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RTATATAR, AVIIRBER (BIZIE. AV I FT7ILEAVR) ( O
PODFATR V) TRAV IR - RAT AT VA, V)T haAvAR
Ay T4, RERRE. 7Y VILE ERNTSZAT - ATRS5—Y A
. TAEEM, Z2—FPRAFRA-vORY, ARAMN) IR -z vF
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[0503]

[0504]

1. IFEONASLBELIE IS RRARY T LDOREISERT % RREES
EiFfons,
[HER E /B AH ]
AFEBILEDFLRIARBELEMEEDND & L TEUESEMERY (T
[AFBLEWE] EWET I ENH D, ) . (a) BH L TR
EDETIG., BRINFES LT FLISEBEDROEEDLHIC. (b) #E
AHEDETUAINZMOEFOHRSEDKROLDIC. (c) HArEHHE
TUHEINZMMOEFORIERAOERDOALDIC. BLV/Fid (d) HH
BhETUFINIMOERDOREERERAZFTHDLOHIC. TADE, 7
JanvhELT, BULEOMOERE EHICHAEDETURLTH L
W, RERICEWT, OEFIE & HICHAEDLETUAT 2BED0HRESH
RBICIK. 1TDDOHEFIPICEHRD ZEE LEESHIOMETH>TH, il
/R OEFE L TOEREHETH>TELL, TOHBICLY. TOMDEHA
DFRh. ERERIG., BREOFES LV FLIGEEIREZHTLEY., #
5E2H2VEHRSOHEMFLVLERLEZY T2 &N TE S, AFEBRL
BMEFELMOERNER 2 ICAAT Z2HEICE. —EREERRE L. £0%
. AEBAELEDEOHHDWIEHMOERDOAZHE L TH LW, T, AFE
BLEMEEKLICES L. TOHRSORICHOEREZ/SLTELWVL, #
DEFNEZLIKSE L. AEBALEMELRIKS L TH L, Fho LB
5I28WT. —EHE. BXRFPAFICESINIBBAIH>TEHELL, &
oo BRDEFOHREFEERALCTHEA>TUVWTEHELL, EFOMEICEK
Y, AEBLELEWEZECHANEMOERN ZEOCHFOF Y & LTRHET S
ZEBHTED, IIT, OEHOBREER, BREAVWLNWTWIHES
BEREELUTEEBRTZIENTES, T, HORFZERDO2BLULE
BEEOEAETHAEDLETHRELTH LV, T, RIEEMORFICIE. RE
FTICREINTWVWBREDLEITTRLASEREINZIEDEEZENS,
FEAEICBWVWT., AEBLEEMEFEEEHICHAEDETERTZIENT
X3HEFIE LT, BIZE 7ILFILIEE (B AL, dacarbazine, Nimust
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ine, Temozolomide, Fotemustine, bendamustine, Cyclophosphamide, Ifosf
amide, Carmustine, Chlorambucil# & U'ProcarbazineZ) . AELEF (7l Z
(X. Cisplatin, Carboplatin, Nedaplatind & WoxaliplatinZ) . LHTFHHR
(AL, EBRAHHERE (BIA L, Pemetrexed, leucovoringd & UMetho
trexateds) . B U URBMEEE (FIX X, TS-1 (BHEE) . 5-fluorour
acil, UFT, Carmofur, Doxifluridine, FdUrd, Cytarabined & UFCapecitabi
ne%) . 7Y UKRBIBEEE (AL, Fludarabine, Cladribined & UNelara
bineF) . UIRXILAFRVIFIVS—ERERE, XILAFRT7FHOT (
Bl Z (X, GemcitabineZ) ) . MKRAYAS—VYHEZE (HIXIE. Irinotecan
. Nogitecan$ & U'EtoposideZE) . WUNEEAEEZE (HIZ X, Vinblastine
. Vincristine, Vindesine, Vinorelbine, EribulinZ) . HUNERESIEE
E (B AL, Docetaxeld L UPaclitaxel) . MEZEMIHEME (B IE. Bl
eomycin, Mitomycin C, Doxorubicin, Daunorubicin, Idarubicin, Etoposid
e. Mitoxantrone, Vinblastine, Vincristine, Peplomycin, Amrubicin, Acl
arubicin®d L WEpirubicingg) . Y4 b4 VEHF (BIXIE, | FN—a?2
a. |FN—a2b, RVIFN—a2b, KAE | FN—B & LWInterle
ukin—2%2) . BRI EVE (2L, Tamoxifen, Fulvestrant, Goserelin
. Leuprorelin, Anastrozole, Letrozoled & U'ExemestaneZs) . 0 FIEERZ
. BREAEESLSUETOHOMARERENEITONS,

IT, HFENEELTE. FlxE. ALKHEEHR (BIxiE, Crizotini
b, Ceritinib, Ensartinib, Alectinibd & UfLorlatinib) . BCR—ABL
FEEX (B AL, Imatinibds L Dasatinib) ., EGF RFEEH (B AL, Er
lotinib, EGF816, Afatinib, Osimertinib X/ JLEEIE. Gefitinibd L TURo
ciletinib) , B—R a fEEH (HIX (L. Sorafenib, Vemurafenib, TAK-58
0. Dabrafenib, Encorafenib, LXH254, Emurafenibd & U'BGB-3111) . VE
G F RFEZE#I (A A 1L, Bevacizumab, Apatinib, Lenvatinib, Aflibercept
H&LUAxitinib) . FGF REZHE (HIZ (L. AZD4547, B-701, FGF4016 &
TPINCB054828) . ¢ —Me t FHEH| (HlA (X, Savolitinib, merestinib, Ca
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pmatinib, INC280# &£ UfGlesatinib) . A x | FHEHI (&£, ONO-74758
& UBGB324) . Me kPAEH| (A (L. Cobimetinib, Binimetinib, Selumet
inibd & G'Trametinib) . CDKPEEHK (FIZX L, Dinaciclib, Abemaciclib
. Palbociclibd L tftrilaciclib) , Bt k FHEHI] (A (X, ONO-4059, Ibr
utinibd & WfAcalabrutinib) . P | 3K—8 /yBAZEH (HlAIE, TGR-1202
. INCB0504654 & T'IPI-549) , J AK— 1/ 2fH=EH| (Fx i, Itacitinib
B & URuxolitinib) . ERKEEHF (FIAIE. SCH 900353) . TGFbR1
FEE#F| (5l % (£, Galunisertib) . Cancer cell stemness F+—tFHEH]
(BIZ (L. Amcasertib) . FAKFEER (BHIA L, Defactinib) . Sy k ./
FLT3 dua |BEZEH (FIxIE. TAK-659) . AT RIEEH (FIxIE, AZ
D6738) . We e 1 FF+—tEEEH (fIZIE. AIDI775) . I FFOIVF
+—tEEEHF (FZ(E. Sunitinib, Pazopanib, Cabozantinib, Regorafenib
. Nintedanib, Sitravatinib& & U'Midostaurin) . mT O REEH| (HZ X
. Temsirolimus, Everolimus, Vistusertib, Irinotecan) . HD A CFEHEHI
(5] Z |£. Vorinostat. Romidepsin, Entinostat, Chidamide, Mocetinostat
. Citarinostat. Panobinostat, Valproate) . P AR PFEZEH (HZIE. Ni
raparib, Olaparib, Veliparib, Rucaparib, Beigene-290) . 7Ov#4¥—+t
FEEFI (BIA (L. Exemestane, Letrozole) . EZH2MEH (FIAIL, taze
metostat) . AL U F v —3MBEEHK (BRI GR-MD-02) . STATIMEE
&l (I Z(E. Napabucasin) . DNMTREEH (FIZX (X, Azacitidine) . S
MOBEEH (AL, Vismodegib) . Hs p 9 OBAEH (&£, XL88S) .
Yy—Fa1—T)URHENBEEE (BIAE, Glaziovianin Al Plinabulin) |

HI1F2afEER (BIZIE PT2385) . JI&IF7—EEEH (BIZIL CB-
839) . E3 Y H—THEEH (AL, Avadomide) . N r f 2;FMEALH (I
ZIE. Omaveloxolone) . 7ILF¥F+—EFEEH (BHIAIE, CB-1158) . HAkE
HARB=HI (5% (L. Trabectedin) . Ephrin B4REZEHI ({5 % (£, sEphB4-HAS
) . | APHEHF (B £, Birinapant) . BET4 V /XU HEH (H £, CC
-90010) . L SD 1FEEHI (FIAIEL, CC-90011) . CRB NHI#EE (FxE
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. Avadomide) #iH e r 233/F (fflZ X, Trastuzumab, Trastuzumab emtansi
ne. Pertuzumabd & U'Margetuximab) . 3LE G F RitiEA (&2 (L. Cetuximab
. Panitumumab, Necitumumabd & UNimotuzumab) iV E G FHuix (I 2 1£.
Bevacizumab) . 31VEGF R 2%k (A (£, Ramucirumab) . $CD 20
ik (B2 1E. Rituximab, Ofatumumab, Ublituximabd & 0f0binutuzumab)
. ;iC D3 0HiE (5z 1. Brentuximab Vedotin) . #CD 3 8#uix (5l Z
(£. Daratumumab) . # 1D R 541k (A (L, DS-8273a) . :iC A 1 2 EHilA
(Il 2 (£, Oregovomab) . #iD L L 4#ufx (XX, Demcizumab) . 71
TIGM TR (BIZ I, BMS-986012) . Hiig p NMBH#ufk (HIZ X, Glemb
atumumab vedotin) . #iMesothelindgid ({5 Z (X, BMS-986148) . MM P
Otk (FIx X, Andecaliximab) . $1GD 24k (A (L. Dinutuximab—
B) . Hfic—Me tHifk (BIAIEX, ABT-399) . #1F OL R 1 Hufs (BIZ L,
Mirvetuximab soravtansine) . fiFucosy | —GM1#HE (B x X, BM
$-986012) . iAn g2 —VEGFZEHEME (FlA I, Vanucizumab)
. MCD30—-CD 16 AZERENNME (BIZIX. AFMI3) . :iCD790b
itk (BIAIE, Polatuzumab Vedotin) . #iF APk | L - 2REEAE
(2 1E. R06874281) . CEAHMA /| L—-2RAEHE (FIAIE. Cerg
utuzumab amunaleukin) . 31CEA —CD 3 —EEMHE (B xE. R0695
8688) . DL L 3FHufx (5% (. Rovalpituzumab tesirine) . #1CD 3 —
CD19-EREMIE (BZIE. Blinatumomab) BLUVHCD20—-CD
SITEREMNE (BIAIE. REGN1979) EHLEIFS5N B,

