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W M) T7eFy, DTVRYVTF NS TET—MNE; )YV MUK
FO—L7any, RYSTYRY b=k, YVILEN—ILFOZMET7IO—
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. BB E2, BUTFHALYITFELL, 1. 7B E2, BUUFAISICEFZL
<o 1. TBE2, 2BTAMRICIFF LW,

A O—RFEE (2) KBT2KBEOFEENTRON) FILEES
OFa. M) FILEOEHBEREIFOLYKREL, 2. BUTHEFELL.
2, 2UTFHALYFFLL., 1. TUTFHAISITHFZ LWL,

I O—RFEEK (2) ILBF2LERER (1 —a) TRINZEDFHE
BEIZOTH>TLWL,

EAO—2FERK (2) & LT, LBER (2) TRINDBYURLEMN
ZBETD2HDTHNITREINGVWDS, PERZMDIL (U, ANEHT
52&0HB) RU'TF O35y (UF. THFEMT R EAH S
) SEONANLEMBEICATALREOE LT, BHEMICIE. fIZIE. Bt
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LT, BERERZ L O0—-RFEENNENREEARICTAICAY, &
MABCIEE CHRARETREICRZEVIEALNLTEFILEENY FILE
MNEFE LW,

((1—b) TRINDZH)

O —2FEEE (2) ALERX (1 —b) TRINZEEZETHE.
EAO—2FEE (2) IKBIFZLEER (1—b) TRINDZEICETDEH
BIE. LREAO—ZEEE (1) o T ((1—Db) TRINZE) | OB
BT3B (1 —b) TRINZEZDHEDICETZHBADESY TH 5.

(x 7AFHIARFHIR)
ARTDa7AOTAIARFH I RIZ, TER (3) TRINZEDTHS
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X x H

[EEER (3) #. XiE. A—XIEEQ>T, KBEXIFAFIVEERT, T
foo £ (3) A, Arid. BRFEKRRIEKREXESEEERRILK
RETHD, ]

FEERX (3) A XiE, B—XIFEGQR>T, KEXIFAFIVEEZRTHOD
TH3ETH, XDIB, PRLEHETDEAFIETHDZ ENHFFELL
 XIEANEAFIVETH D ENMFICHFF LW, FRATOEEREICLY
"TondEILO—RFEEHE (1) OPRFEEZLYFDHDZIIENTEZLHTH
%,

M., EER (3) A, XDI3B128KE, 312X FLETHBD
Did. a XAFILAILRFHI REWVWWL, XMANEXFILETHZEDIE,
AVAFIAINRFYIREEWVRIZIENTES, KAERFETIE, L
£ (3) TRINZEEMDIE, a AFIAILRFHI RXIEad A F
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EERX (3) Al Arid. BRBFEBRRIEKREXISEFERRKILKRE
ETHhd, LEBR (3) . A rid, BIERIEKRETIER, BREFE
BRI KFEXIIEBREERRIEKFETHZEICLY. EBIR (i)
XiE (iii) ORIGOHFEERTHS LER (3—a) TRINDaT T

DY OVHEEERLERLPTCARY, BVWRRTELO—-ZFERE (1) A
Bonded, BREERRIEKZEXIZBREERRIEKREDEHRE S
BADIEINLY, BRABEBEREZE T2 O0—XFEEF (1) 28ET
B5IENTED,

FER (3) KB 2ERFERRIEKRERVCEGREEHRRILKRED
BHBIRCZEDD biFEAGBREICEAYT 25MAIK. LEX (1 —a) I8
PHEBREERRILKRERVERFERRIEKZEDEKLI RO IFELER
HEICBAT 25BOEHBY TH B,

EER (3) . A r PBEREFERRIEKZETHY., ZTOERFEKRK
EKREDN 7 T ZIETHBHE. LB (3) FOXDIBE. D &d
—DRAFLNETHZZEMFELW, ThabE, LER (3) FO2200
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FEETRE (i) IKBIF3. LEBR (3) TRINZa 7OFAIARFHYS
FOFEREE LTI, E0—REFEEHK (2) 2402, 3 XX 6 AL DKEE
HEOBE/KBET ELHLY, 1 ~3ELHENITFFELL, 1 ~2FILHEE

FYUFFELL, 1~1. SELLENISITFFE LW,

(REANE)

FETE (i) TRV IEEMES LTE. E8IR (i) ORBEfE
TEZEDTHNITHICREINZ EDTIEBWD, HIAIE, KEBFNUD
L, REEHV DA, REEEY UL (Cs,C0;) 22TRERE. BCICY ¥
BrhUDL YVBA)DL, )V UBEIDLED) VEREFOIEKRZML
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TIRRISICH T ZFEHEEMRIAREZCAZIBRADDS. ) VLENITFFELL
CEYFFELLEEYDLBTH D, FICHFFLLEKEBEY D LTH S,
TR EMRVCLUKR MR OREOEMF EDOEETICEVWTIE, «
TOTAHIRFY I FOPBRIGHIIH S NIERN S, REBIE. ) VEE
BPIFELL. EBA AV ELTEa 7OTHILRFY I ROSBRISHHNE
INDBERNONE, AYTL ETLBAIYEFFELL,
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ANKRFHIRTELHLZY, 1 ~BEIHEFATFFELL, 1~3FILHE
REYUFFELL, 1T~2FBLLHENISITFE LW,
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FETRE (1) ORIGTEBRINZ LER (1 —a) TRINZERVLE
BN (1 —b) TRINZEDIHELEDEEHEILS TS, L@k (1 -
a) TRINZEOTHBREDOESE LTE. HIZIE 50%UE 70
%ELE. XIE9 0%UETH > TN,

FEESALEHE LTIE, BIREINZ 50 TIEAVWS, flAE 11,
2 X 3 MDA EY ; EERIEEY ; XIZERELEYIETF SN D,
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) . BEERSR (1) . 2—A Tz VAHIKRVERR (1) FOBEREAMHRE, H
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1) . RIESA (1) PAFIVRILT 1 RE&E. IR (1) BEYFEL
W,
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ELEZ7z=Z)b, NI OOANFIULKRAT 4, MIn—TFIVEKERT 4
. NIt =TFINEKRRT42, REMN)t —TFINEKRRITA VLTS
J0AORL—MELNBIFONDE, 2EQRRAT7 1 VEAFELTE, EX
VIIZIKRRT4 /70ty EAVIIZIEKRR T4/ 7O, E
ATVTIZNWNRRT A/ IH Y, ROERTZTIZNWNRRAT 4/ A9 VEN
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Fr. LRIRE (i) ORBICHITZ. SRHEEMEHAT 2 UKRELEY



WO 2024/232111 19 PCT/JP2023/033248

[0066]

[0067]

[0068]

[0069]
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LETRE (i) ORIGIE. BEOFETTIT) &N FE LY, LEAE
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F;VIFILI—TI, VANFIIHIY, FRSEROTS Y, V4 FY
VEDI—TFTI;; TN XFIVIFILT RN AFLAYTFILTNY
EOT MY BB FIL. BEBIFIL. Bilgq4 Y 7O, BT FILED
IZXFI; N, N=UAFLKRILLTIR, N, N=IXFLFP7EI7IR
ZOT7IR; 7NN, TOEFZRNYI, RYYVZM)LFEDO= b
DI DAFILRIVKRFY REREIF LIS, Chbol1EEERT, X
2REULEMHAEDLETERTZIENTES, INHOFRTH, BIRIGH
BIYILKWEWSERD S, FEERIEKE T—FI/I, TXFI, = b
DILDIFFELL, ISICHKRMEKEIRNEZTHD 2 & NAMKICEND
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LETRE (i) ORIGZBREOFEETTI2HE. RINREZ LT8R
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2T, 20C (ER) ~60CREENSFTFHE LV, F RBEEEIE. Fl
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ZIE. 3~245@, FELLKIE5~24KEXIE5~1 50ETH B DN
2AREULETH>TH L,

EEIR (i) ORHEEBE LTI, BEMEICEY. £&ER (3) T
INDZaTAENIRFY I RHASRICOPEGTHD LK (3—a) T
REINDZar NPV VFEEDIEEL, TDay b7 I UESED
I O—RFESHE (2) D2, IXBFOMDKEBEERIET DI &ICLY,
EAO—RFEEF (1) ZEXTZH5DTH %,

