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EHEFI—1~4IIBTE5FARASHBADRERME29. Tmg L
T, A¥HEHSEB (FR153°C) . AFHEHSAC FR151%C) .
AFEASHED (MR132°C) . AHHASHME (FH213%C) (221
T, THENRKRICHER Lz, WThOXKASHEDL. LEKDOTOCE
7. 4mg /LUTT, BEKOTOC16. Omg./LIZXHL50%LLED
ERAB ST,

Ff-. WEKCODy,[E6. 9mg  LUTT, EKCODy,11. 8m
g/ LIZxL 4 0% EDRFENGELNT=,

<ELERHII—1 >

HERERMF (Bim125°C) #ANT, EMHEMI—5 ERABKICHBRET
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[0121]

[0122]

Bl THMETELN S, BITTORENEICLIHMENLGCREZDORENE
BELEhbd,

ZIT, PEHEZHEO—ETHL. TIL7 U EKEKITHEMLIZKERK
ETHRENEREDFMmETL. BRER4ITR LI

T VERFIEBEDRELZFEAL., ChEHABIKEKIIEmg /L
DEEIERIETEREIKE Lz, HFARETKEKDN o. 5 AlEHIEEK
DTOCIFEO. 45mg /L., REBHEEMFFIL1. 042THoT1-,

CNIZTILSEmg / LEBRIET-EREIKD T O CIEEABIKEK
MDTOCO. 45mg. LEZELBILET2. 25mg./ L, EE&MEE
EBMFFIZ1. 124(2&{kLT=,

AR, BRRNEEBKDTOC, RUEREMREETHSOIMF FAIEIC
&2 TIToT=,

ZOFIBIFLTOBRY TH D,

(1) RK%E, KE22+2°CICHEL, ZD1100LEZE—H—ITHEY,
EAMEREMIS—6TOY—TRA LETo1=,

RIEEHE, 7/ —ILBET7ILH ) BREMEERML 150 r pm
T3nfRE#E. PACT100mg /LZEHML, 150 r pmT105,
BITE50r pmT7RERLTRIESEDIEHE L (FzZ0, LLEFIII
— 4 TIEP ACOHAFHEM) ,

(2) BEQNEKEHNI ONILEER., HKT, BRICEFINLIBEHEETOCE
HEWHRLENo. BARBMT, BET7NDvV IV EEUEEZEBLE.

Q) BOHNEEAKI000MLESOOMLED2KDY ) U F—IZHRE
Lt

(4) B#@EK500mL%E, SYRTHE FFEO. 45um, 470D=F
OO —RBATLUT4ILE—%2FAL, 66kPa (500mmHg
) DFETTEAL, BEAFET 1 Z5BILEZ, MOWTEI1TERD500m
LEZRMRICERERERL., BEEBT 2ZBEL. KEEAEF22+£2C
[C7ab&LD, EBREREZHEITLILELIC, AIERKEZRHEL .
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[0123]

[0124]

®) MFFET2/T10OlTEHEN, FEAMEOEFELAVIKT
FT1=T2T. MFFIX1. 00¢&%44, ROBRMIGKDIFELMF F I
1. 10K, SHITHBTREKELLTIET. 05KHTH D,
(6) BEDEAKIZOE, Jx/ —ILBEORIRE—YERE280 nmD%E
NIREEZEZS OmmELTAIELT, Ff=, TOC (2AE#KRR) THRIEL
T=5
(M) TLFUICIFERE28 0 nmDEMNRENALNH, KE280 nm#E
NIRKLED, LLEHIII—4DPACT100mg ./ LOAFDUEBIZEITHER
280 nmENRKELEDNDE (A280nm) M, T/ —ILEERERS
EHEED, TIT, 7/ —ILBBEORE~RAERER (7x/ —/LiE
fERE=A280.0. 093) LYREEEZKRDTI-,
<EWEHIII—1~3>
AEASHMA (MR 183°C) ZHEMZELT, 1. 6mg. L, 3
Tmg/ L, 4. Tmg/LOFMETHMLI=C LT, TLI7IVDBRE
ANETL, BRERX, FMEICHELTI0, 45, 6 0%hFEons,
RIEBMEEZEOMFE Fld, TILTUBREEI 0% TKEKUTD1. 03
BERMHHERER LIz, Chid, SHEDEREBRFERANZOSFEN
REWFERELS, FET000UTEHREEIND/NE WL DIFIEEBR
EEANRHFEYLRWERESNSG—AT, LY—ILB2RREERI-Tx/
—ILBHETO TS VOBREREE. TS URFENKENE, BELT
Thhdf=bEEZLND,
<EWEHIII—-—4~7>
AEASHRATMFF 1. 024 LFRICRFLEREREE., TSV
BREEA45%MNEONT-, FMES. 1mg/ LOEHT, XEHASHLEB
(FR153%C) . AKBHAGHMC BHR151°C) . AFKHASGHKSRD (B
M132C) . RUAEHASKSRE (Bm213°C) OF@£ETo7z. LT
hDERGEE., REKOMFFMA1. 020~1. 033, FILSURER
39~47%ERIFLHHERNGEONT-,
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[0125]