T, BREGEES LT, BIAE mPD—1HE (BIx . Nivolum
ab, Cemiplimab (REGN-2810) . Pembrolizumab (MK-3475) . Spartalizumab
(PDR-001) . Tislelizumab (BGB-A317) . AMP-514 (MEDI0680) . Dostarlim
ab (ANBOQ11/TSR-042) . Toripalimab (JS001) . Camrelizumab (SHR-1210)
. Genolimzumab (CBT-501) . Sintilimab (IBI308) . STI-A1110, ENUM 388D
4, ENUM 244C8, GLS010. MGAQ12, AGEN2034, CS1003, HLX10. BAT-1306, AK1
05, AK103, BI 754091, LZM0Q9, CMAB819, Sym021, GB226, SSI-361, JY034
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. HX008, ABBV181, BCD-100, PF-06801591, CX-188, JNJ-637232834 & TFAB1
22%) . iPD—L 1 #itk (B2 1L, Atezolizumab (RG7446/MPDL3280A) . A
ve lumab (PF-06834635/MSB0010718C) . Durvalumab (MEDI4736) . BMS-93655
9. STI-1014, KNO35, LY3300054, HLX20, SHR-1316, CS1001. MSB2311, BGB-
A333, KL-A167, CK-301, AK106. AK104, ZKABOO1, FAZ053. CBT-502. JS003
HFVCX-072%) . PD— 1HFmAF (HIZIE. AUNP-12, BMS-M1~BMS-M10D
L& (W02014/151634, W02016/039749, W02016/057624, W02016/077518
. W02016/100285, W02016/100608, W02016/126646, W02016/149351, W02017/
1518303 & U*W02017/1766085:88) . BMS-1, BMS-2, BMS-3, BMS-8, BMS-37,
BMS-200, BMS-202, BMS-230, BMS-242, BMS-10013 & ¢*BMS-1166 (W02015/03
4820, W02015/160641, W02017/066227 4 & Uf0ncotarget. 2017 Sep 22; 8(42
): 72167-72181, %88) . Incyte-1~Incyte-6ME LAY (W02017/070089, W
02017/087777, W02017/106634, W02017/112730, W02017/1929613 & UW02017
/2054645 88) . CAMC-1~CAMC-4 (W02017/202273, W02017/202274. W02017/2
022753 & UW02017/2022765:88) . RG 1 (W02017/1187625:88) & & TADPPA-1
(Angew. Chem. Int. Ed. 2015, 54, 11760-11764%88) %) . PD—L 1/
VI STARERF (BRI CA-170%F) . PD—L1./T | M3#EHmA (4
ZIE. CA-327%) . iPD—L 2%ifs. PD—L 1 @& 49 v /80 &, PD—
L2@&ES /08 (B, AWP-224%) . ;iCTLA—-44fE (BRI,
Ipilimumab (MDX-010) . AGEN1884d & U'TremelimumabZs) . 1L AG— 347
& (AL, Relatlimab (BMS-986016,”0N0-4482) . LAG525, REGN3767& &
UMK-4280%) . LAG—3RE&EHEHE (BIAIE. IMP321%F) . ;T i m3 43
& (2 1£, MBG453, TSR-022# Kk U'BMS-986258, 0N0-7807%) . #iK | Rij
& (A Lirilumab (BMS-986015/0N0-4483) . IPH2101, LY3321367& &
UMK-4280%) . siBTLAfME. 1T | G | THE (FIA X, Tiragolumab
(MTIG-7192A,/RG-6058/R0-7092284) & & U'BMS-986207 (ON0O-4686%) . TIG
IT—E/FE4HE. UV I STATIE (BIXIE. INJ-61610588%) . $1CD
13 7#HE (BIZI1E, Urelumab (ONO-4481/BMS-663513) & & UrUtomi lumab (
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PF-05082566) %) . :itCSF— 1 R#ifx- CSF— 1 REAEH (FIXiE. Ca
biralizumab (FPAQ08/BMS-986227,0N0-4687) . Emactuzumab (RG7155/R0550
9554) . LY3022855, MCS-110, IMC-CS4, AMG820, Pexidartinib, BLZ9453 &
T'ARRY-382%) . $10 X 4 O#ufx (fI & (X, MEDI6469, PF-04518600, MEDIO5
62. MEDI6383, Efizonerimod., GSK3174998, BMS-98617835 & TMOXR0916%%)

. MHVEMia&E, :iCD 2 7k (FIA L, Varlilumab (CDX-1127) %)

. HiG | TRtk (BlxiE. MK-4166, INCAGNO1876, GWN323# & TNTRX-518%%
) . ;MCD28#HA. IMCCRAHMAE (HIxIE. MogamulizumabE) . 1B 7
—H3#HAE (B AL, EnoblituzumabZ) . 5| COS 7I=X MK (B2
(£, JTX-20118 & 1°GSK3359609%) |, #1C D 44k (1A X, MTRX-1011A, T
RX-1. Ibalizumab, huB-F5, Zanolimumab, 4162W94, Clenoliximab, Kelixim
ab, AD-519, PR0O-542, Cedelizumab, TNX-355, Dacetuzumab, Tregalizumab
. Priliximab, MDX-CD4, CAMPATH-93 & TrIT1208%) . )iDEC—2 0514
/ NY—ESO—1REEHE (HIAIE. CDX-1401%F) . ;iSLAMF 7

A (B x L, ElotuzumabZ) . i CD 7 34tk (Flx 1L, Oleclumabds LT
BMS-986179%) . $fiCD 1 2 24ufk (FIA L, NKTR-214%) . f5CD4 07
T=X MfE (I 2 1E, ABBV-428, APX005M#E & TPR07009789%) . | DOPH
=% (5 1. Epacadostat., Indoximodd & U'BMS-986205%) . TLRF7 I
=2~ (ff1xiE. Motolimod, CMP-001, G100, IMO-2125, SD-1013 &k T*MEDI9
197%) . 77/ VA2 ASEERERE (BIA L, Preladenant, AZD4635,

PBF 5093 & TFCPI-444%) | HiNK G 2 Afnfd (% (. MonalizumabZs) .

HFLCS F— 1tk (Hlx1E, PDO360324%) . fugsigeasl (Hlx L. PV-10%
). IL=16R—=R"=F7I=X b (FIZIF ALT-803%) . AIAMLAGS3
(B2, IMP321%%) . CD 4 7#mA (BIx . ALX148%F) #1CDA7Hiix (
B ZIE, ONO-7913%) | SIRPaRAEEHE (HIXIE. TTI-621, TTI-622, ALX
148%5) . #CCR8HLIR, | L — 1 28EHHF (FIA L, MI241%) | IL-12@ME %
HE. T6FR SRFMAERE (B AL, BMS-986416%) ILT4nlE (X

(£, MK-4830%) . EP4itdn#l (fFl & (X, ONO-4578%F) . STING/EZNZE (AL
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[0508]

[0509]

[0510]

. ONO-7914%) LU THEI >4 — v+ — (Blinatumomab, BRIiTEZE) FEA
BFohd, A, Nivolumabid, W02006/121168ICEEMI M= EICELT
B9 % EHNTE, Pembrolizumabld, W02008/156712ICB&E S M- A3kIC
#UTHEET BT &M TX, BMS-936559/F, W02007/005874ICB&E X = F53%
ICHE U THRET B EHTE, Ipilinumabid, W02001/014424iC B8 S hr=F
EICELTHETEIENTES,
ZTOMOMBEEREE LTE, BAIZIE. 1 L—18%u& (fIAIE. Canakin
umab%) HLUTHMCCR 24k (B2 L. PlozalizumabZ) EHEIFSN D
IHIC, FOMOEEERE L TR, REREE. FERbFEREE (TAC
E) . FFEiREREE (TAE) . U FY (FIZIEERRTF K. DNATD
JFVBLIVCHMAMZITMIRE) BLUREMEEZET (F 2 EBHAMA.
CAR-THilEE) 1EITFLN B,
[a7]
AFRPEEMETEARERLELEDEMOFEFIOHBFIZ LEEOBHNTH
W3k, BE. 2EBMNEIERMIIC. BOFLIEEEROOKTHRSIN
%, I5EIF. T, FRE. B CAEDR. BE5HE LEREBHFICLY
BN, BE RA—AZALY, —EICDE, Tnghb2, 000mg
OFEET—H—LEMSHEROKSINED,. TEIEHA—ASELY, —F
ICDE, 0. TnghH200mgDEET—H—EASHOFEROHREI
nNam FEE—B309H5 2 4BRMEOEHE THRIRNICKFERS I TS,
HtHLAARIEELIELDIC. BREEBREADFREICLIYEET B0, LEH
SE8LYDLBVWETHLLEELHD L. TLBEZEA TREOVLELE
a5t H 5,
(&3]
AFRBPEEMEZ B ARBLEEDEMBORFOHRAFZIRET ZERICIE
. BOBSHERAS L IR, BOBRSAOKRBMESRFE L < IEHREH
HEF F 2 IEIERORSAOEHE. R, ABFL. RAFD L IFLFIE



