2017/131:218 AT IO 000 I OO0 O 00

O

A
-0
-3

W

(12) fF%E‘FT%;’JJ%%’J(:\EO“L\’C’AFﬁ snt-EfRHRE

(19) tH SR &NBOFR A HEHLES >
EEHR g
@3) ER RS EE?

2017 &£ 8 A 3 H(03.08.2017)

YO0 T 0 0 0 O
10) B RES
WO 2017/131218 A1

(51

eay)
(22)
(25)
(26)
(30)

1

(72

74

WIPOIPCT
BT 258 @) EEE (ETOGTWRY ., £ TOEEDERNLR
CO7D 413/10 (2006.01) A TTEE): AE, AG, AL, AM, AO, AT, AU, AZ, BA,
o BB, BG, BH, BN, BR, BW, BY, BZ, CA, CH, CL, CN,
ERRHERES: PCT/IP2017/003073 CO, CR, CU, CZ, DE, DJ, DK, DM, DO, DZ, EC, EE, EG,
ERHEER: 2017 £ 1 B 28 H(28.01.2017) ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL,
—z = IN, IR, IS, KE, KG, KI, KN, KP, KR, KW, KZ, LA, LC,
EFrHEDOEE: BAGE LK, LR, LS, LU, LY, MA, MD, ME, MG, MK, MN, MW,
o /\ B8 ) = 5. g A:zE MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PA, PE, PG,
.W"‘Ef =R G PH, PL, PT, QA, RO, RS, RU, RW, SA, SC, SD, SE, SG,
BRIET—4: SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR, TT, TZ,
458 2016-014006 2016 ££ 1 B 28 H(28.01.2016)  JP UA, UG, US,UZ, VC, VN, ZA, ZM, ZW.
%FE 2016-232241 2016 £F 11 A 30 H(30.11.2016) JP — . ,
HilfR . 11 A 30 B( ) sy BEE EROBRVRY, £ TOEEO LS
HEA: X &4 b ¥ T (TOKUYAMA COR- M EE): ARIPO (BW, GH, GM, KE, LR, LS, MW,
PORATION) [JP/JP]; T 7458648 LU O R F @ THE 8 MZ, NA, RW, SD, SL, ST, SZ, TZ, UG, ZM, ZW), 2 —
BT 1% 15 Yamaguchi (JP). 5 7 (AM, AZ, BY, KG, KZ, RU, TJ, TM), 3 —
—_ O w8 (AL, AT, BE, BG, CH, CY, CZ, DE, DK, EE
EHE: F {25 (MORL Hiroyuki): T 7458648 LU ES T FR(GB, GR,HR. Hg ICE isclf CLf LU, LV, MC.
H = 260 B2, = E O s > > > > > s > H H H H H s
OEFAEHHEm 1518 #AStrovv
: - AN MK, MT, NL, NO, PL, PT, RO, RS, SE, SL, SK, SM, TR),
M Yamaguchi JP). ;§Z&X T H (SEIKE, Yoshiki); T
S o ) P4 OAPI (BF, BJ, CF, CG, CL, CM, GA, GN, GQ, GW, KM,
7458648 IWORFARMEFE1E 15 HAR
, ML, MR, NE, SN, TD, TG).
TrOYTH Yamaguchi (JP). . )
7?13“".&[35%’@:

KRB A: K# 5\ (KIMURA, Yoshihiro); T
1700013 R REEEREHNXITH1E4 =
AV A1 0045 Tokyo (JP).

EFEREHRE (FHF 21 50)

(54) Title: AZILSARTAN AND METHOD FOR PRODUCING SAME

54 EBADEH : TOILHILE D RUVFDOEESE

(57) Abstract: The present invention provides: azilsartan which is characterized by providing distinct peaks at at least 20 = 9.4 +
0.2°,11.5+0.2°,13.3 + 0.2°, 14.8 + 0.2°, and 26.0 = 0.2°, as measured by X-ray diffraction using Cu-Ka rays; and a method for
producing the azilsartan.

BH: ARBICEY,

5+0. 2°, 13. 3+0. 2°, 14.

Cu—KuifZBAWAXEEFIZEL Y.,
8+0. 2-°,

Pl e 2 6=9. 4+0. 1

20
26. 0+0. 2°1z8MMkEr—49 %5253 ¢

ERBETEHTONTNLE Y RUZDERESFZSRBES NS,



WO 2017/131218 1 PCT/JP2017/003073

BH 1 &
FHBEOEM : POILHILY VY ERUVUFOREAE

v o B

[0001] AFBRIK, FYILHFILSYY (BEEM:1—- [ [2° — (4, B—YENR
O—-6—-F%vy—-1, 2, 4— AFHBI7Y—-NL-3—-4J)) [1, 1" —
E72zZ)—4—A)IXFIL]I-2—ThFI—TH-RVYALIFS—)
— 7 —ANKRVEE) RUCEOREFEICET 5,
R

[0002] F&x (1)

[0003] [{b1]

O

N 0
\>—0Et [ NH
N N=

HO™ 0 O O )

[0004] TRINDZTILYILSY (bZELF: 1- [ [2° — (4, 5—YE RO
—5—F*%v—-1, 2, 4— AFHYIT7Y-NL-3—a0) [1, 1" —E
T4 —ANIXAFI]I-2—IhFY—-1TH-RVJALIEF—)L—
7—HANKRVER) & FUooFFovov | | SRERRES L TEBhADR
ERYBREREE L THERBICERQEEMTHD (FeErxXmi 1)

[0005] T7UINHILIVIE UMTFOLIBRFEETERINTWS,

[0006]



WO 2017/131218 2 PCT/JP2017/003073

[0007]

[162]

N RLOI'\‘2
9: S—0Et |__ NH;  XCOOR? _ N\>—OEt ON\ NH, AL RS
\. ‘ IAFMERE RIS
R10” S0
(3) (4)

WEIISUTPI FAULECIATIUREE S HA
(RPOR2 FIFNEFF2—IFINFVIETHS)

0

N A
?\*m NN KARRE (E[,P_“‘ T

() (1)

BNs. giEEx (3) TRINBT7IFIL 2—ThF2—1-[[2" — (
EROFSAI/ALRFYIR) E9z=Z)—4—4)L] AFNL] —1H
—RUYZLZHY=I—T—ALEKRFIS—F (UTF, BIZ, [PIRFY
LibEY] £ 92B66H2) 2TOFEERIERBICBWVWSE D, XiF. X7
IRFVLEEYOL ROFVLEAIRATIVRELCRETIIATILER

ERIGEITV, BIEER (4) TRINDT7ILFIL 2—IbhFo—-1-[[

2° — (FLFOFY—ANRZIINFIFSHAINRLLZI KAL) EZ7Z)
—4—A)] AFI] —TH-RIVZLZIF=I—T—ALKRFIZ— K
(LT, BIZ, TZTAFIVREEERLEYW] &T2BE66HD) & LR
. BERBZITW, BIEBR (2) TRINS7ILFIL 2—IhFo—1-[
[27 — (2, 5—=YEeRO-5-FFV—-1, 2, 4—FFHIT7V—)
—3—AN) ET7IZ—4—AN] AFIN] RVZLZIF—IL—-T—A
WRFSS—bF (AT, BIZ, TPIUMYLIVTILFILIRTIV] &5
BEtHD) Z®BETDH, TLT BRRIC. ZF VYLV TILFILIR
TIVENKDET B EICELY, qgiigX (1) THRINBZFINTFILE VD
iEXIhd BIAE, k1 ~ 3. FERFFHE 1 2R) .



WO 2017/131218 3 PCT/JP2017/003073

[0008] LIED&LIBRAETELNDZTINYILY VG, FBICEMEDEDHE
ENTHY., BRALGENRAZE. BEAEIRITINTWS,

[0009] &, COTPINFLIVE, BREMEBTEHIENMMONTWVWS,
T, BREFHEETDEE. A—DFICBVWTREBENERZERORE
RN EFEET DI EERKRT 5, BREVICE TR ERMIE. AR, B8
. Bm. BHR NI T7RISEYFT1—. REW. BOMLREDER
mE LTOREBICARTIFUENERD I EDEL,

[0010] #EEF~C@k 1 Tld. MKIBRORGBRD SABEEBELTELNEE
ICHFBR T FILZMA THERIETHIET, 1566~157CORMREETS
|OET) ALZDTIINYILY VEEDLIENBEIN TV,

[0011]  F/f, FEWGEFXXER 1 TR, RISBOBREZFHMUE L THEONKERET

)= THETDIET, 212~214CORMEREETIEES) XA

BOTIINYTII U ER/DIEMNEBHINTWS,

A 5T, FEEFHE 2T, PTEMNVEKDEESBENSTIILYILY v
OHEREMB LA, PEMNAICEBIE T I BEERTIET. @
R208~21 1 COHABRROT VLYY VERDIHENEHINLTL
%,

[0013] LALADL, ChODFEICEI > TERINETIIYILY Y OEESR
IELEBMEWEEE. NMATRISEYFA—THIIEMBEIRTW
% (RErxem2) o

[0014] ZOD7/&. FHHFXHE2 TlE. SYBCAYELCENEEEZET 5. FICHE
WHICEWARBE., "M FTRAZSE) T4 —RO/XIEBHEEET2TY
WHILY Y DEREFA~KOREAENEHINTWVWS,

[0012]

SEATHAMTSCHER
RFEIF TR

[0015] #FEF~Cik] : B2 64 59 6 2 S03R
B2 : %2014 -530805SLR



WO 2017/131218 4 PCT/JP2017/003073

[0016]

[0017]

[0018]

[0019]

[0020]

[0021]

RErER3 K 2014 —-50509 7214

FENFET SR
JEFRXCER : Vv —F I AT AFa SN FIZAM)— CKEH) .
1996%, vol. 39, p. 5228-5235
B2 : A —H=wvy FOtR YH—F FYEK Fa4ROYTA
vh., (CKE) 2013%, Vol.17, p. 77-86

RIPDOHE
FALFERLELD & 2FE

—MMICIEEMEERRFEREE LTAWVWSBEEICE., EEICEHEDCLD
BREFh TV, AEAEL BV BREREFOAERIBENRI TS
 FEICERAIND,

LA LDt S, RFEAESMGI 1. FEF 1 RO 2 ICRBEDAE
TIOWFIVEI VEER LIEZ D, BONETYILTILY VORI
EHREICH L THERBICERMETHD &M DN o, IDIT, BEFXHL2
ICRBBOFETT LMY VORREMA~KEERK LE T 5, BIEKE
RICH T 2BMEE. FEFXER 1. FEREFE 1 R 2 ICREBOHETES
NEREDHRICHERTHEINTVE DD, BEABICHT 2A88EIL
BWEETHo/, TDRH. HEOT VLSS Y OERERK BHERA
WAEAVWTRERELITIBEICIE. ZEOARBRENSNREERD, LN

2T, TEMICRRZITOHBEIEKRILEE DN H >,

ZFDH. BHBREICH L TIHRATH> T BEAEELAV-BESZEN
BEATERTVILYILY Y ORBROAENEEFN TV,

AFEBADE 1 OFEIE. BRBREADOBRBEIREI N, FRAERMY
EETDZTIILYILY Y OER. RUTOEESZERET I EICH D,
Fr. ARBPESEIRE LT, LEEFXE1 — 3. RUFHERFHX
M1 OFEICRWT NSNS VERELLLELTE, BRI ENEHL
WML H 2 D9 ot TORMYMEDTLIEE T 5.

