oooOooao g o0oooano mold
OooOmlOO0OO0OO0OO0OOOO0OOOO g oonon molO OO0 0o O0oooogoao
JgodoDoo0dooDoDo0ooDoododoD oo b0 oD oo oD oo oDooog oo
O000o00o0ooooo0oo0o0oooDoDoooo0gooo oD oo oDoDoDoooOoogoano
oo oDoogooono
od

TH-NMR (300 MHz, CDCl3)8 : 13.5 (s, 1H); 9.21 (s broad, 2H); 8.56 (d, J=9 Hz, 1H
); 8.42 (s broad, superimposed), 8.41 (d, J=7.5 Hz, 2H); 7.63-7.50 (m, 4H); 6.88

(d, J=8.1 Hz, 2H); 6.58 (dd, J=2.4 Hz, J=9 Hz, 1H); 6.50 (d, J=2.1 Hz, 1H); 4.2

3 (t, 4H); 4.02 (t, 2H); 1.99-1.95 (m, 4H); 1.89-1.76 (m, 2H); 1.60-1.35 (m, 18
96-0.92 (m, 9H)D
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MHz, CDCI3)d : 13.3 (s, 1H); 9.02 (s broad, 2H); 8.63 (d, J=9.0 Hz,

1H); 8.45 (s broad, 2H); 8.08 (d, J=8.2 Hz, 2H); 7.97 (d, J=8.5 Hz, 2H); 7.56-7.
67 (m, 6H); 6.64 (dd, J=2.5 Hz, J=9 Hz, 1H); 6.54 (d, J=2.5 Hz, 1H); 4.45-4.47 (
m, 2H); 4.20-4.26 (m, 2H); 2.12 (s, 3H)O
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TH-NMR (300 MHz, CDCI3)d : 13.5 (s, 1H); 9.17 (s broad, 2H); 8.61 (d, J=9.0 Hz,

1H); 8.52 (d, J=8.2 Hz, 2H); 8.45 (s broad, superimposed), 7.69-7.57 (m, 4H); 6.
84 (d, J=9.0 Hz, 2H); 6.62 (dd, J=2.4 Hz, J=8.9 Hz, 1H); 6.48 (d, J=2.4 Hz, 1H);
5.06 (g, J=6.7 Hz, 2H); 4.85 (q, J=6.6 Hz, 1H); 4.33-4.18 (m, 6H); 1.82 (d, J=6

10

20

30

40

50



(49) JP 4563678 B2 2010.10.13

.7 Hz, 6H); 1.67 (d, J=6.8 Hz, 3H); 1.31-1.24 (m, 9H)O
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TH-NMR (300 MHz, CDCl3)d : 13.3 (s, 1H); 9.06 (s broad, 2H); 8.59 (d, J=9.0 Hz,

1H); 8.32 (s broad, 2H); 8.11-8.14 (m, 2H); 7.59-7.64 (m, 4H); 6.59 (dd, J=2.4 H

z, J=9.3 Hz, 1H); 6.52 (d, J=2.3 Hz, 1H); 4.03 (t, J=6.6 Hz, 2H); 2.80 (s, 6H);
1.79-1.83 (m, 2H); 1.32-1.47 (m, 2H); 1.33-1.37 (m, 4H); 0.92 (t, J=7.0 Hz, 3H)
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TH-NMR (300 MHz, CDCI3)6 : 13.2 (s, 1H); 8.49 (d, J=8.6 Hz, 1H); 7.98-7.72 (m, 6
H); 7.30-7.48 (m, 6H); 6.48-6.56 (m, 2H); 4.15 (t, J=6.6 Hz, 2H); 4.01 (t, J=6.6
Hz, 2H); 3.98 (s, 3H); 1.85-1.65 (m, 4H); 1.10-1.50 (m, 12H); 0.90-0.92 (m, 3H)
; 0.74-0.78 (m, 3H)O
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: 13.5 (s, 1H); 9.22 (s, broad, 2H); 8.61 (d, J=9.1 Hz,