WO 2024/053650 127 PCT/JP2023/032418

[0511]

[0512]

[0513]

[0514]

ELTRHWLNS,

ROMSABRFNICIE. BIAE, f&Hl, AF. A TEILH SHBLE
FEIEDNZIF SN, A TELEICE. N—RATELBLTY 7 VAT
ENEFON B,

LEERFIE. AIAE. AERALELEMERZNICHEINIBEREEDIC
BHEELLTELW, 22T, SHERIOHAICAWONLZEZNICHS
INBEEELTE FIAE BREE BIAE S 8= 2= b=l
L A-R BRESRELO-ABLVTTUIUE) | FBEER (BRI E
RoF>7oElLeEiro—X, RYEZLEQY RVELUAYTABETIL
VBT IRUOLE) | BRER BIAIE MERT)I-IVBAILY D L
F) . BRE Bz, RAFTVVBI IO LE) | RER. AEEE
B (B2, JIV9 IV 7RIS FUEE) ENEFLNDE, o &
BIL&Ya—F4 7% Bz B €5F. eFOFo 7Ot
VO—ABLTEe ROF>TOELAFILEZLO-—RT7H L —MNE) THE
LTWTHIWL, FRE2ULEDBTHEELTVWTE LWL, IHIC, £F
FUESETDATENMIIBEINTWVWTE &L,

ROWSABENCIE. KE, HEBFR. AF. >0y THBLTTYF20
BIEDMNOBETH>THE L. BRI AEKBPLEEYE. FRE (FIz
. BEK, I/ —ILFLIFENLDORKRE) ICAMRE. BEILIFILL
CEFHELTH LW, I5IC, HBORFIE. EEA. BBLH. LR H
RE. EHRF. BEH. REREFLRBEANSESELTVWTHELL,

BRO¥RSAOBRBERSIE. FIAIE. TILERYEESATHTE &L,
LEBTIIVERHNEE LTE. FIZARE. PSE7ITL. AvFy. RUVEZL
oY Ry, PIVEVEEFNYDL, PILXFVEBTOELY ) I—-ILTR
Tl HVRFVEZLRYT—, ALRFUAFLEILO—-R, HILRF
UAFIELO—RFRNYD L, TTF7HL EZF>, ekOF>T7OENL
AFILEILO—R, eROF>FOELEZLO-Z, RYEZLTILO—I
CAFLELO-RFLEFEEROFIFALFILZLO-RENEF LN
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%,

RO SR OFHF L IEEmRIE. KAR BERIEABROMAN
OHETH>TH L, Fh BRITES (Bl FHRAREK £BE
BIK, TFROEBRSLUEFRRKR (BIZIE, BEFMNYD L BEH)DL
)YV RVZ b=, VILEN—L, RUB RAUBSLTOE
LYY -V EORBRR) F) Z2MA5I &Y., B, BBFLEAE
LTERIND L. ER2NICHRINDBEHREEHIC. BREIE L TEHA
EINTVWTEHELWL, T, TEZRNIHFEINDBHE] & LT flx
. BER (BIxE F¥B7I/B. PVTIv. Jad)r. E53F .
RVvZb—l, FUVA—R, TEANZY, IFLVIY) -, TREL
) aA—=, RYTFLYF)I—)b, PRANEVE, BMBKEST
VoL, FARBFINIDL, TTFTNEFN)DL JIVBFN)OLS
OV TFIEROFY MILIVE) | BEERFR (B 73— (
BlziE, T4 /—0LF) . RU7LI—=) BFIAE FoEL>Y Y-
CRUIFLYT) OA-LE) SLUEA A UERESEER (BIAE RY
YIR—K20 (BEFEE) . RUYILR—KF80 (BEHHEHIE) HLUHC
O—-50%) &) . BBLH BWAE E/RAFTT7IVVEBITIEYY., £/
AFTVVBTIIZo L, AFLELO—R, AILRFIAFILEILO—
Z, EROFIAFIELLO—ABLICST)IEEFT N D LE) . At
B (BIz2E, 7SET7TdL. PFILXFVBFRN)DLABLICNSHY NE)
HEEH BxIE RYTUFIT—-), vOTY /) —ILBLTVILE R
—VEE) . BEEH (FlxE ) UBEER FBREER. RUOBBER. K
BIRENR. VI VBEER. M) ABER. TSI VBRERS LA S
YAVT I/ ATOVERERE) . KRER (BIXE. A5FFPREEHE
AFI. NSAFIREFBIFIL, NSFFIREEFBTIOEL, 5F
FORBEBRTFI. v00T8 =), RYILTIILA=), BIERVY
WIZo L, TEROFBF M) VA, ITMBFRN)DL, ROBELV
ROMWE) . BEHR (FIxE BERYTFILIZD L, RSFFOREER
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[0516]

[0517]

[0518]

[0519]

s&voon7sd/—IVE) o p HIRER (BIZIE. B, KEB{LFHUD
L, ) UVES S OHEE) SLUCRBERSENETFONDS, MEEHELT
CBIZE (1) PRANVEVEE. YATFA VA ROvOSA R, EWEE
FRUDL, AVEFMEF N VLBLCEREFT NV LEDL D WK
BB, (2) PRALELSLIF—N, TFILENS ROFOT
==, TFNMENA ROFPMLIY, LOFY, T7OELAL—S
STa— b7 z20-NEOLD WHAERBLERS LY (3) JTUE,
IFLYOTIVEUEEE. VILE M=, BAEBELT) VEBEDL D LE
BX¥L—MEIEZRWSZIENTE S,

LECEHRFE L IEERIE. TORKRIBICBVWTRET 20525 WELESE
BIEE BIZE 7409 —FTRBLTREL. RVWTEENLQBTRICTE
BIRIEILE>TEET LI ENTED, T, BEEFBE X8RI
. ETGRBIVERERICL ZEEMKR (EENICHS T 1EKOMR
EEATVWTHLW, ) &, BURBRICARRSEZL TERTSIEHTE
%,

EROBRSHOABFIOFRICIE. FIZAE BEEE., BRAF. 2 7L —F
CITVLEL BEERL. SIEL 7Y —LFL EAFL BMEEL. Y=XV b
HBLUREFNENZEITOND,

LFEEF. BRAFSLCRTL—FIE, —BBICAV ST HREILA
ICHIREBAKEFT M) VADE I BRREREFREES R S L O LRER. H
ZIE BEFRNIDL, VIVBTRN)DLHDIZWNEI I VO L D AR
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Lic. EREFTHA%. BRI FITRIGEEFRL. KEBMRBEKTE
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[0553]

WEEES L, BRELEKMES N VLTEERL, REBBLTES
NEFRBES ) ATV IATRTZT74— (NFHY EBIFIL=3 : 1
—>1:4) THRETZEICLY., UTOMEEEZET 2ZEEY (2.89
) BB,

LC—MS (A) GREFEFE (9) :1.11;
MS(ESI, Pos.) : 342 (M + H)+;

TH-NMR(DMSO-dg) : &  1.24-1.37, 1.39-1.42, 1.82-1.91, 2,12, 2.80-3.0
0, 3.85-4.06, 4.66, 6.51,
SE64

2—XAFN—2—-TFON=) 4—-[ (2—-/00—-5— {[4—- (XbF
SAHINKRZI) Tx=)V] PRI} —6—XFN—4—-E)ITZ)) 73
J]1 =1 —-ERYISVANREFYS—h

BEF 3 TEE LAY (5.0g) &4 —IF—RREHBAFI (469
) ICEKT, 2=IUXMFIITHY (LI, DMEEBREET 22 &DH B,
) (BOmL) ZmMATAE L, ZTOBRIC. kKBt DL (7.1g) RV (
9, 9) —IUAFIL—9H—-FHVFV—-4, 5-IUM)) EX (YT7x=
WERZA74Y) (LUTF. Xantphos&EBRETBIERAHSD, ) (B10m
g). (1E, 4E) =1, 6=Y7x=)L—1, 4—RYHITV—-3~—
Fy—n_"ST LK (3 :2) (BAF. Pd, (dba) ;&BEBT DI &DHD
o ) (400mg) ZMAf, RINEERNZEREME. 80 CTA4RHEERL
feo RINKREDME (100mL) THRMLTB8O0CTI 5@ HL. 54+
(EmE) 2BLTRAYERE L, 2HREBHEL TRONEREIC. ~
FHY HBIFIILREER (2:1) (60mL) ZMATEITEL. 2ET 5
ZEILEY,. UTOMEEELET 2ZBLEaYWESE (6.69) .

LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.) : 476 (M + H)+ ;

TH-NMR(CDCl,) : & 1.18-1.35, 1.43, 1.89-1,98, 2.22, 2.90, 3.83-3.91
, 3.95-4,20, 5.09, 5.23, 6.51-6.57, 7.88-7.94,
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[0554] ZE{|5

2—XAFN—2—-TFON=) 4— {2—-/00—-7— [4—- (XbF>H
WARZN) Fx )] —6—XFIN—8—FFY—-7, 8-k RO—9H
— T —9—AJ)} =1 —ERYIVANRESS—
sERATHELLEEY (1.7g) 27 5 RO075Y (UTF. THF
EBREET D ENH D, ) (1TmL) ITHFEL. P—TH—13I45V—IL—
1T—a4J)L X572 (UTF. CD I &BBEET B &DHD, ) (1.2g) R
2, 3, 4,6, 7,8, 9, 10-7*2%RrROEYIR[1, 2-al7¢
EY (LUF. DBUEBSEET B2 &0 HD, ) (B40mg) ZMATERT?2
BRI L, RIGEREZEBE I FILTHERL. KRTO0. 1 NG, fBNR
BIKTIRRSEE Ui, MBS BAKRET M) D L TRRE, RERELT
LTFoMtEEET 2E8 e (1.8g9) 2575,

TLC : Rf 0.54 (ANFH Y (BRI FIL=1:1) ;

TH-NMR(CDCl3) : & 1.50, 1.76-1.86, 2.09, 2.59, 2.76-2.93, 3.97, 4.2

3-4.61, 4.52-4,63, 7.45-7.52, 8.20-8.25,

[0555] &£ 6
A—[2—-200-6—-XFI—9— (1= {[ (2—XF)p—2—7F0O/
) AFXY] ANKRZNY —4-—ERYTZ)) —8—FAFYV -8, 99—
JeRO-—TH-FY>—-T7T—4)\] REER

SERIS TRELILEY (469mg) ZTHF (18mL) ([TBEL. 0T
WIBE L ZIANAY DL MYXFLYS/Z5—K (LIF., TMSOK
EHBETDIEDDH D, ) (239mg) ZMATERTIFEBH L, RIK
WICT NIBEREZMA T H=2& L, BFBTFI THIH L, BONEH
BEBNBIRKTHS%. |BKMBFN) VATEELT. BRERBL. U
TOYMMHEEET 2ZEEILEY (450mg) %/,

LC—MS (A) {REFBER (4) :1.15;
MS(ESI, Pos.) : 488 (M + H)*;
TH-NMR(CDCl3) : & 1.50, 1.76-1.86, 2.11, 2.48-2.66, 2.74-2.95, 4.24
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-4,44, 4,52-4,62, 7.49-7.53, 8.26-8.31,

[0556] &%&5]7
2 —XF)N—2—70ON=J) 4—[2—4sO00—7— (4— {[9— (2
L A=) FaRvIN) =5, 6, 8, 9—FhSERA-TH-FY
Kl[4 , 3 4, 5]1¢¥aBE[2, 3—blEYYY—T7—4)I] Hl
B} Zxo)) —6—AFN—8—AFY—-7, 8—YERO—-—9H—
TYV—=9—A)] —1—-ERYIVHIRFLS—F
ZEF 2 TEREL/LEY (536mg) &BEH6 TRELLIEEW (650
mg) ZDMF (13mL) (IZJAfEL. DIPEA (0.69mL) & (¥ XFI
7X/) =N, N=YXFJ) (3H—-[1, 2, 3] hYyF7Vo [4, 5—b
1E)VSY=3—ANAFY) AIZIZDLAFHIIAORIT 7— b
(LUF. HATUERERET D&M HD, ) (668mg) ZMATERT 268K
BE#HE L, RIGKRICKZMATHERL. AFTY FBIFIVEER (3
1 7) THH UL, BMEBEKEENRIBKTESRE. BKREFNY DL
TEHBRLULTHERELE, BONERBEEZS Y ATSN /AT IS T 14— (
ANFHY BRI FI=2:1-0:1) THRETZZEICLY., UTOY
HEEZET 2EBEEY (1.0g) 257k,
LC—MS (A) GREFESE (9) :1.27;
MS(ESI, Pos.) : 769 (M + H)*+ ;

TH-NMR(DMSO-d¢) : &  1.44, 1,82, 2.25-2.40, 2.79-3.00, 3.60-4.16, 4.
51, 4.59-4,91, 5.22-5,61, 6.84-7.08, 7.09-7.38, 7.65, 7.93, 8.24,
[0557] &£418

2—rO00—7— (44— {[9— (2, 4—=—y)FORYI)) =5, 6
8, 9—FbSERO—7H-KYR[4’ 3’ :4, 5]KOO[2
3=blEYVIY—T—A)N] ANKRZI} TxZ)b) —6—XF)I—9

— (4—-ERYYZ)) =7, 9—YERO-8H-FY>r-8—-F>
SERT THRELILEY (450mg) ZX %/ —)L (4.5mL) (TEEL

. 4NEIEKRKR T, 4—2AFHUBR (2.9mL) ZMATERT2HH
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Bl RBREBEREL. BOoNRBEXY /—IVICABLT. 4
vIrIOMAZL TR/ (BRR) 2BLE, SONCRERET ST
&Y, UTOMHEZET 2FELEY 3%mg) %27k,
LC—MS (A) GREFESE (93) :0.96;
MS(ESI, Pos.) : 669 (M + H)+,
[0558] &£ 9
2—y00—-7— (4— {[9— (2, 4—=y72)7xORVII)I) -5, 6
., 8, 9—F bSO —7H-FYR T[4’ ,6 3’ :4, 5] KO0 [2
L, 3—blEYIY—T—4)N] ANKRZI} TZx=)) —9— [1— (2
2—IAFNTOEN) —4—ER)IZJ] —6—XFIN—7, 9=V
EFO—8H-FY>v—-8—HAY
SEH 8 THRELILEY BWmg) ZDMF (7.8mL) (TAMRAL, E
NILTILTFER (0.32mL) &BEEE (0.33mL) . MY 7 MFIKFER
DRI NV L (618mg) ZMATERAKEBR LA, RIGKREZKS L.
BAFREEKERT MY D LKBRENMA T, FFBRTFIL CTHIHZR. BEEBEEXK
THEL. AVYIMASL T/ (BARAB) #BLTEHBL. UTO
YMMHEE=EBT 2EEILEY (406mg) %77,
LC—MS (A) {REFBER (4) :1.06;
MS(ESI, Pos.) : 739 (M + H)+,
[0559] &) 1

2—7=)/—-7— (4— {[9— (2, 4—-oNaOXVI)) —5,
6, 8, 9—FbSERO-TH-KEYRT[4 6 3" :4, 5] OO/
2, 3=b1EYIY—T—AN] AWK} =)L) —9—[1—= (
2, 2—IXFAFAEN) —4-—ERYIZ)N] —6—XFIN—T7, 99—
e RO-8H-FY>r—-8—-F>

SEZF O THELLEY B909mg) Z LTy (2.5mL) AL,
7=y (94mg) RUREEt> L (330mg) . Xantphos (44mg) . BE
BRI L (1Tmg) ZMMx. BRFEKT100CTI1REBHLL,
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[0560]

RnBREERIODA L%, BFEEITFILTHERL. BRE %K T 20 & 821
BIEKTHSE L, BAKMEES M) D LTERER. BREBLRIBEL. §
bhicBEEEYYATZLsOX NIS 74— (BL2 Y7 NH (FER%
) AFYY CERIFIL=3:1->1:2) TRETZZEICLY., UTF
OYHEEZE T 2FELEW B1bmg) ZFr,

LC—MS (A) GREFESE (9) :1.04;

MS(ESI, Pos.): 796 (M + H)* ;

TH-NMR(CDCLs) : &  0.95, 1.66-1.81, 1.99-2.07, 2.14, 2.38-2.53, 2.73
-3.05, 3.69-4.16, 4.28-4.45, 4,55-4,95, 5. 14-5,65, 6,66-7.06, 7.07-7.
15, 7.33-7.40, 7.41-7.67, 7.67-7.74, 7.78-7.87, 8.32,

=1 —1

2 —XF)N—2-—7J0O/8=J) 3—[2—F=Y/)—7— (44— {[9— (

2, 4= xaONRVY)) =5, 6, 8, 9—FhSERO-7TH-F

yR (4’ , 3 4, 5]1¥on([2, 3—b]lEYVIY—T7—-4)] H

JJIR=ZJ} Zx=)) —6—XFI—-8—AFxYy—7, 8—TIERO—9H

— Y —9—A )] =1 —ERYTSVUAILRESS—hK

SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
VVANRFUS—MDORDYIC2—XFI—2—-TONR=Z) 3-TFT=I)
—1-ERYIVAILRFLS—FNeBEWT. BEH3>5EH4 >5EH|
5 >5E4]6 >5EH| 7 >EMHEH 1 EABROBREETV. UTOYHEEEZS
T 5EBELEWER™T .

LC—MS (A) £R¥FFFE (4) :1.25;

MS(ESI, Pos.) : 826 (M + H)* ;

TH-NMR(CDCL;) : & 1.39-1.53, 1.62-1,77, 1.81-1,94, 1.95-2,12, 2.51-
2,69, 2.70-2.84, 2.84-3.01, 3.65-4,35, 4,38-4,54, 4.54-4,99, 5.19-5.6
7, 6.66-6.81, 6.81-6.89, 6.89-7.07, 7.07-7.14, 7.30-7.39, 7.40-7.70,
7.77-7.87, 8.22-8.40,

[0561] =] 2
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22OV FN—T— (4— {[9— (2, 4—-S7)xaONYI)))
—5, 6, 8, 9—FhrZSkRO-7H-FKFYURT[4  , 3 :4, 5]FK
OO [2, 3—b]lEVIY—T—A4)] ANKZN} Zx=)b) —9— [
1— (2, 2= XFNFOEN) —4-ERYIZIJ] —6—AFN—7
9—-vkeRkO—8H-FYv—-8—-> 2t 7)\AOFEIE
SEFOTHRELLEW (20mg) ZTHF (0.2mL) (B L. 70
T (/R VFI) EER (0.3mL, 0.5 mol/L. THFA®KR) RO
L—FJR (2—XF)—2—FONRZ)) KZAT4>¥ (1 :2) (2.8m
g) ZMMAT. Z2RFEKIT100CT2EEBH L, RIGKRZKDL.
BRI T Y EZVLKBRENMA T, BT FI CTHE Lz, BEELR
ML TRONLREEYEPLCA S LABRTZ I &ICLY. UTOYHEEE
BY2EELEEY (11mg) %287,
LC—MS (A) {R¥FBFRE (9) :1.06;
MS(ESI, Pos.) : 773 (M + H)*;

