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BIRME (BIZE, KB, BiE. BE%E) RULAHNOBEHEFE BIAE, 75
LOoOT NI Z574—, Bfam%) #HEALT, BMLETHILEYERSLC
ENTED,
5K Tt 451
[0145] LATEMEHIC& YARRBAEERMICEHRAT H08, XHKAEIASIIRES
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nBHLDTIEAEL,
[0146]  SEHEMHI 1
5—7AO0—-—N—AF)L—2—ZFrAT7ZYCDER
2, 4-o700=ZrARUEL4A46. 7g (0. 29FIL) AR/ —IL
B® (200mL) 12, KAT. 40%AFILFTIUNDKEKSG 1mL (0
71E)L) EETER. BET. 1VEHEERLE, RISEEKKIZHIT. 7
HEBERRE, KELTz, Boh-#R%E 50 CTEREL THEHBHMRDIZE
ILEM47. 6g (ULEI5%) /-,
H-NMR (CDCl;) & p pm: 3.00 (3H, d, J = 5.1 Hz), 6.3-6.4 (1H, m),
6.47 (1H, dd, J = 11.4 Hz, 2.6 Hz), 8.0-8.3 (1H, br), 8.1-8.3 (1H, m)
[0147]  =EHEfl 2
E—RUVLFAFV—N—AFI—2—Z+AT7ZY2DER
5—2JOO0—N—AF)L—2—=FOF=Y>40. 8g (0. 24FJL
) DRILIVER (200mL) (2, RUDLFIOA—IL4E49. 6mL (O
48F)L) . TrITFL7UE=ZDLYOYEKG. 66¢g (24. 03
JEL) | kEHAYDL 40. Og (0. 29FJL) EMA, 3. SHEHEM
HERL, RISEEAHNML, K100mLEMA-#%. 60—7 0°CTFTI
FFfEEE L=, BAREKAT I 00ERE, MERZERL, Sonf-#
mZEKEHR, 5O0CTHELTHENKRDIFEELEYWS 7. 1g (IRFE2
%) /1=,
H-NMR (CDGl;) S ppm: 2.98 (3H, d, J =5.1Hz), 514 (2H, s), 6.2
2 (1H, d, J=25Hz), 6.32 (1H, dd, J = 9.5 Hz, 2.5 Hz), 7.3-7.5 (5H
, m, 815 (1H, d, J =9.5Hz), 826 (IH, brs)
[0148]  SEHEfI 3
5—7A00—-—N—AF)L—2—=_+OF=Y>510mg (32TYE/L)
DN, N=DAFILRILLT I K (5mL) DERKIZ, RTILTILa—)L
0. 9383mL (9XVUEIL) . kEEHUILT1. 24g (9XYUEIL) &M
Z. 60-70CT8KMIEH L. RISKRZESINER, KEMZAITEHREZER
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[0149]

[0150]

[0151]

Li=. Boh=#HER%EKEE,. 50CTHELTEERRDS —RUI)LE
FUO—N—AF)L—2—Z=-tOF7=)> 680mg (INE88%) %#[FI-.
ErEfl 4
RUDILTZILA—)LO. 93mL (9ZTUE/IL) DN, N=UAFILEKRIL
L7EF (5mL) OBFRIZ, Tr)DLt—T ¥ KF865mg (93
JEIL) ZMA, EERTI30LERER, b—JO0—N—AF)L—2—=}0O
7=1)> 510mg (3XYEIIN) #MA, ZETIFMEEHR L. RIGE
[CKEMAFTEREZERL, §oh-ERZEKEER., 50CTEELTHE
BMERDE — RN FFV—N—AF)—2—=+AF7=)> 710mg
(IRFE9 2%) %/,

E el 5

2, 4-7O00=-tARYEUS5. O0g (31. 42TJEIL) OLILT
VBK (50mL) (12, KAT. 40%AFILT7IUDKEBRKRS. 2mL (
94. 23T YEJ) #ET%. 35— 40 CT2RMERLE, RIGRIZK
EMA. FLIoTHEEE, KLz, §5hAREIC, ROULTILD
—JL 6. 65mL (62. 82 YEI) . TrITFILTUEZVLTAZ R

1

1. O0g (3. 1T2YEL) . REAJDILS. 2g (37. 6XJEI)
Mz, ARBMBER L. RIGEZAEE, K (25mL) ZmMAT,
70°CTT1EREER L, BEEREKATIONERE., HERZEREML
. FontfEaREKER, SOCTHELTRENRDS — N UILEFFY—
N—AFJ—2—=rAF7=)> 7. 8g (IREQ6%) ZHI,
=kl 6

2, 4->700=-rAOARYEV50. O0g (0. 31FL) DFILIVE
B (B00mL) IZ, kAT, 40%AFILTIDKBE®RS82mL (0.
94F)L) #ET#. 35— 40 CT2HMERRLIz. RIGRIZKEMZ.
LT UTHER, KELE, Son-BREZNEECREREL. B
SNFBRICRUDILTFILO—ILEEmL (0. 63FL) . TFFITFIL
FUORZDLNA FOT VAL Tz—F 10. 7g (31. BETYEIL) |
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REEHUDL 65 2g (0. 47F)L) . K (BmL ) #MZ. 48[
mEER LIz, RISEZSRE#%, K (250mL) #MXT, 70CFT1
BEREIIE IR LT, BAERZKAT 3 0%, MERZEEML-, B5hi-
EREKKEE, A2 /—)L (500mL) [ZMA, 307MEER%E. 10
CLUTFT1RMEESR L. THRETERMLEE, A%/ —JL (100mL)
ThiF LTz, BONI-MERESO0OCTHRLTEBYMRDS — AU D)Lt x
U=N—AF)L—2—Z=_t+OFZYr 76. 9g (INFEI5%) %7FT,
[0152] =5 7

N— (85— ARUVIAFL—2—Z+OTzZ)l) —N—AFJILIOUTE
FEEIFILIXTILDOERK
5—RUVINFFLV—N—AF)L—2—=—_+OF7=y>51. 6g (0.
20F)L) DFILTI230mLOBEERIC, 50CT, TFILIAZIILY
1) KF30. 7mL (0. 24%F)L) DMILIVER (20mL) ZiFT#H
. 8O0 CTIHMER L. RIGEZ A%, BEEZREBELI-, Bohf:
BEIZZIZ/—)L (100mL) Mz, BUBEZE Lz, BEICTZ/
—IL (100mL) ZMA. HEESEER. MERZEMLT-. Fohl-#E&
Z50CTHBRLTARBMEKRDIZELEM7 1. 0g (REI95%) %5
T=5