TR (5)



WO 2017/131218 5 PCT/JP2017/003073

[0022] [1k3]

O

;£1:5moa TN
/-:SE YOEt

[0023] TRENDTIIINHILG VR B LARHY (UT. BIZ, 72T
YU_BE] EWOBENHDB) THEZ ENgh o7,
[0024] RIZTFZVILHILY YV ZEEIE. UTOLDIICLTERINDZEDEEZLD
iz, TRbE, FIULYILE VEEET ZBEORERIERIGICEWNT,
TR (3)
[0025] [{b4]

\>*0Et OH NH,

R107 0 ‘i} qipi (3)

[0026] (XH, R'ETILFIETH )
TRINBRRIEOT I K LIEBWE,
Tk (1)
[0027]



WO 2017/131218 6 PCT/JP2017/003073

[0028]

[0029]

[0030]

[0031]

[1£5]

TRINDZTINSFINY Y ENETRIBL T,
TR (6)
[1t6]

C)

[;;E]:: ?*“()Et |\\
i;ggi QT,JJEt N iill

(R, RTETLFLETHS)
TRINBZTFINGFILIVTILFIIZATIO_EE (LUTF, B, 7Y
WHILE U TILFIVIRATIV_.ER] £T2588H2) PEEINS, X
WT, TOFPIIHILIVTLFILIZATIV_BEH., ZOFEMKHMES
NTEIETZEDEEZ LN, 2FY., ZYVIHILY U EEET BHRRIC,
fhRISHDERFICET L TEEINEE0 (B, RESEEEMELLTER
INOBICERLTLEDIBD) THBIEEZ DN,

IHIC, YA (FUNYILY Y ZERF) 1. REDOHETIE. &K



WO 2017/131218 7 PCT/JP2017/003073

[0032]

[0033]

[0034]

[0035]

[0036]

ERHANSDERIRHETH>7c, Fioo MAKIBERIOT VYISV TIL
FILVIZATINZ_EHRHD. BRICBREFR#ETH >, TDDH, ERXDAE
IKEWT, PUIMTINIV _EBREIVIERT 27DICIE,. BRIEEEZEY
RUTTOIMLESHY . BIFEPIREOSTIENICEET ZICEHEOR
WD > =

AFRBOE2 DFREL. e LTTFIUIITFIVY Y _ERZSTHETY
WHILE IS, BICTIVILYILY VY ZBAROESEEEBIRNICERT S 2
ENTED, BHEOTIILYILY Y OEEHEERET I EILH D,

AR EERT BIODFE

AFERESIE., LRE1OFEICN L THERN 2Tk, TORER. 7
INWNHII U EITAFINRIVALAT I RIAEREL TRZBRIC. 7 NVERY
SRXBIZATIVEREOBEEZMA THEHIES ZETHLETIILTILY VO
fald. TOEREIEROEREL EITELRIERFETHI I EEZRHELE
o TLT. TOTINYLYVDRRIE. X5/ =PIy /) —ILBREDT
IWA—IVEPHBIFIREDIRTIVEA ST, A AREICH T 256
BN EILRWERTHIIEERHEL. B10ARPEERTDICES L
BB, B1OAFERIE., Cu—Kaif@zAWa XREITICLY., D&
$£26=9, 4+£0. 2°, 11, 5£0. 2°, 13, 3+0. 2° 1
4, 8+0. 2°, 26. 00, 2° [IHMMAY—Y 5253 2i5E
ERTBTIVIYILS U THD, b, ABEMEEICSVWTR., ZOREEAE]
ERTBIRFEROTINYNSY V& [TFTIIHILES UMERERE] EWD5BE
AN SR N

FE1VOARFEROT NI MBBROREEEHRE (DSC) RET
SREINZRAIE. 115CULE135CUTTHS,

BT1OARBEIZ. POV IVEIAFIVKRIVLTIRIZART D&
THELEBBRIC, ¥ N VERT/ R IZAFIVEOBEREEMATTILYILY

of

of



WO 2017/131218 8 PCT/JP2017/003073

VMEERAMEIES I E2/FHETITIIYILSY U MERREORIES
ETHD,
[0037] &F/o. AFRBELIE. LEEF20FEEZMRT HOICHEKRTNZERL
BHEMICIEK. 7YYLV OBRBRINSRIR T VIVTILY V B8R
RICKRET BHEICDODVWTHRE 21T o4, ZTORR. M7 ILFILI N
AR LIRS, SEMEREEMIEZ I EICEL > T, SEERERELLKD
BRICBITZRIEBTINYILY Y _EROEEEN RS BRINDII &%
RHEL. F2OXFERPERNT DICES T,
[0038] BD5. %2 OARFERIE.
TR (5)
[0039] [1b7]

O

;E;:&—oa TN
:gz\rﬁﬂ

[0040] TRINBD TV V _EBREZEECHT VLTIV NBRLEBRE
CSEMR E AEMIE A
TR (1)
[0041]



WO 2017/131218 9 PCT/JP2017/003073

[1£8]

N
\>—0Et (I)J<NH
N N=

HO™ 0 O O )

[0042] THRINBDTINTILY Y DERZZBBRIODHNT I EEZR/HHRETET
JIVHILE DEERETH S,

[0043] 7AdB. FB2OARFEBICEWTIE, RIEEEMERD. BE TETKROLLLKRE
BN1000~3500m2/gThY. BDo. REMATEIO. 6~1.
EmL/ gTHBI&HFELL,

[0044] F/, RIEESMHT I TFILEY Vi,

TR (2)

[0045] [1£9]

O
N
\>‘0Et cl> NH
N N=

[0046] (X, RVIZIFILFIETH )
TRINDZTIILHILIVTILFILIRATIVE, EEIEEIC LY INKSEEL
THELNEEDTHDIBEIL. BICBh-NRERET D,

FBADTHE
[0047] SB1OAFRBOAERICLIYEBLONAETIILYILY VMEERIE, FELKE



WO 2017/131218 10 PCT/JP2017/003073

[0048]

[0049]

[0050]
[0051]

mEEEZALTSY. BNO7INTFILS vigRELBE LT, ZIO—IER

 IATIER TV I-TLHEOEERBEICNT 2BRMEI LD T

BW, LEd>T. ZYIHILSY UMEESRIZ. BERFOERAEDONVE
ENVETEH BRUXRIFIBVERBEZAVWCRREENIBTZICTRE
Y. ZTOIXRMABMERSV. FICEMEDRREZVEETIERRSE
DOHEEE LT, RBICFIBY 5 &AHES,
B2OAREPFOFTEICEINEL, FIC, THPELTTFINYILSY VY _EF
DEEENMEBINLEHMEOTINTFILY v, BREFEZRYRT L
<. MENEOBERFETRETDIENTED,

[ T oD i B4 7 5 R

[BTIRFEF 1 ICEWTHESNAEAREROT VI HILY v MEER O XHR[E
HFv—bTH5B,

[B2]REF 1 ICEWTHESNAARERBOT VLYY UMEFERZDD S C
Fv¥—hTH D,

[BBILEE MBI ICBWTHEINAREROT VLTIV S Vidd (RrEFXXEi 212
BIT5ERTMA) OXBEIFRFv— b TH B,

[BAILEE BN ICBWTHEINEREROT VTV S Vids (RrEFXXEi 212
BI2ERFA) ODSCF+—KTH 5,

FAEERT B OO RE

IR, B1OXRFER, RUCB2ORFEBICOVT. ERENRAT S,

1. 51 0OAHESR

(ZZIHILEy v MELEE)

REBFOTINTIILEY OMEFERIZ, Cu—Kaf@ERW2 XIEEHTICL
Y, bR EH26=9, 4+0, 2°, 11, 5+0, 2°, 13, 3+
0. 2°, 14, 810, 2°, 26. 0+0. 2° |[IBEHHRE—/%E
TEEMTHD, B, XIBOITADRAERETH2+E0. 2° &, MmiE
HEAICEY X0, 2° &A2HEEREZEL, COTIILHILY Y MERSOD



WO 2017/131218 1 PCT/JP2017/003073

[0052]

[0053]

[0054]

[0055]

[0056]

ROFTAIERRER 1 ISR L7,

ZIT, ARBPICBTABHENAE— &R, 26=9. 4+0. 2°
BMENBRAERIE—VEETDIEEEIC, 26=11. 5£0. 2° | 1
3. 3+0. 2°, 14, 8+0. 2°, 26, 0+x0. 2° (I, BAK—
VBE (26=9. 4x0. 2° OE—V#BE) IKFLTTRULOHRES
BTHE—IDENDIEEVD, BRAE—JVBEICNLT7 %REDORE
ZBETBE—VIE. JAXZFEEHWL. ARBICE T 3R/EMAE—2ICE
ZELABAVWEDET B,

TEROEBHICH W TEFMICERIAT 25, AFEBOT7VILYILY v MEE
mald. RFEFCER 1 ~ 3. FEFFHFCEN 1. 2ICEBINTWBEMOT7 VIV
WHURRELBE LT, A9/ =PIy /—IAEOTII—IEE ; B
IFIVREDIRTIVE; TN VREDT N VE; TSRO VR
EDI—FIROERARICN T 2AMUEIWEINTWVD, EAFRMICIE.
ERICBWT, ZYLMLYTILYUMBERIE. BMOTIILYTILEY ViEE
EREBDOAY /—ILICHT ~1 OEBBIBBIENTE S,