"H-NMR(DMSO-dg) : &  1.02-1.16, 1.60-1.74, 1.74-1.85, 1,85-2.14, 2.8
1-3.07, 3.19-3.29, 3.62-3.73, 4.62-4.93, 5.19-5.62, 6.82-7.40, 7.45-7
.81, 7.90-8.01, 8.19-8.31, 8.69-8.84, 8.92-9,02,

[0562] R3S
1—{7—(4—{[9— (2, 4—=v)FOARVII) —5, 6, 8,
9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl BTV =T —A)] AR} FxZ)b) —9—-[1— (2, 2—
DAXAFNFOEN) —4-—ERYTV )] —6—XFIN—-8—-FFYV -8,
9—2kbrRO—TH-FYY—2—-qN} =3 -—ERYIVHIVKRVEE 2
b 7 A OEERLE
SEFOTHELLLEY (15mg) ICIAFILRILEKFY K (LT, D
MSO&BREET B ENH B, ) (0.3mL) ZME, ISIC3—ERYIY
HILRVEE (6.6mg) RU'T7 ikt L (7.7mg) . DI PEA (0.035
mL) ZMMXT100CT 1 5EBIHR LEL, NAMEZIRETSRIL. 5K
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HWAEHPLCA S LARBRT B &ICLY. UTOYMMHEEZE T 2EELEY (1
bmg) =57,

LC—MS (A) R¥FBFE (4) :1.03;

MS(ESI, Pos.) : 832 (M + H)+ ;

TH-NMR (DMSO-dg) : & 1.03-1.13, 1.40-1.57, 1.57-1.77, 1.77-2,09, 2.3
6-2.46, 2.82-2.97, 3.01-3.14, 3.15-3.27, 3.31-3.35, 3.59-3.73, 3.96-4
.07, 4,20-4.29, 4.44-4,55, 4,55-4,80, 4.81-4,90, 5.18-5.60, 6.85-7,22
, 1.28-7.40, 7.44-7.76, 7.90-7.98, 8.12-8.31, 8.46-8.78, 8.86-9, 05,

[0563] ZZ411 0

[0564]

[0565]

2—o00—7— (4— {[9— (2, 4—Ty)AORI)) —5, 6

8, 9—FhSERA-T7H-KYRT[4’ 3’ :4, 51 FFOO[2

S—blEYIY—T—qN] AIKRZJI} Zx=)b) —9—[ (38)
—1— (2, 2=XxFNFOENL) =3 -ERYI )] —6—XFI—
7, 9—YkRA—-8H-FYv—-8—-Fv

SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
VVANKRFISI—PORDYIC2—XFI—2-FO/RZ) (3S) —
3=T73I/—1-ERYIVAIRFIS—MEAVWT. BEHI3 >5EH
4 ->BEH 5 >BEH 6 >BEH T >BERF 8 >BEHF 9 & AKDEELETT
W, UTFOMMHEEZET 2EELEM AT,

TLC : Rf 0.28 (NFH Y (EHEBETFIL=1:1) ;
TH-NMR (CDCl;) : & 0.87, 1.72-1.82, 1.83-1.95, 2.06-2.22, 2.31-2.43

, 2.77-2.95, 3.17, 3.69-4.17, 4.54-4.93, 5.21-5.59, 6.68-6.79, 6.85,
6.91-7.06, 7.11, 7.37-7.70, 7.82, 8.32,

£ 15054
2—7=)/—-7— (4— {[9— (2, 4—-o)NF4ORVI)) —5,
6, 8, 9—FbSERO-TH-KEYRT[4 3’ :4, 5] OO/
2, 3-b1EBYYY—T—AN] ANKRZJ} Fx=)b) —9—-[ (38
) = 1= (2, 2= XAFNFOEN) -3 -ERXRYI )] —6—XFI)
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[0566]

[0567]

—7, 9— b RO—8H—-FYr—8—H#
ZEH9 TEE L taMORHLYICEER 1 O TEE LtEaWERBW
T. EREH1 EEAKROBREETV. UTOYMHEEZE YT 2EEILEYERT

(o)

LC—MS (A) {R¥FEFRE (9) :1.13;

MS(ESI, Pos.) : 796 (M + H)+ ;

TH-NMR(CDCl3) : &  0.89, 1.73-1.83, 1.83-1.94, 2.04, 2.09-2.21, 2.33

-2.53, 2.81-2.97, 3.23, 3.69-4.10, 4.56-4.92, 5.22-5.59, 6.68-6.79, 6
.81-6.97, 6.97-7.13, 7.30-7.38, 7.45-7.67, 7.69, 7.82, 8.32,

EHf 4 — 1

7— (4— {[9— (2, 4—ooAO0RVYY)) =5, 6, 8, 9—F
hSERO-—7H-FEFYRKT[4’” , 3" :4, 5] ¢¥OO[2, 3—b] ¥
VO =T —AN] ANKRZIY 72x=)b) —9—-[(38) —1— (2,
2—IAFNFOEN) —3-—EXRYVI )] —6—AFN—2— {[2—
(bDNAAXGEY) TJx=)] PR/} —7, 9—-SYbRFO—8H—
T —8—%> 2K~V 7))L OREEE
TZ)YvORODYIZ2— (M) 7AOXNEY) PZYVEAWVWT, £

FEf 4 & AHOREETWV, WHEHPLCH S LBEETZZ &ICL Y. UTOW

HExE T 2EBLEMER,

LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.) : 880 (M + H)+ ;

TH-NMR(DMSO-d¢) : &  1.07, 1,76-2.09, 2.24-2,37, 2.55, 2.80-2.96, 3.
02-3.20, 3.59-4.07, 4.58-5.03, 5.24-5.64, 6.73-7.26, 7.30-7.48, 7.51-
7.72, 7.90-8.07, 8.20-8.30, 8.73-8.98,

£ 1515

2— CoORVFINFXFY) —T— (4— {[9— (2, 4—-y7)b#0
NyY)N) =5, 6, 8, 9—-FbSERO-T7TH-KEYR[4" ,6 3’

4, 51¥oBa[2, 3—blEYYY—T—q)] AWK} TZz=)b
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) —9—-[ (BR) —1—= (2, 2=9IXFNFOEN) —3-EXRYI=
W] —6—XFN—7, 9—YkRA-—8H-FYv—8—3>v 2rY7
A OEEFR I

SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
VVANREIS—MORDYIC2—XFI—2-7FO/ =)L (3R) —
3=T73I/—1-ERYIVAIRFIS—MEAVWT. BEHI3 >5EH
4 >BEZH|6 >BEH 6 >BEH T >BEF 8 >BERF 9 >LEF1 0LH
BOBRETEE LAY (18mg) 21 —XF)—2-EOyr /v (MU
T NMPEBRET DI &NH D, ) (0.19mL) ITFEL., oy
J—=J (6.5mg) &tV LA (25mg) #MAT1 1 OCTHREEBHL
Foo RINHEZEBEHPLCH S LR T Z I EICL Y. UTOMEEEET HE
#ibe (1.3mg) #1875k,

LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.) : 789 (M + H)+;

TH-NMR(DMSO-dg) : &  1.00-1.11, 1.56-1.66, 1.66-1.79, 1.91-2.11, 2.8
1-2.90, 3.07-3.25, 3.62-3.80, 3.90-4.15, 4,79-5.06, 5.27-5.44, 5.51-5
.65, 6.36-6.72, 6.88-7.17, 7.23-7.41, 7.48-7.82, 7.92-7.97, 8.19-8,33
, 8.64-8.77,

[0568] =6
7— (4—{[9— (2, 4—y)zx0O0RYY)) =5, 6, 8, 9—F
hSERO—7H-FEFYUK[4' , 3" :4, 5] OO [2, 3—b]lF
DI —T—AN] AINFEZJ} Zx=)b) —9—-—[(38) —1— (2,
2—IAFNFOEN) —3-ERYIJ] —2— (A—APFS Tz
W) —6—XFN—7, 9—-YbRA-—8H-FY—-8—-FV
SEZHF1OTHRELL/EEY 20mg) ZNMP (0.4mL) ITBML. (
4—XbF>T7zZ)l) ROVEE (16mg) RGYVE=H"Y D LKAEKR (0
.054m L, 2mol/L) . [1, 1" —EXR (Y7zZINHKRT74/) 7z0OF
VINRSToL (1) yoao) R UooOxXy vk (8.8mg) #MMx
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[0569]

[0570]

T100CTA4REIBIH L, RIGREZERICSH L TKEZMA., BT F
IWTHIE L, BSoNEREBZHKRE S M) D LTEIEER. BERWEL
BEonhEREEY VAL IOX NI S74— (EX2 U7 NH (8
M)  AFYY BRI FI=7 :320: 1) THETIZEICLY,
UTOMEE=E Y 2EBLEM (4.4mg) =5,

LC—MS (A) {REHEERE (4) :1.16;

MS(ESI, Pos.): 811 (M + H)*;

TH-NMR (CDCl;) : &  0.89, 1.76-1,85, 1.90-1.99, 2.14-2.24, 2.36-2.46
, 2.50-2.61, 2.83-2.98, 3.28, 3.74-4.13, 3.89, 4.67-4.95, 5.28-5.59,
6.68-6.79, 6.80-6.96, 6.97-7.03, 7.07-7.13, 7.44-7.70, 7.78-7.85, 8.2
8-8. 41,

SEH(1 1

2-o00-N= (2, 4=-YXPFYNRYI)) —6=XF)=5—-=Fh

O—-4—-tEVIIVFIY

2, 4—-2900-6—XFJ—-5—-—=rOEYIYY (1.0g) #THF
(20mL) ITBML., —70CICDE LIz, I~ 1= (2, 4=-I X b
FOTIZIN) AYVTIY (804mg) OTHFAK (10mL) &DIPE
A (1.25mL) #MAT—70CT2BBE@EHRLL, REEERICRLE
%, BFEETFITHRL. BREZKRUVREMEBEREKTES2 L, ARE%
M~/ RV LATREBELTREREL. SoniEEEZY )AL o0Ox
NIST4— (NFHY BT FIL=9:1-1:1) THETZZ &I
JY. UTFOMEEET 2ZRLEY (1.0g) 287k,
TLC : Rf 0.27 (NFHY (FEBETFIN=9:1) ;

TH-NMR(CDCl,) : & 2.70., 3.81, 3.88, 4.70, 6.43-6.51, 7.23-7.28, 8.

