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S (=X, R R? R® R X

[ 1 -CH=CH; 4-(-O-CHoCH(OH)CH2>- H H CH;
[ 1-E'A Y20 )

"2 -CH=CH; 3-(-0-CH,CH(OH)CH- H H CH;
: N(CHa)2)

'3 _CH=CH, 4-(-O-CH,CH(OH)CH- H  H CH;
E N(CHa)z)

.4 -CH=CH 2-(-0-CH,CH(OH)CH,- H H CH;
: N(CHa)2)

. T -CHCH(-OCH,CHs),  2-OCHs) H H CH;
[ 8  -CHC(OH 2-(-OCHs) H H CH;
: 9 ~(CH2)2-N(CH3)((CHz)>-  2-(-OCHpa) H H CH;
[ OH)

: 10 H 4-(-0-CHCH2-NHCH3)  H H CH;
[

[ 11 -(CH2)s- 3-Br H H CH:
[ N(CH3)(CH,C=CH)

.13 BARYU-1-qL 3-Br H H CH;
[ 14 -(CHa)-NH(CHa) 3-Br H H CH;
[ 19  ~(CH,)s-N(CHa), 4-(-O-CH,CH(OH)CH- H H CH;
[ N(CHa)2)

[ 20 -(CH2)s-N(CHa) 2-(-O-CH,CH(OH)CH2- H H CH;
[ N(CHa))

" 21 (CHy)-OH 2-(-O-CH,CH(OH)CHz- H H CH;
: N(CHa)2)

22 {(CH2)eN(CHy)3-7F/- 3-Br H H CH:
: 1-11)

[ .

.23 (CHpeN(CHg)(3-7#v - 2 H H CH;
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E 24 H -5-(-0-(CH2)s-N(CHs)z) H 2.Br CH:

E 25 Ph 5-(-O-(CHa)sN(CHs)s) H  2-Br CH;

: 26 5LV 2-(-OCHy) H H CH;

: 27 3L 2-(-OCHs) H H CH;

[ 28 3Ly 2.0OH H H CH:

[ 29 3ty 4-OH H H CH;

E 53  ~(CHz)s-OH H H H N:

[ 54  -(CHyp);-OH 2.0-CH; H H N;

[ 55  FRSENOETY-4-{0 2.0-CH, H H CH;

[ 56  5-MLEEEYS Y34 2-O-CHs 5-Cl  H CH;

E 57 5- 2.0-CH, 5C1 H CH;
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E 58  SALNEALEYSY-3-L  2-O-CH3 5-Cl  H: CH;
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: 5  -CH=CH, 2-OH;
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: 6 -CH=CH, 2-(-0-CH.CH(OH)CH2-N(CHa),);
[ 12 -(CH2)3-N(CHs3)2 H;

E 15 H 2.(-0-CH,CH(OH)CH2-N(CHz)2);
[ 16 -(CHyp)2-N(CH2CHa). H;

: 17  -(CH2)N(CH3)(2-7'7v-1-1k) H;
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31 -(CH2)3-N(CHa)2 5-Cl;
32 -(CHz)s-N(CHj3)2 H;