T, ARBICBF327VNLHYILY MEBERIE. BHNOT7VILYILEY Y
BRIEBLTEVREETRT, EFNICIE. mEEEHE (DSC) Al
TREINZMaNAT15CUET3IETCUTTHB, AERICEWVWT, &
EEERE (DSC) AETREINIFMRUL. MEICLYBLNLREAY
—JDE—U Ny TRE%IET,

(FZINHILE U MEER DELESE)

AERICBTDT IV VMEBERIE, POV Y D EI AFIVR
WALATIRICBRBT I ETHRAEBRIC. TNV ERT/ XIFIZATIVED
BEEMATT LY VMEBREMEIES I EICLYRETE &
AR S,

AFEPADEEHFEICLYBOND T IILTILY Y MBESRIL, FTiRAHESR
BEE2BELTHY., BBRNo7Y YLy vigReEt® LT, 7 a—IVEE,
IRFIE TV I—-FIEOERARICH T 2ARREIBHO THL



WO 2017/131218 12 PCT/JP2017/003073

[0057]

[0058]

[0059]

(ZNTFILE)
AEBICBWTHERINDZTZILTFILI VIE, BICHRINT., 2505
ETHREINLZBOEFERTEHIENTES, FIZA, FFXE 1 ICEEHD
Fik, TRbBE. PUMHIIVAFILIZATIV BZEFF: AFIL—1—
[[2" — (56—FFVY—-4, 5—TRrO-1, 2, 4— AXxHIF7V—
W—=3—4J)) ET7zZI—4—AN] AFNLN] —2—-IhFI—1TH-R
VIAIH=—T—hIKRFIL—R) XS ) —ILEKEEEY FU L
KBARDBREARRFTIRE MEBARBRLANORBEIEZ I &ICEL>TH
ETBHIENTES (RFEFXm 1. EfF1 e 25HR) .
AFERBICBWTHERINZT7INTILIVIG. —BRARRKEBET 5780
ZORRHREIERICREINT, & 2 IEEFIE 1. 2 ROEEF
1. 2ICERBORRF. 7TELI7 7R, BET7IVIE XIEIhHNES
RRETH>THL. MR, IR, XIECNOREELEBIRTH> T
H &< EAKY, KA, BENY. RIEChONEELAEBETH->TEH
W, KIMXISAENMMTH 2HBE. KITBEODFHIZRICHRI ©
W, T, PYNTILS UMBRROESERICI A FIRILLATIRES
VERV/XBIZAFIVEOBEEZRWS &S, UBAEMAEREST
BAETHOTHLL, TOMDBEICOVWTE, BRIEOEICHEERITX
BRWEETEREBELTWTHERW, BAMICIE, HET7IVILYILS D508
ERLUTOETHREBELTWTE LWL, UFEMAEUADBRELS TRV
ENBRETFELV, Fh. FRIZT7ILYTILY Y OMEIFEICHRINT
. EREEFEICEI S TELONLELEDEZTDEEMERTEHIENTES, &

L. RBHEICTEONDTIVILTILY UMBEROMEEZLYELT5LD
ICiE, —RMAERA R, BIARBRESRY YRS — AZL/A% NS
T4 —REDHZEICIY ., BRBIHCTIEUEBRHLEZBDE, PYILY
WEVELTHRIATSZ ENFELL,

BHMICIZ. TROEEHTRHE LLEEREI/ OT NS5 T7 11— (HP



WO 2017/131218 13 PCT/JP2017/003073

[0060]

[0061]

LC) OFHBETAELEE. 7YILHILI 2 OE—VEBEIEN 9 5%LULE
THBITIINHYNIVERBVWDLZENMTFELY, . BEAREIIRT 23
REIMSWEREBDIIEEEME LT, AiECHPLCOMEAEICSWT
TV VOE—VERBEIEN1 00%ERDZEDEFERTZIED
TZ %,

(TN HILE VBRBROFAESE)

ARERICELDT VLTINS U MBBEROBSEREZ, FTT7IILTFILY Y
HEOAFIVHRIVLTIRICART D ETT UYL VBRERSD, 0D
R FATEIIAFIVRILAT I RIFFICHIRINE 2 &<, TROBD
EZTOEFAVDRIENTED, IYXAFILRILLTI ROFEREIE. FRT
ZTINTFILY ORBEMICLYBEERETNITRWA, —REICT LY
LWE V1T gitd LT, 0. 5mLMETOmLMTEThIEEWN, YXAFIL
RIVLT I ROERENELL A% &, WEMETTB7H. 0. 5mLBlE
EmLLUTETHIEMNFFELY, B8, ARBPICHITI2BEDOFEIL. 2
BCILBITDEDET D, Fho PTULTILY VERBIEI2EOBER.
FRTZTILTILY VOEREPVAFIVEILLT I ROEILEL > THEE
AREITNIELLK. 1TO0CUES OCUTOHETRBIEDZ &N FHELL
o BB, BRDZIERD DL, BRILBFE LWL DAFET BIFBICIE. &
BLRVWEDZRA L TETZZEH5TED, ILIC. AFRBILBWTT
INFIIE VBRERZDHER. BICHIRINT., 7YY ILIVEIXF
WRIVLT I REEZRAE L TARZRABRINERS, BET2HEVIEFD
FRICHIR I ey,

(PINHYILEY Y MEEZDIESRL)

AERICLZTVIYILS VMBBEROEEREIE. BoNLT VLTI
HUBBICT NVEBRT S/ XIETATIVEOBREEMATTVILYILY VM

MRERENMEI T2 RBET D, AFERERATZ T, BRBRE
ANDBBENBEINLT VI LY VMEBERERINETERET 52D
TED, AREBICBWT, PUIMYLY VBABRICINA BRI, 72,



WO 2017/131218 14 PCT/JP2017/003073

[0062]

AXFIWIFITR AFIVAVYTFILT RN DAV TFILT N V0
OANFH /R EDT MV RO/ XISEBEEA FIL, BT FIL. BFEET
O, BB Y 7O, BT FIL. B4 VY TFILAREDIATIER
NOFEIRTDIIENTES, JYBHEDOTIILTILY VERIST 57801
HRIRATIVEOBREEZMA DI EMFELL, ZORTHHBRIFI2ER
TEHIENEREHFELWL, T AERBICBEVWTRE, Ihos bV EOBE
EIRTFIFEDOBREBEEZRELTMASIEHTE S, ARBPICHWVWTIE,

ThVERG/ XEIATNVEOBEEMATTINTILY VEREHIES
ZET, BMAEICHT 2BRMEUIELE LTI YILY Y MBS & T H
IHBIENTES,

AERICBEWT, ZYLYILS VBRICNA DT M VERT S/ XIET T
WVEBEOBREOFEAEIZ. BIRT I2BFEOBRICLYBEBERETLIELL, @
B, LET7INYILS VEBORETHEB LAY AFILIRNLTIRImL
IKHLT, TmLUESOmLUTEThIEL L, XK, BEEEEERT D
ESEMLUE20mMLUTETEZERFELWL, TOB, ¥ N VERTS
XIGTATIVEDOBREEMADBEFBICHRINT. ZILTILYUHNY
AFINHRILLT I RSB L E2RALLE, BBEICTTCIKMR
22&HTEBN. SOCUTTMAR &L YFELL, 30CUTT
MABZEICELY, BRBICLDZ2FAMPOEBMEIHTHIENTE, F5
NZ7VNHILY UMEBBEROMES LYSHES RS, £ Y MNVER
O/ REIRAFIVEOBRBEMA D AEEFICHRINT, —ETEEMA
2FH%E BEICHDEILTHMASZAEDELLEHRATSIENTES, AF
BT, N VERT/ X IRATFIVEOREENA % —ERECHER
THIETTINTFII MEBERZHEIE S, CORICKRET 2EREIF
—BCUESOCUTETIIEELL, FYBNETTVILHILS VEERET
70ICiE, OCLLET OCUTTCHRIEITZEDTFE LY, Fho RET
308G, RET2EREICIYERRETNELIVDS, BELSREULEET
BZEDTFELW, Foo ZOR. TUITILY U OREEDIHTE LIS WS



WO 2017/131218 15 PCT/JP2017/003073

[0063]

[0064]

[0065]

[0066]

B, BREKERNMTDZIEEHETES,
COEIICLTHELAETZILYILY Y MEERIE., 2EPELDBERE
CEYERDBEL 2R, BARIE. EREIE BEELBRLREDHETRET
BIEICFYERT DI ENHERED,
RKERCTHREBLETIVILYILY Vi, FiRABREBEEE LAET VLY
WY UMEERTHD, AEBFOTVILYILEY Y MESERIE, BAEICH
TELRAMENREINTHY. BHNOBRERBEERLTZIIO—ILEE. TR
TIVE. T VE I—TILVEOBRRIIRT 2ABEIBHTEL, LN
ST, PYMPLY UMBERERNRE L TRERELITIBEEICE. 7L
O—JVEE, TATIE YV I—-FTIVHEORBEZRAVWT, B5ICE
EREORBRELITIENTES,

2. HB20OAKHEP

AFERE, THPELTTIINTLI VY _EREETHETINTFILEI VD
BRE, EMREEFEMIELER. TIULTILY Y ORBREZBBRD S5
THRIEERBETEITILYILY VY OEERETH S,

(72 ILHILs )

AEBICEWT, H7ILBILSY Y EiE, RigheE LTT ISV =
BREETCTINMTILIVERRT S, ARERICEVWT, 7YVILTILE Y
i, FICHEIRINZDBDTIERL, RMOAETHELLEEDEFERT S
ENTES, BIAE. LRBE1ORBICEBHLAETVILTILS VEFERT S
ZENTED, H7INTFILIVIE, FREIOCNTIZT74— (HPL
C) @7 T96. 0~99. OBMEDTIILYILIVTH>THLWL (K
FEPICEWT, ME, TEIOEIS (%) & HPLCTHELAKROERE
NDIETH D, ) o CODEIBATIINYILIVIE, TULYLI Y TILF
WIZATIVENKDRT DI E TIHFBEICES TR ENTED, Fi, BR
DORFREQRBETIIVFILE VICIE, BIRBT VI TS Y ZEHEA0. 01
~0. BO%EZINZIHEDTH>THLWL, AFEBICBWTE, BIZT TN