TRERBBICTTEDIC, ar vTFYVYIUVFEEFEELO-RFER (
2) m2, IXFCMUDKEEEDRIGICHEWNT, £&EXX (1 —-b) TR
NZEICERINDIBEBEIN. HEZERIN 2 ENO—-XFEEF (1)
i EERN (1 —a) TRINBEEEHIC, £BER (1 —b) TRINDZE

ERELTH L,
[{E613]
(b)
0 @) 1 HO-R
R/O%LN'Ar <: R_Oﬂ—x\ N :> R’O\r%(N’Ar
H X SAr ')

tETE (i) ORIGHRIEEY. HFREEWHORMDEN F R LR
BEMBEOFETTORBTHZHE. EIO—RFEHE (2) 02, 3X
I 6 RIDKBEEEDRIGICEWT, FRERIEBENICTT LIS, ®RER—RFEE
BAOBIKAN. B KBEICLZ2BATRR. RUETHRBECLY (
1—a) TRINDZENMBENICERT 270, Bond I O—FERE
(1) ILBF3LER (1 —a) TRINZEOIHEREEZSOHDL &N
TZ %,
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M-X
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base R-OH

Q — Lx O base . X
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- L-M-X

[0073] LtETHE (i) I, BhANETEILO—RZFTER (1) Z28ET
BIENTED, LRBIR (i) IKBFZREKELTIRH. 30%ULETH
TEL, BO0%UENITFFELL., 7T0%UEANALYITFELL., 80%ULA
ISICFELL. 90%LUEIFICIFE LWL, LRBIR (i) IKHBTHIRK
S, ERETIR (i) K83, £ER (2) TRINZBYRLENEE
T5ENO0-RFEEOMLAAEILBICHT S, LEBIR (1) OERHT
HHENO—XFEHK (1) OEIHDEEZWD,

[0074] F/. AEROENO—XFEEHK (1) OREHFER, LEEILO—XEE
BE (2) ITEFNZETORDILE, D<K E&H 1 DHAKBEDREET
HdigE. LEBIRE (i) 0%, LEKBEOFREEZRE L TKBREICE
MIBTRE (i i) 2ZEATELL,

[0075] EERKBEEDREEAMRE L CKBEICEBIRTZ2H%EE LT, LEDORE
TERDREEZICEENOBEZAWVWS I ENTE, fIZIE. REENDY
WETHNIEL, 7vibYTUIBT ZHE; REED T I - ILREEETH
hig, B, FFCRICKFZZFOBZRAVWTAIEYT 25E ; (REENC, 5
BRT7ONVEXIEC o EEETVILETHNIE, X9/ —NVEOTINI—
WK, RBEADY) DL, TUIBTIZ2EEEMUFEGTUIEYTZHE; T—F
WROFREEDIE, C,o s T7IUFILE FYILESETHHE 5TV
L/ RESEOMEOEETICKRRINCE > TUIRT 255 ; (REEHN MY
FILETHNIE, FBRPIEREOBZRAVWTURT 2 AEENETFONDS,

[0076] T# (i i) ICBITHKEBEDREENN) FILEELZELHZETH> T,

M) FILEZRBET 2HBEICDOWT, UUTRAT %, LETRE (i i) TH
WBEEE LTIE. MY FILEEZREL CKBEICBRTEZ2EDTHNIER
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IKREINZDHDOTIERWA, Bl BB, R{IKEE. RIEKKRE B
BRI, AVIEKRBENEIFONS, ThoDHRTH, BEAEEDER
HEAEL. RIGPBEZICETT 280 0. RIEKERE HEABRNITE L
LYo

EEBTR (i i) ORISIE. BEOEETTITO> &/ FFELLY, LER
e LT, I, vOoORi s oonxdy rEo Oy vbxibK
RENBIFON D,

Fe, LRBIR (i i) ORISZBEDOFEETTITO>HE. RVEE%E L
FREENS, BEOFEREE L TR, BROEILO—RFEEEX I mmo |
KELT, BIAE. 1T~20mL, #FELIFET~10mL, JYFFLL
IE1~5mLTH>TLL,

EETIR (i i) ORIBOFBETE LTE. RIBEESZLAWVWRY&ICR
EINT, flziE, ZRFER. BRFER. 7T VFEKIFOANTH
2TH LW,

EEIR (i i) ORINEEIR. ERYSAFEICH U TCEERET S &
BNTE, FxiE, BE~60TC, EB~40CTH>TLL. 25CRED
ERNMFE LV, T RIGERER., fIXiE 56~180HH. 6~60%
B, 5~3 040 TH>TLL,

EETRE (i i) ICBIFZKBEDREEN N FINEZETHETH
T. MN)FINEEZRBET 2BEOHBIGLLETH 3,

LETR (i i) Z220%686. BRENETELIOD—REERE (1) %
BESTZIENTED, LRTR (i i) ICBIF2REELTIE, 30%
ETH>TELL, BO%UENMITFELL. 70%UENLYIFELL, 80
WLALEMNISHITIFFELL, Q0B ENFICIHFE LW, EEIR (i i) I
BlFdPEREE, EETRE (i) 1IZHF5, EER (2) TRINBYIR
LEMEET 20— RFEEROMLAAELEICHT S, EEBTR (i i
) DEBMTHZEILO0—RZFEEE (1) OEILBOBEEEZWND,

ILI, AEROEINO—RFEERE (1) OREAZEIG. EGEITR (i i
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[0084]

[0085]

[0086]

[0087]

[0088]

) ILEY BN O—RFBERICBITS, EEEIR (i i) ICLYIRE
ENSKRRFICBEBRINZKBEEZST 2, IXIZ6MOKBREIC, B8E
MEDCFAET. LR (3) THRINDa7OFAIRFH I RERIGIE
5T (iii) ZBATH LW,

EERTRE (i i) TRAWSIEEMES LT, £8T% (iii) OR
NEMETEZEDTHNIERICREINT., LETRE (i) SALHDAE
AWBZENTES, LRTRE (i i i) TAVWRIEEMESLTE, a7
OFHNLRFH I RODBRIGIPIEIINIESNS. KBV LDEFE
LW, F/, LEIR (i) &EKIC. LEOFIEEYMR VUSRS H
DDA FEDHFICLY ., a TOFHILRFY I RODBERISHHNE X
N8R LIk, Y VBENMFE L. YYBAYY DLDRLYEFE LWL,

LETE (10 0) K85, EEMEOCFEREE L TR, ERT2a7
OFANLRFYTIRTIELLEALY, 1~5FILLEEFAFFELL. 1~3F
WHEBALYFFLLL, 1T~2FBLLUENISICFFELL,

Fr. ERIE (i i) ORISIE. SRIEEY. LERLEYH DD
fF. ROLEEEMEOFEETTORBTH > TLW, FAIEEYMRVLHK
S EMAROMOERAF% LEEREEMEEHEI L &ICLY, £ER (
1—b) TRINZELYDH, LR (1 —a) TRINZEICLIELRKR
ISDBEEMICED O, ERBTRE (i 1) IC&YBoshitio—RFEERK
ICHIFD. EBIR (i i) KEYBRINAKBEELZETL 2, 3XIE6A4
DOKBEICHT S, LR (1 —b) TRINZIEILLIERELY D, £
R (1—a) TRINDEILSIZIBRELRDDENTED, M. Ak
aid. EBIR (i1 i) ORIGOMES LTHEERT .