33 ~(CHz)2-N(CH3)(CH.C=CH) 5-Cl;
34  -(CH2)-N(CH3)(2-7'F-1-11) 5-Cl;
35  -(CH2)-N(CHs)(3-7Fv-1-11) 5-Cl;
36  -CH,CH(-O-CH,CHs), 5-Cl;
37  -CH,C(O)H 5-Cl;
38 -(CH2)>-N(CHj3), 5-Cl;
39 -(CH2)2-N(CH3)((CH2)>-N(CH3)2)  5-Cl;
40  ~(CHa)s-1-(4~(CHa)-t'A5 2 L) 5-Cl;
41 ~(CH2)2-N(CH;3)((CHa)2-OH) 5-Cl;
42 -(CH2)-4-ELFYZ) 5-CI;
43 -(CH2)2-1-t'nyy =l 5-Cl;
44 -(CH2)2-N(CH,CH3), 5-Cl;
45  -(CH2)-N(CH3)(CHz-2- 7'IV) 5-Cl;
46  -(CHa)-1-FPY Yzl 5-Cl:
47  -(CH2)3-N(CH3)(CH,CH=CH,) 5-Cl;
48 -(CH2)3-OH 5-Cl;
49  -(CH,)s-N(CHs), 2,5-Cly;
50  -(CHp)s-N(CH3)(CH.CH=CH,) 2,5-Cl;
51 (5-Br)-2-ty zi 5-Cl:
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(CD30D) 8 2.33 (s, 6H, CHa) 2,56 (m, 2H), 3.36-3.54 (m, 2H, CHy), 3.86-4.00
(m, 1H), 4.96 (d, 1H), 5.4 (d, 1H), 6.47 (d, 1H), 6.72 (t, 1H), 6.91-7.57 (m, 7H),
8.28 (s, 1H). ES-MS m/z 432 (MH").
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;
H NMR (CDCl3) 3 1.81 (s, 3 H), 2.31 (s, 3H), 2.81 (m, 2H),
3.30 (bd s, 2H), 4.22 (M, 2H), 6.18 (d, J = 8.0 Hz, 1H), 6.52 (m, 1 H), 7.0 (m,
1H). 7.15 — 8.0 (m, 8H), 8.07 (s, 1H); ES-MS m/z 448 (MH").
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O00Oaoao
ooooao
O0oao

'H NMR (CDCl3) 8 1.97 (m, 1 H), 2.24 (m, 2H), 2.29 (s, 3H), 2.61 (t, J = 7.3 Hz,
2H), 2.77 (m, 2H), 4.19 (m, 2H), 6.18 (d, J = 8.2 Hz, 1H), 6.51 (m, 1 H), 7.0 (m,
1H), 7.20 — 7.93 (m, 8H), 8.04 (s, 1H); ES-MS m/z 448 (MH").
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"H NMR (CDCly) § 1.84 (s, 3 H), 2.37 (s, 3H), 2.88 (dd, J = 7.0 /

7.1 Hz, 2H), 3.34 (bd s, 2H), 4.28 (dd, J = 7.1 /7.1 Hz, 2H), 6.43 (d, J = 8.1 Hz,

1H), 6.64 (m, 1 H), 7.06 (m, 1H), 7.0 - 7.73 (m, 4H), 7.82 (s, 1H), 8.03 (s, 1H);

ES-MS m/z 488 (MH"),
ooooao
ooooodao
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'H NMR (CDCl5) & 1.99 (m, 1 H),
2.33 (m, 2H), 2.35 (s, 3H), 2.67 (dd, J = 7.2/ 7.2 Hz, 2H), 2.84 (m, 2H), 4.27
(dd, J = 6.7/ 6.7 Hz, 2H), 6.43 (d, J = 8.0 Hz, 1H), 6.64 (m, 1 H), 7.0 — 7.50 (m,
4H), 7.72 (d, J = 8.6 Hz, 1H), 7.81 (s, 1H), 8.07 (s, 1H); ES-MS m/z 488 (MH").
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"HNMR (DMSO) § 3.65 (s, CHy), 7.02 (s, NH2),
7.62 (s, H-2 and H-7), 7.90-7.91 (m, H-6), 8.00 (d, H-4). ES-MS m/z 432
(MH").
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"HNMR (DMSO) & 1.88-
2.00 (m, 2H, CHy), 2.12 (s, 8H, CH; and CHs), 3.89 (s, 2H, CHa), 4.34 (t, 2H,
CHg), 7.29-7.38 (m, 2H, H-5 and H-6), 7.67 (d, 1H, H-7), 8.17 (d, 1H, H-4) and
8.49 (s, 1H, H-2). ES-MS m/z 289 (MH").
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2H, CHa), 2.71 (t, 2H, CHy), 4.85-4.99 (m, 2H, aromatics), 5.42-5.61 (m, 3H,
aromatics), 5.80 (d, 2H, aromatics), 6.19 (d, 1H, aromatics), 6.38 (d, 2H,
aromatics). ES-MS m/z 464 (MH").
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"HNMR (CD30D) 4 0.3793-0.4566 (m, 2H, CH,), 0.6618 (s, 6H, CH3), 0.759 (t,
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(m, 2H, CHy), 3.33 (t, 2H, CHy), 3.96 (s, 3H, CHa), 4.44 (t, 2H, CH3), 7.35-
(m, 3H, aromatics), 8.45-8.47 (m, 2H, aromatics). ES-MS m/z 324 (MH™).
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"HNMR (CD30D) § 2.02-2.07 (m, 2H,
CHa), 2.29 (s, 3H, CHy), 2.42 (t, 2H, CHy), 2.57-2.58 (m, 2H, CH), 3.17-3.29
(M, 2H, CHy), 3.94 (s, 3H, CH3), 4.39 (t, 2H, CH,), 7.30-7.35 (m, 2H, H-5 and
H-6), 7.57 (d, 1H, H-7), 8.26 (d, 1H, H-4), 8.47 (s, 1H, H-2). ES-MS m/z 313 -