WO 2017/131218 16 PCT/JP2017/003073

[0067]

[0068]

[0069]

[0070]

YISV ZERENERLILKBEBTESLH. LEEIGTRIR TV TILEY Y
“EARDNEFENRTVTE &L,

KT, BEORRELRDIATINYILSY Y OEEFEICDWTEHAT %,
BRTDINREQDZTINTILY VY ZERIE. UTOLIICLTEIEIND
EEZbND, TaAbE, ERELTERTZI7ZIRFULlkE (R (3
) DILEM) &, BT I RFUALEEMERILT ZRIC. BIICERKLTWDS
EEZONBZTILTILEY (KX (1) ObaY) &P TRIGLT. 7Y
WHLNI VTN FIVIATIV_BREERT 5, RWT, ZT7 VLTI S Y
TIVEFINIRATIV_EFEDNLT VLTIV _EFRNMEOND EEIOND
o TDH, BRI, BT INFLIVTILFRIVIATIOEERZEICDOW
TEREAT %,

(REMEEY ; FONLBILI Y TILFILIZATILOER)

UMK DBRISICAWS T INLNYILEI Y TILFILIRTIVIE, FHICHIR
INT, RROFETEEINLLOEFERTZIENTES, flAE B
Bk 1 ~ 3. FEREEER 1 ICRBED A ETHELAEDZZDEEFRT
52ENTES, BEAMICIE., UTORIBRICHWEET 2 ENTE S,
[{E10]

0

OR?
OH
(E[\}—ost 3 NH, XCOOR?2 \>—0Et Q N,
= N==

IRTJL"%H%EHS

1907 @[ e (')\i""

(4)

Aizex (3) TEHREINBT7 I FF I LEEMIE. RRAOLLEMTHY. £



WO 2017/131218 17 PCT/JP2017/003073

[0071]

[0072]

[0073]

[0074]

[0075]

OHEEFREE. FEREFXE . FEFXXm 1 ICEHIhTWwW3, 2FY, BE
DFAET. giic (3) THRINBZT7IRFULEEYWE. XCOOR2THR
INBEEMEERIGIETC, TRATFIRERBEZITV. BIER (4) TR
INBZIRTIREEESELEYERELLE. RERBEZTW, RIER (

2) THRINDTPZINYLIYVTILFIVIATINEEET 5,

AFEROAEICENIE WELL AIRTINMTILY VY _EF%ERBTE
%, LOLANS, BERNICBLONDZTVIHILY ViIdHESEWAL LWL
ZEDDL, MTFOAREEHRBLT, ZPILHLIVTLFILIZTIVL (R (
2) OILEY) EEMRT DI ENTFELL,

UFROFETTINMYNLIY VY TFILFINIATFNERE TSI ET, 7IL
HILY Y Z_EFRORIBRETHLI 7NV VTILVRINIZATIV_EF. %
DHEDRIBARMYPEERTHENTE, BEREQRZTIVILHTILS VT
FIIRATIEBHMELTEZIENTES, TORR. RKWIBOND
INTFILY U OMEELYSHEELS,

(72 RFEYLEENOIRTIVRERIS)

BIERBAICHEWT, g (3) THRINBT7 I RFU ALBEYERIS
IEHEZXCOO0OR2E, XMNOFVEFTHY., R2HPFIERER (4) THRI
NZIZATIREEERLEMIIHIFZR2EALTHY. e ROFVILEE
RET 2 REHETH D,

AIEER2IE, EFOF VL ELZFET S, —RULREELIZETFOSND, B
EHICIE, BREZBLTVWTELVWTIFILE RUVIE BHRELSE
LTWTHIWITzZNEENEIFOND, #TH, TENAFOLBX.
IZATNVREEEZELEWICH T HERE. BRNICKRET I EELZERT

E. RFEH1 ~8DIBMTINFINETHDENFELWL, DB
TILFIVEIR, BHROTZILFILETH>TH, FERROTILFIVETH>
TH LW,

FIEEXCOOR2ZEAMICHIRTNIE, /7O0O0FBEAFIL., /7O0OFET
FiL. soo¥B7OEL, 00XV OEL, 7O00FBTFIL.



WO 2017/131218 18 PCT/JP2017/003073

oO0O0F¥BAYVI7FI. JO00FBT7IN. /00FB-—2-IFILA~AFD
e 700FBAFUIL, 7O00FBATFIV, 7O00FBI/O00XFIL,
sOOF@B—-2—-s00TFI)IN, yOOFBRYI, sO0O0FBTIZIL
L 700FB-4—-/007 2 ZIIVEREITFOND, ZORTH, TEMA
FOLZE, Ribt, BLTCIZXFNGEESELEDICHIT2EENEEE
B9 2&, 7O00FBXFII, 7O0O0FBIFI, 700FBOELEE
AWaZEATFE LWL,

[0076] ®IEEXCOOR2MDEAEIF. FICHIRINZ EDTIEAL, BEMICE,
g (3) TRINZEAW T ELICH LT, XCOOR2DFERER 1~
S5ELETNIELL,

[0077] ZIRFIRERISIE. BEOEETTITI, AT EEEFRT I
IRBRIKZRT M) D L. RKEBKFAV VL. RKBKFRANLSTL, KEEF N
L, REBAY DL, KRBT L, REBANS T L, KB F UL KE
eF "D L KEBIEDY D L. KEBIE/NY D L. KERIE) FU LFEDERK
BE AFNTIV, TFIVTIV, MIAFILTIV, M)IFLTIYV
VavFaeELTIy, M) FOELTIY, VA4V TOELIFILT S
. BTy, ERSYY, BEOUYY, 72U N, N=-UAFITX
BTy, D7HFES IOV TEY. N=XFILEILR) VEOEKEER
EEFLIENTES, COFTH, RIGOETH. BRELSI., BRIRIC
BlFdNBEEEERTDZE. N IFILFTIV, EYDY, a4y 7Ol
IFLTIVOEREBETHD ZEFELW, RIZOEREK. 1EEEE
AT2C&3TER L. BHESOEBEAFERTLI&ETE D, BHES
DEEAFERATZHEICE. BELLZEREDER. BHEEOEEDAE
ETHb,

[0078] RIGCIEEDFERAEIR. FICHIRINZEDOTIRAV, BENICIE. sitR
(3) TRINZTIRFVLEENT ELICH LT, AIREEOFERER
1~5F)ETHIEEN, BB, BARTIN, TRAFTLESHLEDEZEL
T HEICIE. BEDOEAETTERET DI EAFELWL, 20O, TORMK



WO 2017/131218 19 PCT/JP2017/003073

[0079]

[0080]

[0081]

[0082]

TROLNDIRTIESELENERILT 2HEICIE. AIREEIEELT
WHRIREBTRIERBEERT D& TE S,

. ERYTLAEIE. XCOOR2ERIELAWETD b EREDHH
S5FRITNIEE WV, BEFEMICIE. RyEY, MLIY, BlEXFL Y, /O
ORIVL, 1, 4—VFFHYUEERIFEIENTES, INLRINAEIE
1 EEEFERLTE LWL, 2EEUEORABREEZFEALTE LU,

RitiE. BEOEFET. AP, #iRER (3) THRINBZTI RFV AL
B, BLURIEXCOOR2AHDICET D LD IC. EHEST D &AF
FLW, INLRDERIGERICEATSFIRIE. FICHEREINZEDTIE
BV, FELWHEE LTE, FOBREHRICEIRZR (3) TRINDFIR
FOLEEMERBEREEEZMA. RVWTHBICSLC TARBETHERLAXC
OOR2ZMATW ZENTFELWL, ZODBR. BELRBREZHRSLH., XC
OOR2%&BETIHIEATFE LV, ZTOM, RIRKINETTOEOEKMIE.
ICHIRINZ2EDOTIRARL, REGBEIX, —10~10CTHZ I ENFE
LW, F RDEEIF. ERTHE2T7I RFULIEEMOREZE=45")
VILRAS, BERETHELVWAT I RFY LIEEMOERENO. 5%
PTFERBIENFFELWL, BEO. 5~15BFETAE+ITHS,

UEDEDIBFHTREIERZ&ICLY, gIEER (4) TRINBIR
FIREESELAMEEET &N TE S, BILIRTIVRERESEL
EBMERIGRNSIY BT FHEE. BICHRIND DO TIERWL, BEEMIC
&, RISBTATIREESECLEWZHERIFIIL. MLy, 700KV A
CBIEXFLYOL D RKICERRBREICARIE, KL BB 2E%%
T2 &IEY. AIRBIRATIVREESELEMZRYET I ENTE S,
BB, BAEICHIRKICEIRAEEAERLLBEICIE. TOFEE. BREK
HTBIEHLTED,

PEDL D BEHETEONDRIER (4) TRINDIIRTIVREESE
EEWiE. BICHRINDEDTIEAWS, HEHNI90. 0~99. 5%D
EDETHIENTES, Fh, KEEZRETH I &ITLY, MY HLEZ



WO 2017/131218 20 PCT/JP2017/003073

IRATNREESBLEUNMEBEEZSATRET, RORLCRICEERT S
ZEHTED,
[0083] (ZIRATNREESHLEDORERL)
RIERIGE. AIRBRIGTRONEIRATIVREESEILEY = RINAEH
THRELTERTDIENMFE LW, HEAFRICTRIERIDZTI 2 EICE
Y, BRELVEEELRHEANTH S TR (6)
[0084] [{E11]

0

S0kt 9 . o~
oot f?

[0085] (XA, RETZIFIETHD)
TREINDTINFILIVTIVFILIRATIV_EEP,
T (7)
[0086] [{b12]
N

\ O . NH, .
R0 Y0 OO "

[0087] (XA, RVMUIT7ILFIETHB)
TRINBTIILHILYVTILFILI AT ILOMKSEY) (LR, Bic, T
TIONWNFILI YV TIFINIZIATITRAIFIIE] ET2588HD) .