"H-NMR (CDCl3) S ppm: 1.23 (2.52H, t, J =71 Hz), 1.32 (0.48H, t
, J=T71Hz), 3.14 (1.68H, d, J =237 Hz), 3.24 (2.52H, s), 3.39 (0.
48H, s), 3.5-3.7 (0.32H, br), 4.0-4.2 (1.68H, m), 4.24 (0.32H, q, J =
7.1 Hz), 5.13 (0.32H, s), 5.17 (1.68H, s), 6.9-7.2 (2H, m), 7.3-1.5
(5H, m), 8.11 (0.16H, d, J = 9.2 Hz), 8.14 (0.84H, d, J = 9.2 Hz)

[0153]  =EHEfl 8

8—RUVIAFL—1—AF)L—1, 5= FrFORVY [b] [1, 4
] S7PEEY—2, 4—CFHUDER

N— (65— ARUVIAFL—2—Z+OTzZ)L) —N—AF)ILIOT
SFBIFILIXTIL20. 0g (53. 72TJEL) AR/ —)L (40
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[0154]

OmL) DBEABIC. 10NNV VLRF4L. 00g (EKE52. 1%
) L BEUPITIZNLRILT4 K 0. 18mL (1. 083 YE) #mMx
. 20 CLUTTEMAKRAMZIT> -, RISKEZIEBE, 2 5°CLUTTHE
EFREZEE L=, BEICALIY (50mL) #MAt=tk, BU25°CUT
THABEREBELE, BEICKLIY (100mL) #MAk%&, 7 HU
DLt-TrFXLF1. 083g (10. 72T YEIL) ZEETTMAR., BLEHE
BL7z, RISEIZK (40mL) ZmMx. 1EMERE, HKEERL.
MLIUTHSEL, BONT-ERE 60 CTHEL., BEMKDEREILSE
M12. 4g (URFET78%) HFTI-.

'H-NMR (CDCls) & ppm: 3.35 (2H, s), 3.38 (3H, s), 5.09 (2H, s), 6
.8-6.9 (2H, m), 7.09 (1H, d, J =9.6 Hz), 7.3-7.5 (5H, m), 9.22 (1H,
brs)

=kl 9
7T—AUVILFHFLV—1—IFIL—5—AF)L—1, 5=V FrFORIY [
bl [1, 4] PFEEV—2, 4—=CF2DER

8—RUVIFAFL—1—AF)L—1, 5= FrFORVY [b] [1,
4] OFHEEY—2, 4—U4233. 4g (1133 YEL) . TrIT
FILFUEZYLIOIRT7. 28¢g (22. 63 EI) . 25%KEI(t
FRUDLKEB®R 20. 8¢ (1303IYEL) #, MILIV16T7mLE
K150mLOERRKICMA-#%, IVLTFIL 10. 4mL (1302
L) A, 80 CTA4RMRE Lz, RIGERESAZR, FFETFIL (3
34mL) THHLE, Bonf-ARELZKEE, BEEZREREEL:. &
ONT-EEICEFRITFIL (70mL) ZMA. MBBRE. ~FY> (35
mL) ZMA, BUMBAL, EEKEZ40—50CTTI3OMEHE, K
ATTIHEERL. TEREERL:, SonBREFBRIFIL—~%
H2 (1:1;50mL) THE®%R,. 6 0°CTHIREL., XEBMKRDIZBELLS
M39. 6g (FTUEZULIEZED) /1

H-NMR (CDCls) S ppm: 1.12 (3H, t, J=7.1Hz), 3.2-3.4 (2H, m),
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.36 (3H, s), 3.5-3.7 (1H, m), 4.1-4.3 (1H, m), 5.09 (2H, s), 6.86 (1
d J=28Hz), 691 (1H, dd, J = 2.8 Hz, 8.9 Hz), 7.25 (1H, d, J
8.9 Hz), 7.3-7.5 (5H, m)

[0155]  =E#&fl 1 O
8—RUVILFAFI—1—=AF)L—1, 5= FrFARYY [b] [1,

=

4] OFHEEY—2, 4—CF21. 01g (3. 432 1JE/L) DN, N—
DAFILRILLT IR (5mL) OFRIC, KATF, FrUTLt—T kX
Y K330mg (3. 433YEIL) ZMA, KAT I 0 EHE, WED
IF)LO. 51mL (3. 693IYE/) MR, KAT. 6EHMERLS
o RIGRIZKZMAEEIFIL (20mL) THHELK., Boh-FH#E%
Kiktk, BEZHERELz, Bohf-BEEX50%IT2/—J)L (9mL)
MoBEERLEL, WEREERL, 50%I42/ —/)LTHki%%E. 6 0°CTE
L, REBMRD 7 — AV AXY—1—-IFIL—-5—AF)L—1, 5
—eraRYY [b]l [1, 4] O7¥EY—2, 4—242760mg
(IRE 6 9%) E/B1-,

[0156] =& 1 1
T—ROVLAFL—1—-—IF)L—3, 383, 5—rUAFJI—1, 5—TF
FaR>Y [b]l [1, 4] o7EEY—2, 4—CFUDER
KAT. 1 —IZFIL—7 RN AXV—56—-AF)L—1, 5—TEF
ARYY [b] [1, 4] O7EEY—2, 4—P#4>23835. 2g (109
SYEIL) DN, N=DAFIIHRILLFZEIF (300mL) OBAEKIZ, K
FEFrUDL (60%HME) 5. 2g (1302 JE/) #MZ, 0°CT
SONE#ME, I UEAFILS. 1TmL (1303 JFEIL) DN, N—TH
FILRILLTZEF (10mL) ZFTF L, RIGREZEIRTIRMEAERR, =
BTIEMHERLE. REERECCETAINE, KFRIEFFUDTL (6 0%H
M) 7. 8g (1953 JFJL) #MA. OCTIONIERE, IVLAF
W12 2mL (196X JEIIL) DN, N=TAFILKRILLFTEE (10
mL) ZFTLE. REKRZEET2HMERE. EETERERERLE. K
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[0157]

[0158]

RITKKEMA T, MBHERETER LIz, Sonf-#HEREKER, A5/

—JL (210mL) ([TA, MBEH LR, BETREKEL-. TH&A

Z50%AR/—/LTH]iFHR., 6 0°CTHIEL THEMKRDIZEELEYM3 8
3g (NEEEH) EHT-.