[0126]

[0127]

[0128]

<EeEHIIT =1 >

LY—IWB2RRIEZELIZA, BEMA125CTE 130 CUTOLES
BEF T, FME3. 1Tmg /LT, HFAREDKEKLEADMFF 1. 04
1 %8N, TLSUVBRERF26%E, WThOEREHEYEEL 1=,
<te&plII—-2, 3>

LY—ILB2REEETHED, BR7 1 COLERERH, RUBLSR6
7COLEEAERR I (X, LEHIII—4DPAC100mg./ LOAHFMNDIEG
B&LY. MFFOBEMLRONTA, 3 EDKEKDOMF FRKEIZEELR
Mmot=,

T, B TFERINELEBET L. TOCHEHEREKLYEML,
BKFIED=ODBRERELTELRAEETH o=,
<EeE 1 — 4>

BEEEFIPACT100Omg LOADUETIE, RKIUMF FHAHE
TH5ELOD, TILFVEEFHVWHLEDKEKOMFF 1. 04112&EL R
(W1, 162TH-Tz. TSI VBRERT4%EENTH O,
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[0129]

[0130]

[0131]

[0132]

{EEKDEENER VR O EN BN

(RESRALE)

BRUNETIEPFKERERF TEELEPVELZT>-LEKE, S5IC
R FREEEKIC & D EENEETL, ROVTROBRDELE%1T > THKEIR
ZIT>TWAFIZOAEYMNEKERKE LTRHL., EREEFIELTPA
CORYIZRYRBE_HK400mg/LEAVMIE, BTROPELHELE
BERHKDESENEICE TS ERBRIC, P¥—TX M, No. 5AEHKESR
. MFFHIE, 280 nm&ENERRLEREZEZITo1-

Jx/—LEEREEETIMROPESEESRIKOERLEIISITS
ERIBRDFETEHE LA, KEKTIE, RKIZFEETHIERE280 nmic
RIEDHAEFD—EA T =/ —ILEIETES - BRESA TV S HAREEAH
HDTEEEE L=,

AEAGHTRA. ARAESHBCLELBERMAF. LBERABEZHIZONT
. 7/ —ILEIEAME®0. 97mg. L, 1. 36mg. L, 1. 94
mg/LEELSELHOBERE, RUBRBE_SOADBZEDHERERS
[ZRY,
<EWEHIV—1~6>

AEASHMA (MR183°C) . ARBASHAC (RR151%C) &3
7/ —)LEEET. 36mg /LDRMT, BVEKMFFIEXT. 1XED
BIFKENAB LN, BEBEISICED 280 nmESRRLENEME EEIZD
Hhot=,
<HLEBHIV—1~6>

tEEERmF (AR 125%C) FLY—ILB2RRIEEI{T>TWLSHA, &
RMEL, BRFERIOEBRNR+2LHEEESh, T/ —ILEERBER
ENEREHIV-1~6LYUEL< D, F-. BAFELEITTHEHESL
1. 36mg /LOFMTIE, VEKIEMF FORIFKET. 1XKFHEERK
TERL,

LEERERH (RR71°C) &, EBRERAFLYLEIILIBERTHD
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[e]

[0133] <tLERfIIV—7 >
RUBBE-#400mg / LOAFDOLETHE, BEREH
B354 LFRTHPI

[0134] [%5]

HIEIEMF FlE1

T/—IVEBIRT LH)ER A EES 7%%;”
FHER| T/ —Aie| Bk | IR UV2BO | sy

s ANE | mmE | AR | M| T
(mg.~L) (mg.~L) me (mg/L)

REHANV-1 | KRBESHMBA 5 097 400 1.170 | 0.187 0.01

EHRHIIV-2 | ARBEESRIA 7 1.36 400 1084 | 0.188 0.02

EHEHIV-3 | FRBEHEIA 10 1.94 400 1.062 | 0.190 0.04

EHHIV-4 | KEBHESHRAEC 5 097 400 1.187 | 0.188 0.02

RHHIV-5 | AFEHASHMC 1.36 400 1.080 | 0.189 0.03

REHIV-6 | KREHESHKMC 10 1.94 400 1.067 | 0.192 0.08

H#EHV-1 | ERESERF 5 0.97 400 1.243 | 0.195 0.10

HeERIIV-2 | HEEASRSF 7 1.36 400 1.129 | 0.202 0.17

HERIV-3 | hEBESmARF 10 1.94 400 1.087 | 0.211 0.27

teEpiv-4 | AN 5 0.97 400 1.312 } 0.205 0.20

LEEBIV-5 | LLEIARSH 1.36 400 1.187 | 0.214 0.30

HEFHIV-6 | LEERRERH 10 194 400 1.092 | 0.228 0.45

BRIV -7 - - - 400 1.354 | 0.186

[0135] [ROMESENIE]