WO 2017/131218 21 PCT/JP2017/003073

[0088]

[0089]

[0090]

[0091]

ISICHEBEIRALSHTIRRWDS, RiEI/OT NS T7EEDHTE (LC—
MASS) OOMRBRICEWVWT., FINLTILIVAFILIRATILOHFEIC
10ZMATDFEDRMYZERBTHIENTE S,

LRSS, FINTFILIVTILFRINIZATIVEDODBIE#L . &
REICIE, ThOTHYBRORMEY (NKSBINZED) BTILHIL
IICEENDIHAEMEDLH D, TDH. BB INORFEYHIERK L AR
W, FRICHRTI2AEEZHATEHIENFELL,

COBRIERGIF. MIBRTDHIEICEY., ZORBEETTDIIENTES
o BEMICIE. BRI ATV REESH LAY RIEBEISER L LRISE
BREMBTZZEICELY,. RIERBMEEI N, BIRBITRATIVIREEZEL
EMETINGFIVIVTILERINIZATIVET DI ENTED, ZORILRE
DORRICIE. BRI T AT REESHILEME INAEICAR L, BEHRESL
BALMETZIEMNFELW, AB, BADI &AL, FIEEIRATIVE
HESEHLAMERINAE S # BRI SMB L TREBRE L, TO
RISBRETDEEMHERLTE LV,
RIERIGORIGEEIG. RGEEZSH. HDORMIZEBT 57DICIF
. 50CLUE RIGBBEROERBEUTETSZ&ENMFHELL., 6 0CTLE
 REBEOBRBEUTETHZENLYIFELL. 70CTHULE RINEA
BOBTRBELUTET I ENILICFFE LV, RISEROBREEIZ. &
AT RIGAE. IR ATIREESELEYMORE. BT 5R2—-0H
DOFEFICE >TELZ D, —BETEARW, L L. JYFRHYIOE
HEIE T 57010, RIGEREIK., 100CUTETEIENTFELLW,
AFERICBEWTI, AIRERGICK> TRIERBZRETES, FTH. K
HEREEAE L YEL T2, BEOEETTERET 27 LV, 4N
I, RIEERGABRTPICEBENSFNZ2RETHNIE LV, RBIERIFICEW
THERATEZEEIF. FICHFRINDIEDTIFRWA, REEKZRF MY DA
. KBBKFAV T L, RKBKFRANG DL, KEBFN)DL, REEBA) DL
RBEUO L, RERANDD L KR F UL, KBIEF N DL KEE



WO 2017/131218 29 PCT/JP2017/003073

[0092]

[0093]

BH )DL KERIE/NY D L, KERIE) FOLZEOEBEENET LN S,
Flee AFIMTIV, IFLTIV, MIXAFLTIV, NYIFILTIV
VavFaeELTIy, M) FOELTIY, VA4V TOELIFILT S
v, BV, ERSYy EAYYY, T2V N, N=-UXAFILTI)
BTy, D7HFES IOV TEY. N=XFILEILR) VEOEKEER
ZHEATZIENTES, ATE. BONBTINTFILIVTILFILIRT
IWOBEOLZE, #EEEZALT SOOI, N)IFLT7IV, EYY
V. VAV TOEBNIFATIVEOBREEEFER TSI EAAFFELL,
NSRRI, 1BEEERATZICEETES L. EHEROBEAFERT
522&HTED, EHEROEELFERT2HEICIE. BELLZBEDE
. BBEROBREDEEETH S, b, ZOBREE., AIEEOBY. R
IRTFIREESH LAY EEET 2RICIEEAFR LAIBAICIE. TR
TIVREEZSEBLEMEMYHIERICEEL TWSIBEEZFERATZIEHT
x5,
AFRICBWTIE, BEEZFEALRC LS. BERBEETI®HZ &N
TED, L. BEAEATZHAICIE. AIRIRATIVREESE LAY
TENLICHLT, EHETZEEDEIFO. O1~5FNETEHIENTFEL
W, BEACOBHETHERTZIEICLY., RBEEEFHZ I ENTE,
DOTINYINY VY TILFILIZAFTIORE, BLOMEELEEF< TN
TEX2, COMRELIYBEDZLOHICIE. BFIRBIATIVREESELEY
EIICH LT, FRTZEEDEIFO0. 1~1ENETIIENLYFTFEL
W, REBRICEWT, BEAFERT2HBEICK. RINAEIC. THOEE. &
JURIBBIRTIREEESFLEWEMA T, MBALANSEREET S
EHTED, T, BERESLADNOMEBAL TVWBRBERIC. BFRNLKR
HEREIEILODICKIBEEEBMT DI EETES, RANSIEELZED
LEBEIIE. EALALEEDLENELEDEE D,

DEDE D BEHTBERBETI CEICELY, PULTFLI Y TILFIL
IRATIERETEIENTEDS, BONLETILFILIVTFIFIIRT

pmm



WO 2017/131218 23 PCT/JP2017/003073

[0094]

[0095]

[0096]

W RIGRDNLERY BT HEIE. FICHRINS O TIEAL . ERFFXXE

1, X1 ICEEBOAEZZRATSHIENTE S,

RIERIGE. FFELIEMELTIT I, ELT. SYFFLUVLWEKRTIHE.
RESBSHEDEE (RINEE) #50CUEET S, DD, RIGKRTED
RinE®R%Z, SOCUTOHEEISHTDIIENMFELL. IHIK—10~
SOCH#E#MAICHAT D ENFELL, FIT—10~1 0 COHHEITDED
TEHIENTFFELWL,

BoONDZTINBILIVTLFLIIRATIOMEELYEL THHOICIE
. RIERTHRORIGER%E 1 0~3 0C / BEDAEEETANMLT, 30
CTUT. FFLLIE0O~30C, I5ICFFLLLIE—10~3 0T, KICHF
FLLIFEF—T0~20COEREETHIEMNFELL, IHIC, BohET
I VTIVFLNIATINORELZSHZ/HICIE. 30CTUT, FF
LLIZ0O~30C, E5ICIFFELLIE—10~30C, BITHFFLLIE—1
O~20COEEE LTIREMLE, #FF L IX20EMUL2 ORFEUTHR
BT ENFE LV,

AFERICBWTE, BIRTVIYLY YT FILVIZATIVEZOFEFEMK
DEELT. 7MY IVETEIEETES, L. TDLIICLT
BONAERBEOTILYILI VY TILFILIZATIVICIEK, RimpeELTT7Y
WHILES v TLFILIZATIV_EROHICEROR MY EZEELTHY., &
YUEMEDOTIIYILY v ERBDLOHICIE,. RIRAETHELONETIILYI
HUTIFINIRATIEBHERTDIEATFELYL, BEREITO ZET,
TINFLIVTILFRINIATN _ERESORHMOEEZ I SITERT S
ZENTES, FARTIAEEZHARTNE. AFILIFLT I DIFI
TR AFIAYTOEL T N AFIVTFLT RV AFIVAYTF
W hvEEBIFR2IENTED, ChOBREIF1BECERTSIEET
X5L. BEEROREGAEZFERTZIEETES, FHRTIAEDEIR
 FICHEIRIN D DTGV, BEMICIE. RIRBT7ZILTLY Y TILFIL
IZRFIDERT gIic LT, AEDEIE3~30m | &EFTHTEIFFEL



WO 2017/131218 24 PCT/JP2017/003073

[0097]

[0098]

[0099]

[0100]

{, EBICE5~20m | &FTBZEMTFELWL,

BEROAEE LT BEZ2EUCBRERICRIZT VLTIV TILFIL
IZTIORBREBRBIES, FFELLIE. BROEREE (W60T) I
MBLU TR T IV VYV TLFILIRATIVOEREBREIE D, RWT
. 10~30C/BEOAMEETAIL., 0~30C., ISICFFLLIE
—10~30C, BHIIFFELLIE—10~20CHEEHET—EREKE
TEHIENTFFELWL,

UEDHFETRBONBTINLYLIVTILFILIZRTIL (X (2) DS
) & RS DRL BRNICEONDZTILTFILI VOMEEZELT
2ZENTED, L. TOHFERICEVWTE, BLERISBICVDETIEH S
DNT7INFINIDER (BIE) §6H5DEEZONS, ZLT. BERTH
DRIV IRFIVLEEMEZT LTIV ENRIGL. TOEEERYD
BWHRAT UYLV TILFILNIATIV_EFRDRIET D EHEIND, *
D, EBERABICKZIE. PINTFILIVTILFINIZATIVOMENLN 7

0~99. 5%THY. FHMTHITFTIIYILIVTIVFILVIZATILT
AT FIEDEHNO. 01%~0. 15%, FUVILYILIVTFILFIIRAT
IWZEAXDENO. 05~0. 20%&THIEHABETH S, RIC, UL
DFETRBONETIVIYILI VY TFILFILIRATIVENMKIES 25EICD
WTEREAY %,

(TONHNEI VY TIVRIVIZATIVONMKSE ; M7 IINHFIL S v OHRE

AIREAETRONLET VLYY Y PILFILIZATIVIE, AROFZETH
KPBETBIEICEY, AEPFOBRHONRELGDIMETINTILIVETS
ZENTED, UEOHFEIRZIE, EBHNMEOSWETIILTFILS v &
THIENTESH. REMICBONDZT7VIHILSY VY OMMEEZSL T2
ZENTED,

TINFNLI U TILERIIATIIVOINKSERIE, FICHRINDHEDTIE
BRWA, EMEREAFERTIIEMFELL, RIS, EEEREAMERLTM



WO 2017/131218 25 PCT/JP2017/003073

[0101]

[0102]

[0103]

KRS B HEICDOWTERRT 5,

(BIBEAZFER LT IILTILI Y TILFIL TR TIVOMKS )

LEMMKDRRISICEWTIE, BEIBEEZFER TSI E/AFFE LW, FIC
. BEIKSERIE. TULYLY Y TILFILIZATIV, BERERE RUKES
NARH (KBEKRAP) TRISETIZEDNFELWV., Iho%aERET5FIR
(RISEBRRICEAT2FIR) &, BICFIRINDEDOTIERWL, ZOFT
tH, BEMEEERT D&, BEREEOKBRETINLYLY VY TILFILIR
TINEEEMIED I EFFE LV, BEEREELSOKBRIE. FICH
RENDEDTIFAL, BEREBEEZ—EEDKTHR - BHELELLO=FER
THIEMNTES,

