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o RISBANSTN-—BRBZETLRIGZFELL. TOREREZDE. KB
ZRIEAFLTHE LE, BEZEDLE. 1 N—RBTHSRE. SBNK
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[0096]

[0097]

BEKZRFT MY D LKEBER, BANRIEKTHRFL. BKREF N DU LATERE
Lic. WMEEF M) D LBEIKR. ERABEZRBEBELELONLEEZY A
FIWASLIOXTNTZ74— (BBER: /00X % ) THREL, X4
VAWKV —TFIAAFIIIL (BEMA—-2) 31 1g (1495m
mo |, INL97. 3%) 557,

[5EZE&]
BHEBOMWEL4DO75Z3IC, 2, 2—EZX (EROFYXFI)
=1, 3=7anvIF—) (RvHT)RYb—J) 259 (183. 6
mmo |) N, N=IUXFIKRINLTIR (DMF) 1000mLICARR
X, TIANB60%KFILFTMNYDL 51, dgZuEMAitt, A9V
RVBE2 —TFIAFUIL (LEWA—2) 153g (734, 5mmo |
) DDMF200mLBARE=®E T Lk, TORRAICEOCETHRELRSE
PPRNFE-EBRBIC60~7 0 CHETHEIE., BBICTIRARBIE .
ERICTRIBREKKANFZT AR RIGEELEIELEZ. BREZDRELK
Bzl /ORVFILAFILII—TIILTHEL. BBEZEDLE. 1N K
. BARIRERKERF MU D LKBR, EMEBRAKTHESEL., BEBKRES M) D
LTEBRIE L, 2RBBEREL. BBEEX )V ATSNVAZLIORNTS
74— (BBER : NTHY) THREL, BERBERT2, 2-EX (2-
IFMAFUNTEIUAFIN) —1, 3—ER (2—IFIAFIILAFY
) 7Ry (k&1 —-3001) 40. Og (68. 4mmo |, I¥=E3
7. 3%) &8, MHEAEORRERTICE & O,

(=4 ]

<2, 2=UXAFI—1, 3-ER (2—IFIAFINFFY) TRV
(b&am1 —4) OamR>

2
R1 /O\></O\ R2 R1, R2= “'V/\(\/\

(1-4001)
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OH OH

’A”i:r\OMs Nm4; R1,o\‘><;o\R2 RQR@“&:\ITV/\

DMF
(A-2) (1-4001)

[0098] [55—E&]
BEEBEOMWA4DO73R3IC. 2, 2—-IXFI—1, 37O
VIFA—I35g (336mmol) &N, N=—IAFIHKRILLFTIR (D
MF) 1T000mLICEMBEIE, 2 ~60%KHELFM)IL 53, 8
g (1344mmo |l) ZMAE. XY VRAIKRVE2 —TFILAFII
(lt&¥WA—2) 210g (1008mmo |) ®DMF 300mL &K%
WF L. TORIRAICEOCETHEEBLEENMNE-ALEEIC60~70
CETHREIHEH., ARICTIHEARBIEL, ERICTRMREKKATEE
AP, RIGEELEIEE BREZDHMLKEZL 7ORVYFILAFILT
—FITHHEL, B#EASbhtE., 1 N—1E, SEMKRBKEF N ILK
AR, BFIRIRKTHRE L. BKMEBF N U LTRESIE L, 2RIBBE
REL. BEEDVAFINASLYIORNIS 71— CABER : NTH V)
ICCREL. BERZERET2, 2—-YAFIL—1, 3—ER (2—-IFI
ANFEVIAFY) TONNY (BEHM1—4) 63. Og (191, 7Tmmo
|, INE57. 1%) 25k, PHEAEOKRER1ICFE &,

[0099] [3=#Ef4I5]
<1, 3—EBZR— [ (2—=XFAFOEN) £+x>] O/ (LEW1 —
4003) O&BRH>

OO0 R T

(1-4003)
MsCl HO><_0OH
Y\OH —_— Y\OMS NaH . /O\></O\ ) R! R2= uz'bb_
Et;N R! R
(B-1) (B-2) DMF

(1-4003)
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[0100]

[0101]

[55—E&]