1H); 8.45 (s, broad, 2H); 8.42 (d, J=9.2 Hz, 2H); 7.55-7.67 (m, 4H); 7.00 (d, J
=8.3 Hz, 2H); 6.61 (dd, J=2.4 Hz, J=8.9 Hz, 1H); 6.54 (d, J=2.4 Hz, 1H); 4.12 (s
, 6H); 4.03 (t, J=6.6 Hz, 2H); 1.77-1.84 (m, 2H); 1.35-1.55 (m, 6H); 0.90-0.94 (

m, 3H)O
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goood
}\omax ODmax
Yo 7| BFEBHED UVA OHF
1-1 A2 347.0 1.48
1-2 A3 346.6 1.39
1-3 A5 357.0 1.23 10
OoOoogoogao
gooooooocgoooggooofoogg ooy oo oo ooy oo oDouooo oo
gogooooooobooogouogoocg oo oot oo o ooy oopbDoooo
OoOoooogaod
goooooooggobooggouogooggoooy oD ooy ooy poDougoo
Oooogood
O000000000000000000000000000A ,000A 0000
oo0o0ogano maXD 0O Perkin-ElmerD O Lambdall 150 0 0 000000 Oo0oooooOoOod
oooad 20
OoOooogoogaog
Oo0ogod
2-1 A2/ HBT-1 70/ 30 348.2 2.00
2-2 A2/ HBT-2 50/ 50 347.1 1.21
2-3 A2/ HPT-1 70/ 30 350.0 1.47
2-4 A2/ HPT-2 50/ 50 345.0 1.79 2
2-5 A3/ HBT-1 70/ 30 348.3 1.81
2-6 A3/ HBT-2 50/ 50 347.4 1.18
2-7 A3/ HPT-1 70/ 30 349.3 1.37
2-8 A3/ HPT-2 50/50 346.0 1.73
2-9 A5 / HBT-1 70/30 355.2 1.29
2-10 A5/ HBT-2 50/ 50 352.1 1.24
2-11 A5 / HPT-1 70/ 30 356.6 1.37
2-12 A5/ HPT-2 50/ 50 348.6 1.56 40
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gogoo
Y7l K10 UVA fit> UVA HEK Amax EBEET
3-1 A2 - - 347.0 5%
3-2 A3 - - 346.6 7%
3-3 A2 HBT-1 70/30 348.2 4%
3-4 A2 HBT-2 50/50 347.1 8%
3-5 A2 HPT-1 70/30 350.0 4%
3-6 A2 HPT-2 50/50 345.0 3%
3-7 A3 HBT-1 70/30 348.3 6%
3-8 A3 HBT-2 50/50 347.4 8%
3-9 A3 HPT-1 70/30 349.3 7%
3-10 A3 HPT-2 50/50 346.0 6%
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P AFEFHDO UVA 1> UVA HEW Amax BERT

4-1 - HBT-2 - 347.6 30%
4-2 A2 - - 347.0 <1%
4-3 A3 - - 346.6 <1%
4-4 A5 - - 358.8 4%
4-5 A2 HBT-1 70/30 348.2 1%
4-7 A2 HPT-1 70/30 350.0 1%
4-8 A2 HPT-2 50/50 345.0 2%
4-9 A3 HBT-1 70/30 348.3 2%

4-11 A3 HPT-1 70/30 349.3 <1%

4-12 A3 HPT-2 50/50 346.0 1%

4-13 A5 HBT-1 70/30 355.2 2%

4-14 A5 HBT-2 50/50 352.1 8%

4-15 A5 HPT-1 70/30 356.6 <1%

4-16 A5 HPT-2 50/50 348.6 1%
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6-1 M-1 TCP 5.15¢g 300 mg 85 mg 260 mg
253 mg 253 mg
6-2 M-2 TCP 5.15¢g 300 mg 85 mg 260 mg
293 mg 586 mg
6-3 M-3 TCP 515¢ 300 mg 85 mg 520 mg
417 mg 208 mg
6-4 Y-1 DBP 5.15¢g 300 mg 340 mg 520 mg
835 mg 278 mg