71,
S2F)1 2

2-4/O0-N-4- (2, 4-UXhXYRYIL) —6-XFI—4,

~

5-KIVIVVITIY
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mgh (15g) &BIEF7VEZU L (71.5g) &K (GmL) IIEEBEIH. 5
ZH1 1 THRELLEEY (7.99) OEFBEIFILEAK (20mL) ZMATE
BTHRBEBH L. RIEREES A N (BRE) THRL TR AN ERKRE
L. 2REZBEHRIBKTESE L, BONCEBRBEZMEY T2V LT
2%, BERGEL. UTOYMEZE T 2EELEY (5.39) 25k,

TLC : Rf 0.37 (NFHY EEBBTFI =3 :7) ,

[0571] S£4]1 3
2—700—-9— (2, 4—IXPFRINRVIN) —6—XF)—7, 9—
YeRO—8H-FY>v—-8—-%Y

SEFI1 2 THREL{bEY (6.3g) #THF (30mL) (TAfRL. CD
| (5.6g) &DBU (2.6g) #MATEET1 6BBEBH LIz, RINE%E
FEEE T FILTHRML. 1 NBR MK MY D LKEKR. SBMEBIEKT
IER%E%E Lz, BONABRBEMBT /R UV ALATEREL, BERBLT
BONLCERBEEMTBETHELT, 22 &ICLY. UTOYEESE
57 2E5ELEY 5.8g) 25k,

TLC : Rf 0.43 (NFHY (FEBETFIN=3 :7) ;
TH-NMR(CDCl3) : & 2.50, 3.78, 3.80, 5.07, 6.38-6.45, 7.17, 9.16-9.2
7,

[0572] &EH11 4
AXFI 44— [2—700-9— (2, 4 - XA PFIRVIIN) —6—X
FIL—8—FFY—-8, 99—V ROA—TH-FIVV—T—AIN] RVIT
=b

SEF 3THEELEEYW (1.39) 27t b=RrYJL (B36mL) TR
L., [4— (AbFTHRMARZL) 7] FOVEE (2.29) RUN,
N—YIFLIHAVTIY (LT, NEt (BT &rHB, ) (I1m
L) . EYYY 30mL) . BeB&SE (1 1) (1.5g) &#MAt. RIGEER
EBRRICBRLT, BET2 1REBRLAL, RIGREZRMEL CTHBTFI
BB L. 7UEZTK Ko 1 NIGE, K. BEFKEKEF NYD L, 2
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FIRIBKT, IBREER L, BONCBEREZBKIREST N U L THIER
BEBBLTEONEREZS Y AL /OT NI ST 14— (NFH U

BEETFIN =67 : 33) THRETIIEICLY., UTOYMHEEET BE
Bibay (1.59) =8,

TLC : Rf 0.23 (ANFHY (FEBETFIN=2:1) ;

TH-NMR(CDCl3) : &  2.09, 3.79, 3.82, 3.96, 5.14, 6.41-6.47, 7.27-7.3
1, 7.43-7.48, 8.16-8.23,

[0573] &&HI1 5
4—[2—/00-9— (2, 4—IXPFINRYII) —6—XFI—8
—Z%Y—8, 9-SYkRO—TH-FYV—-T7—4 )] REER

SEFI1 4 THREL LAY (1.5g) 2#THF (B0mL) ITEML., TM
SOK (844mg) #MMATER T OB L, RISHEZKTH]RL. 1
NIEBE T H2UTE L, BFBBTFILTHIH L., BOoNnBREZKKT
BRI RIEK TH&E Uiz, BKFEES MY ALATEBRE BEBHBLT. UT
DOYMEEET 2 FELEY (1.b9) =/,

TLC:Rf 0.31 (¥ /OAAZY : AF/—)L=9 :1) ;
TH-NMR(DMSO-d¢) : &  1.99, 3.69-3.76, 3.79-3.87, 4.96, 6.46, 6.60, 7
.03, 7.65-7.73, 8.08-8.15, 13,25,

[0574] BZF]1 6
2—p00—7— (4— {[9— (2, 4—=y)zxORVIJ)) —5, 6
, 8, 9—FbobRrO—T7TH-EYR[4’ 6 3’ :4, 5100 [2
L 3-b]EBYIY—T—A)] AIKRZJ} Zx=)b) —9— (2, 4—
VARFIRVYIN) =6 =XAF)N—7, 9=YERO-8H-FY>—-8

i

SZF1 B TRELLEY (1.69) &SEH2THELLLELEY (1.2
g) #DMF (15mL) (AL, DIPEA (2.0mL) &HATU (1.7
g) AMATERT SRAEBH L, RISREKTHERL, BFBBTFIT
HH Uiz, BREZEKREE T N) VAL TRIEL, BHELE, BONLRERE
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[0575]

[0576]

EVATNIATRNTZ T4 — (NFHYY BRI FI=33:67) T
BRI EICEY, UTOMMEEELET 21ZELEH (2.19) 2187k,
TLC : Rf 0.30 (ANFH Y EFERTFI=1:2) ;

TH-NMR(CDCL3) : &  2.11, 2,78-2,98, 3.79, 3.83, 4.50-4,97, 5.16, 5.2
4-5.60, 6.43-6.48, 6.65-7.03, 7.11, 7.28-7.35, 7.38-7.69, 7.82, 8.32

(o)

HEZF|1 7
2—y00—-7— (4— {[9— (2, 4—=y72)7xORVII)I) -5, 6
, 8, 9—FbobRO—T7TH-EYR[4’ k6 3’ :4, 5100 [2
, 3=blEYIY—T—A)] AIKRZI} TzZ)) —6—XFI—7
9—YkRA-8H-FYv—8—F> FrYDLE
ZEFI1 6 TRELLEY (2.19) ICMY Z)LAOFEE (26.7TmL) &
N)IFILISY (2.1mL) #MAT70CT2 1B5@EBRLL, RIGKE
EREAREL. 2NKEEF N D LKBERRCKTHE LA, BohicK
BEMTBETHELT2NIBRZMA., £UTENZE 2L, 204
TEEMBIFIVICAEL. 2NKEBEF N DLKERTHELE, 75
NiKBHOMSELCTEYE 2L, KRUOEBIFILTHET I &L
Y, UTFOMHEEZET 2EELEY (1.69) %1575,
TLC : Rf 0.43 (EfEETFIV) ;
TH-NMR(DMSO-d¢) : & 1,87, 2.86, 3.61-4,08, 4,65-4,90, 5.19-5.62, 6.

81-7.19, 7.19-7.81, 7.93, 8.24,
226118

2—rO00—7— (44— {[9— (2, 4—=—y)FORYI)) =5, 6
, 8, 9—FbobRrO—T7TH-EYR[4’ 6 3’ :4, 5100 [2
, 3=b1EYSY—T—AN] AR} TFxZ)) —6—=—XF)L—9
— [3— (4—=F)HKRY=J)V) FAOEN] =7, 9=V RO—-—8H-FY
v—8—%v

SE[1 7T TERELEEYW (18mg) ZDMF (0.3mL) (AL, 4
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[0577]

[0578]

— (3—=7oB7oEN) BILKRY VIGEIE (18mg) &kt YL (B9
mg) ZMAT8O0CTI1 7iREBHLE, RIBREZEEREANSAL. KTH
MUTHBERTFILTHE L, BREZEKTEST N JLTREL, BE
BiELCELOhEREE YAV IAY NS5 74— (ELE2YST7 N
H (BRE) . AU Y EBIFI=33:67) TRETZZEICLY
. UWTFOMHEEE T 2EEELEYW (13mg) %157,

LC—MS (A) GREFESE (9) :0.99;

MS(ESI, Pos.): 713 (M + H)*;

TH-NMR(CDCLl3) : &  2.01-2.07, 2.13, 2.43, 2.46-2.52, 2.85-2,93, 3.61
-3.82, 4.13, 4.52-4,95, 5.19-5,58, 6.64-6.79, 6.85, 6.92-7.03, 7.11,
7.36-7.71, 7.82, 8.33,

£ 15 7
2—7=V)/)—-7— (4= {[9—= (2, 4—-STNFANRYII)) =5,
6, 8, 9—FbSERO-TH-KEYRT[4’ 3’ :4, 5] o0 [
2, 3—blEYIY—T—A)b] AWKV} TxZ)b) —6—XF)L—

9—[3— (4—F)NAY=Z)) FOEN] =7, 9—YERO-8H-F
v—8—Fv

259 TEE L tAMORHLY ICEERF 1 8 TELE L /2{bE¥ (35m
g) ZAWVWT, ZHEH1 ERAKOEREZITV. UTOYMEEZET 2FEL
&Y 32mg) %EFr,

LC—MS (A) GREFESE (9) :0.98;