BREEOMWA4DAOT7ZRII. 2—XF)L7ARN/—)L (B—1)
709 (994. 4mmol), NYIFLFIV143, 3g (1417
mmo | ) #BIEXFL1000mLITAFZIE, BIEF MY D LKA
T—L5TCICRENI e, BEIAN—LCIRBADAL XYV RI)LAR=Z)Lo0Y
K:1249g (1086mmo |) Z@EFL., KATAFHMLANS 1FEE
Bl RISBE~NSTN-—RBEETULRISEZELL, ZORERES SBE
 KBZBIEAFLYTHELE, ABEZEDE. 1 N BB THRFE.
BEMREEKER S M) U LKAKR., SBNRIEKTHREL. BEKRES N DL
TR L, MBFN)VLE25 L%k, BEAEEZREZEELESONE
BEEYATNVAZ LAY NS 74— (ABBR : /00X %Y) T
FBEL, X9 VZRIKRVEB2-AF)ILTOEL (LE¥WA—-2) 106 g (
698mmol, INE70. 2%) #18%,

[5EZE&]
BEEBEOMWA4DO73R3IC. 2, 2—-IXFI—1, 37O
vIF—=I25g (240mmo |) ZN, N=IAXAFIHKRILLFTIF (D
MF) 700mLICABIHE, Z2IA60%KHFILELFM)DL 28, 84
(720. Tmmo |) ZMALE. ASVRNKVE2-AFILTOEN
(lt&¥B—2) 102. 3g (672, Tmmo |) ®DMF200mL
BREE T Uiz TORBRAICE0OCETCHREBELEANSINE -/2EFIC60
~70CETHRETIE, BRICTIFARIGIT B, ERICTRIGKZIKK
ANFERAH. RIGEFLEIEE BREZOBELKEZS 7ORY FILA
FILI—FIITHHL. BBEZESHE. 1 N8 fMKEBKSEF MY
T LKER., BBFRIEKTESRE L. BKREB TN VA TREIEL, 55
BAEREL, BEEV YAV ASLIOT NS 74— GREER : AT
&) THREL, BERXRZBERTI, 3—EX—- [ (2—XFLT7OEL)
F¥>] 7y (b&™HmW1—-4003) 26. 2g (121, Tmmo |
. IXEL50. 5%) &5k, MENEDCHRERTICEFE DT,



WO 2023/038045 51 PCT/JP2022/033502

[0102] [ZHEf6 ]
L2, 2, 4—RFYXFI—1, 3—ER (2—XAF7OEILAFY) R
VA (51 —2003) OEH>

R1,O O\R2 R! R2= b?"'z,/\r

(1-2003)

NaH

(B-2) DMF
(1-2003)

[0103] [ZE—&]

BEEBEOMWA4DO073R3IC. 2, 2, 4— MY XFIL—1, 3—
RyYHYIF—)L359g (239. 4mmol) N, N—IUXFJLKRIL L
7K (DMF) 700mLICAEIE, 2IA~A60%KEREFNYD LA
34. 59 (861. Tmmo |) ZMA/E. AFVRIVKRVEB2 —XAF
L7l (k&¥B—-2) 131, 2g (861, 7Tmmo |) MDMF
200mMLARERET LI, ZTORIRRICE0OCETHELEENMINE -
BEIC60~70CETHREIE., ABICTIFEARIGItEL, BRICTR
ISR ZIKKANFEZIAA, RIGEELEIEL%Z. BREZ2BELKEZ> 70O
RYFIVAFNI—TIITHEL. BREZEDHOE. 1 N—RE MK
KFRF M) D LKAR BMBIEKTHESEL., #KREBS M) DL TRES
Tz, DRBABHEL. BEEYYAFXIVASLIORNIS 74— (B
BER : ANTH V) TREL. BEEEBERT2, 2, 4—F)XAFIL—-1,
S—ERX (2=XFNTOELAFY) RvEHY (BEW1-2003) 1
6. 6g (64. 2mmo |, INE26. 8%) %15/, WERAEDHER%
R1ICFEFEDE,
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[0104] = 1. XSS L CLEEBICE T B EMDEDMLE