FETR (ii i) ORIBTEHRINS LERX (1 —a) TRINZEK
VLSRR (1—b) TRINZEDFTHEMEDAEHEICS TS, 2R (
1—a) TRINZEOTHEBREDESE LTIE. XX, 5 0%LUE,
70%LlE. XIE90%UETH > TN,

TR (i i i) TAWHEtE®wE LTk, EiEB8TRE (i) THRL
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[0092]

[0093]

[0094]

[0095]

2ED, RUBIRLEERETRWSIENTE S,

EEIR (i i) TRW2HEILEWwIE. £E8IRE (i) SE&IC. HiX
ISR OMOBEMNFEMHATEEMNFHE L, £BIRE (i) THR
LEFERETHWSZENTES,

EETRE (i i i) ORIBIE, BEOFEETTITII>ZENMFELL., L5
TR (i) EALHDEAWVWRIENTES, EETIR (i i i) THAW?S

BEELTH, BRMEC, BIRAEZTHB &, NARICENSZ &N
5, PEMZRMYARXIFTISERATSUDEFHELL,

FRIRE (iii) ORBEREOEETTIOBE, RINEEZ LT
BRHL, BEOCEAEZELTE. REOELO—XFEEXK T mmo | ITx
LT, BIZE, 1T~20mL, 8FFELIET~10mL, LYBFFELIE
~5mLTH>TLL,

EETRE (i i i) ORIBOFETE LTE. RISZEE LARWRYRIC
REINT, XX, Z[FER. BRFEK. 7LIVFEIEOMANT
Ho>THLL,

EEIR (i i) ORINEEIR. ERYSAFEICHUCTEERETSZZ
EMNTE, HAIE, 20TC (BFR) ~150C, 20T (FR) ~100C
TH>TLL, 20T (FE) ~60CREDEENIFFLL, Tk, Kk
BN, BIAIE. 3~2485@,. FFELLIE5~2 4BFENXIE5 ~ 1 5B
THDBN, 24FETH>THIW,

EEIR (i i) 2205HE6. BRNXRTELO-XFEESHEK (1)
ZEETBHIENTES, £EBTIRE (i 1) IZBIFBRELLTE. 30

WAETH>TELL, BO0OWRUENATFELL. 70%UEAFYFELL,
BO%UENILICHFFELL., 90%ULEIRFICIHFFELWL, £ETRE (i i
i) ICHBIFBIEREG, £EEBIRE (i) K85, LR (2) THRIND
BYRBLEMZET 20— RAFEXRDOMLAATNLBICHTT S, LETRE
(i1 1) OEBRMTHZELO0—RFERF (1) OELBOBEEEWD,
EEETRE (i) . EETR (i i) . RULEREIR (i i i) ORI
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Y. BonBERBERYIE. Bz BLE. 28, 521§ BiE &E
. M. @A BB BESR. #5670 N5 7 1 —SODBEFEP.
INLEHAEDELDREFRICLY DEERBRTE S,

[0096] LAE, ARESOBZERREUVETNLDOMAEGHLEEFIE, —FITH>T. KFH
TOEED LR LAWVWEERT, BE. BXOMM. &Ik & RU%E
DHDOEENTRETH D, AHATIE. REFEBICL>TREIND Z &IFA
. VL—LOEREICL>TOAREIND,

[0097] /. ABHEEICHARINAZ 2 OEKRIE. ABBMEICHERIINZMOW
NMRBFHEBHAGDLED I ENTE S,

[0098] LITFORIEETIE. AERICHBIT2FF LWEBKREZNET ZH. KEBIE
LUTOEBICREINDS D TRV,

[TEE 1]

TEEX (1) TRINZBYRLEMEZE L. KBEOFEERE., T (
1—a) TRINZE, RUTRER (1 —b) TRINZEORTIHERE
N1, SR ETHB. EO—RFEERE,

[1£15]

Q O-)— (1)

R Q
R
[LEEX (1) A, RiFZ. A—XIEELQ>T. KRETFT. KBEDOREE.
TN (1 —a) TRINDE, XIETFERX (1 —b) TRINDETHS
o M. E£EX (1) TRINZBYRLEMNEZETZ2E/LO0-IAFTERKICE
FNEZ3LETORDIB, DA EHT1DIETER (1 —a) TRINBZET
H5, ]
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[1616]

\j)ej\N’Ar (1—a)
H

(EERX (1 —a) . XiF. B—XIFEA>T. KREXEAFIEERT
o oo EER (1 —a) . A rid, BREFBERRIEKRZEIZSRES
BHRIEKBRETH S, )

[1617]

\;TR(N'N (1—b)
H

(LB (1 —b) B, XiF, EB—XIEER>T. KRG X FILEERT
o /oo EER (1 —Db) . A rid. BREFBRRIEKZEIZRES
BHRIEKBRETH S, )

[IEE 2]

EERX (1—a) Xid (1 —b) B, ArPEREEKRRIEKRETHS
. BE 1 ILEEO/LO—FEE,

[1BE 3]

EBERX (1—a) Xid (1 —b) B, ArPBREBKRRIEKRETHS
. BE 1 ILEEO/LO—FEE,

[TEE 4]

TR EREA 1. TULETHD, EE 1 ~3DANHI—IEICZHD
)L 00— RZFEIE,

[IEE 5]

TERKBEOREENSTEFILEXEN) FIETHS, HE1~4 00
NHA—IBICEEHD Z/)LO— A FEE,

[IBE 6]
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FERX (1) TRINZBYRLEMNEZET S E/ILO0-RAZFTERICETN
22THORDIB, DA< EH1DELEER (1 —b) TRINZETHS
. BB 1 ~50Anh—IBICEHO I O0—AFEE,

(1B 7]

HE 1 ~6DAnh—IBICRED L O—RFEEESOHEMY,

[IEE 8]

HE 1 ICRBO N O—RFEROEEREZTH > T,
IBEMEOFEAT. Tk (2) TRINBYRLEMNEET D Z/LO—
2FEHED2, 3G 6MOKBEIC, FiER (3) TRINDa7OES
WRFHIRZRIGIEZIRE (i) 220, O —RXFEFROHERE

(o)

[1618]

oL ot (2)

R Q
R
[E&ER (2) . RiZ. B—XIZEL> T, KRRF. KEEDREE.
iR (1—a) TRINZE, XIELEERX (1 —b) TRINZETHS
o . EEER (2) TRINZBYRLEMNEZETZ2ENIO0—-RFERKICE
END2ETORDIE, DI & 1 DIKREFTHD, ]
[1619]

O

Br7<JLuN,Ar (3)
H

X X

[EEEX (3) B XK B—XIZERQ>T, KRXEXAFINEEZRT, &
foo £BBR (3) A0 A rid. BREEFRRIEKZEXEZREERRIEK
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RETHD, ]
[IEE 9]

FERX (2) TRINZBYRLEMNAEET2EILO0-IFEFICEEH
532TORDHIB, »iak & 1 DN KBEDREE, L&k (1—a) T
RINBDE, XIFLER (1 —b) TRINBETH>T, L&ER (2) T
RINZBYRLBEMEET A O0—RAFERKIE, LERKBEDRER,

FRERX (1—a) TRINZE, RULERERX (1-b) TRINDZEDHKRTE
HEBREN1. 5UETHE. HESICEHO I O—AFEFHDOEESE
[IEE 1 0]

£ (3) A A r PBERFERKRIEKRETH S, IHEB8XIL9ITE
WOt O—RFEEROEERE,

[IBE1 1]

£ (3) A A r S RFERKRIEKRETH S, IHEB8XIL9ITE
Ot O—RFEERORERE,

[IEE1 2]

FERX (2) TRINZBYRLEMNAEET2EILO0-IFEFICEEH
2ETORDIB, DAL EH 1 DHNKBEDREETH- T,

LETR (i) 0%, LEKBEOREELZREL CKBEICBHRYT 2IRE
(i i) 280, HES~1 10N —HICEHROZILO—IXFERFRDOH
B

[IEE 1 3]

FEEKBEOREENT7EFILIEXXIEN)FILETHS, IHEE~120
AN —IBICEEHO I O—AFEFDOEES X,

[IEE 1 4]

EERIR (i) IK&YBLNAELO—RFERKIIHSIFTS, LEBITRE (
i) I YBRINAKBEEAST 2, 3XIE6MOKEBEIC, EEME
DBFEETF. LR (3) TRINZa7ATANRFHIREREIESZT
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[0099]

[0100]

B (iii)z22t,. HE12X31 3ICBHEOEIO—AFEHOEES
%o
[ITEB 1 5]

LEETRE (i) ORIGH., REEY. SZWEEMHOWOEMNFRTE
REEMECFEEITCTORBGTH S, HE8~14DANMN—IRICEHO
IVO—2AFBEDOREIEFIE,

[1EE 1 6]

TR (i i i) ORIGA. SHEEY. HZFLEDHOMOEA F K
VLEREMEOFE T TCORIGTHSZ. HE1 4 ICRBFOEIO—RFE
HEOEES &,

K

T, ERAICEY KRTE LY EFMICERBYT 20, ARBFIE NSO
EHREGICEYREINZ EDTIERW,

(EHEHIT)