H-NMR (CDGl;) & ppm: 0.86 (3H, s), 1.15 (3H, t, J=7.1 Hz), 1.5
3 (3H, s), 3.37 (3H, s), 3.6-3.8 (1H, m), 4.1-4.3 (1H, m), 5.09 (2H,
s), 6.80 (1H, d, J =2.8 Hz), 6.90 (1H, dd, J = 2.8 Hz, 9.0 Hz), 7.22
(1H, d, J=9.0 Hz), 7.3-7.5 (5H, m)

=i 1 2
T7—RUDLAFRL—1—IFIL—3, 56—UAF)L—1, 5=k FAR
>V [b] [1, 4] O7€EY—2, 4—SF2DER

KAT. 1 —IZFIL—7 RN AXV—56—-AF)L—1, 5—TEF
ARy [b] [1, 4] >7EEY—2, 4—2F>4. 31¢g (13.
BTYEL) DVARFIIRY (20mL) OBERIZ, KET., T~
JLht—TrXPF1. 53¢ (15. 93 UEIL) #MAltk, EBT3
OEHE, KAT. p— FMLIVRILKRVEAFIL2., 6mL (17. 2
SYEL) OTUARFOIRY (2mL) EME, KAT., 2BEMERLE
o RIGHEEKKIZHIT, BFEETFIL (50mL) THHELR. Bohi-HH
BEKE®R, BEEEELT, BohkEBEZUAFLAS LY OT R
TT74— (BHBE : 2 3=EFBIFIL: n—~AFHY) [TfFLTFz, B
ZBEL. BAKRADIZELLEM3. 78 g (IRFES8 4%) #1FT1-.

"H-NMR (CDCl;) S ppm: 1.10 (3H, t, J =7.1Hz), 1.36 (3H, d, J =
6.6 Hz), 3.2-3.3 (1H, m), 3.39 (3H, s), 3.5-3.7 (1H, m), 4.2-4.4 (IH,
m, 511 (2H, s), 6.87 (IH, d, J =27 Hz), 6.93 (1H, dd, J =27 Hz
, 8.9 Hz), 7.28 (1H, d, J =8.9 Hz), 7.3-7.5 (5H, m)

EhEfl 13
T—ROVWAFL—-Z—TFIL—1—IFIL—8, 5—YAF)L—1, 5
—erORYY [b] [1, 4] PP¥EY—2, 4—CFUDOERK
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KET, 7—-RUDILAFLD—1—IFIL—3, 5—UAFIL—1, 5—
e kaR>Y [b] [1, 4] P7EEY—2, 4—2F2500mg (
1. 483 1EIL) ON, N=UAFIRILLTIE (5mL) DBFRIZ,
KFEFTEUDL (60%HE) 129mg (3. 233 YEL) EMZ,
O CT3O0N#ERE,. IVIETFILO. 336mL (2. 953IYEL) #
MZt-, RIE&REOCT3 0N EKRER., =R TR L1z, RIEEZEKK
[CHIT, BFEETFIL (20mL) THHEL, Soh-BHEZKER. &
WEEELT, BoNBREBEEZDUIT LIS LYAR NI ST 4— (B
BE 1 2=BFBEIFIL: n—~FHL) [THL-, BEZEBEEL, EE
BADIZEEILEME520meg (IRE8 9%) /1.

"H-NMR (CDCl;) & ppm: 0.61(3H, t, J=6.9 Hz), 0.8-1.1 (6H, m), 1
17 BH, t, J=7.2Hz), 1.52 (3H, s), 3.36 (3H, s), 3.6-3.8 (1H, m),
4.0-4.2 (1H, m), 5.10 (2H, s), 6.79 (1H, d, J = 2.7 Hz), 6.88 (IH, d
d J=27Hz, 9.0Hz), 7.20 (1H, d, J = 9.0 Hz), 7.3-7.5 (5H, m)

[0159]  =E#&Efl1 4

E—RUVIFFV=—NT—AFIARVEY—1, 2—UF I VIERIEOER

5E—AUUILFXFL—N—AFI—2—-—=+rAF7=Y>20g (77. 4
SUEIL) DRILTIY (300mL) DBBRIC, 5%EEHRF2. 15¢
(BKES53. 1%) #MA. 4K[ETCTEMKRRINEIT 1z, RIGKE
R L THMEEREL, 2—70/8/—)L (40mL) THMEEEREL. &
DEREADLE, BERITKA T, REHK6. 6mL (77. 42 JEL
) EMMZ. BIRT. 300 # Lz, Bohf-TEERETERL, 2—70
IR/ —JL (B0OmL) THhi®%. SO CTERLTAMEBKEZNDEZEBLEY
18. 6g (IEI91%) &,

H-NMR (DMSO-d;) & p pm: 2.72 (3H, s), 5.09 (2H, s), 6.2-6.4 (2H,
m, 7.13 (1H, d, J = 8.8 Hz), 7.3-7.5 (5H, m), 9.2-10.2 (4H, br)

[0160] =E#EfI1 5

E—RUVILFFV—NI—AFIAVEY—1, 2—UF 301/ 2FKBE
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[0161]

[0162]

DERL

5—AUUILFHFLV-—N—AF)—2—=+OF7=1)210. 00g (83
8. 7TUEIL) M2—TO/NR/—J)L (170mL) DFEEHRIZ. 5%E2
k*FxO0. 50¢g (DRY) MR, BEETEMKRIMET >z, RISKZIER
LCHaEZE/REL, 2—70/8/—JL (20mL) THIEZE®ESEL. £EDE
KEADLEE, BERIZKAT., 9 7%HE1. 06mL (19. 33U%E
V) Mz, BIRT. 300 #H LIz, Bohf-TEERETERL, 2—7
0/8/—JL (40mL) THE%R., 40 CTERLTREEBHEREDEZEILLE
M9. 07¢g (IRFE94. 7%) KT

H-NMR (DMSO-ds) & p pm: 2.72 (3H, s), 2.8-4.2 (4H, br), 5.09 (2H,
s), 6.2-6.4 (2H, m), 6.84 (1H, d, J =8.9 Hz), 7.3-7.5 (5H, m)

EhEfl 1 6
8—ARUUNLAHFY—1,3,3—rJAFIL—1, 5—TERARLY [b
1 [1, 4] Oo7EEY—2, 4—CFCDERK

KATF. B—ARUVLFFL—N'—AFILRIEY—1, 2—-UF VK
FA1E 18. Og (68. OXUEIL) ON, N=UAFILFELTIF (9
OmL) BRIZ, PAFIILOVEOA)F9. 9mL (74. 93U %E
V) Z#ET L, BIET2. SREIE#HE, K (90mL) ZmMAtk, RIS
&BE1O0OCUTTIONENE, MHEKREETERL, Sohf-HREKE
%, AR/—J)L (180mL) [CMZ., MBERLIz. BERESEE, 1
OCLUTTIOMEKRL., MHHREER LIz, Boh-#REAZ/—I
(836mL) THkHE, 6 0CTHREL, HEMKRDEELLEM18. 3¢
(IRZ 8 3%) EH1=.