(MH™).
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'HNMR (CD30D) § 1.97-2.02
(m, 2H, CHy), 2.32 (s, 3H, CH3), 2.44 (t, 2H, CHy), 2.62 (s, 1H, CH), 3.30-3.37
(m, 2H, CHz), 4.31 (t, 2H, CH,), 6.45-6.58 (m, 2H, aromatics, 6.98-7.39 (m, 4H,
aromatics), 7.78-8.02 (m, 3H, aromatics). ES-MS m/z 488 (MH").
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"H NMR (CDCl3) 5 9.29 (s, 1H), 9.03 (s, 2H),
8.09 (s, 1H), 7.40 (m, 3H), 7.21 (m, 1H), 7.03 (1, J = 7.5 Hz, 1H), 6.88 (m, 2H),
6.60 (d, J = 8.1 Hz, 1H), 3.37 (s, 3H). ES-MS m/z 397 (MH").
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"H NMR (CDCls) 6 8.88 (d, J = 2.3 Hz, 1H), 8.77 (dd, J = 4.7, 1.3 Hz, 1H), 8.60
(s, 1H), 8.54 (d, J = 7.1 Hz, 1H), 7.90 (m, 1H), 7.56 (m, 1H), 7.43 (m, 3H), 3.98
(s, 3H). ES-MS m/z 281 (MH*).
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"H NMR
(DMS0) 3 8.87 (s, 1H), 8.69 (m, 1H), 8.14 (s, 1H), 8.11 (m, 1H), 7.67 (m, 1H),
7.49 (d, J = 8.3 Hz, 1H), 7.41 (m, 1H), 7.32 (m, 1H), 7.16 (t, J = 7.7 Hz, 1H),
6.99 (m, 2H), 6.81 (t, J = 7.6 Hz, 1H), 6.55 (d, J = 8.0 Hz, 1H), 3.33 (s, 3H).
ES-MS m/z 396(MH"). 30
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'"H NMR (CD30D) § 9.22 (s, 1H), 9.06 (s, 2H), 8.21 (s, 1H),
7.9 (m, 1H), 7.90 (m, 1H), 7.77 (m, 1H), 7.53 (m, 2H), 7.39 (m, 3H), 7.05 (t, J
= 7.8 Hz, 1H), 6.53 (t, J = 7.9 Hz, 1H), 6.31(d, J = 8.3 Hz, 1H). ES-MS m/z
A17(MH).
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'H NMR (CDCl3) &
1.95 (m, 2 H), 2.30 (s, 3H), 2.45 (m, 2H), 3.80 (s, 2H), 4.0 (m, 2H), 6.78 (bd d,
J=8.0 Hz, 1H), 7.05 (bd s, 1H), 7.45 (d, J = 8.0 Hz, 1H). ES-MS m/z 297
(MH").
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"H NMR (CDCls) § 1.90 (m, 2 H), 2.30 (s, 3H), 2.45 (m, 2H),