“OFRTSRAICERELO—RFEFE LTEBEILIO—R (TiEk
m (R1) o1, BER& TLL—10] (%) ¥4 LE, FEFILED
THBHREN1. 7. 0. 10g. 0. 41 mmo |) &#Ah, BEREFES
. 7EMZMNYNL (0. 86mL) ZINATEBRL, BEIEE, a70O
EANRFHIRELT, a7OFIAFALT7EINTZZY R (FRERBR (
R1) @2, 0. 249, 0. 80mmo |, 1, 548) ., Rt YL
(0. 52g, 1, 60mmo |, 3. OME) #MAEER (UTF. Irt
1 &EHWD, 25C) THREER L, RIGEREXS /—ILKBKR (17
T, v/ v) ITEVWTEIEBR TS EICLYELCEEREZREI HBICEL YO
WLz BONEERESIFINI—TILTHREL, BEELETDIETT
BERIGX (R1) O3 TRINZIBYRLBEMNEET 20— RFEHF (
0. 1469, INF: 92%) #HBEEAKE LTHBL, M. 22T, X
B ik BERtELO0-—RFEEFEL2ED2, 3XIF6MOEEFKEE T
KN 2HEGETHD (LT, EEFAKRTLERHICOVWTEL)
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[0101]

[0102]

[0103]

[0104]

"TH=NMRAIEDHFERMN L., BontIO—RAZFZEEXKOTEFILEDFE
BEBREIFHT. 7. LR (1—a) XiF (1 —b) THRINZEDFEH
BYEIERM1. 3. RTEHBHREIRNI. 0LEHINE,

EREGI1ICEYBLNZEIO—RFBED'H-NMRIRY MLOEZE
7 MEZLLITICTRT,

"TH—NMR (600MHz, CDC 1l r. t.) :86 8. 4—8. 7

(br). 7. 6 (br), 7. 2—7. 4 (br, overlaped

with CHCIl3), 6.3—-6. 9 (br), 2.8-5. 9 (
br. CH, CH,:t)O—2x), 1. 8=2, 2 (br, CHy: 7tF
L) 1. 2—1. 8 (br, CH3: (1—a) Xix (1—b))

(EHEHI2)

“OFRTSRAICERELO—RFEFE LTEBEILIO—R (TiEk
B (R1) 01, BREZITFL—-70) (%) Y1 tILE, 7EFILED
FHBEBREN2., 1. 0. 10g. 0. 40mmo |) &#Ah, BEFES
T. Fh5SeRO75> (0. 86mL) #MATHEKL, BEItEE, «
TOFANARFHIRELT, a7OEVAFILT7EMNT7ZY R (FERID
® (R1) ®2, 0. 13g, 0. 54mmo |, 1. 548) . Kty
7L (0, 35g. 0. T1Tmmo |, 3. OHE) #MAFTRT2 485
B L, RIBREXS /—IVKBKR (1.1, v./v) IEVWTHEERT
5ZEICFYELCEEGREZRSIABICEYRBIIRLE, SONEEERES TF
WI—FILTHFL, BELERTZETCTFERIBE (R1) D3 THRIN
YR LBEMEET B O0—RZFEEHF (0. 1519, IXE: 86%)
miEaEERE LTHk,

"TH=NMRAIEDHFERMN L., BontIO—RAZFZEEXKOTEFILEDFE
BEREIFH2. 1. LR (1—a) XiF (1 —b) TRINZEDFEH
BMEIRMNO0. 9. REHBREIIW3. OLBEHIN,
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[1b20]
2 i Ph
B%H Q
OH (1.5 eq. vs OH) oR R= }’KLN”‘
Cs,C03 (3.0 eq. vs OH)
0 - O, O«)- or (Rl)
n n
\«o o AN or THF, rt \(o o ‘fm)(N'Ph
o) )§o o) )§o 5 H
1 3

[0105] HEHI2ICLYBLNAELO—FTEEXED'H-NMRIRY MLF—4
RIS, EFY 7 MEZLTICRTY,
" H—NMR (500MHz, CDC s r. t.) :8 8. 4—8. 7 (
br). 7. 6 (br), 7. 2—7. 4 (br, overlaped
with CHCIl3), 6.3—-6. 9 (br), 2.8-5.9 (b
ro CH, CH,:&/4a—2), 1. 8—2, 2 (br, CHs: 7EFI
) 1. 2—1, 8 (br, CH;: (1—a) Xi&x (1—b) )

[0106] (EHEHIS)
“OFRITSRAORCERELO—RFEFELTRNYFILELO—R (F
ExRbx (R2) 04, M) FILEOFHEHLEMNT1. 0. 0. 1649, 0
. 40mmo |) £#Ah, Z2RFEKTF. 7h>rO75> (0. 86m
L) #MATHELL, BEIEE, a7OFHILRFHIRELT, a7 O
EIAFLTEINTZY R (FEERHER (R2) @2, 0. 299, 1. 2
Ommol, 1. b¥E) . kRigt>v4L (0. 78g. 2. 40mmo |
3. OHE) ZMAEET24EIEH L, RIER%E X4/ —ILIKBK
(1.1, v/ v) ITEVWTERLBT S &I YECEERFREZRSE 5810
FYER L, BONEEGFAESIFII-—FTIITHEL. BERERT ST
ETTERIBN (R2) OS5 THRINZBYRLEMEZBETZ2/NLO0—XF
Bk (0. 2509, K : 86%) #xEAEGKE LTEE,

[0107] "H—-—NMRAIEDHERMNL., ot/ O—REFEEFDON) FILEDF
HEBREIFN1. 0. £BX (1—-a) X (1 —b) TRINZEDTH
EMEIZHN2. 0. MTHEMREIIHI. OLBEHINE,
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[1b21]
2 0
Ph Ph N’F’h i
Ph‘l< Br H PhFPh R= ¥ N’Ph
Ph—X H
0 (1.5 eq. vs OH) 0 or
o Cs,C05 (3.0 eq. vs OH) o (R2)
HO OJB g o) O‘); ??7‘><N’Ph
oH THF, rt ” q I3
R
4 5

[0108] EEFIBICLYBOLNAELILO—IFEEFED'H-NMRIRY MLDILE
7 MEZLLITICTRT,
"TH—NMR (600MHz, CDC g r. t.) :86 8. 9—9. 8 (
br. NH), 6. 8-8. 0 (br, overlaped with
CHCl;), 6.3-6.8 (br), 2.8-6.0 (br, CH,
CH,:t)iao—x), 0. 7—1. 8 (br, CH3: (1 —a) XiF (1
—b) )

[0109]  (ZEHEHIS)

a7AFAINRFHIRELT, a7OAEIVAFLTZ7EINT7ZY) FORDH

UIZ, a7OTIAFILT7EEN (3, 4, 5—MYXMF2) 7= R(FEE
Kkt (R3) 6, 0. 40g. 1. 20mmo |, 1. BYB)EHAVL
LIS ERER 3 EAMRICERTZ22ET (R3) D7 TRINDBYURLE
MNAEBETZEIO—REEEK (0. 2149, INE: 59%) A KBEEK
ELTHL.

[0110] "H—-—NMRAIEDHERMNL., ot/ O—REFEEFDON) FILEDF
HEREIEH1. 0, £ER (1—a) XiE (1 —-b) TRINZEDTY
BMERN2. 0. REHBHEIIW3. OLBEHIN,
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[1k22]
OMe
Ar = —éQOMe
OMe
0
6
Ph. Ph N A i
Ph Br H Ph_Ph R= Yoo ~n-P0
~ Ph— H
0] (1.5 eq. vs OH) 0 o
o Cs,CO; (3.0 eq. vs OH) o (R 3)
HO O')E > 5 0‘); ;f“><N,Ph
oH THF, rt ” Q TN
4 7 R

[0111] HEFI4ICEYBLNAELO—FEEDILEY 7 MEEMUTICRT,
"TH—NMR (500MHz, CDC g, r. t.) :86 9. 1-9. 4
(br, NH)., 8. 4 (s). 6. 6—7. 8(br, overlap
ed with CHCIl;), 6. 8 (s). 6.2—-6.6 (br),

2. 3—-5, 0(br, CH, CH,:&#)LO—2), 3. 85 (s). 3

80 (s). 1. 3—=1. 7 (br, CHz: (1—a) XiF (1—=Db) )