H-NMR (CDGl;) & p pm: 0.8-1.7 (6H, br), 3.41 (3H, s), 5.08 (2H, s
), 6.8-6.9 (2H, m), 6.97 (1H, d, J=9.2 Hz), 7.3-7.5 (5H, m), 8.55 (
1H, brs)

=i 1 7
8—ARUUNLAHFY—1,3,3—rJAFIL—1, 5—TERARLY [b
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[0163]

[0164]

1 [1, 4] Oo7EEY—2, 4—CFCDERK

KAET. B—RUDIAFRV—NI—AFIRIEY—1, 2—-DF 321
S2WEEtE 1. 11g (4. OSYEL) DN, N=SUAFLF7ELTI R
(6mL) BARKIC, DAFILTAVEYDYAOY K 0. 68g (4. 02
EIL) DN, N=DAFILTF7ELT7E R (3mL) BEEBHTLEZ, RE&
ZEIET A RFMEIE#RE, K (8mL) ZMATf-, BE&Z10CLUTFT30
MERER, THERZERL-, Son-#EREKER. 6 0CTEEL.
MRERRDEZELLEHMO. 75g IRE57. 8%) B,

=18
8—RUUINAFL—3,3—VPIFIIL—1—AF)L—1, 5=k FORY
v (bl [1, 4] OF7EE>—2, 4—-CFUDER

BT HREREREEFRA, EZiEF 16 EEKRICLTEBLEEAMESR L.
"H-NMR (CDCl;) & ppm: 0.84 (6H, t, J =6.9 Hz), 1.5-1.9 (4H, br),
3.40 (3H, s), 5.08 (2H, s), 6.7-6.9 (2H, m), 6.97 (IH, d, J = 8.4 Hz
), 1.3-1.5 (5H, m), 8.80 (1H, brs)

=1 9
T—ROVLAFL—1—-—IF)L—3, 383, 5—rUAFJI—1, 5—TF
FaR>Y [b]l [1, 4] o7EEY—2, 4—CFUDER

KET, 8—RUUILAHFL—1,83, 3—+rJAFJIL—1, 5—2E KA
RoYy [b] [1, 4] P7¥EY—2, 4—PF26. 0g (18. 53
JEIL) DN, N=DAFILF7EFF7ZIF (30mL) BRIC, T ULt
-JhXPF1. 96¢g (20. 43 JEL) #MA. 3045#EHE, It
IFIIL 1. 63mL (20. 42 YEL) Z@TFL. RIEEE10—20
CTAMMEE L, RIGRIZK (42mL) #MA. 10CUTFT30%
Bk, WHEREERLE, BREAY/—IL (60mL) [ZMX., ME
ERE. 10OCLUTTI30MEH LI, #REERML., A3/ —/LTHER
. 60CTHEELT, HEMRDIFFELEMS. 90g (RE91%) ZF
T=5
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[0165]

[0166]

[0167]

H-NMR (CDGl;) & ppm: 0.86 (3H, s), 1.15 (3H, t, J=7.1 Hz), 1.5
3 (3H, s), 3.37 (3H, s), 3.6-3.8 (1H, m), 4.1-4.3 (1H, m), 5.09 (2H,
s), 6.80 (1H, d, J =2.8 Hz), 6.90 (1H, dd, J = 2.8 Hz, 9.0 Hz), 7.22
(1H, d, J=9.0 Hz), 7.3-7.5 (5H, m)

EhE#l 2 0
7—RUVLFAFL—1—=TFIL—3, 8, 56— rUJAFI—1, 5—TE
FaR>Y [b]l [1, 4] o7EEY—2, 4—CFUDER

BT HREREREEFRA, EZMEF 19 EERICLTEBLELEAMESR L.
H-NMR (CDCl;) & ppm: 0.83 (3H, t, J = 7.5 Hz), 0.85 (3H, s), 1.1
-1.3 (2H, m), 1.4-1.6 (2H, m), 1.52 (3H, s), 3.37 (3H, s), 3.5-3.7 (1
H, m), 4.2-4.4 (1H, m), 5.08 (2H, s), 6.80 (1H, d, J = 3.0 Hz), 6.90
(1H, dd, J =3.0Hz, 9.0 Hz), 7.20 (1H, d, J = 9.0 Hz), 7.3-7.5 (5H,
m)

=l 2 1
T—RODIWAHFD—1—AIYRUFIL—3, 3, 5—rYAFIL—1, 5
—erORYY [b] [1, 4] PP¥EY—2, 4—CFUDOERK
BT HREREREEFRA, EZMEF 19 EERICLTEBLELEAMESR L.
'H-NMR (CDGl;) & ppm: 0.82 (3H, d, J = 6.3 Hz), 0.85 (3H, s), 0.8
7 (3H, d, J =6.3 Hz), 1.3-1.5 (3H, m), 1.52 (3H, s), 3.36 (3H, s), 3
.5-3.7 (1H, m), 4.2-4.4 (1H, m), 5.08 (2H, s), 6.80 (1H, d, J=2.7H
z), 6.90 (1H, dd, J =2.7 Hz, 9.0 Hz), 7.21 (1H, d, J = 9.0 Hz), 7.3-
7.5 (5H, m)

=il 2 2
1—IFIL—7—EFOXP—3, 3, 5—rUYAFIL—1, 5—TEFKDO
Ry [b] [1, 4] P7€EY -2, 4—SFUDER
1—IFIL—T7— RV FFP—3, 3, 5—rJAFIL—1, 5—D
EroR>Y [b]l [1, 4] D7EEY—2, 4—2F215. 0g (4
2. BIYEIL) DTH/—JL (150mL) BRIZ. 10%/ 5Lk
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[0168]

[0169]

1. 66g (BKE54. 8%) #Mx, 40—50CTF, BRETTH
FKRFMEIT o1z, RIEHEZERL CTMEERER, T2/ —LEEBEL
f=o BONEBREICAZ/—JL (105mL) RUK (105mL) #Mx
MEER LT, BREHRER. KATIBBERL, FHLEESEEERL
tzo BoN:ERES0%AZ/—)L (30mL) THhiFHK. 6 0°CTER
LTHBHMARDIZELLEM10. 7g (UNEI6%) %5,

H-NMR (CDGl;) & ppm: 0.90 (3H, s), 1.16 (3H, t, J=7.1Hz), 1.5
5 (3H, s), 3.41 (3H, s), 3.6-3.8 (1H, m), 4.1-4.3 (I1H, m), 6.80 (IH,
d J=27Hz), 6.85 (IH, dd, J=2.7 Hz, 8.8 Hz), 7.17 (1H, d, J =8
.8 Hz), 7.49 (1H, brs)

£l 2 3

1—IFIL—T7— RV FFP—3, 3, 5—rJAFIL—1, 5—D
EroR>Y [b] [1, 4] D7EEY—2, 4—2F239. 8¢g (1
13IYEL) DAR/—)L (400mL) BRIZ. 20%KEIE/IRSDY
LixF4. 00gZmMz, ERTF. BEETEMKRRIMEIT 1z, RIEHEZE
B L TAEERRER. A2/ —ILEBEL, BONEREBIIIZ2/ -

(120mL) ZMAMEBMEH L=, BEZHERE. K (40mL) WA
BUMB L, BRECETHENER, KATI1EHBERL, FEL-HEH
FREERLE, BoNERES50%IA/—/L (40mL) THiFEk. 60
CTHELTAEMRND1I —IF/IL—7—EFAXL—3, 3, 5—F1J A
FIL—1, 5= raARYY [b] [1, 4] PF7EEV—2, 4—DF
v24. 3g (INFE82%) Z#HF1-,

=il 2 4
1—JFIL—7—EFAFX>L—3, 3, 5—FUAFJIL—1, 5—2EFA
Ry [b] [1, 4] P7€EY -2, 4—SFUDER

BT HREREEFRA, E2iEFl 2 2 LERICLTEBLEEMESR L.