BIRE, mm?® - s !
Bk C | #5C

40C 100%C
Ehwf 1 ({bEa#1-1001) | 178 400 7. 33 (2. 20
Ehuf 2 ({bA#1-2001) | 185 363 7. 11 (2. 02
£ZhaF 3 ({EA4#1-3001) | 180 468 14. 9 3. 40
Ehafl 4 (fb&41-4001) 327 3. 81 |1. 31
Ll 5 ({LA41-4003) 270 1. 40 | 0. 67
Ehet 6 ({L541-2003) 259 2. 35 |1. 03
Hegef] 1 128 280 5. 0 1. 51

b 2 47 181
Hogef 3 269 2. 5 0. 93
Hemesl 4 218 414 16. 1 3. 79
sl 5 244 419 33. 5 5. 72
el 6 257 430 |44. 8 7. 11

[0105] [Lb&i1]
B NAMEE LTEMIATNTHIBEMED2, 2, 4—F)XF
W—1, 3—RYFVIA—WIAYTFL—KF (Ex—1) ZLBRHIT &
LT&xTIR L7
2, 2, 4= RUAFNL—1, 3—RYFGUIF—LIAVTFL— I
BIKRM100CEBATWSY, BIHENS BRECEBEEEME LT
3B TR,
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EX-1
[0106] [Lt&fI2]

BHEMES L TRFHRONIVWR) I—FILTHIBREWED T, 2,
S—hUXMEIIMFITONRY (M)IFV Y :Ex—2) ZLEHI2
ELTHRTICRLE,

1, 2, 3S=RUXRMNFIINFITONRVIIEETHZH, HRAE
W BRMEDOREBRER S U TEE TR,

EX-2
[0107] [Lt&I3]
BHEVEE L TREBERONIVWRY I-FLTHIEEMWEOER (2-
ITFILAFII) I—FLELBEISELTRTICRLE,
(2-ZFIAF2I)) T—FTI) (Ex—3) REHMETH 25 KRHME
O HRBEVWOEMEDOREEHERE L TEAETRWL,

/\/j/\of\C/\
EX-3
[0108] [Lb&xf4 ~6]
—RREICEFEOEEHEHE L TERINWTWARY) 7LD 7—F L7
1> (PAO) OF#EEZAE LB A#1To/4, MIRINTWBPAOXRE
BRER (HEA XA 2A#8) TH2, DS164 (Lb#Effl4) . DS166
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(tt&fI5) . DS 168 (Lh&fl6) OEFEEREL. LhEflI4~6 &
LTRTICRLE,
ARRIEEMTHZERBI HNSERGIS DA, TmROFEEHERTHS
&4 ~6 WFhDb DL Y HEMEIME <. ARELEYTH S EHA 1
MNOEFEF S OAMIMEDOREEHERE LTENTWS I EMHERINE
[0109] [=MEHI7 ~9 : MERBE
&1 —-1001, &1 —-2001, BLTEEHT1—-30010D
EMEEZANEL. TINOMEEBBEZEH L. R2ICRLE,
BIRDEY ., MEEHIZI IS K2283ICEMNTEZHETRDE, %
NENOEHRFEETEORY THY. AKRITHMEEREN1 00KEDHZE
. BEIHERHT1O00ULDZEDEE A RERS,
[0110] <AE>

_L-U
 L—H

VI ahRERER U BMEORAE (40C) . H, L:JIS K
2283 :2000kHOBEIENSEIA,
[0111] <B%E>

Vi

10Y — 1
0.00715 +1
N= (logH—1logU) “logVY
Y EffEEOERE (100C) . H, L:JIS K2283:200
OEEOBEN 5B,
[0112] k2. EEFICSITZIEEMDOIER



WO 2023/038045 55 PCT/JP2022/033502
HhEE TR H
{4
Ak Bit
Ehafl 7 | {LE1-1001 — 104
a8 | {bA#1-2001 | 55 —
HKEEH 9 | {L&#1-3001 — 100

[0113] [Z=MEHI10~15, LLEBI8~9 : BE]

ItE&M1—-1001, t&HM1—-2001, £tEHW1—-3001., tLEY
1—4001, &1 —-4003, {k&EM1—-2003., K. BLUAT
HYUDOBEAHNEL. TIHHLEAEH LA, AiROBY . HEERITJ
| S K224 9[CEWT BHEICHKN. RBXNBES (BES: MDA46S
OO<Anton Paar®> HAEEE: 15C) zAV. REEEE
HERRICE > TEH LA, LhEEH10~15, LEEFHIB~9&ELTERIICKL
720