[0112]  (EHEHI5)

a7AFAINRFHIRELT, a7OAEIVAFLTZ7EINT7ZY) FORDH
YIZ, a7OEVAFILTZEN (4—NYT0FOXFIV) 7= R(FER
s (R4) ®8, 0. 37g. 1. 20mmo |, 1, 5HE)EAHWVEL
HIEMERI S EAMRICEET 2 2ET (R2) DITRINDIBYIRLENM
2545t O0—RFEK (0, 2889, INFE: 72%) & REEERKRS
LTHEL,

[0113] "H—NMRAIEDHERMNL., ot/ O—REFEEFDON) FILEDF
HEBHREIEKT. 0, £BR (1 —a) X (1 —b) TEINZEDTHY
BREIEN2. 0. MTHBHEIINI. OLEHINE,
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[1£23]
Ar= —§OCF3
8 0 o
Ph  Ph *J\N‘Ar Ph Ph X .Ph
L U g
o) (1.5 eq. vs OH) @) or
é%/ ;ngco3 (3.0 eq. vs OH) . ); (R 4)
HO G THE.t 0 % f)%(N’Ph
OH ' R Q 5 H
4 9 R

[0114] =HEFAISICEYBLNAELO—FEEDILEY 7 MEEMUTICRT,
"TH—NMR (600MHz, CDC I, r. t.) :86 9. 3—9, 8
(br., NH) . 6. 8—8. 2 (br, overlaped with
CHCl;), 6.2—-6.6 (br), 2.5-5,7 (br, CH
. CH,:t&1a—2), 0. 7—2, 3 (br, CHy: (1—a) Xi& (
1—b))

[0115]  (EHEHI6)

a7AFAINRFHIRELT, a7OAEIVAFLTZ7EINT7ZY) FORDH
Ui, 1— (¢« 7OEZAFALT7EIMNEFY) P2 /EL YV (FRERIEBE (R
) D10, 0. 44g, 1. 20mmo |, 1. BYE)EREVELUNIERE
B3 EMAERICERTSZET (RE) 011 TRINZBYRLEMEET
2t)0—RFEEHF (0. 2609, NE: 67%) 2REBEERKE LTHE
720

[0116] "H—NMRAIEDHERMNL., ot/ O—REFEEFDON) FILEDF
HEBHREIEKT. 0, £BR (1 —a) X (1 —b) TEINZEDTHY
BREIEN2. 0. MTHBHEIINI. OLEHINE,
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[1k24]
10 O o
Ph, Ph %N'Ar 2 Ph
Ph  Ph R= 3 .
Ph~Y Br H Ph— %L N
0 (1.5 eg. vs OH) O or
o Cs,C0; (3.0 eq. vs OH) o (R5)
HO O‘)ﬁ i 0 OJF ?‘f#N’Ph
oH THF, rt ” Q TN
4 11

[0117] EHEFI6ICLYBSNAEILO—RBEBHEDOLLEY T MEEZUTILRT,
TH-NMR (500MH=z, CDC g4 r. t.) :8 9. 5—10,
2 (br. NH)., 7. 6—-8. 4 (br), 6. 6-7. 6 (br, o
verlaped with CHCI;), 2. 5—5, 0 (br, CH
. CHy:tO—x), 0. 8—2. O (br, CH3: (1—a) XiF (1
—b). overlaped with H,0)
[e118]  (Enehl7)
a7OFANRFHIRELT, a7AOEDXAFILT7ENTZ) RORD
YT, a7OE7EM7Z) F(FERBE (RE6) @12, 0. 2649, 1
20mmo |, 1. BHEE)EHAWLUNLERF 3 EAKRICERT D&
T (R6) O13TRINZBYRLEAMNEZETSE/IO—-RFEHR (0.
187 g, INFE:70%) #REEEARFE L THL,
[0119] TH-NMRAIEDHERMNS, FoNALIO—ZAFTEEDO M) FILEDIFE
HEMERWT. 0. £EER (1—a) Xid (1 —b) TRINDZEDEH
EfERN2. 0, MEHEREIINI. OLEHIN,



PCT/JP2023/033248

WO 2024/232111 36
[1625]
12
o)
Ph Ph H%N,Ph Q
Ph—X By H PEEXPh R= f?(‘Lﬁ'Ph
0 (1.5 eq. vs OH) 0 H Hor
Cs,C03 (3.0 eq. vs OH)
0 Ol - o O—)~ H H (R 6)
HO n THF, it 0 n ;’S‘%N’Ph
OH ' R’ Q 0 H

4

[0120] =E=REFI7ICEYELNAEEILO—IAFTEERDIEES 7 MaEITICRT,

"H-NMR (500MH=z, CDC I, r. t.) :86 6, 8—7. 7

(br, overlaped with CHCI;), 2. 3—4. 8 (
br, CH, CH,:)JoO—X), 4. 6 (s, CH,: (1—a) Xl& (
1T—b))

[0121] (ErefH 8)
“OFRI7SRAOICEREILO—RFEEXRE LTERHIIICLYESh

)0 —2FEEF (FEEkBE (R7) @5, 0. 159, 0. 20mmo
| £)L) ZAh, BRFESKT. 700HK)LL (1 mL) A TR L.
BRI E, 30wt RRIEKROEEEA®R (0. 4mL, 2mmo |) &0
AZZE (25C) THODMEIEHRLEL, RIGREXS /—ILKEKR (1.1,
v/ V) ICEFWTEIEBRT S EICLYELNZERERS 58IC K YENIX
L. T4/ —LTHEELE, SOoNEREEZREL,. FEERIGR (R7
) D1ATRINZBYRLEMEETZ2E/LO0—XFEEE (0. 0804
CINE D 82%) EMEBEGE LTHEL,
[0122] "H-NMRAIZEDOHRERN L., Boht/O—XFEHEDLER (1—a
) XiE (1 —b) TRINZEDQFHEREIIN2. 0, MTHERLEITH

2. O&EEBHIN,
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[1t26]
0
Ph Ph N _Ph
X -y
0 OH or
HBr/AcOH (excess)
ool e ool (R7)
5 > CHCly, it 5min 0 p LNl
R Q R Q o H
5 R 14 R

[0123] EHEHI8ICLYBLNEELO—RAFEEFED ' H-NMRAIET—4 %K 2
I BFY T MEZLUTICTRT,
"H—NMR (500MHz, DMSO—d6, r. t.) :8 9. 5—1
O. O (br, NH)., 7.6 (br). 7. 25 (br). 7. O (b
r) 6. 4—6. 8 (br), 2.5-5,5 ¢ (br, CH,  CH,: %
JO—R, overlaped with H,0), 0. 8—1. 7 (br
. CH3;: (1—a) Xix (1—b) )

[0124]  (EHEHI9)
ZAFRI7SRAOKCREPELIO—IZFEEKE LTERFISICLYB LN
I O—RZFEEEF (Fexkiss (R8) @14, 0. 096g, 0. 20m
mo | ) ZAh, ERFHEKT. sh>erkO75> (0. 86mL) %=m
ATHE#EL, B3It a7OFTANRFHIRELT, a TJOEIVAF
W7 b7z F(FERKERN (R8) @2, 0. 073 g, 0. 30mmo
|, 1. 5%8), mBt YL (0. 20g, 0, 60mmo |, 3. 0
2) ZMAZER (25C) T1 8IEIER L, RIGKRE XS/ —ILKBER
(171, v/ Vv) ITEFVWTEHRLIBR T &ICLYBONEFEZRE 58
IKEYEIR L., YIFILI—FTITHREL, SONEEREZETRZEL.
TERERBEX (R8) D15 TRINZIBYRLEMERETZ2EIO0—RFEE
# (0. 0449, NE: 34%) =xBBEENKE LTHL,

[0125] "H—NMRAIEDHERMNL. ot/ O—REFEEFOLERX (1 —a
) XiE (1 —b) TRINZEDEHELEITHNI. 0. HIHERERL
3. OL&EHINL,
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[1k27]
O
2 P Q
s N ) R=%€%Ph

N H

OH (1.5 eq. vs OH) 0 or

Cs,C0;3 (3.0 eq. vs OH
o ~)~ 2C03 ( q C ) o ~)~
07 > 0 ¥ -Ph (R8)
0 THF, rt 0 n N
R Q R Q o H
R R
14 15

[0126] ZEHEIICLYBLNAELO—RAFEEXD'H-NMRIRY MLORIE

— 45 %M 3IC, EEY T MEZUTICRT,
"TH—NMR (600MHz, DMSO—d#6, r, t.) :86 9. 6—1
O. 4 (br, NH), 7. 6 (br). 7. 25 (br). 7. O (b
r) 6. 3—6.6(br), 3, 0-6.1 (br, CH,  CH,: %
JO—Z, overlaped with H,0), 0. 9—1, 8 (br
. CH3;: (1—a) Xix (1—b) )