H-NMR (CDCl;) & ppm: 0.82 (3H, t, J =7.2 Hz), 0.88 (3H, s), 1.1
-1.3 (2H, m), 1.3-1.6 (2H, m), 1.54 (3H, s), 3.40 (3H, s), 3.5-3.7 (1
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H, m), 4.2-4.4 (1H, m), 6.79 (1H, d, J = 2.7 Hz), 6.84 (1H, dd, J = 2
T Hz, 87Hz), 715 (1H, d, J = 8.7 Hz), 7.29 (1H, brs)

[0170] =#Efl2 5
7—-EFOFL—-1—AYRUFI—3, 3, 5—FJAFIL—1, 5=
ErFERDY [b] [1, 4] O7EEV—2, 4—-DFUDERK

BT HREREEFRA, EZiEFl 2 2 EEICLTEBLEEMESR L.

H-NMR (CDCl;) & ppm: 0.82 (3H, d, J = 6.3 Hz), 0.86 (3H, d, J =
6.0 Hz), 0.88 (3H, s), 1.3-1.5 (3H, m), 1.54 (3H, s), 3.39 (3H, s), 3
5-3.7 (1H, m), 4.2-4.4 (1H, m), 6.76 (1H, d, J = 2.7 Hz), 6.82 (1H,
dd, J =27 Hz, 9.0 Hz), 6.8-7.0 (1H, br), 7.16 (1H, d, J = 9.0 Hz)

[0171] EMEHI26
3, 3—CIFI—8—EFOFL—1—AFI—1, 5—JEFORDY
[b]l [1, 4] P7EEY—2, 4—CFCDER
BT HREREEFRA, EZiEFl 2 2 EEICLTEBLEEMESR L.
'H-NMR (DMSO-ds) & p pm: 0.72 (6H, brs), 1.3-1.9 (4H, br), 3.30 (3
H, s), 6.64 (1H, dd, J = 2.4 Hz, 8.7 Hz), 6.72 (1H, d, J =2.4 Hz), 6
.92 (1H, d, J =8.7 Hz), 9.3-9.8 (1H, br), 10.12 (IH, brs)

[0172] =#Efl 2 7
3—TFIL—1—IF)I—7—EFOF>—3, 5—DAFIL—1, 65—
ErFERDY [b] [1, 4] O7EEV—2, 4—-DFUDERK
BT HREREEFRA, EZiEFl 2 2 EEICLTEBLEEMESR L.
H-NMR (CDCl;) & ppm: 0.63 (3H, t, J = 7.2 Hz), 0.8-1.2 (6H, m),
1.18 (3H, t, J=7.2 Hz), 1.56 (3H, s), 3.40 (3H, s), 3.6-3.8 (1H, m)
, 4.0-4.2 (1H, m), 6.79 (1H, d, J=2.7 Hz), 6.84 (1H, dd, J = 2.7 Hz
, 9.0 Hz), 7.17 (1H, d, J =9.0 Hz), 7.50 (IH, brs)

[0173] =E#EfI2 8
1—IFIL—7—EFOFL—5—SAF/IL—1, 5= rAORIY [b]
[1, 4] Oo7F¥E>—2, 4—2F 2 (1-Ethyl-T-hydroxy-5-methy|-1, 5-
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[0174]

[0175]

dihydro-benzo[b] [1,4]diazepine-2, 4-dione) MDERK

BT HEREHERA, Effl2 3 LEKICLTEBLEMESR L.

H-NMR (DMSO-ds) & p pm: 0.96 (3H, t, J = 7.2 Hz), 2.96 (1H, d, J
= 12.3 Hz), 3.25 (3H, s), 3.39 (1H, d, J =12.3 Hz), 3.5-3.7 (1H, m),
3.9-4.2 (1H, m), 6.75 (1H, dd, J =2.7 Hz, 8.7 Hz), 6.80 (1H, d, J =
2.7 Hz), 7.33 (1H, d, J =8.7 Hz), 9.5-10.5 (1H, br)

=il 2 9
E—RUDILAFRV—N—IFI—2—ZFrAT7=U2DERK

2, 4—OoO=—+taARHE216. 7¢g (0. 105F/) DLILT
UBR (16 7mL) 2, kAT, 70%ITFILTIUDKBER25mL (
0. 315F/L) #BT#%. 35— 40°CT2BEERLE, RISRIZKE
Mz, MLI THEEE, KL, Bon-ARBEHNEEICRERBLT:

(BMEARICIEK, 5—7O00—-N—IF)I—2—ZrOT7Z > OHRERY
EEL, ) o BONIBARIT. RUVLTIILO—IL21. TmL (0. 21
BIL) \ TR TFILFUOEREZDLNA FAT VAL TT—F3. 56 g (
0. O13YEL) . kEHUIL 21. 76¢g (0. 157FEL) . RV
K (1. 7mL ) WA, SKEMBERL-. RIEEEZAHL, K (84
mL) ZMAf%&, 70CT1RKEFEELE, BEEREKAT I 07iEHE
. MHSZFERL. §oni-EREKEER. §o5N-#ER%E50°CTHEL
THEMERDIZFLEM17. 7 (INE62%) 2B,

"H-NMR (CDCl;) S ppm: 1.34 (3H, t, J =7.3 Hz), 3.28 (2H, q, J =
7.3 Hz), 5.12 (2H, s), 6.22 (1H, d, J =2.7 Hz), 6.30 (1H, dd, J = 2.
7 Hz, 9.2 Hz), 7.2-7.5 (5H, m), 8.14 (1H, d, J = 9.2 Hz), 8.1-8.3 (IH
, br)

=EiEfl 3 O
E—RUDILFAFRV—N—AVYITFI—2—Z+AT7ZDERK

1

2, 4-70O0=-—rORE28. 0g (0. 3TYEJL) DrILT
VRHE (40mL) 1T, K& F. AVIFILFTETr25mL (1213 )FE
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L) ZET#H, 35— 40CT2KMEIEH Lz, RIGRIZKZEMAZ, LT
UTHEE, KEL, Son-AREBZNFEITRERME L (RRESRIC
., 5—700—N—AYIFIL—2—Z+O7 oOEEBRMEED.
) o BONFBRIZ, AU FIILI—)L10. 4mL (1003 JEIL)
T RSTFILTUEZYDLNA FOF VAL T—F1. 71g (5. 0