WEFhEMF FEIFKEOMFEFF 1. 1XKBESE. ERAIV—2 (KH
BEm&EA : 1. 36mg. L) . @IV=—5 (XFEHAEEWC : 1. 36m
g /L) . LLE&HIV-—3 (LLEXERGF 94mg. L) . BIV=6 (
WEHASEEH: 1. 94meg. /L) . RUMFF 1. 354DRRKEZ
BDHDLEF V=722V T, FAFREAHDOSY—TAMEEBZRY
ELT->T., MELNEKH20 LEHERL., FEARBRETL, BRER6~
10(ZrLT=

[0136] PREHEE, EROROBAEEAL T, BRMEK (BiK) EMET

[IHEBst, BRKEFAEL., BUEEEL-YDOEBAR (m® m? -
hr) OBBMICHTIETESVERETSH2OTHY. COKRT, &K
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WEKEROBEDA—ILIZERIEKT HIHFEDENEFVES. L
ZNISEFBKAREGRHMZ BT 5 LA TES,

[0137] BEBEELLTIE, HMICRTIOEAN, BEELEK (ROBRHEHEK
) X, BE11&YVBERYT 4T, ZEABHF1OROEEZ Y b LI-FE
TIL2DTRIDEKET1AIZO. 7mL/mi nTEEHHB L=, BEKE1
ARIFRE—5—3 THEHF S ZREGSETERE L=, ZERBSHERENL.
BEAKREEE 1 3ICRHTEAF6 EEARBNILIT7IZEYO0. 75M
PallfiZ L. COEHGTTERKEEEAILT

RORELTIFAREL () #EARVT7 X FERHRZLES—20%FEAL
f-o FERIEOEBARDETE. 04 cm2THS,

CORBIEIER25CTHLREHANGEOEHETITL, FBKDKEt %
ERL, KE25CITHELTTRAICKYBBRRREEH L1,

[0138] BBRRR=FBKE < BEMERE (1. 024 25-v) -FEEE (
B m3/m2:hr)

[0139] F7-, BBRROBEICTH I SETEMBEREELTI lux dec | |
ne slope (T ImfEl &#35) #5tE LT, §H@L 7=,

mEDOFER EFMIUTORY TH S,
miE= (| o gMABBFRE— | o gBRBBHHETICHETDEBIRR) — (
| o g ¥EARFRE GAE 1 hr) — | o giZBRMET)

[0140] miEETAFREZRY., miEL. EARERILTEHAD B8 0%ETETT S

(20%ET9 %) BRDERIILUTOLSIZHS,
m=—0. 02 {ETHMEHEIE7 000 O (8~ %)
m=—0. 025 {ETHMHEIE7 50 0RME (10~ A)
m=—0. 03 :{ETHMHEEE1700KM (2. 34A)
m=—0. 035 ETHHMHEIES 8 7k (0. 84~ A)
m=—0. 04 :{ETHMHEiEE265KHE (118)

[0141] —fIC, KA IERKT, ThETDIEENE, EHEANELT-15
&, miElE—0. 021 ELKLS, FAN—EFEALIEKT, IhEEE



CYCRAXMHHMEIEEC L L RIEENE S
OLPAH%OCHUWFEI 2820 0—RIFHW “B%=1 2NHHHO
A2 NEWEY - 1H2Z (0,£8 | Hil) VEHSHEYOZ —AI43HEE

<L —ANI4BE>

%

AL EI RGN E I & 8 RITIFE T RIVEFGHEGOE "XE
BERLET " FLT LS WHISLEEHLT 220 O0O—\WHW "2

QU GEEL HEUEB WY HOR NG
WEEYOLQ PIIUBGUTY “EMN—L4L Y OSBRI PO
BHPITIFE 20FELL2VEE I BHWEBQ P 2GBTS £ Tk
M URVEGHONHHE "RIRESEEMH B EWERO I \¢HWIZlE

CU2HXE "SHOX TN >ERFBERUWFE PI)HK
IO2ULNEN B2 U "CLUERZHWE " 2NTINE "2 £ Ha
PHE%08 "EE WO LHMHUTEME 2 HT LIV 20
W2ALHFHOZ > UL L HRIEYEFE D) F I THORHE "HNEHOY