[0127]  ((L&&HI1)
“OFRTSRAICERELO—RFEFELTRNYFILELO—R (FE
Ri5x (R9) m4. MN)FILEDTHEHEEN1. O, 0. 3159, 0

78mmo |) ZAh, BRFEKT. EYTY (3. 1mL) ZMAT
BHEL, B#EItE, 3—xzZ)7OEEAVEBIE(EY (FREkBxX (R9
) ICB#E. 0. 58mL, 3. 90mmo |, BYE) #MA80CT24
RIEIRIE Lo RIGRE XY/ —IWISEWTEILB T2 &L YELEE
FEREIAEICLYEIR LIz, BONEEGREXSY /—ILTHRAEL. BEZE
BYpZETTERBE (RY) D16 TRINDBYRLEMEEFETS3
—Jz=N7an/ 4t o—RFEEHE (0. 493 g, INE: 94%)
miEaEERE LTHk,

[0128] "H—NMRAIEDHERMNL., ot/ O—REFEEFDON) FILEDFE
BEHBREIEMT. O, 3—7zZ07an/ M VEOTEHEREIIN2. O

7
hre

lu\iigﬁﬁg‘i$g 3 . 0 (\:_ﬁll:lj —S nTCo
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[0129]

[0130]
[0131]

39 PCT/JP2023/033248
[{628]

Ph,_ Ph 0 Ph. Ph

Ph~X Ph—X

0O CI)J\/\Ph o) o (R9)
(2.5 eq. vs OH) =

&%/O‘L > ‘eé%/o-) R }"-Jl\/\Ph

HO OH n Pyridine, 80°C R,O o n
4 16 :

kg1 iIckYBOSNAEILO—AFZEEFED H-NMRZRY MNLOD{bE
7 MEELITRICART,

"H-—NMR (500MHz, CDC I, r. t.) :86 6. 2—7. 8 (

br. overlaped with CHCI;) . 1. 7—5. 4 (b

r« CH, CH,: )O—X, CH,:3—ZJx=)L70/X/1)J)
S 1~ 9 RULLERI 1 OBRIER1ICRTEBY TH 5,
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[0132]

[0133]

[0134]

[0135]

[0136]

R14IY, SEREOEEERT I FNESEEIO—RERKRLIKELEN
TR &L S,

(54

EHEFIS. RUOTRROERH2 4 THELN-ELO—REFESHE, mGICH
B 1 TELNAE3I—TJzZLFan /ALl O—RAFEERICTDOWT, M
KOPBRISGICH LT, EREOEHEREORBEENOMWMTILL Y HET
EOHAICE Y FHE L 7=,
“AFRI7SRATKCREPELO—RFBEHE LT, EREFISICLYBLN
fO0—RZFEEAFR (0. 0719, 0. Tmmo l) . TERDERREF24
ickYBoshiztzLo—XFEER (0. 070g. 0. Tmmo |) XIFtb
BH1TcELNAE3I—TJzZ a4 el O—REEEK (0. 067
g. 0. Tmmo |) ZAh, Z2RFEKT. ThZrkO075> (1mL
) EMMATERL, Bt 10wt %KEBILFT MY ILKBKRE (O
TmL) MAEERTE®R L, 24E%. BAELTVYE-DLBKRE
MATRIGEELESIEA, 700X 9 Y TKENMCEMYIZHE L. FREE
FR)DLTREREIE, INRL—Y—TAEEZBELL, BREZEZTLIE
L. "H=NMRAIEICLYBMEZTML £, BREZKR2IIRT,
[£k2]

R — 2B ERg THERE
0 h 24h
EHEF 3 TR INUE w1l 0 1. 0
0— X #Ek (1-a)y + (1-b) w2, 0 ®2., 0
EHE 2 4 THE-t FUFN 1., 0 1., 0
LA —ZFEE (1-a) + (1-b) w2, 0 W2, 0
HERA) 1 T/ 3 - U T #®1.0 #®1. 0
ZzZaAZas/A
AL O— RSk |7 Tass 1 ¥2. 0 ¥l, 0

R2IKLEBY., EEREAISKRUT24TELNZELO-RFESERFRIETIL
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AVIMKPEEZEICH L THEHABREORTIARONT, 73 REHEEIL
O—R&ETBIETHMTIVAVEDNELET B ENADD B,

[0137]  (ZEHEHI10)

“OFRTSRAICERELO—RFEFE LTEBEILIO—R (TiEk
i (R10) @01, EREL TLL—101 (&) 4148 7EFILE
DEHBHREM1. 7. 0. 100g. 0. 41 mmo |) #ANh., BXEF
HST™. Z7EZr=KMYJ (1. 6mL) #MATE#RL. BEItEEL, a7
DEANARFHIRELT, a7AEVAFILT7ENT7ZY R (FERBRK
(R10) 2, 0. 15g, 0. 61mmo |, 1, 5H8) ., U=
AYHL (0. 26g. 1. 2mmo |, 3. OME) ., IHisa (1) (
1. 6mg, 8. 6umo |, O, O2%E) ., M) TzZIWKRT1V (
3. 3mg., 13umol, 0. O3HE) ZMAEET24BHKERLEL
o RIGHREXS J—IVKBR (1.1, v/ v) ITEFVWTERLBTSZZ&IC
YL UCLEEHFRZRESIZBICLYEIRLE, BONELEKREZY I FILII—F
IWTHEL., BEREBRTZ2ETTFRERIERX (R10) 01 7TRIN S
YR LEMEZETZENO0—XZFEER (0. 1119, IXE:70%) &%
BEEEE LTEL,

[0138] "H—NMRAIEDHERMNL., ot/ O—REEFOTZFILEDFE
BEBREIFHT. 7. LR (1—a) XiF (1 —b) THRINZEDFEH
BYEIERM1. 3. RTEHBHREIRNI. 0LEHINE,

[0139] =EEFI10ICLYBLNAEILO—IRFEED'H-NMRIRY MLD1E
27 MEELTICRT .

"TH—NMR (500MHz, CDCl,, r. t.) :86 8. 4—8. 7
(br). 7. 6 (br), 7. 2—7. 4 (br, overlaped
with CHCIl;), 6.3—-6. 9 (br), 2.8-5. 9 (
br. CH, CH,:t)O—2x), 1. 8=2, 2 (br, CHy: 7tF
L) 1. 2—1. 8 (br, CH3: (1—a) Xix (1—b))
[0140] (EmEfFI1 1)
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“OFRTSRAICERELO—RFEFE LTEBEILIO—R (TiEk

B (R10) 01, BREL TFL—70] (&) 41 tI&, 7EFILE
DOEHBHBEH2. 1, 0. 10g. 0. 40mmo |) ZAh, BEXRFH
S&F. Fh3RO75Y (1. 6mL) A THERLL, BEIEL, o
TOFANARFHIRELT, a7OEVAFILT7EMNT7ZY R (FERID
& (R10) 2, 0. 15g, 0. 60mmo |, 1, 548) ., Y VE
=AY L (0. 259, 1. 2mmo |, 3. ONE) . 3o (1)
(1. 6mg. 8. 4umol, 0. O2%E). M) TJTZIKRAT14V
(3. 2mg., 12umo |, O. O3 HE) ZMAERT245EERL
Too RIGREXS J—IVKBR (1.1, v/ v) ITEFVWTEIEBRTS &
YA CKEGRZREIZBICIYOIRLE, FonkE&FEEZS T FILT—
TITHEL, BEERTZIETTERIGR (R10) ©17TRIND
BYURLEMEZET 2L O0—RFEEE (0. 1489, INFE: 84%) %
HEBEEE LBk,

[0141] '"H—-NMRAEDHERMNL., BoNAEIO—RFEROT7EFILEDFE
BEREIFH2. 1. LR (1—a) XiF (1 —b) TRINZEDFEH
BYEIEMNO. 9, MTHEBHEIINI. 0LEHINE,

[1£29]