3.95 (m, 2H), 6.65 (d, J = 8.0 Hz, 1H), 6.80 (m, 1H), 6.85 (s, 1H), 7.10 — 7.60
(m, 4H), 8.05 (s, 1H), 8.80 (s, 1H); ES-MS m/z 468 (MH").
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(9.9 g, 100%). "H NMR (CDCls) 5 7.65 (m, 1H), 7.38 (m, 2H),
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7.13 (m, 1H), 6.53 (bd s, 1H), 5.44 (bd s, 1H), 4.44 (t, J = 6.82 Hz, 2H), 3.93 (s,

2H), 3.56 (t, J = 5.73 Hz, 2H), 2.08 (m, 2H), 0.89 (s, 9H), 0.01 (s, 6H). ES-MS

m/z 348 (MH").
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1H). 7.54 (m, 2H), 7.40 (m, 5H), 7.07 (m, 1H), 4.50 (t, J = 4.9 Hz, 1H), 4.49 (t

J=6.7 Hz, 2H), 3.38 (m, 2H), 1.95 (m, 2H). ES-MS m/z 348 (MH")
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'H NMR (DMSO-ds) § 9.08 (s,
2H), 8.38 (s, 1H), 7.91 (d, J = 3.3 Hz, 1H), 7.76 (d, J = 1.9 Hz, 1H), 7.60 (d, J =

8.8 Hz, 1H), 7.25 (dd, J = 2.0, 8.8 Hz, 1H), 6.78 (d, J = 3.1 Hz, 1H). ES-MS
m/z 271 (M").
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"HNMR (CDCl;) $9.21 (d, J = 1.8 Hz, 1H), 8.98 (d, J = 2.6 Hz, 1H),
8.41 (t, 1H), 7.67 (d, J = 1.9 Hz, 1H), 7.43 (d, J = 8.8 Hz, 1H), 7.37 (d, J = 3.3

Hz, 1H), 7.21 (m, 1H), 6.71 (d, J = 2.9 Hz, 1H), 4.01 (s, 3H). ES-MS m/z 287
(MH").
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1
H
NMR (CDCl3) 8 9.36 (s, 1H), 9.03 (d, J = 2.5 Hz, 1H), 8.64 (s, 1H), 8.54 (d, J =
1.1 Hz, 1H), 8.48 (t, 1H), 7.36 (s, 2H), 4.03 (s, 3H), 3.98 (s, 3H). ES-MS m/z
373 (MHY).
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NMR (DMSO-dg) 5 9.09 (s, 1H), 8.91 (s, 1H), 8.31-8.25 (m, 1H), 7.49-7.19 (m,
7H), 7.04 (t, 2H), 3.30 (s, 3H). ES-MS m/z 474 (MH").
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H
NMR (CDCl3) § 9.29 (d, J = 1.7 Hz, 1H), 9.01 (d, J = 2.6 Hz, 1H), 8.45 (t, 1H),
8.16 (s, 1H), 7.51-7.32 (m, 3H), 7.16-7.09 (m, 2H), 6.90 (d, J = 8.4 Hz, 1H),
6.43 (d, J = 1.9 Hz, 1H), 4.48 (s, 3H), 4.03 (s, 3H). ES-MS m/z 488 (MH").
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'HNMR (DMSO-ds) 5 1.2 (s, 1H), 9.11 (s,
1H). .03 (s, 1H), 8.45 (s, 1H), 8.32 (d, J=12.0, 2H), 7.80 (s, 1H), 7.58-7.47
(m, 3H), 7.34-7.01 (m, 3H), 6.42 (s, 1H), 3.34 (s, 3H). ES-MS m/z 473 (MH").
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This tntemationat Searching Authority found muitiple inventions in this international application, as foliows:

5ee' additional sheet

1. m A5 all requived additionat seatsh fees were timely paid by the applicant, this international Search Report covers al
searchable claims. . .