FERTI2ERBEZATTNEL. REBKEF NI DL, REBKEH) DL
. IRBBKFRAND DL, REF M) VL, RKEBHY DL, REBEIU L, K
AN DL, KEE) Fo L, KEBIEFN) DL, KBIEH) DL, K
WNUD L, KEBBIE)FIOLEFEEREITDEIENTES, COPRTEHE, RIGDE
T, BIRICHITHUIEREEERT D&, KBEFT MY U LA KEEHY
DALAEQEBKBENTHD I EAFE LW, FIROEBERIE. 1E8E%
T5IEHETES L, BRBREOBREEAFERT LTS, BHE
BOEMEREAFERT2HBEICE. BEECL2EBIEROER. BHESD
ERIEEDGFETH D,

RIECEMEREOFERAER. HICHRINZ2EDTIEAVL, EFMICIE. 7
UYL I Y TILFILIZAFTILT BIVICH LT, BICEREEOFEREI 1
~TO0E'IETHIELWN, THIC, AIREREEIKTEYLREICER -
B L TKBARDRETHERINIELWN, COR. AWSKOEIF. T
ZEMIEEDE., SIUBEICLYETRETNIEIRVWY, BREMESEER
T3 ERREREEDIERERNO0. 1~5FIL/ LOEE (ESEEDRE
) ERBEDARTHIENFELL, 1~3FEIL/LOBETHDIEN
FYFFE LW, BIERAZEICE > THAE L ALEBEEOKARIE. 72ILTIL
BUTILFINIZATILI gICH LT, 1~50mLERTIIELL,



WO 2017/131218 26 PCT/JP2017/003073

[0104]

[0105]

[0106]

[0107]

[0108]

[0109]

(FIONHINEI U TILFRIIRTIVEINKDET DO RIGEE)

LMK DBRISIE. PILYTILI Y TILFILIRATILEEBIEREDKE
BREEZRELTITRIZENTES, INOLERETIIERFIE. FICRES
Ny, BEESLTITD ZEFELL,

Flo. MKDBEORIGEREIE. 7IVLYILIVONRKREFHIERE. &
VR THDZTINYILY Y _BEOERELXNH T 28NS, 4 0~
BOCTHIFFELL. 50~70CHEMATIIANLYFHELWL, T RIK
BRI, BHICHRINDHEDTIRAWVWS, BE 1~ 1 0EBEOHEETITLN
%, COEDICLTRLNERIGKRE, MT72PILFLY Y DBRKRELT, &
MREEMRIEDLZENTFF L,

B AETEONAET VLYY VY TILFINIRATIVE, BIEEHETIK
DBTDH LY. EBENREMOVBRWET LTIV ERDE I &N
TED, ZOMKPEEFIC, PYIHYILI Y TILFILIZATIVZEFE 11K
DEINT., PVIMHTILS VY _ERERD,

BLEDESICLTELNBETINLYTILS VIE, TYUILYILY Y OHED
99. 0~99. 7%. ™M THZT7IILYILY VY TAIFILEDENO

02~0. 20%. ZYLHYILIY_EBFEDENO. 056~0. 30%<&
THIENTED, COEDIBETIVILYILIY VERRET DI EITEY,
JY—BERERYOTINYILI VOMELEL T ENTEDL, AK
BRICENIEL, PONTLI Y _BREDERLILIBRETE SO, FIECHED
ME. THAEORT VLYY VHUADEDERBEORRET DI EHT
X2, L. RENICEETZ2T7VILTLI VI, BHMEDEDET R
ERFELV, TDLDH, RIEEEOME. FHYMEOCHETIILTILY VL
HOEDEBEDOFHRET DI ENFE LV,

(7 VYIS 2V HSEER U 7B & TR & OEME)

AERICBEWTR, PYVIYILES Y _ERESOHETINTILEY V DIBER
E. EMREFEMIEIIEERAOEHRET S,

AFBPTHERY 2EMRIE. FICHIRINZE0TIERWA, BETET
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RDOILLKREEN1000~3500m2/gThY, BD. REMASEN
0. 6~1. 5mL/gTH3IENFELYL, UBBAOYMEEET 25F
MRERAWDZET, BIRTIMYILY VY ZERE L YMRNITERT 5
ENTES,

[0110] EAYZEMROBE CEMEL) F&iE. HICERINY, BREITEIC
SYUYBOLNBBIEMK, KEIBEEICLYBOLONIKEIROESELD
FHEICERATSIENTES, £, EMROBELRICHRINT, MK
k. BEBRER. RDRER. FBRIR. RZRE. AISYMERELZTEOTHNILME
AT32&ENTES, HTH. YRWHZI P, EHRBEORENERE %
EETDE. MERK. FURREFERAT S EMTFE LV, SEERICDOVT,
SEHMICFIRThIE. BRAE BEAE. FAEE. 5EA. HEP. B
EC. BEM (ML, KERARTTAHIE) . KEA. KECA, XEK.
ABEM (BLE. 79 LFFH) FEEFLIENTES,

[0111]  AFEBICBEWT, FHREERIEZ2METIILTILY VOBKRIZ. At
THEITINYNYV _BREECHTVILTILY VB L TWEAEKRT
HE, BICFIRINZ O TR, ZDH, BT IILYILE v DBER
ICERY 28EE. SHET7ILYLI UIERRTIIAETHNIEL. AR
BTH->TH, KTHo>TH LW, ZOHFTH, RIECOBY . 7YILHILY
YPIWFNIZRATIVEMKDEL TREONDIET VYIS Vv EIUER (
MKPBRRIGEICEBONZET LYY VESTER) &, EMRE &
I E/FIE LWV, ZOBE. H7 VYTV Vv EaUBERISIEEE
BUIENTED, T, PIMPIWIYVZEREZBRT I EEENEL
T, HBBHASMYH LATINYILY VE, BE., BEEKARSICAR
LB E BMREEEMIT 226 TED, L. FESEZETD
& MAKDBRIGBRICESNZHAT VLTIV ESUBRRERRET S
EDTFFE LW,

[0112] MFPIIHILY U DOBERE LEFEMHREZZEMIEZHERL. BICRESH
2HDTIERV, FIZE 7YY v, FEER. RCET7IILTILE
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[0113]

[0114]

[0115]

[0116]

VEBRBTELIRBEERKISRAET S HE BT INTFILS NEE LS
WEEFEL, ZBRISEERERNML TCREET 2H%F XIEEEREFTEL
AT LILEAREBAI TR HEREERBIBIENTES, BHTH,
BEOBRZUEND, HBARICEERERML TRET2HEERATSIE
MEFE LW,

AFEBICBWT, FHROFERAER., EMHKROBHE. FAHMEZICL-T
BERETNIEELWN, BIEBAETELONZHETVILYILY VIR L LBER
HERATZHBEICIE. 720 HILS 1 gig LT, EMHREO0. 03~
0. 2gfFATZIEMNTFELL, TOB, ZBREFUEREDRESIK. &
BLTITRY ZEMTFIRLW, Tk BREAHOEREIX15~35CTT
ITENFELL. 20~30CTHIZEMRITHEFE LWL, Fa FHR
EOEMIEEIIE. FICHRINT, B8, SXBEICT1 ~5RKEOEHET
TZ2ETDTH D,

CEMR DREFZE)

RGO & SIS, M7V HILI v OBRKRE, EHREEZEMITLE X
IS, BERERIOTEMREDBEL CoBEREZDINT 5, FEHREDBET S
FiElE. BICHRINWY, REOFRCLYERT LI ENTES, HlZIEF
TAVT=Yav, BB BOH5EREOHRGEEERATNREL W, &
DK, 2BOPXEREZEMEIEZEMNT. ESM M SFF54 NREDHE
BEIEFERTDEETE D,

(TZ2IHILs > D5H)

AERICEWTIE, RIESEMRLERICEOSNLOBERO O T VIILTILY
VORBREDNTIBHENDH D, FEROOTIINYILE ORBEEDRT
2HZEICOVWTH, FICHIRINT, RRHOFEICLYERTHIENTE
%, BIZIE. DEERDOBRBAETOEEBEETEIEICE>TTIILYILY
VOREREDRNT BHEY. DBRERFMLTTIIYILY v OR&EENTH
IHDZHEEDN. FICHRAKEBTE S,

FEFETHEIELZTILYILY Y OBRIE. RMOFERICELY. o8
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[0117]

[0118]

[0119]

[0120]

[0121]

T2 (DET D) ENTED, BEENICKE,. ThAYT—Yav. BE/M
E%B, BO5ELEDORRAEERRINE LWV, T, PREINAETY
WHILE Y OFE&EIF. IR ERABEOREEZRAVWTESE TSI ENMFEL
W ZOEIICLTELNALTILYILY Y OERIGEEFTHY, 30~5
OCT3~20BRERTEZIEICL>T. PYLTILY Y DERDEIRE
X E oY (R

AFERATIE, LEBOEBY., FE LTT7ILYIVSY VY ZEReSTHE
TINHIE v &, FEEREEEMIELE. TIULYILY VOREEKRA
BOLRRTBIEICLY, FICTIILHILYV ZEEROEEEMERI N
oo BMEOTINTILS VOBRERFDIENTES, IHIC, LEEHE
RELT, BETHATROALKEENA1000~3500m2/ gThHY,
REMABTENO. 6~1. 5mL " gTHIZEDEFHTEIIEICEST
HIETVIVTIVY VY _ERDOESEELZLYERIELIENTE, &UYSF
MEDOTIILTILY v OEEIELNS,

AFERICINIE, BEMIC, BELAEZTCEMEDOT VLTI VEFD
ZENTED, UBTINYTLYVORRIE. FILTILY VY ZEEPED
ORMAOEEENMERIN L, BHEOEDTHINL, TOFEER
mELTHRICERTREAEDTH D,

BB, AREBFOFEICLIYBONLET VLTI VL, ZO®%, LYEH
BEOHEDETBEHIC, RFOBERAETRERETIIEHTES,

CDFE2DEBICEL > TRMEALREINLT DTS VIE, B1OK
FERICIY T IS OMBERERETEODERBMETEIEETE
%,

=y

UT., Eefl =z TAFKBEZRICEFANICEHRAT M. AFEBE IS
DEREFNIC & > TIFFIRRI N B Z & IF7a,

LY. TINTFILY VOBEEOHM, PG VDEE. HLOH
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[0122]

[0123]

[0124]