2 0

Ph
N
B% N

(1.5 eqg. vs OH)
K3PO4 (3.0 eq. vs OH) R
OH Cul (0.02 eq. vs OH) o

0
PPh3 (0.03 eq. vs OH) .
&%Ol ! %04 R= f’><LLN’Ph (R10)
AN or THF, 1t H

Tk Tk

17

[0142] ZEEH11ICLYBSHAELO-—IFTEFED ' H-NMRIRY MNLF—
HERAIC, BFEY T MEZLTICRT,
"TH—NMR (500MHz, CDC g, r. t.) :86 8. 4—8. 7 (
br). 7. 6 (br), 7. 2—7. 4 (br, overlaped
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with CHCIl;), 6.3—-6. 9 (br), 2.8-5.9 (b
ro CH, CH,:&/4a—2), 1. 8—2, 2 (br, CH;: 7EFI
) 1. 2—1. 8 (br, CH;: (1—a) Xix (1—Db) )
[0143]  (EHEHIT 2)
“OFRITSRAORCERELO—RFEFELTRNYFILELO—R (F
BRHX (R11) 04, M)FLEDOFHEBEHREWK1. O, 0. 1009
. 0. 25mmo |I) ZANh, ZRFEKT. 7h>erkOo75> (1. 0
mL) #MATHE#HRL, B3It «a TOTALRFHYIRELT, a7
OEIAFALT7EINZZY R (FEERERN (R11) ®4, 0. 189, O
75mmo |, 1, 5%E) . VVB=HYVL (0. 32g. 1. 5m
mol, 3. O¥E8) . 394t (1) (1. Omg. 5. 2umo |, O
O1%HE) . N7z EKRT1+v (2. Omg, 7. 6umo |, O
01548) 2MAERT24BEER L. RIBREAXAY / —ILKER
(1.1, v/ v) ITEVWTERLBT S &I YECEERFREZRSE 5810
SYLR L, BONEERFREZSIFII—TITHSEL. BEERET S
ETTERIBRN (R11) D18 THRINDBFYRLEMZET S /ILO0—
RFBE (0. 131 9. INK: 73%) &REEEGKFE LTHE,

[1630]
2 0
_Ph
B>HL i
Ph  Ph (1.5 eq. vs OH) Ph. Ph
Ph‘3< KsPO4 (3.0eq vs OH)  Ph
O Cul (0.01 eq. vs OH) O o
PPh; (0.015 eq. vs OH) N Ph
plaoprmeninig pla o) oy o
HO n O n H
OH THF, rt & Q
4 18

[0144] REFHI1 2I1ICEYBSNAEILO—AFEED'H-NMRAIARY MLD1L
227 MEZLTICRTY,
"TH—NMR (500MHz, CDC 13, r. t.) :86 8. 9—9. 8
(br., NH) . 6. 8—8. 0 (br, overlaped with
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CHCl;), 6.3-6.8(br), 2.8-6.0¢(br, CH
. CH,:t&1a—2), 0. 7—1. 8 (br, CHy: (1—a) Xi& (
1—b))
[0145] (Emfl13—-14)
391sE (1) D&% (0. 5mg. 2. 6umo |, 0. 005 Y¥E)
EOMN)72z=ZINERRAT74VDE% (1. Omg, 3. 8umol, 0. O
O75%8) (Emk#HI13) I, 3V (1) 0% (2. 4mg., 12
umo |, O, 025%8) ., M)IJ7TZIKAT74VDE%R (4. Img
19umol, 0. O375H8) (EmEHI14) ICERLLUAEF. E
FEGI1 2 &EEMICLT, BB 3oL O0—XFEEAE (0. 1359, I
R:75%) . REFT140LO0—RF8E (0. 1409, IXK: 77
%) EHEEEHFE LTRL,
[0146] Z=fEfI1 SRV T14ICIYBOLNAEEILO—RZFEFDO'H-NMRIARY
MLDIEES 7 MEZLTICTRT,
"TH—NMR (600MHz, CDC 13, r. t.) :8 8. 9—-9. 8
(br., NH) . 6. 8—8. 0 (br, overlaped with
CHCl;), 6.3-6.8(br), 2.8-6.0¢(br, CH
. CH,:t1a—2), 0. 7—1., 8 (br, CH;3: (1—a) Xi& (
1—b))
[0147]  (EMEHI15—-16)
a 7OERIRFHF IR, BEME. HEEYW. RUBMLFEMZALED
HRpER A 1 SB5R (EMEBI1 5) XI5 SR (EHEFI1 6) ICER LU
S, EREGIT 2 EBRRICLT. A O—RAFEEERBAEGKE LTEEL
o EMEMIT EDOELO—RFEEHK (1) (0. 1429, NE: 78%) .
EREFI1 6DELO—RFEEAE (0, 1349, IXR:74%) TH>o7,
[0148] Z=fEHI1 5 RV T 6ICIYBOLNAEEILO—RZFEFDO'H-NMRIARY
MLDIEES 7 MEZLTICTRT,
"TH—NMR (600MHz, CDC 13, r. t.) :8 8. 9—9. 8
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(br. NH) . 6. 8—8. 0O (br, overlaped with
CHCIl;), 6. 3—-6. 8 (br), 2. 8-6. 0 (br, CH
. CH,:t4Oo—X), 0. 7—1. 8 (br, CH;: (1—a) XiF (
1—b) )
[0149]  (FEmEFI17—-19)

3A01sR (1) #8248 (1) (0. 7Tmg. Sumol, O. O1HE
) (Emefi17) . &g (1) (0. 5mg, Bumol, 0. O1HE
) (ErEf1 8) . XikigdksE (11) (0. 7mg, SBumol, 0. O
1H58) (ERH19) ICEE LALLM, Effl1 2 EERICLT, T
RIGE (R12) 018 TRINDBYRLEMZET SN O—-XFEEHRK
ZRBBEGRE LTEL, ERfI1 70oE0—-RFEE (0. 1424,
N 78%) . EFEHFI18DEINO—REFEEHK (0. 13649, INXEK:7
5%) . Eeh1 90O —-XFEERE (0. 1079, XNK:89%) T
Hole, . RGN, FEERERN (R12) KRTEBYTHD,

[1£31]
2 O
.Ph
e
Ph. Ph (1.5 eq. vs OH) Ph_ Ph
Ph—Y KsPO, (3.0 eq. vs OH)  Ph
O Cu compound (0.01 eq. vs OH) 0 0
o PPh; (0.015 eq. vs OH) o N _Ph
o-)~ - o~)~ R= ¥ N (R12)
HO n 0 n H
OH THF, rt R Q
4 18 R

[0150] =RMEHI1 7RG 8ICLYBESNAELIO—-RFERD'H-NMRZIRY
MLDIEZES 7 MEZLBITICTRT,
"H-NMR (500MH=z, CDC 13, r. t. ) :8 8. 9—9. 8
(br., NH) . 6. 8—8. 0 (br, overlaped with
CHCl;), 6. 3—-6. 8 (br), 2.8—6. 0 (br, CH
. CH,:&#4o—x), 0. 7—1. 8 (br, CHz: (1—a) Xi& (
1—b))
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[0151] A1 QICLYBLNAEZLO—AFEFED'H-NMRIRY MLD1L
27 MEELTICRT .
"TH—NMR (600MHz, CDC 13, r. t.) :8 8. 9—9. 8
(br., NH) . 6. 8—8. 0 (br, overlaped with
CHCl;), 6.3-6.8(br), 2.8-6.0¢(br, CH
. CH,:t1a—2), 0. 7—1., 8 (br, CH;3: (1—a) Xi& (
1—b))
[0152]  (EHEHI20)
a7AFAINRFHIRELT, a7OAEIVAFLTZ7EINT7ZY) FORDH
UIZ, a7OTIAFILT7EEN (3, 4, 5—MYXMF2) 7= R(FEE
kit (R13) 6, 0. 259, 0. 74mmo |, 1, BY¥B)EAL
LG, EEFI 2 ERRICERETSIET (RT13) D20TRINDS
BRYBRLEMNZETZ2ENO0—RZFEEH (0. 220mg, IXFE: 100%
) EEaEREE L TRk,

[1632]
OMe
Ar = —é‘Q»OMe
OMe
6 o
JAr
Ph  Ph (1.5 eq. vs OH) Ph Ph
Ph KsPO4 (3.0eq.vs OH)  Ph
O Cul (0.01 eq. vs OH) 0 0
PPh; (0.015 eq. vs OH N
HO n 0 n H (R13)
OH THF, rt R 0
4 20 R