2 L__I As all searchable claims could be searched without effort justiying an addiional fes, this Authority did not invite payn;lent
of any addiicnal fee. ' S

% D As only some of the required additional search fees were timely paid by the applicant, this lnternational Search Repart
covers only those claims for which fees were paid, specifically claims Nos.:

4. D Mo required addltfonal search fees were timely paid by the applicant. Consequently, this Intemnafional Search Report is
_restricted to the invention first mentioned in the claims; it is covered by claims Nos.:

Remark o Frotasi : D The additional search fees ware accompanied by the applicant's protest,

No protest accompanied the payment of addifonal search fees.
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This International Searching Authority fé,und muitiple (groups of)
inventions in this international application, as follows:

1. Claims: 1-30(part),31-33,34(part)-58

indole derivatives wherein X = carbon

2. Claims: 1-30{part),34(part)-58

indazole derivatives wherein X = nitrogen




L T e T e T e T e T s T e T s T e T s R e T e T T T s T s Y e T e, T e T e, IO e, TR e T e, T e T e TR e T e T e TR e TR e T e T e T e B s Y s B s B T T e T e T e T s T e T e B s |

[

(85)

INTERNATIONAL SEARCH REPORT

infermation on patent family members

JP 2005-531607 A 2005.10.20

h‘ shonal Application No

PCT/US 03/17518

Patent docurrent Publication Patent farmity " Publication
cited in search report C date 7 membar(s) date:
US bOk7614 A 15-10-199]1 AT .BB3704 T 15-05-1993
- : : ’ Al . 623630 B2 21-05-1992
AU - 2965889 A 10-08-1989
CA 1320194 C 13-07-1993
CZ 8800752 A3 13-12-1995
OE . 58904168 D1 (3-06-1993
DK 55889 A 11-08-1989
EF 0328026 Al 16-08-1989
ES 2054890 T3 16-08-1994
FI 896652 A ,B, 131-D8-1989
HU 49348 A2 28-09-1989
1E 63489 B1 83-05-1995
IL 89167 A 27-02-1994
JP 1233281 A 19-09-1929
JP 1994298 C 22-311-1995
JP 7030071 B 05-04-1995
mMC -2010 A 16-02~1990
MX - 14871 A 0D1-09-1993
NO 890568 A ,B, 11-08-1989
NZ 227850 A 26-11-1991
PH 25185 A 27-03-1991
PT BOGAL A B (4-10-198%9
SK 75289 A3 06-05-1998
SU 1799382 A3 28-02-1993
Yii 284389 Al 30-06-1991
- ZA 8900865 A 25-10-1989
WO 0238561 A 16~05-2002 Al 2181002 A 21-05-2002
CA 2428133 Al 16—-05-2002
Wo 0238561 Al 16-05-2002
EP 1337827 Ad 27-08-2003
MO 20032034 A G4-07-2003
SK 5462003 A3 04-11-2003
Us 2003069424 Al 10-04-2003
Wo 9113071 A - 05-09-1991 DE 4005969 Al 29-08-1991
Al 7301191 A 18~-09-1991
Wo 9113071 Al (G5-09-1981
W0 0246183 A 13~-06-2002 AU 3072702 A 18-06-2002
‘ ‘ CA 2431166 Al - .13-06-2002
EP. 1362047 AZ 19-11-2003
N0 20032625 A 05-03-2003
Wo 0246183 AZ 13-06-2002
Us 2003055097 Al 20-03-2003

Fotm PCTASAZ1] {palen family annsX) Huly 1852)