[0114] k3. RS L CLEBRBICS IF2LEMOEE (LLE)

BE/ g cm™" | lLE

EHEF 10 | {LE#H1-1001 | 0. 864 0. 865
EREFI1 1 | {LE¥1-2001 | 0. 852 0. 853
Ehiftl1 2 | {LE1-3001 | 0. 861 0. 862
EHitl1 3 | {bE&#1-4001 | 0. 839 0. 840
£kEFl1 4 | {LE#1-4003| 0. 819 0. 820
EHEF 15 | {bB1-2003 | 0. 852 0. 853
b 1 7K 0. 999 1

W2 |~ 0. 684 0. 686

[0115] [{b&% (1) Z22F T 2 EBEHEBOMEMERM : MEKERGI1~2 3]
be®w (1) 2283 5HEKRERIICEL Y RXREREZ I SICFLSEHATS
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o TARNEREGITHBENQHTH DD T, AFEBITHEMERIICK > THIRRS
nigw, BIZIEE, AFERIE. HEKRERGIOMBRIICMA T, HEXERSL 10
FERHD & RERRETER 2 DR & DREI =2, AFERIE. HEHRERELO
WDV RLK EE2DERETEIIEINL>TRELLEEME LS,
R EMmFICAWEDS 164, DS166, 8LUDS 16 8RS
NTWBPAOXRENREHR (RESM RARAHE) THE, EXDDEIE (B
PE) . A2 LVWERLOEEICETVWELEETSE (EE%)
THd, ARPMORICIEERDPDEEE HICEIME (40C. 100TCTO
REE) ZF D, MM, LICBBLAEAERICLEN > TRAEL, F4
IC. AIEEE (AT B ERL) 2O FEHL .
[0116] =4 . MEKERBIDOHEMRS L CEIME
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L AL N E / mm®s !
RIEO | wom |ww % | kot |WE % 40C | 100%C

1 1-2003 4 D516 4 96 1 5. 3. 7
2 1-4003 ] 1 O DS168 (90 29 5. 2
3 1-2001 |1 1 0 DS164 (90 15. 3 6
4 1-2001 | 5 O DS164 50 11 2 8
5 1-2001 | 5 0 DS168 (50 15. 3 6
6 1-4001 | 5 O DS164 50 8. 2. 3
7 1-4001 | 1 5 DS166(98. 31 5. 3
8 1-4001 | 6 O DS168 (40 9 5} 2. 7
9 1-4001 | 5 O DS168 |50 11 3. 0
10 1-4001 |1 1 5 DS168 85 11 5. b5
11 1-1001 5 DS164 95 1 5. 3. 5
12 1-1001 ] 2 O DS164 (80 13. 3. 3
13 1-1001 ] 5 O DS164 (|50 10. 2 8
14 1-1001 | 3 O DS166 |70 20. 4. 0
156 1-1001 | 5 0O DS166 50 1 3. 3. 2
16 1-1001 | 7 O DS166 (30 10. 2. 7
17 1-1001 3 DS168 |97 4 2 6 8
18 1-1001 | 2 O DS168 | 80 30. 5. 6
19 1-1001 1 4 O DS168 6 0 29 4. 1
20 1-1001 | 5 0O DS168 | 50 16. 3. 7
21 1-1001 | 9 5 DS 168 5 7. 2. 2
2 2 1-4001 | 3 0 DSsS164 |70 15. 3 6
23 1-4001 | 5 0O DS168 50 29 5. 1

EX LR ATREM
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[0117] AREADILEWIE. BHETHYLBLL, BIKINEL, MERERMYE
EMERREMEICEND . RIRERR. RERAR. SREHEFOD
HRARGEICERATH S,



[55

[55

[55

—i
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RIAT]

RIA2]

KIA3]

55 KIR4]

55 3KIR5]