‘R (L¥v o0 -
OFRIFHXE) T¥Y 0 O—RLNIZHOPWOSEH/NEEHIE "H

[¥¥10]

[€¥10]

[¢¥10]

€0€€90/0107dL/LDd A 8L68T0/1T0T OM



[9¥10]
CHCROIEMEHMEIHE SRIFEHNEE L
VLRI HWOCHYUFEIL Y620 0—FRIFW "SEH=LN INHHEO
A2 NEWEY-HZ (O, L S L i) OWHSHEYOS —A|43HEE
<Z—NI4BE> [6710]

gLl (B)BHEHE 0L P%0C3H Tl 5 UWEE
28200- £vl 06470 ol 0v2
28200~ PEl 86L°0 L 891
18200~ 02l 1180 b 96
89200~ 20! 2280 £ ZL
62200~ V'8 5¥80 4 8t
21200~ 59 2980 1 2
1z £06°0 G
2260 B (G I
o | e | wyee | 7Y | weew

OME T E T O- Al BIE) [-AIEBIEE

[9Z]

€0€€90/0107dL/LDd 8¢ 8L68T0/1T0T OM



WO 2011/018978 39 PCT/JP2010/063303

[%&7]

EREHIV-2(EHEHIV-5D EENEK)

B | A o%fﬁﬁb e | ™
1 PIRE 0.941
5 0.922 20
24 1 0.884 6.1 -0.0197
48 2 0.863 8.3 -0.0224
72 3 0.846 10.1 -0.0263
96 4 0.822 126 -0.0296
168 7 0.809 140 -0.0295
240 10 0.801 149 -0.0294

TR RIE FTE20%ETOTEMRKRM(B) 83

[0147] <tEBRAIV —1>
EEHIN-3D, LY —IB2RRGEERLEZMERADLEESHAF (
e 125°C) ZRVVERELEKE ROE#IEKE LIzmE. miEE—0
0351 THEBRK20WETETCHIHERKBEHT2 48T, EEfl&
[FEALIGENH > T
[0148]



[0610]
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O, L LETF) HERIEFT L UL 2 WK RN —(109 —N45HH
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(9]
EEEAAIV-2 (L BRIV -6 0D 5K )

1 P4fE 0.942

5 0.922 2.1

24 1 0.868 7.9 -0.0257
48 2 0.836 11.3 -0.0308
72 3 0.813 137 -0.0344
96 4 0.798 15.3 -0.0363
168 7 0.778 17.4 -0.0373
240 10 0.767 18.6 -0.0375

ERFRRETE20%ETOHERM(B) 16

[0151] <&V — 3 >
RURBE_SBOAT, 7/ —ILBET7ILAVBERERMLEGEN Tt
BHIIV— 7 OBRENEKEROBEMIGKE LI-HFE. miEE—0. 0451
TEBRKE2 0OETETHOHERKBRIZ6BE, REEENKEN ST

[e]

[0152]
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[5&10]
HEEBIV-3 (LLE I IV -7 SR SR ARIE K)
AR FRRE | BARRETE
I
(hr) BE | nimieday | (oxzmmE) | ME
1 ER{E 0.972
5 0942 3.1
24 1 0.856 11.9 -0.0400
48 2 0.822 154 -0.0433
72 3 0.807 17.0 -0.0435
96 4 0.792 8.5 -0.0449
168 7 0772 206 -0.0450
240 10 0.759 219 -0.0451
E SRR RIE T E200%E CO S HERE (B 6

[0153]

[0154]

(TERAKOEENER VR OBRSBENIE]

(EESRALIE]

<EmEHIVI—1,

7L, BREXR11ITRL

LRI ERAKDEUKIRIE, FMEHEKEDIHET, FHEEIKEVHBETH

60

BEFER. MFF, ENBERAEOFEAEE, RRKE_HK4I00m

2, LEHFHVI—1~5>

FWEESHMRTERKT, AFHASHMEA (MR1837C) \ XIFED
FEHTHHLLBHAERH (BA71°C) EPAC, HWMIPACOAITED
BENEEITL., BEEAMEEMF F EQEKT OC, LSRRI E DT

g/ LOEDOYIZ. PAC100mg ./ LEEMEERIL L THW I,
LEEDEMNIEKDBRENBICHITHERBTH S,
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[F&12]

SEHEG VI—1 (EREF] VI—1 A0IE/K:MFF1.072)

maste | Bm | Sern | BRERELE g
1 HAE 0.954
5 0.938 17
24 1 0.906 5.0
48 2 0.892 6.5
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