EORIE. MARXIREH (XRD) ORIE. ~"E=EEREF (DSC) %#H

WERRORIEIF. UTOFETH A7,
<TINHILEY ¥ QAR >
1gDT7INYIIVESFRTISZAOACEY &Y, BRBEHT. 5mLD

BAEAMA LK. 29 —5—E—22BVT 1 BEBRETo L, 0

%, SONEHREBEL TR/ONLBENBRTOTINTFIVI VEE, TE<T

IHILEY Y OMEORESICE T 2{MMFERCERETEERREI/ O NS

74— (HPLC) ZHVWTHERZIILIYEEL.,
<TINYILEY v OREDRIE>

KE:mEEFEI/OTNIST714— (HPLC)

MIE:2695—-2489-2998 (Watersiil)

2R BARKFES CAIERKR: 210nm)

AL :Kromasil C18, ARE4. 6mm, RX15cm (FTF

Z5um) (AkzoNobe |$#)

AZLEE: 30C—F

BHUTIVEE: 25C—F

BEIMEA : FENZN) I

BEMEB : 1 5mM) VEEZKRAY VLKAKR (pH=2. 5 ) UVRIC

THRE)
BEHEOER : BEEA, BORALER1 0L KEZ CRESRTHIET
%,
[%1]
(#1)
HE AR D BEIHA BEEB
(53) (vol%) (vol%)
0~30 60—40 4060
30~90 40 60
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[0125]

[0126]

[0127]

[0128]

[0129]

FE: 1. OmL/min
RERE: 40~90%

FEEFHICBVWT, BIRT VIV AFILIZAFTIVIENT 4. 549,
AR P VIS VAFINIRATIVTFAIFIVEIEHT. 09, RIEET7 VI
YIS VAFIIZATINV_ERIEHNA4 9. 19, RIBTINLYILY 2 AFI
IZATINEYBRFENT ORZTVWAHPIEHE. 59, sIBT7IILTILS
V7. 39 RIRRTIIMPILI VT RAIFIVEIEHI. 59, g7y
WISV ZEBEIEHN2 9. 19— HERIN D,

LT ORMEE. LhEfIcsWT. fIRBIRATIVREESELEY. RiRtT
IIWHIIVAFINIZATIV, RIBTIVILYTILY Y ORMER. T £
RBERGTAEINZ2L2E—VOEEE (BEEROE—V %K) OEEHC
WT2HIEMOE— IV EBEDEIETH S,

<TIINHILEY VDR DRE>
£E : XigO#rEE (XRD)

HiE: SmartlLab (BBRELY HIE)
MlEHRE: ASC6 BB Dtex

X #8HA:40kV—30mA
BR:CuKa /1. 541882A

<TINHILY Y Ot ORIE>
KE: nEEEHES (DSC)
#iE:DSC6200 (ZRT7A7A - F+/F77/0Y—%H)
FEREH:5C 9
HRX : 7TV
A. B OKRFEEAOEES KU LLES]

SER 1

(Z2WFILE Y OBIE : FFEFXHE 1)

BER15cmD2KMEREAEXA5000mLEDOT7SRIICTIL
BIVIVAFIIZATILI00g, X4 /—)L730mLEAN, EERLA
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[0130]

[0131]

NOMIMBAE LTz, TIIC2NKEBIE) FILKARSIOmLAERML.

BREBEZTRELLE SHBARBEIT > KL, BONAERINEREZERSE
TAEIL. 2 NEBKBREAVWTRIGEROp HE 3ICAM L, BRGE
WABRELT, BohARBICK1200mL, ¥400X4>3000m

LZMATIONMEER. 150BBBELAR. /00X Y VEEZDRIC

FYDE L, BONAY /00X Y VRRBRERBEL T, BONALKREICE
BBTFI2000mLAMAT20~30CTRKIE®R LE, RWT, BE
ERLTHE LARRELEL., 50CTEELT, 82, 5gD7VILY
WYV OBBET) ALREBE (FPUILYLIVHEE:96. 12%) , &
OFIILHLIvERPELT, XRDAERIETSE2606=7, 62° . 9

32°.17.41° 19, 53", 21. 31° ICKEHENAE—/%
BZ51ERBEEET2LEMTHEZ &N Doh >, £/, DSCHIEIC
L BREIRT1 57 CTHo =,

CAFRIMETAH)

BIER 1 TELNETILTLY VOEET) XLROEERAREADR
fRMEE EERAETHER LLEZA, X9 /- 16, 8g/L, KT F
M:1. 3g/L, PEb>:1. 9g/L. >k ROZ75v:5. 9
9/ LTH-ot,

& 2

(ZYNHILE v DRIE : FFKFEFXXEA 1)

BER10cmD2HiEREAEX/1000mLDO7SRIICTIL
BILIVUAFIITZAFTINEOg, 0. 4NKEIEF M) I LKSBKRT7 80m
LZAN, 70CETHEELALZR. REBEICT!. 5HKEARIGZIT> . &
CNRINBEREERETHEAL, 2 NEBKIREAWVWTIRINKED p HA
SICAR Lz, MHLAET DI YHILY vitRa BERBIC K YIER LR,
ITH/)—IVERWTTIIYILY VEGREERHR L, BonkTIILYILY
VBAKESOCTEHIRLT, 44, OgDF7ILFILYVDERT) XL
B (FPOLYILIYVME: 95. 58%) ., COT7IILYLY VERE
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&LT. XRD&RIETSE20=9, 08°, 9. 63°, 18, 19°
.21, 82°, 24, 44° IRBNRE—V A5 2EREBEEETD
ItEMTHBENDh o/, /oo DSCHIEICLZ@RIE212CTH
27,

[0132]  CAAFMEETAE)
BIEF 2 TELONETILTILY Y OEET) XLROEEERAREADR
fRMEE EERAETHER LALEIA, X5 /=11, 1g/L, BT F
M:1. 1g/L, PEb>:1. 5g/L. Sh>kROZ75>:5. 6
9/ LTH-ot,

[0133]  [Z=HEHIT]
BER2. 5cmD2WERBEARAL100mL=207 5 Z20ICEEH
1 TRONETINMTFILSIVEgEEY EY, IUXFILRIVLATIRTOm
LEzAN, 3O0CTMEBHE L, BONLTINTLY VERICHERTF
WE50mLAEMAE. SCETAML., MEER LA, RVWT, BEER
LTHELERESERL. 50CTRIELT, 4. 9gD7VILHILY Y
DIERESBLE (FPYLYILIVHEE: 99. 14%) , TOFILYILIY
AR E LT, XRDARIEYT B &, TICRT XIREHRF v — b DE5N
. ZOFERIF26=9, 31°, 11, 49° 13, 28°, 14, 81
. 26. 00° IHBMAE—V 25X 2MEEREEEE T 2LEWT
HDIED DM o, T DSCRIEICLZRRIF128CTHo%k (K
2) .

[0134]  CAAFMEETAE)
REH1 TRONET VYL YUMERROZEBTEANDBRRES £
SBHETHRLELECA, XY /=121, 9g /L, BFEETFIL : 1
10, 1Tg/L, 7b>:113, 8g./L, Fh>rkOZ75>: 11
0. 49/ LTHho.

[0135]  [ZEHEHI2]
BER2. 5cmD2WERBEARAL100mL=207 5 Z20ICEEH
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[0136]

[0137]

[0138]

[0139]

2TRONETINMTNLESIVEgZEY Y, IUXFIVRIVLATIRTOm
LEzAN, 4 0CTMRBHE L, BONLTINTFILY ViEE%E 3 0CLL
TETHELE, FFBTFILS50mLEZMA. ISHICAEL., 5 CTEKR
B L, RWT, BERBL TIHHLAREREDEL., 50CTRELT
AL QgDTIVNTNLI DERERKL (PYILYILSVME: 98, 4
9%) « COFIIYILIVEHAMNE LT, XRDERETZE, 26=9
. 40°, 11, 43,13, 39°, 14, 79°, 26. 06° |Ii
BHRE—0 %252 5MEBRBEZETSLEMTHDI NP h o,
/. DSCHIEICLZA=IEZT1 23 CTHo .

CAFRIMETAH)

B2 TRONET VYL UMERROZEERBTEANDBRRES £
SNHETHRLELECA, X9 /—)L:119, 8g /L, BFEETFIL : 1
09. 4g/L, 72bh>»:111, 3g/L., +SERO7Z75>:10
9. 89 /LTh-ot,

[EME53 ]

BRI S LTT7E MY AFER LML, REAT SABROBREETV
A 6gOTINYIINY VERESKL (FULYILIVME: 98, 85
%) o TOTINHNIVERBMELTXRDERAETSZE., 26=9. 3
2° .11, 50°, 13, 33°, 14, 81°, 26. 02° |THHEHY
BRE—V %5 X 5MBEEBEEET2LEMTHE DDk, F
. DSCHIEBICL2RAIZT1 18CTHo 7,

CAFRIMETAH)

REBIS TR/ONLET VYL UMEREROZEEBTEANDBRRES £
SBHETHRLELECA, X9/ —)L:120. 4g/L, BFEETFIL : 1
11, 5g/L, PEbY:112, 2g/L, Fh3SrkOZ75>: 11
1. 6g/LThH-ot,

(=4 ]

BINAESE L TEB 7O @R LU, ERfFl 1 &RKOREL
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[0140]

[0141]

[0142]

[0143]

TV 4. AgDTFINTFIVY VigRERKE (FPYNTFILS UHEE : 99,
02%) o TOFTIVIHILIVEHNE LTXRDERETZE, 26=9

29° . 11, 43°,13.32°, 14, 78", 26. 07° X%
WA -7 %252 MEBERBEZET5LEMTHE I ENNgh o1,
/. DSCHRIEICLZA=IZT1 24 CTH> .