MS(ESI, Pos.) : 770 (M + H)+ ;

TH-NMR(CDCl,) : &  2.05-2.12, 2.43, 2.51, 2.88, 3.58-3.74, 3.72-4.11
, 4.50-4.96, 5.22-5,62, 6.66-6.79, 6.81-6.89, 6,90-7.05, 7.11, 7.33,

7.42-7.71, 7.78-7.86, 8.32,
EMEHI7 —1~3

4— (3—/7o0m7oEL) BILR) VIEBEORDYICHEAETZT7IY
LEMERWT, &EH1 8 >EMhI 7 ERARDBEEZTWVN. V) ATILAH
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[0579]

[0580]

[0581]

ZLEERD L CIHEEHPLCA S AR T2 2 &L Y, UTOYMEEZRT
EELENETT.
EiEp| 7 — 1

2—TF7=1)/)—7— (4— {[9— (2, A—=—rz)4A0XR2J)) =5,

6, 8, 9—FhSERO-—T7H-FEFYRI[4 , 3" 4, 5]FoOl[

2, 3—blEUIY—T—AI] AIAKRZII} TZz=I)) —6—XAFIJL—

9— (ZbZERO—=3-95=J)V) =7, 9=V RO—8H—-F)>—

88— 2 KYZIAOFEEEE

LC—NMS (A) REFESME (2) :1.28;

MS(ESI, Pos.) : 713 (M + H)+;

"H-NMR(DMSO-dg) : &  1.85-2,02, 2.25-2,35, 2.55-2.61, 2.81-2,92, 3.6
0-3.75, 3.83-4.11, 4.13-4.24, 4.55-4,93, 5.03-5.15, 5.23-5.62, 6.84-7
.20, 7.23-7.37, 7.49-7.71, 7.78, 7.91-7.98, 8.21-8.29, 9.43,
w17 — 2

2—7=)/—-7— (4— {[9— (2, 4—-2)NFANYI)) —5,

6, 8, 9—-FbSERO-TH-FKFYRT[4 3 :4, 5]1rOoO/(
2, 3=b1EBYIY—T—A4)] AINKRZJ} ZTZ)b) —6—XF)—
9—{2—-[AFN (2, 2, 2=—bYZNFOTFIV) FI/] TFI}
—7, 9-bRA-8H-FY—8—-%> 2KV F)L7 OIS
LC—MS (A) R¥FFFE (4) :1.36;

MS(ESI, Pos.) : 782 (M + H)+;

TH-NMR(DMSO-dg) : &  1.86-2.03, 2.82-2.90, 3.01-3.07, 3.23-3.33, 3.4

3, 3.65-3.73, 3.96-4.04, 4.57-4.93, 5.24-5.61, 6.86-7.18, 7.23-7.37,
7.47-7.72, 7.80, 7.90-7.97, 8.22-8.28, 9.46,

EREBI7 —3

3— {8—-[2-7=))—-7— (4— {[9— (2, 4—-2)N4ORY
JIN) =5, 6, 8, 9-FhSERA-TH-EYR T[4 K6 3’ :4,
51EAn[2, 3—b]lEYYY—T—4)] AINKRZN} TxZ)b) —
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9—AI1 7
4—V%y

6 —XFN—8—FFY—-7, 8-S RA—9H-TFY>¥—
OEN}Y =56, 5=YUXFIN—1, 3—FFHV YIS —2,
LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.): 812 (M + H)+;

TH-NMR (CDCl,) : &  1.55-1,59, 2.03-2,09, 2.32, 2.84-2,95, 3.63-3,73
, 3.74-4,12, 4.03, 4.53-4.94, 5,19-5.60, 6.68-6.79, 6.86, 6.91-7.13,
7.35, 7.45-7.72, 7.83, 8.32,
[0582] #1519
2—y00—-7— (4— {[9— (2, 4—=y72)7xORVII)I) -5, 6
8, 9—FbSERO—7H-KEYR T[4’ , 3 :4, 5]KOO0[2
3=blEVIY—T—A)] ANKRZN} 72x=)V) —9—4q4vTFOE
W=6—XAFN—=7, 9=V RA-8H-FYv—-8—-Fv
SEH1 8 THEALALL— (3—rO007AEL) BIAKRY VIEREDK
HYIL, 2—3—-RFR7aRVERVWT, 2EH]1 8 L AKOBEEEITWV. L
TOMMEEZE T 2ERLEMER T,
TLC : Rf 0.39 (NFH Y EBRTFIL=1:2) ;
TH-NMR(CDCl3) : & 1.64, 2,11, 2.83-2.91, 3.64-4.18, 4.53-4.95, 5.20

-5.60, 6.67-6.80, 6.80-6.91, 6.91-7.05, 7.11, 7.37-7.71, 7.82, 8.32,
[0583] EJ#EHI8

7— (4—{[9— (2, 4—y)zx0O0RYY)) =5, 6, 8, 9—F
hSERO—7H-FEFYUK[4' , 3" :4, 5] OO [2, 3—b]lF
VO —T—AN] ANKRZNY 72x=)V) —9—4q4vVFOEN—2, 6—
VAFN—=T7, 99—V RO-8H-FY>—-8—-F>

SEZFI1 9 THRELLLEY BImg) ZDME (ImL) (TBFEL. Y
AFIAROFTY 39Img) RGY VEE=HY D LKEBEE (0.062m L, 2mol
/). [1, 17 —BER (P7zZIKRR74/) 7z0tV] X5 TT L
(1) YooYk Jryooxd vk (4.5mg) Z2MMA T, ¥4/09x
—TJREBZAWVWTT140CTIHEBR L, RISREZERICHEL TKE
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MA. MBI FITHHELE, SONACERBLEEKREST MY UL TG
%, BREBBLTELONAREE LS TATJIC (/00X FY 1 X4
J=Ib=9:1) THHETZZLILLY, UTOYHEEEZET 2EELEY
(B0mg) %S/,
LC—MS (A) GREFESE (93) :0.96;
MS(ESI, Pos.) : 608 (M + H)+ ;
TH-NMR((CDCL3) : & 1.64, 2.03-2.15, 2.67, 2.81-2.98, 3.70-4.17, 4.5
7-4.95, 5.31-5.61, 6.66-6.78, 6.81-6.91, 6.90-7.05, 7.11, 7.41-7.71,
7.82, 8.32,

[0584] =EHEfl9
7— (4— {[9— (2, 4—ooAO0RVYY)) =5, 6, 8, 9—F
hSERO-—7H-FEFYRKT[4’” , 3" :4, 5] ¢¥OO[2, 3—b] ¥

VO —T—A4AN] AR} TxZ)b) —9—AVFOEI—6—XF
W—8—F%Y—8, 9-YbRA—TH-FYY—2—HNKR=FYJL
SEF1 9O THELILEY (69mg) ZDMSO (ImL) IZiAfEL. N
, N, N=NDTFIL-1=-TH2T7X=9L F7=K (88mg) RU'DB
U (0.036mL) #iMXT100CT2RREBHLE, RIDREERICSHL
TKZEMZ. BFFETFITHE Lz, BONABREZEKRER SN VA
TEBRE BREBMBLTBOWAEREES Y AL 2O RN IS 74— (N
FYY I BBIFIL=33:67) TRETDII&ILLY. UTOWMEES
BT 5E2ELEY (64mg) EF1,
LC—MS (A) {R¥FEFRE (9) :1.23;
MS(ESI, Pos.): 619 (M + H)* ;

TH-NMR(CDCl,) : &  1.63-1.69, 2.15, 2.84-3.03, 3.69-4.10, 4.53-5.00,
5.22-5.61, 6.69-6.78, 6.77-6.90, 6.91-7.04, 7.11, 7.39-7.73, 7.82, 8
.32,

[0585] &2 O
XFI 4—[9— (2, 4—FAXARFIRVYII) —6—AFI—8—F
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FVY—8, 9-YbkbRO—TH-FYV>V—-T—-AN] RXVJT—F

SEP1 4ATHRELLEEY (120mg) ZTHF (GmL) &X4% /-
(5mL) ITERL, NEt, (0.043mL) RUBE%/SSTUY L—EMRE (
50%we t, 50mg) ZMAT. RINEEAREZKBANE#LL. EETI3EH
Bk, RISREES/ b (BRE) TRHHEL. B5NEL2RERTERE
LTUTOMMEEET 2IZRILEY (120mg) 5157,
LC—MS (B) fREFESE (93) :0.86;
MS(ESI, Pos.) : 435 (M + H)*;

TH-NMR(CDCl3) : & 3.77-3.84, 3.96, 5.18, 6.41-6.45, 6.45, 7.23, 7.4
6-7.53, 8.18-8.23, 8.64,
[0586] £E6]2 1
4—[9— (2, 4—FAPEIRVIII) —6—AFN—-8—FFY -8
9—YkbPrA—TH-FVv—T7—4)V] REFH
SEZF20THRELLLEEY (120mg) ZTHF (0.6mL) &X4%/—
o (0.6mL) ITAREL. 2NKBEEF M) DLKAKR (0.28mL) ZiIAT
FETIREBR L, RERIC2NIEEAMA TpHE 3REICELTE THE
BBIFIICTHHEL. BRBEHENBIEKTHES L, BHEBEEKRES +
)0 LTERE, BERRBELTUTOMMEEEE T 2Z86E% (106m g)
15T
LC—MS (B) {R¥FBFRE (4) :0.76;
MS(ESI, Pos.) : 421 (M + H)+,
[0587] &&H|2 2
7— (44— {[9—- (2, 4—>)AO0RVYY)) -5, 6, 8, 9—F
hSERO-—7H-FEFYURT[4’ , 3’ 4, 5] K¥OO[2, 3—b] K