EROEH
X (1) TRINZRYI—FINAE2EET 3 EEHEHR,
X4
R3 Rs
O O
R1/ \R2 (1)
X2
R, Re

X (1) A, RyBIURIFHMIZILT. KRB 1H5120D71L
FNELBRFERTNS120T7ZIULFILTHY. TOTFIFIVIC
BWT, DA EB 1 D20KRNS NOTY, RERIHSE5DT7IL
OFDTEIBRAONTVWTELL, DAL EETDDAFL UMD,
EZL Y, BR, FLEIMBICEIVALONTELLL. X BLTX
JATIIT LT, KE, DACEDIDOAFLUIBRRICEEIIRZDS
NTHELVWRFHIHLST1 00T FIL, FLEFDPREET DDA
FLYDNBRICBEZMAONTELIVWKRRTIANAST10DT7 3L FIL
THY. Rz, Riw Rs. BLURGIIIIL T, KFE. KRFEE1H
5100F7ILFI, FLERERTHIST120TSILFILTHY., &
DT ZIFIICEWT, DR EH T DOKERNS. NOFY., kFEH
THASEDFIIAFDTEZIFMAOATVWTELL, DK Es 1D
DAFLUH, EZL Yy, BR FEEMBICEIBRIAONTELY

X (1) TRINZRYUI-—FILDFINEHNT100CULETHB.
25 KIE 1 ([CECE DR mER,

X (1) TRINZRIVI-FIORKETDHSN250CLE
TH?. BHREICEEROEEREH,

X (1) TRINZR)I—FTIORREHNS4O0UTTHD, 5
RIE 1 ICEEHEOEE REH,

X (1) TRINBZRYI—TI%Z50EEERULEEET S, &FX

anh
il



WO 2023/038045 60 PCT/JP2022/033502

[E53KIR6]
[553KIR7]

5 KIR8]
[553KIR9]

[55K1R10]
[55KIR11]
[55K1R12]
[55K1R13]
[55K1R14]

[553KIR15]

IE 1 ([CEEE DS mER,
IHIC, RIBKRZZE T H5FKE 1 ICEEHOREREM,
RALKTEDRY) aa —F L 7 1 »ThH B5EKIE 6 ICEEHOREHEH

RALKFRmD AL KRR D E T b 2 55KRTE 6 ICEEB DB HE M,

BERIE1~80WIhM 1 RICEHOBEEEERE RN EERT
2 E B RRE R,

REIRATHZHERKET ~8DWT IWMNCEEHOEEHER,

WIS THBFERIE 1 ~8 DWT A ICEEEHDFEME R,

BEMEATHZEKRIET ~8DOWT IMCEEHOREEHER,

AHAEETHDEKRIE 1 ~8DWVWT NI EDEEHER,

® (2) TRINBELEY,

XN (2) A, R{BLURLIFMHMIILT, KRE1HMH120D7I
FINFELRBRFEHTHO120T7IILFILTHY., X, B8LUX, &
MIILT, KR, DK EHTDODOAFLUDBRICEZTTRAOLNT
HELVWREHTIHNST10DTIFI, FLEEDPALEETDDOAFL
VHABBRICBIHZAONTHIVWRERTHST10DT7ZILFILTH
Y, XaBLUX, O—ALPKEZETHZEEZDMAIE. KRR M
1TO0DTILFI, FLIEIRFHTHIST120F7SILFILTHY., R
. Rii Ry BEURGIIMIL T, KK REH1 1510071
Fb, FLERBRFHTIHST0DT7ZILFILTHD,

X (2) ICBVWT, RyBLURLHIMIILT, REHSHD 12
DTFIFIELIZRERTIHNS 1 2OFSILFILTHY, RAPARE
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FERIR16]

[E5KIR17]

HWINSEDDRBOTILFILTHY. R Rse BLURHL K
RTHY., X BEIUX, B AFITHSB, FXRIE 4ICBEHDLELE
1,

X (2) IKEWT, RIBLURLMNHMIILT, 2—XxF)NFOFK
Wy 2=IFILTFIN, EERER2-—IFIAFIILTHY, Ry R
v Ry BELTRH. KRTHY., X BIUPX,MHIZLLT, 2 -
AFLTACLTFIAFIV, 2—IFILTFLFTFOAFIL, Tk
2 —ITFIAFIIILTHD, BRIE 4 ICREHDIEEN,

X (2) IKEWT, RiBLURMMIILT, 2—XxF)NFOFK
W FRE2-—IFNLTFILTHY. Rz, Raw Rs. BLURAHD
 KRTHY., X BLUX DA FITHD, BRKIET 4IIEEHD
a=x7/H
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