CAFRIMETAH)

B4 TRONET VLYY UMERROZEBTEANDBRES
SHETHRLELECA, X9 /—)L:118, 6g /L, BFERTFIL : 1
12, 4g/L, b :111, 9g /L, Fh3SErOZ7S5V: 11
1. 8g/LThH-o1,

(=55 ]

BISEE LTAFIVIFILS b ZERLLUMAIE. EHEH 1T &R%RO
BIEEITW. 4. 8gDTIVNYILY VERERKL (FYILYILEY VHE :
98. 80%) . COFVILYHILIYVEHAPME LTXRDEREST D&, 2
6=9. 31°, 11, 34°, 13, 22°_ 14, 88", 26, 08
T ICHEHNRE -V 252 5MERERBEELETSIEEMTH I DS
27, /. DSCHIEICLZRmIZT120CTH o7,

CAFRIMETAH)

REHIS TRONET VYL UMERROZEBTEANDBRRES &
SRHETHRLELECA, XY /=121, 1g /L, BFEETFIL : 1
11, 4g/L, PEhv:110. 6g/L, Fh>ERrROT75v:10
9. 99/ LTh-ot,

(el 1]

(BB 2 ICREBOEICL DT INTILY ViR A DELE)

BERXES5. OcmD2WiERBEAHEA/300mL=2075 20 ICEEH

1 TCHRONAETILYNLIVEgEEY EY, X4/ —ILEOmL%E AN,
BREETMAENR L, BREEICT 1 BEERET N R2IAMRE
L o/leleth, FAPERBLEBICEONLET IS ViER%E 25
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[0144]

[0145]

[0146]

CETHAL. BEEICTIREERZT>%, £O%. IHIC10TCT2
IR Lee RWT, B LAEERZRERAL THEL. 5 0CTHE
LT, 2. 1gOT7INHILY Y OBRERE (FYILTFILIUHE: 98
. 44%) . TOTINYISVEENELT, XRDERET S &, B3
ICART XBERFv—rABS>Hh, 26=9, 09°, 18, 28", 21

52°, 23. 81° IIFEBMNAE—I%25Z5A8EREEEZET 5L
BMTHDZI N DD o, F/o. DSCRIEICLZRMEIZ201TCTTH-
= (84) .

CAFRIMETAH)

&I 1 TRONET VYIS v ARRROZEEBTEADBRRES £
SETCHRLLEZR, X9/ —)L:13. 2g/L, BEBETFIL : 1
9¢g /L, 7EbY:2, 4g /L, FhZEKOTZZV:7. 1g/LT
ol

(Lol 2]

(BBl 2 ICREBOEICL DT INTILY ViR B DELE)

BERXES5. OcmD2WiERBEAHEA/300mL=2075 20 ICEEH

TEOLNETILTFILIVEgEEYEY, ThSEROZ75Y25mL
ZAN, EREBEITMRER L, BREBEICT I RERRET DN
RRIAE LD oD, REMERBLAEBIBEONET VLTIV Y
BRE25CETHAL., RIBEICTI KEERERZTo/, TO®E., IHIC
10CT2s@EIR#H L, RWT, BERAL THE LAEERZSEL. 5
OCTHIELT. 2. B5gDF7IIYILYYOBERESL (FILYILYY
ME:97. 22%) o TOF7INLYILSYVEHBE LT, XRDERIET
2£26=9. 11°, 18, 64° . 21. 51° |IRHEHRr—I45
A5BEERBEZET2LEMTHE &N Do/, £/, DSCHIE
ICELBmRIE197CTH-T-,

CAFRIMETAH)

L 2 THEONET VI YILY vV BEREOKSEMAEADRRE%E
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[0147]

[0148]

[0149]

[0150]

BAHETHERELEECA, A9 /=11, 5g /L, BFBBTFIL: 1
79/L, 7Eb>v:1, 9g /L, FhZERKOTZ7Z5>:6. 3g/LT
ol

[EHEf56 ]

LeE BT TRONETINHILSY DO ABREREER L UAIE. ERES
2 L EARDBEEZITW. 4. 8gDT7 VLYY VIFRERLE (FPILHYIL
HUME: 99, 69%) . TOTINLYILIVERBE LTXRDERE
+35&, 26=9, 32°, 11, 25°, 13, 38", 14, 73°,
26. 00° ICBHMMAY—V 4252 VMEERBEE2ET LM THD
ENDD o, Fleo DSCRIEICLZ@RIET130CTH> 7,

CAFRIMETAH)

REHI6 TRONLETVINHYILY YUMEREROZEBTEANDBRES £
SHETHRLLEECSB, A9/ —)L: 120, 2g/L, BFFBETFI : 1
14, 4g/L, 72> :110. 9g./L, Fh3SErOZ7S5V: 11
1. 59/ LTHh-ot,

(=57 ]

tkfBlI2 TRONETINHILSY OBEEREZER L2 UAE. ERES
2 L EARDBEEZITW. 4. 8gDT7 VLYY VIFRERLE (FPILHYIL
HUME: 99, 44%) ., TOTINYILIVERBE LTXRDERE
T35, 26=9, 30°, 11, 25°, 13, 46°, 14, 64°
25. 99° IHHMARE—V 252 2MEFRBEZET5LEMTHS
ENDD o, Fleo DSCRIBICLZ@MRIET126CTH> 1,

CAFRIMETAH)

REH T TRONET VYL UMEREROZEEBTEANDBRRES £
SRHETHRLAEECA, X9 /—)L:119, 1g /L, BFERTFIL : 1
13. 1g/L, PEr>:111. 1g/L, Fh>SrROZ75>:10
9. 5g/LTHor,
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[0151]

[0152]

B. H20DARBEOERSLIKRULLESG

BEBFICEVWTEHE LTHWSR T VI YL VY X FIIL T ZTIVIEELT
DEBYTH D,

CEE UYL UAFILIRATILORR (FPILFILIVAFILT
ATIVOME : 97. 3%, PVIFLIVAFIIATIVT AT FIVE:
0. 14%, PINHILIVAFIIATIL_EE: 0. 20%. 7IILY
WEVAFIIZATIVEY HHFEN 1 O RETWVWRHY : KRH)

FER2 RR EERRICIYBRLETILTLI VAFIVIZATILO
BER (PN VAFILIRTILOME : 99. 1%, 7IVILHILIYY
AFIIZATFINTFRAIFINGE: 0, 02%, PIVNMYILIVAFILIZRATIL
ZEEXR:0. 07%. PUMBIIVAFIIZATINEIYEDFENT 0K
TVRHEY) - RigH)

BB TUINHILIUAFILIRATILORR (FPILFILIVAFILT
ATIVDFME : 88. 3%, PYVIFNLIUVAFIIATIVTAIFIVE:
0. 36%., PINHILIUAFIIATIL_EE: 0. 27%., 7YY
WO VAFIIZATFINEIYEDFEN T OKRZTWVWARHY: 10, 8%) (3
FEEFSCIR 1 ICEEBOREAERICLYEIEIND)

BB UYL UAFIVIRATILORR (FPILFILIVAFILT
ATIVDME : 98. 9%, PYVIFNLIVAFIIATIVTAIFIVE:
KR, PYLMBILIVAFIIZATIV_EE : 0. 04 %)

[EfEFI8] (FYNHILY YOS ; EHRUEHY)

(hnoK 53 #%)

ER3. 5cmD2MEREEZBALT1O0OO0OML=2075XATICEM2
DFINFIVIVAFIVIATILE gZEY &Y, 1. 25MKELEF Y
TLKBERALOmLAEMA, 70CETHNRLALZ. REEICT2RERIG
T2l RIBBOBET VYL YVBROTINFILIVHME: 99, 6

1%, ZONBIWIVYTFIRIFILE: 0. 06%. 7VIHILSIVZEHR:
0. 08%TH>7ze RINEBODETIILHILY VBEBBDT VI HILY VilE
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BLURMYMEORRER2ICR LT,
[0153]  CEMERLIE)
MKPBRIGETHROARE3OCETAM L%, BEAE (KIRAR
FIHANE, hFXEFE: 1430m2 g, REMHASTE: 1. 1 7mL . g
) 0. 24 g&MAT, 20~30CT 1 BEIERET> L, EMRNIER
OBEDT I HILY VHE: 99, 85%. FUIHILYVYFRAIFIK
: 0. 05%., PYILHIIVZEKR: 0. 01%THo7,
[0154]  CEMEROBRE. RUER)
RWT, BEHBLTREEBEZREL. 85N EL3K%E4 0 CETINR
Lk, BIEET7Ebr25mL., BEE1 7mL, K1 7mLZMAT,
TIONWTFIVE Y DfEREMEI ., RISKREZ2 0C/IEOERET20C
ETHHAMLER RBEICTOREIRE LL, RWT, B6NEXT ) —K
ERERBBL THE LEHERZ2EL. 40CTHIELT, 4. 69g0DT7Y
WYL DERESI IRE: 95, 6%) , BIBFZIILYILY v DHE
:99. 89%., PUIMYLIVYFTRIFIE: 0. 03%., 7YLHILY
VB RRE. TR : RRETH >, BREKRSICRLE,
[01656]  [EREHI9~10]
(hnoK 53 #%)
R2IRLETILMLYHLIVTILFILIZATIILERRE LTER LA
&, ERESI8 ERARIC L T MKDMERIEETT > 7, MKIBRISEDHET
IIWHILY VIBBEOME. BLURMYMEOAERRER2ICT LK,
[0156]  ( GEMERAIE) . CEMROKRE. SLUEH) )
Fo. MKDRBBOBBRIC. B8 EAKOAET CEMRLE) | (
SEMROBRE. BLURHE) 2170, FYLTILIVOERERKL, 86N
T INHILY v OREGEICOWT, BRRICHERVAHIMEORELZIT> &
o TORBRERIICHLT,
[0157] [EmH11~12]
(hnoK 53 #%)
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[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

EhEBI8 EERRICL T MKSBRISEIT > RIGERDOHET LTS
VBBROMES L O MMBEORAERRER2 1IN L,

CEMERLIR)
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(Invention 1) claims 1-3 and 6

Claims 1-3 and 6 have a special technical feature of azilsartan in
a novel crystalline form.

(Invention 2) claims 4-5 and 7

The inventions in claims 4-5 and 7 relate to a method for identifying
contaminating azilsartan dimer and treating azilsartan with activated
carbon and have a technical feature of "azilsartan" common to claim 1
identified as Invention 1.

However, the above-said technical feature cannot be considered to
be a special technical feature, since the technical feature does not
make a contributionover thepriorartinthe light of the contents disclosed
in the document 1 (JP 2014-530805 A) which is cited in this international
search report.

Further, there is no other same or corresponding special technical
feature between these inventions.

In addition, claims 4-5 and 7 are not dependent on claim 1.

Further, claims 4-5 and 7 have no relationship such that these claims
are substantially same as or equivalent to any claim classified into
Invention 1.

Consequently, claims 4-5 and 7 cannot be classified into Invention
1.

Meanwhile, this international search has been prepared on the
assumption that the priority dates are 28 January, 2016 with respect
to the inventions of claims 1-3, 30 November, 2016 with respect to the
inventions of claims 4-5 and 7, and 28 January, 2017 with respect to
the invention of claim 6, respectively.
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