[0153] ZMEHI20ICLYBSNAEIO—RFZEEDLES T MEEUTICRT
TH-—NMR (500MHz, CDC Il r. t. ) :8 9. 1—9. 4
(br., NH) . 8. 4 (s), 6. 6—7. 8 (br, overlap
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ed with CHCIl,), 6. 8 (s), 6. 2—-6. 6 (br),
2. 3—-5, 0(br, CH, CH,:&#)LO—2), 3. 85 (s). 3
80 (s). 1. 3—=1. 7 (br, CHz: (1—a) XiF (1—=Db) )
[0154]  (EEHI2 1)

a7AFAINRFHIRELT, a7OAEIVAFLTZ7EINT7ZY) FORDH
YIZ, a7OEVAFILTZEN (4—NYT0FOXFIV) 7= R(FER
i (R14) @8, (0. 23g, 0. 74mmo |, 1, BYB)EAL
LA, EREF1 2 EEKICERETSZIET (R14) D21 TRIND
BRYRBRLEMNZETZ2ENO0—RZFEEH (0. 1569, NFE: 73%) %
HBEERE LRk,

[1£33]
8 o
JAr
N
)
Ph  Ph (1.5 eq. vs OH) Ph, Ph
Ph—Y( KsPO, (3.0 eq. vs OH)  Ph
o Cul (0.02 eq. vs OH) O 0
PPh3 (0.03 eq. vs OH) ~
0] 3 el 9] _ JAr
ool 2 o m w
HO n 0 n H
OH THF, 1t R Q
4 21 R

[0155] RMEFI2 1ICLYBLNEEILO—RFEEEDLES T MEEUTICRY
"TH—NMR (500MHz, CDCl,, r. t.) :8 9. 3—9. 8
(br., NH) . 6. 8—8. 2 (br, overlaped with
CHCl;), 6. 2—-6. 6 (br), 2.5-5,7 (br, CH
. CH,:#40—x), 0. 7—2. 3 (br, CH;: (1—a) Xi& (
1—b))

[0156] (Ehefl2 2)

a7OFANRFHIRELT, a7OEIAFILT7ENTZY ROKDH
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[0157]

[0158]

Yil. 1= («a7OEDAFAMTEINFY) PIT/ELV(EERIBE (R
5) 10 (0. 27g., 0. 74mmo |, 1. 5HBE)EABVLUNIZ.
EfEGI1 2 SEMKICERTZIET (R15) 22TRINZBYRLE
MEETZEILO0—REEE (0. 1309, INFE: 54%) &REEERK
ELTHL.

[1634]
10 o
JAr
)
Ph—Y( KsPO, (3.0 eq.vs OH)  Ph
0 Cul (0.02 eq. vs OH) o) o (R15)
PPh; (0.03 eq. vs OH) R
&%O; : > 4’&%/04 R= s’}a\N’Ph
HO OH n THF, rt R,O ()‘ n H
R
4 22
EREF2 2ICLYBSN L O—IXAFZTEEFDILELEY 7 MEEZLTICRY

(o)

"TH-NMR (500MH=z, CDC Il r. t.) :8 9. 5—10,
2 (br. NH)., 7. 6—-8. 4 (br), 6. 6-7. 6 (br, o
verlaped with CHCI;), 2. 5—5, 0 (br, CH
. CH,:t#4Oo—X), 0. 8—2. O (br, CH;: (1—a) XiF (1
—b). overlaped with H,O0)
"H-NMRAIZEDHERNOEH L, REHl12~22(ICBWTELNE
I O—AFEEO M) FIERVCERER (1 —a) XiFE (1 —b) TKRS
NHZEDFHERE., UCICHFEHEREIZEINENRIODEEY TH 2,
MW, fET2&. EEGI2 1 RT22ICD2VWT, HIEEMOEAZIEILHET
PEADRIGEHEZEETSHIET. M) FIEDOEHBREN,W1. O,
EER (1—a) XiF (1 —b) TRINZEDQEHEHLEHLIWT1. 0~2
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OXRBOEADEILO—RAFEENELND,

[0159]  (FEHEHI2 3)
“OFRTSRAICERELO—RAFEFRE LTERBHIT 2ICLYFLN
ftlo—2FEE (FERBEL (R16) @18, 0. 159, 0. 20
mmo | EJ)L) ZAh, BRFEKT. Y700X4%Y (I1mL) Z2mMAT
B, BEIEE, 30wt %RIKEKROERAKR (0. 4mL, 2mm
ol) ZMA=R (25C) THHEIRHE L, RIDEZ XY/ —ILIKIBK
(171, v/ Vv) ITEFVWTEHRLIBR T &ICLYBONEFEZRE 58
IKEYEINL, T4/ —ILTHELE, BONERZEELIEL. TiER
BR (R16) D23 TRINZIBYRLBEMNEET 20— RFEEHF (
0. 083 g. E: 83%) ZREEERKE L THEL,

[0160] "H—NMRAIEDHERMNL., ot/ O—REFEEFOLER (1 —a
) XiE (1 —b) TRINZEDOFHBREIIHN2. 0, MTHERE N
2. O&EHINK,

[1£35]
Ph Ph
Ph—(
0O OH o
o HBr/AcOH (excess) 5 oh
> R= 3 -
o) OJE CHCI5, rt, 5min o) OJZ 576]\” (R16 )
/ 7/
R Q R Q
R R
18 23

[0161] ZEEHI23ICLYBLNEIO—RFEEDO'H-NMRAET—4 %K
5. (EFY 7 MEZLUTICRT,
"TH-NMR (500MHz, DMSO—d®6, r. t. ) :86 9. 5—1
0. O (br, NH) | 7. 6 (br). 7. 25 (br). 7. 0 (b
r) 6. 4—6. 8 (br), 2. 5=-5, 5 (br, CH, CH,: %
JOA—X, overlaped with H,0), 0. 8=1. 7 (br
. CH;: (1—a) Xk (1—b) )

[0162] (EEH2 4)
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“OFRTSRAICERELO—RAFEFRE LTEBHIZ23ICLYFLN
ero—2EFEEF (FeekibxX (R17) 23, 0. 083 g, 0. 1
7mmo |) #Ah, BRFEIT. 7h>rO73> (0. 68mlL)
HAMATHEREL, BEItEA, a7OFTANRFHIRELT, a7AEY
AFNFEINT7Z) R (FRERBRX (R17) 2, 0. 0629, 0. 2
6mmo |, 1. 54&) ., YVBg=HY"VL (0. 11g, 0. 51mm
ol, 3. 0%x&) . 3vuki (1) (0. 7mg, 3. 7umo I, O,
O2%H8) . NVT7xZIWKRZ714> (1. 4mg, 5. 3umo I, O,
O3HE) ZMAEER (25C) T24@EIEH L, RIGREXY /—I
KBABR (171, v/ v) ILEVWTERLBT S EICLYESNEFER
BlAEICKYEIL. PIFILI—FTITHELL, BONELEGREZEZRE
B’L., TERIBN (R17) D24 THRINDBEYRLEMZETS /L0
—2FEF (0. 0929, INK: 80%) %##EAEKE LTEL,

[0163] "H—NMRAIEDHERMNL., ot/ O—REFEEFOLER (1 —a

) XiE (1 —b) TRINZEDEHELEITHNI. 0. HIHERERL

3. OL&EHINL,

[1£36]
2 i Ph
N*
1
(1.5 eq. vs OH)
K3POy4 (3.0 eq. vs OH) R
OH Cul (0.02 eq. vs OH) O o)
PPh; (0.03 eq. vs OH)
e - R e Byt
o) n THF, 1t 0 n
R Q R ]
R R
23 24

[0164] FHEHI24ICLYBSNEILO—IFEEXD'H-NMRARY MLODA
ET—H&M6IC, EF2 T MEZUTICRT,
TH—NMR (500MHz, DMSO—d®6, r, t.) :8 9. 6—1
0. 4 (br, NH), 7.6 (br). 7. 25 (br). 7. 0 (b
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r) 6. 3—6.6(br), 3, 0-6.1 (br, CH,  CH,: %
JO—Z, overlaped with H,0), 0. 9—1, 8 (br
. CH;: (1—a) Xk (1—b) )

[0165] =MEHI1 0~24DHBERIIRIICKTEBY THD,

[0166]
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WO 2024/232111
[5=3]

\\\ —
]«
WA
® P
o
. ‘ m R
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