1

SYEN) ., mEEHAYIL 10. 42g (75. 43FEL) . K (0. 8
mL ) ZmMA. SRMEMBERL-. RIGEZAHNE, K (84mL) &M
Zl#%. FLIOTHE Lz, BoN-AHEZKEER. BEEREL. B
DNEBEICOIAORVFIILI—FTILEMAZ, 1BEERLE, HHREZE
WML, B85 #ERE50CTERELTHEBRKROEZELEM12. 2 (
InE g 1%) #4571,

H-NMR (CDCl;) & ppm: 1.03 (6H, d, J = 6.5 Hz), 1.8-2.1 (1H, m),
3.0-3.1 (2H, m), 5.12 (2H, s), 6.21 (1H, d, J = 2.7 Hz), 6.29 (1H, dd
, J=27THz, 9.5Hz), 7.2-7.5 (5H, m), 8.15 (1H, d, J = 9.5 Hz), 8.3
8 (1H, brs)

[0176]  ZEhEHI3 1

E—ARUTUIFHFRV—NT—IFIREY—1, 2—-UF7 I UEBIEBEOERK
BT HREREREERA, EZMEF 14 EERICLTEBLEEMESR L.
'H-NMR (DMSO-ds) & p pm: 1.21(3H, t, J=7.3 Hz), 3.06 (2H, q, J =

7.3 Hz), 5.08 (2H, s), 6.3-6.4 (2H, m), 7.13 (1H, d, J = 9.2 Hz), 7.

2-7.5 (5H, m), 9.2-10.3 (4H, br)

[0177] &I 3 2
E—RUVLFFV—NI—AYTFLRUEU—1, 2—-UF7 2 VIERIED
BHL

BT HREREREERA, EZMEF 14 EERICLTEBLEEMESR L.

H-NMR (DMSO-ds) & p pm: 0.97 (6H, d, J = 6.5 Hz), 1.7-2.0 (1H, m)
, 2.84 (2H, d, J =7.0Hz), 508 (2H, s), 6.2-6.4 (2H, m), 7.15 (IH,

d J=81Hz), 7.3-7.5 (6H, m), 9.7-10.3 (4H, br)
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[0178]  E#EfI3 3
8—RUVILAFL—1—IFIL—3,3—CAFIL—1, 5= FRARY
v (bl [1, 4] OF7EE>—2, 4—-CFUDER

BT HREREREEFRA, EZEF 16 EEKICLTEBLEEAMESR L.

H-NMR (CDGl;) & ppm: 1.02 (3H, s), 1.19 (3H, t, J =73 Hz), 1.7
2 (3H, s), 3.7-4.2 (2H, m), 5.08 (2H, s), 6.8-6.9 (2H, m), 7.01 (IH,

d J=86Hz), 7.3-7.6 (5H, m), 8.6-9.1 (1H, br)

[0179] =13 4
8—RUUINFFRI—1—AYTFIL—3,3=UAF)L—1, 5—2EFO
Ry [b] [1, 4] P7€EY -2, 4—SFUDER

BT HREREREEFRA, EZEF 16 EEKICLTEBLEEAMESR L.
H-NMR (CDGl;) & ppm: 0.71 (6H, d, J = 6.5 Hz), 0.99 (3H, s), 1.5
2 (3H, s), 1.7-1.9 (1H, m), 3.2-3.5 (1H, m), 4.2-4.4 (1H, m), 5.08 (2
H, d, J=46Hz), 6.8-6.9 (2H, m), 6.99 (I1H, d, J =10.0 Hz), 7.3-7.
5 (5H, m), 8.55 (IH, brs)

[0180] =E#EfI3 5
T—=RoVNAHFL—1, 6—DIFIIL—3, 83—V AFIL—1, 5—Tk
FaR>Y [b]l [1, 4] o7EEY—2, 4—CFUDER

BT HREREREEFRA, EZEF 19 EERICLTEBLEEAMESR L.

H-NMR (CDCl;) & p pm: 0.84 (3H, s), 1.0-1.2 (6H, m), 1.48 (3H, s)
, 3.5-3.7 (2H, m), 4.2-4.4 (2H, m), 509 (2H, s), 6.8-7.0 (2H, m), 7.
1-7.3 (1H, m), 7.3-7.5 (5H, m)

[0181] EEHI3 6

T—RUDLAXRD—1—IFIL—5—AAYTFIL—3, 3—TAFL—1
5—TekraRyY [b] [1, 4] OP7EEY—2, 4—FDEK
BT HREREREEFRA, EZEF 19 EERICLTEBLEEAMESR L.
H-NMR (CDGl;) & p pm: 0.73 (6H, dd, J = 5.7 Hz, 6.5 Hz), 0.83 (3H
,s), 1.22 (3H, t, J =73 Hz), 1.51 (3H, s), 1.6-1.8 (1H, m), 3.1-3.
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[0182]

[0183]

[0184]

3 (1H, m), 3.7-3.9 (1H, m), 4.0-4.2 (1H, m), 4.2-4.4 (1H, m), 5.0-5.2
(2H, m), 6.82 (1H, d, J =2.7 Hz), 6.91 (1H, dd, J = 2. THz, 8.9 Hz),
7.22 (1H, d, J =8.9 Hz), 7.3-7.5 (5H, m)

=i 3 7
1, 5—YIFIL—7—EFROFL—3, 3—CAFIL—1, 5—TE KO
Ry [b] [1, 4] P7€EY -2, 4—SFUDER
BLTHEREHERA, Effl2 3 LEKICLTEBLLEMEESR L.
H-NMR (CDCl;) & ppm: 0.88 (3H, s), 1.11 (3H, t, J = 7.3 Hz), 1.1
5 (BH t, J=7.0Hz), 1.54 (3H, s), 3.5-3.8 (2H, m), 4.2-4.5 (2H, m)
, 6.8-7.0 (2H, m), 7.17 (1H, d, J = 9.5 Hz), 7.2-7.7 (1H, br)
Eifl 3 8
1—IFIL—7—ErFEBXP—6—AYTFIL—3, 3—TUHAFIL—1, 5
—erORYY [b] [1, 4] PP¥EY—2, 4—CFUDOERK
BLTHEREHERA, Effl2 3 LEKICLTEBLLEMEESR L.
'H-NMR (CDGl;) & p pm: 0.78 (6H, dd, J = 6.8 Hz, 13.5 Hz), 0.87 (3