TCP=Y B Y7LV, DBP=7 XL BYTFIL

oooooo
ooobOooooobOocoooboooooboooao
oooDoo
ooooDao
M-1 M-3
cl Cl

Cl

Cl H
N H 9 OH
\N‘N\N»_@NNO'CMHZQ
(0]
ooOoooao

gboobooooooboobooboboboooobooboobobooboooboobobobao



OO0 oooooooooogogg
oo oo ooo o ooooogoQgg

gbooooooag
oooao
oooooogao
good
gboooogod
oooooooao
Agfal P-940 O O
good
oooooooao
gbooooooag
gbooooooag
gboooogod
oooooogao
good
gono

O
O

O
O

O oOoooo
O oOoooo

oobooooag

ooooao

0 logd EO O

oooao
ooono

|

OO
oo
ao
uo
OO

O oOoooo
O oOoo0ooao
O 0Ooooo
O oOoooo
O oOoooo

£6B: REROBEEDET

(61)

gboobooboboooonog

oooobooooooooooooboooooan
oooobOoooooooooooboooooao

AtlasD 000 0O0O00OO0OCDOOODODODOOO
gbooooboobobooooobobobo
gbooooooboboobooobobobao
gbooouobooboboobooobuobobad
oooooOoooobooooobooooao

BIno0E | finbo UVT 4 1F RER BEET
6-1 - 15 kd/cm? 46%
6-1 5-1 15 kJicm? 30%
6-1 5-2 15 kd/icm? 31%
6-2 - 22,5 kJ/em? 49%
6-2 3-1* 22.5 kd/cm? 30%
6-2 3-2 22.5 kJ/cm? 24%
6-2 3-3 22.5 kJlcm? 25%
6-2 3-4 22.5 kdlcm? 24%
6-2 3-5 22.5 kd/em? 23%
6-2 3-6 22.5 kd/cm? 25%
6-2 3-7 22.5 kJicm? 22%
6-2 3-8 22.5 kJ/cm? 25%
6-2 3-9 22.5 kJ/cm? 22%
6-2 3-10 22.5 kJ/icm? 27%
6-2 5-1 22.5 kJicm? 22%
6-2 5-2 22.5 kJ/iem? 22%
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6-3 - 22.5 kJ/em? 53%
6-3 3-17 22.5 kd/cm? 34%
6-3 3-2 22.5 kd/cm? 29%
6-3 3-3 22.5 kJ/cm? 29%
6-3 3-4 225 kJ/Qm2 23%
6-3 3-5 22.5 kd/cm? 28%
6-3 3-6 22.5 kd/cm? 28%
6-3 3-7 22.5 kd/em? 26%
6-3 3-8 22.5 kJ/cm? 25%
6-3 3-9 22.5 kd/cm? 28%
6-3 3-10 22.5 kd/em? 30%
6-3 5-1 22.5 kJ/iem? 24%
6-3 5-2 22.5 kJ/cm? 25%
6-4 - 15 kd/cm? 43%
6-4 3-1* 15 kJ/cm? 23%
6-4 3-2 15 kJ/cm? 21%
6-4 3-3 15 kd/cm? 21%
6-4 3-4 15 kJ/cm? 17%
6-4 3-5 15 kJ/cm? 19%
6-4 5-1 15 kd/cm? 19%
6-4 5-2 15 kJ/cm? 18%
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ogoooad

FK8a : O, 1200 R2000 DR BE®RD 20° %R
(UVCON (B &% mtE), UVB-313)

0 HFfH 1200 k#fd 2000 k#f
FELE 91 16
1.5% fL&¥ A2 92 91 83
1.5% L&Y A5 92 92 79
1.5% fL&% A3 91 86 72 10

#8b : HALSEMABDRI-BED., BRBOBMED 20° MR

0 K§fE 1200 K¢ 2000 m# 3200 FFlH
FEEEN o1 16
1.5% &% A2 92 92 92 87
+ 1% HALS 20
1.5% {L&% A5 92 92 92 82
+ 1% HALS
1.5% L% A3 92 92 92 88
+ 1% HALS
1% HALS 92 89 68 17
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