(86) JP 2005-531607 A 2005.10.20

gobogooaon

GLInt.cl.’ 0o oooooooooO0
0ooo  31/5377 0oooo 31/5377 OOOO ooooo
0000 45/00 OoO0O0 45/00 OOO0O ooooo
oooo 3710 oooo  3/10 0OOOO0 ooooo
oooo 7702 oooo  7/02  OOOO ooooo
oooog  9/00 ooood 900 0000 ooooo
oooo  9/04 oooo  9/04 OOOO ooooo
oooo 9710 oooo 910 0OOO0 ooooo
oooo 912 oooo  9/10 OOOO ooooo
0oooo 11706 oooo  9/12  0O0OO0 ooooo
oooo 13712 Ooooo 11/06  0OOO ooooo
oooo 17/00 oooo 13/12 0O0OO0 ooooo
oooo 17706 oooo 17700 0OOO ooooo
oooo  17/14 oooo 17/06 0OOOO ooooo
oooo 25/00 oooo 17714 0OOO ooooo
0oooo 25/02 0oooo 25/00 OOOO ooooo
0000 25/04 oooo 25/02 0OOO0 ooooo
oooo 25/18 0oooo 25/04 OOOO ooooo
0000 25/24 oooo 25/18  0O0OO ooooo
0oooo 25/28 0ooo 25/24 0OOO ooooo
oooo 27702 0oooo 25/28 0OOO ooooo
0ooQ0  29/00 oooo 27/02  0OOOO ooooo
0oooo 35/00 oooo 20/00 OOOO ooooo
oooo - 37/00 0oooo 2900 OOOO ooooo
Ooooog  37/06 OooOd 35/00 OOO0OO ooooo
0OooO  43/00 oooo 37700 OOOO ooooo
0000 403/04 oooo 37/06 OOOO ooooo
0000 403/14 Ooooo 43/00 OOOO ooooo
0000 409/14 0000 403/04 0OOOO ooooo
oooo 0000 403/14 0OOOO ooooo
oooo 0000 409/14 0OOOO ooooo

@éGnooooooo  AP(GH,GM,KE,LS,Mw,Mz,SD,SL,SZ,TZ,UG,ZM,ZW) ,EA(AM,AZ,BY ,KG,KZ ,MD,RU, TJ, TM) ,EP(AT,
BE,BG,CH,CY,CZ,DE,DK, EE,ES,FI ,FR,GB,GR,HU, IE, IT,LU,MC,NL,PT,RO, SE, SI, SK, TR) ,0A(BF,BJ,CF,CG,CI,CM,GA,
GN,GQ,GW,ML,MR,NE, SN, TD, TG) ,AE,AG, AL ,AM,AT,AU,AZ,BA,BB,BG,BR,BY,BZ,CA,CH,CN,CO,CR,CU,CZ,DE,DK,DM,DZ,
EC,EE,ES,FI1,GB,GD,GE,GH,GM,HR,HU, ID, IL, IN, 1S,JP,KE,KG,KP,KR,KZ,LC, LK, LR, LS,LT,LU,LV,MA,MD, MG, MK, MN , M
W,MX,MZ,NI,NO,NZ,OM, PH, PL,PT,RO,RU,SC,SD, SE, SG,SK, SL,TJ, ™™, TN, TR, TT,TZ,UA, UG, US,UZ,VC,VN, YU, ZA,ZM,ZW

(72000 0000000000000
00000000000000000000000000000000000000000000
(72000 000O0000O00O0O00O0O0
00000000000000000000000000000000000000000
(72000 0000000000
000000000000000000000000000000000000000000
(7000 000000
000000000000000000000000000000000000000
(7000 0000000000
00000000000000000000000000000000000000000



87) JP 2005-531607 A 2005.10.20

() 000 OOoOOOOoOooooOoboOoOogo
gooooooooooooooooooooooooboooooobobooooooooo

(72000 OoDooooooo
oooooooooooooobooooooooooooooboooboboooOooo

OOO0O (@ O) 4C063 AAOL AAO03 AAO5 BBO1 BBO2 CCO6 CC22 CC29 CC92 CC94

ooog oo DD04 EEO1

U000 OO 4C084 AA18 MAD2 NAOS NA14 ZAO6 ZAO8 ZAl2 ZAl6 ZA18 ZA33

gooog oo ZA36 ZA42 ZAA5 ZAS4 ZAS9 ZA81 ZA89 ZA92 ZBO7 ZBO8
ooog oo ZB11 7B15 7B26 ZC35

OOdoOd OO 4C086 AAOL AA02 AAO03 BC13 BC17 BC37 BC42 BC78 GAO4 GAO7
goog oo GAO8 MAO1 MAO2 MAO4 NAl4 ZA06 ZAO8 ZA12 ZA16 ZA18
ooog oo ZA33 ZA36 ZA42 ZAA5 ZAS4 ZAS9 ZA81 ZA89 ZA92 ZBO7

goog oo ZB08 Z7ZB11 ZB15 ZB26 ZC35



	bibliographic-data
	abstract
	claims
	description
	search-report
	overflow