H, s), 1.24 (3H, t, J =7.3 Hz), 1.54 (3H, s), 1.7-2.0 (1H, m), 3.2-3

4 (1H, m), 3.7-3.9 (1H, m), 4.0-4.3 (1H, m), 4.3-4.5 (1H, m), 6.8 (2

H, m), 6.9-7.2 (1H, br), 7.18 (1H, d, J = 9.5 Hz)

=l 3 9
3—7AA0—-—N—AF)—2—Z+AF7ZYCDER
2, 6-Y7O0=-tARYETT7. 90g (49. 72UYEIL) DAR/

—JILiB&R (839. 5mL) IZ, KAT, 40%AFILTIVDAR/—ILiA

& 12. 2mL (119X E/) ZiFTFHE, BIETO. S5FMHE. EETS

FFREEE Lz, RISREKRKIZHIT, HEHRZERE, KEL-, Bohi-

HMmES5 O CTHRLTHREMRKDZEILLEY 7. 84 (NFEI3%) %

B/,

H-NMR (CDCl;) S ppm: 2.98 (3H, d, J =5.1Hz), 6.43 (1H, dd, J =
11.6 Hz, 8.9 Hz), 6.57 (1H, d, 8.9 Hz), 7.2-7.4 (2H, m)
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[0185]

[0186]

[0187]

=l 4 0
3—RUDLFFV—N—AFI—2—Z+AT7ZYCDER

3—7JOO—-N—#F)L—2—-=rOF7=>7. 84g (46. 13
L) DMLIVER (839mL) [T, RUTLATFILI—ILY. 54mL (
92. 2XUYEN) , TrITFILF7UEZVLTOZIFRT1. 49¢g (4.
623IYEN) | kEEHUDIL 7. 64¢g (55. 3ZTYEIL) #MA. 6
BERIMMBAER LT, RISEZSAEE, K (39mL) #MA., MLIVHEHE
Lf-. Bon-BHEZKER. BEZREZEL THRERROFELEY
11. 9g (IRFE100%) %#7FT

H-NMR (CDCl;) & ppm: 2.90 (3H, d, J = 4.9 Hz), 5.15 (2H, s), 6.2
-6.4 (2H, m), 7.0-7.5 (7H, m)

EiEfl 4 1
B=ARUDILFHFRV—NT—AFIREY—1, 2—-UF I UERIEBEOERK
S—AUUILFHFLV-—N—AF)—2—-=trOF7=Y27. 19¢g (27
8XEL) MMILITY (80mL) DEEHRKIZ, 5%HEKRFKO. 80
g (dry) Mz, EETTERAKRANZIT =, RIGKZIERL TS
BREL. FILTY (10mL) THEZREL., BEREEDERLEADE
f=o BERIZ, KAT. 1HEERTSZ/ —ILiAK28mL (28. 02
L) EMARET. 300EH LIz, 20 EUTTCHREERHEZE L,
MHLEEREERL, LIy (15mL) THE®R., 4 0°CTHELT

BEefROEBEILEYW6. 30g (IRE85%) 5/,

'H-NMR (DMSO-d;) & p pm: 2.80 (3H, s), 5.19 (2H, s), 5 4-6.6 (4H,
br), 6.66 (1H, d, J =8.4 Hz), 6.74 (1H, d, J = 8.1 Hz), 6.94 (1H, dd
, J=81Hz, 84Hz), 7.3-7.6 (5H, m)

=il 4 2
6—RUUNFHFY—1,3, 83—+ JAFIL—1, 5—TERARLY [b
1 [1, 4] Oo7EEY—2, 4—CFCDERK

BT HREREREEFRA, EZiEF 16 EEKRICLTEBLEEAMESR L.
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[0188]

[0189]

'H-NMR (GDCl3) S p pm: 0.8-1.7 (6H, br), 3.45 (3H, s), 5.15 (2H, s

), 6.83 (1H, d, J =8.1Hz), 6.87 (1H, d, J =8.1Hz), 7.13 (IH, dd,
J=81Hz 81Hz), 7.3-7.5 (BH, m), 7.89 (1H, brs)

EhEfl 4 3

6 —RUUILAFL—5—-—IFIL—1,8,3—rJAFI—1, 5—=DEF
ARYY [b] [1, 4] O7EEY—2, 4—-CFUDER

KATF., 6 =RV FFL—1,83,3—FJAFIL—1, 5—2EFAO

Ry [b] [1, 4] SF7PEEY—2, 4—H>v2. 5g (7. 731
EIL) DN, N=VUAFILT7EFZIFK (12. 5mL) BKIZ. 6 0%K
FzIEFr)9L0. 37g (8. BIYE)) #MA. 300EHLI-%.

39T FJ)L 0. 68mL (8. 5IYFEJ) #FHFL., 10—20°CT2

FrREH L=, RIG&IZK (17. BmL) A, BFEETFIL (20mL
) A, BFEETFILCHE L. S§on-AHEEKkE. BEEEEL
f=o BONREIZT 0% AR/ —ILKBEREMZ, 1 BEMEBETRE, K
AT, SOREM L=, HRZTIEWML, 70%+4%/—/ILKBERTHEEER.

60 CTHELABMERDEEILLEM2. 71g (IE100%) #&H1-,
'H-NMR (CDCl;) S ppm: 0.77 (3H, s), 0.91 (3H, t, J = 7.3 Hz), 1.5

2 (3H, s), 3.40 GH, s), 3.3-3.7 (1H, m), 4.2-4.4 (1H, m), 5.15 (2H,
s), 6.8-7.0 (2H, m), 7.26 (IH, dd, J = 8.1 Hz, 8.4 Hz), 7.3-7.5 (5H,

m)

Xl 4 4
5—IFI—6—EFAFXI—1, 8, 3—FUAFI—1, 5—2EFO

Ry [b] [1, 4] S7EE> —2, 4—CH2DERK

BHAHERMEZAN, EEF 2 3 ERKRICLTRELEMESH LT
'H-NMR (DMSO-ds) 6 p pm: 0.70 (3H, s), 0.81(3H, t, J =7.3 Hz), 1.

31 (BH, s), 3.29 (3H, s), 3.4-3.6 (2H, m), 4.0-4.2 (1H, m), 6.84 (1H,

d J=81Hz), 6.90 (1H, d, J =84 Hz), 7.21 (1H, dd, J = 8.1 Hz,

8.4 Hz), 10.30 (1H, brs)
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TRINBDIELEYOREREZTH>T, — K&K (1 9)

[1£9]
- NHR?
R%{E:I (19)
Z N,

[P, RARURSIEHIEIZA L, ]
TRINDIELEYRIEIZFDE, RUO—HBK (1 4)
[1£10]



WO 2011/021676 47 PCT/JP2010/064040

[XF, R2ZRURIHIEBIZCEA L, Xk, A—XIZEL->T, »\O
TUBRFETRT, ]
TRENBDILEYMERIGS BRI L HHMETHIHERE,



INTERNATIONAL SEARCH REPORT

International application No.

PCT/JP2010/064040

A. CLASSIFICATION OF SUBJECT MATTER
C07D243/12(2006.01) 1

According to International Patent Classification (IPC) or to both national

classification and IPC

B. FIELDS SEARCHED

C07D243/12

Minimum documentation searched (classification system followed by classification symbols)

1922-1996
1971-2010

Jitsuyo Shinan Koho
Kokai Jitsuyo Shinan Koho

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched
Jitsuyo Shinan Toroku Koho
Toroku Jitsuyo Shinan Koho

1996-2010
1994-2010

CAplus (STN), REGISTRY (STN)

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
X GB 1210809 A (ROUSSEL-UCLAF), 4,5
A 04 November 1970 (04.11.1970), 1-3,6,7
example XIV
& DE 1668634 B2 & US 4001408 A
A WO 2007/026959 A2 (OTSUKA PHARMACEUTICAL CO., 1-7
LTD.),
08 March 2007 (08.03.2007),
entire text
& EP 1919907 A2 & US 2009/0264404 Al
& JpP 2007-091733 A
A WO 2001/077143 A2 (GLAXO GROUP LTD.), 1-7
18 October 2001 (18.10.2001),
entire text
& EP 1268517 A2 & US 2003/0158082 Al
& JP 2003-530404 A

|:| Further documents are listed in the continuation of Box C.

|:| See patent family annex.

* Special categories of cited documents:

“A”  document defining the general state of the art which is not considered
to be of particular relevance

“E”  earlier application or patent but published on or after the international
filing date

“L”  document which may throw doubts on priority claim(s) or which is
cited to establish the publication date of another citation or other
special reason (as specified)

“0”  document referring to an oral disclosure, use, exhibition or other means

“P”  document published prior to the international filing date but later than

the priority date claimed

“T”  later document published after the international filing date or priority
date and not in conflict with the application but cited to understand

the principle or theory underlying the invention

“X”  document of particular relevance; the claimed invention cannot be
considered novel or cannot be considered to involve an inventive

step when the document is taken alone

“Y” document of particular relevance; the claimed invention cannot be
considered to involve an inventive step when the document is
combined with one or more other such documents, such combination
being obvious to a person skilled in the art

g

document member of the same patent family

Date of the actual completion of the international search

Date of mailing of the international search report

09 September, 2010 (08.09.10) 21 September, 2010 (21.09.10)
Name and mailing address of the ISA/ Authorized officer

Japanese Patent Office
Facsimile No. Telephone No.

Form PCT/ISA/210 (second sheet) (July 2009)




= R A EpHEEEE PCT/JP2010.,064040

A. FEHOBTLHEOSE (EHERTSE (IPC))
Int.Cl.  C07D243/12(2006. 01) 1

B HE LTI

E AT T B/ NRERE (EERRFEP8 (TP C) )
mt.CL  C07D243/12

H/NREELIAOEE CHREZITo B EENRAH D
HAREE B AN 1922—19964F
HASE /AR E R AH 1971—20104
H A [E 52 3 R AR 1996—20104F
HAE B 2 A AW 1994—20104F

EERECTCHERALAEZETT —F =R (F— X204, FAEICHERLZHE
CAplus (STN), REGISTRY (STN)

C. BET2LEO LD

SRR D BET 5
HF DY — % FIRASERYE RO —BIOEFTPEEY 2 L &3, 2oET 2 EHORMR REOES
X GB 1210809 A (ROUSSEL-UCLAF) 1970.11.04, Example XIV 4,5
A & DE 1668634 B2 & US 4001408 A 1-3,6,7
A WO 2007/026959 A2 (OTSUKA PHARMACEUTICAL CO., LTD) 2007.03. 08, 1-7
Eo0'S
& EP 1919907 A2 & US 2009/0264404 Al & JP 2007-091733 A
A WO 2001/077143 A2 (GLAXO GROUP LIMITED) 2001.10.18, £ 1-7
& FP 1268517 A2 & US 2003/0158082 Al & JP 2003-530404 A
7 CHOBEICLIMAFIZEI TS, 5 50 b7 ) —ICET 2R E B,
* BIRAXRO AT HY — @ A DOEITANTR S 072 TR
TA ] FRCBBED S A Cid7e <, — M KELZ T 1T) EHERBEE XEELBRICARINTEZIXM TH-C
HD HEEETFIET 56O TR <, O FE TR
'E | EEHEBERIOHEEIIETEchrr, HELHER OFBOT-DIWBI AT LD
Pk shebo (X BCBEOH 5 TR Th - T, Y3E0m D & T
TL ) BRI ERE T 9 A U I TR O FE AT ORI TESER RN EE L O D
AE L ISR 2EAE2 M T 5703 AT 1Y) BICEEOH LR ThH - T, B%Uik & ftho 124
LIk (BB A2 ) FoOERE D, BEEICE S THRATHLSESEIC
O] NEEC L B0, R, BREICERT D30 ko THBER P NWEEZ BRA D
[P EESHFEEHRTC, WOBEHEO FREOEBERLHE (&) H—F b7 73 U—3CR
ERFREEZ T LeA E B RE S 0%k H
09. 09. 2010 21. 09. 2010
= AR AR D24 O T4k REFITEAEE (HROHLME) 4P | 3542
AAESSZHFT (I SAS]P) e
HEHRS100—-8915
HRHTARAXENSE-"TH4%3 5 EEHFKRE 03-3581—-1101 H#HE 3492

HAPCT I1SA 210 (B2~—) (2009%F7H)




	Page 1 - front-page
	Page 2 - front-page
	Page 3 - description
	Page 4 - description
	Page 5 - description
	Page 6 - description
	Page 7 - description
	Page 8 - description
	Page 9 - description
	Page 10 - description
	Page 11 - description
	Page 12 - description
	Page 13 - description
	Page 14 - description
	Page 15 - description
	Page 16 - description
	Page 17 - description
	Page 18 - description
	Page 19 - description
	Page 20 - description
	Page 21 - description
	Page 22 - description
	Page 23 - description
	Page 24 - description
	Page 25 - description
	Page 26 - description
	Page 27 - description
	Page 28 - description
	Page 29 - description
	Page 30 - description
	Page 31 - description
	Page 32 - description
	Page 33 - description
	Page 34 - description
	Page 35 - description
	Page 36 - description
	Page 37 - description
	Page 38 - description
	Page 39 - description
	Page 40 - description
	Page 41 - description
	Page 42 - description
	Page 43 - description
	Page 44 - description
	Page 45 - description
	Page 46 - claims
	Page 47 - claims
	Page 48 - claims
	Page 49 - claims
	Page 50 - wo-search-report
	Page 51 - wo-search-report