VIV =T —A)] ANKZJ} FZx=)b) —9— (2, 4—I X BRFIAN
VIN) —6—AFN—T7, 9-VERO-8H-FY>—-8—-F>

BEHF1 5 TEELLEEMORDYICBSER 2 1 TEE LAY (106
mg) ZAWVT, 5E6]1 6 CAKOBREETV. UTOMEEEET B1Z
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[0588]

[0589]

Bibeaw (142mg) %/,

LC—MS (B) £r¥FFFME (%) :0.96;

MS(ESI, Pos.): 702 (M + H)+;

TH-NMR(DMSO-d¢) : §  2.05, 2,87, 3.61-4,09, 3.75, 3.83, 4.64-4.92, 5
.03, 5.24-5,61, 6.45, 6.61, 6.88-7.17, 7.23-7.41, 7.51-7.74, 7.94, 8.
25, 8.55,

HEFI2 3
7— (44— {[9— (2, 4—yz)40RY)) —5, 6, 8, 9—F

RSk ko—7H—-FYRKT[4 , 3" 4, 5] FFaoAa [2, 3—b] ¥

VO —T —A)] AR} TxZ)V) —6—XFI—T7, 9—YER

O—8H-FY>—-8—-%Y

ZEM22TRELLESY (142mg) ICH) T3 OFE (1.5mL)
EM)IFLYSY (0.16mL) ZNZAT8O0CT 1 6BFEEBIH L. RKiG
Wa=RA~RE L., BERREBKERERF M) D LKBREMA T, BFBRBTFILT
HE Lz, BSONEREBZENRIEKTHESER,. KBS NI Y LTE
BL, BERETSZ&ICLY., UTOMHEEEZE T EELLEY BImg
) %187,
LC—MS (B) fREFESE (93) :0.76;
MS(ESI, Pos.) : 552 (M + H)+,

EEFI1 0
9 RVIN—T7— (44— {[9— (2, 4= )AOXRVI)) —5,

6, 8, 9—FhrSERO-—T7H-FEFYURI[4 , 3 4, 5]FKool[
2, 3—blEYUIY=—T—AI)] AIVHKRZI} TT=J)) —6—XFJL—

7, 9—-SkRA—8H-FYv—-8—%v

BEF1 T TEELZLEDORDY ICBEF 2 3 TEE L LEWE.
4— (3—v0n7aElL) BILKRY VEBEORDLYIC (TOEAFIV)
RyEVERWT, 2E611 8 tRAKROERELZITV., UTODMUEEEZET S
EELEMEST,
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[0590]

[0591]

LC—MS (B) £R¥FFFME (4) :0.94;

MS(ESI, Pos.) : 642 (M + H)*;

TH-NMR (DMSO-dg) : §  2.01-2,08, 2.84-2.90, 3.59-4.01, 4.55-4,96, b.
14, 5.21-5,64, 6.84-7.10, 7.14, 7.29-7.45, 7.53-7.77, 7.94, 8.25, 8.5
9%

=R 1

7— (44— {[9— (2, 4—)zxO0RYY)) =5, 6, 8, 9—F

hSERO—7H-FEFYKR T[4 , 3" :4, 51 ¥¥OO0[2, 3—b]FE

IO —=T7 —AJI] BIAEAZI} Tx=)) —6—AXAFI—9—Tx=)L—

7, 9-SbRA-—8H-FYv—-8—%v

BEF)2 3TEEL/LEY (49mg) #DMF (0.88mL) IZARRL.

JxZROVEE (32mg) RUEY Ty (0.072mL) | BeEESE (1 1) (
18mg) ZMATERT24EIBIH L, RIDRICTVEZTKZMAT
EFEE T FILCHIE L. KRUBANRIEKTHSE L, BohiEGHMELEK
MBS MY U LTEREE BERBLBOWEBEELASTAITL
C (BfBBTFI) TRETZIZ&ICLY. UToMEELET 2ZELED
(15mg) %#F7,

LC—MS (B) fREFEFE (43) :0.94;

MS(ESI, Pos.) : 628 (M + H)*;

TH-NMR(CDCl,) : &  2.20, 2.84-3.00, 3.73-4.11, 4.57-4.97, 5.32-5,62,

6.68-6.79, 6.81-6.92, 6.92-7.03, 7.11, 7.42-7.51, 7.52-7.76, 7.83, 8
.32, 8.62-8.69,

SEH|2 4
2—XF)I—2—7O/8=J)L (3R) —3— {[2— (RUIITFTZ))

—6—AFN—-5—=bO0—4—-FE)IIVZJ)] FI/)} —1-ERYIY
HIRFLZ—h

2, 4—-2900-6—XFJI—-5—-—=hrOEYIYY (1.5g) #THF
(30mL) ICAEL. OCTDIPEA (1.9mL) &2—XF)—2-70O
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[0592]

[0593]

NR=)b (3R) =3—F3I/)—1—-ERYIYVAILKRFLS—h (1.59)
OTHFE®E®KR (10mL) ZiMAk, OCT2REBHE. =ERETHREER®HL
oo RIGBREFHBEIFILTHRL TKEAMBIBKTERRE L, BBREZWR
BRI LTEEL, REBBLTIELNZEREEZY Y AL OT K
TS574— (NFHYY EBIFIL=9:1->1:1) THR&ELL, B5h
f-ibat (400mg) #THF (10mL) (IS8 L. DIPEA (0.21mL)
E1T—TJzZ) XS YFTIY (0.13mL) #MATEET2E[BH LA,
RIEREHBETF I THRL TKERMBRKTES L, BRELZRE
TR LTEEL, BRERELEONEREZ Y ALY NS
T4— (NFHY  BBIFI=4:1->3:2) THETZZEICLY,
UTOYHEZE T 5FEBEW (B03mg) ZiF71,

TLC : Rf 0.45 (ANFH Y : BFFBBTFIL=7:3) ,

5E{F)2 5

2 —XFN—2—-7FO/)NN=J)y (3R) —=3— {[B6E—-F3/)—-2— (R¥

IWTI/)) —6—AFN—4—-EVIVN] FI/)} —1-ERYIY
HIiRFSS—b

SEF1 1 TEELLEEMORDYICSEF 2 4 TEE LAY (300
mg) ZAWVT, 3E611 2 LAKROBRELETV. UTOMEEEET 51Z
ElaY (2715mg) %Gk,

TLC:Rf 0.35 (B> >7 NH (BR&) . BRI FIL) .
HEZF| 2 6

2—XFN—=2—-FON=)b (3R) =3—-[2—- (NVINTI/) —
6 —XFN—8—FFY—-7, 8- RO-9H-FYY—-9—-A )] —
1 —ERYIVANRELS—

BEF 2 TEELLEEMORDYICBEH 2 5 TEE LAY (275
mg) ZAWVT, 5&611 3 LAKOBRELETV. UTOMNEEEET B1Z
Biba® (19mg) #5875,

TLC:Rf 0.25 (x> VY7 NH (FER#) . BT FI) ;
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"H-NMR(CDCl5) : &  1.40-1.48, 1.72-1.89, 2,33, 2.49-2,76, 3.43-3.62,
3.90-4,.38, 4.58, 5.18-5.30, 7.27-7.38, 7.69,

[0594] =1 2

[0595]

2—XFN—=2—-FON=)b (3R) =3—-[2—- (NVINTI/) —

7— (44— {[9— (2, 4—y)40RVI)) —5, 6, 8, 9—F

RSk ko—7H—-FYRKT[4 , 3" 4, 5] FFaoAa [2, 3—b] ¥

o =T —4)] AINK=ZI} TZxz=)) —6—XFIN—8—FFV-—-17

8—JERO—9H-—ZY>Y—9—A)] —1—"FERYIVAILKREIS

— b

SEHI1 STHRELLEEMORDYICSER 2 6 TRELLELEYMER
WT. BRI 4->5E611 5>5E6]1 6 ERKOBEZITV. UTOY
MEXET EELLEYERT.

LC—MS (A) GREFESE (9) :1.20;
MS(ESI, Pos.) : 840 (M + H)*;

TH-NMR(CDCl3) : &  1.40-1.51, 1,71-1,82, 1.84-1,94, 1.97, 2.29-2.48,
2,55-2,77, 2,88, 3.60, 3.72-4,21, 4,36, 4.52-4,97, 5.21-5,62, 6.68-6
.79, 6.80-7.00, 7.10, 7,22-7.26, 7.27-7.41, 7.47, 7.60, 7.82, 8.32,
SEZH|I2 7
4—XF) 1— (2—AFN—2-—F/=)l) 4— (2—-/0O00—-6
—XFN—=—8—AFY—-7, 8=V RO—9H-FYY—9—-q)l) —1

4 —ERVIVIANRFIS—Fh
BEFT1THWET — (2, 4—IXPMFITIII) X9V TIVD
KHYICA—XAFIL 1— (2—XF)—2-TOn=)L) 4-F7ZX
1, 4—ERYISVALRFIS—RERWVWT, 3EF1 1->8EH1 2>
SEZH1 3 EARDOEBEZTWV. UTOMHEZE T 2EELEM =BT
TLC : Rf 0.60 (NFH Y (FFBBTFIL=1:4) ;

TH-NMR(CDCl3) : &  1.47, 2.21-2.36, 2.51, 3.07-3.23, 3.29-3.56, 3.76

l/

, 9.25-9.49,
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[0596] BE4|2 8

4—XFN 1= (2=—XFh—2-—FaN=Z)y) 4- (77— {4—-1T (
NyINAFRY) AIARZN] TxZ)} —2—-/00-—6—XF)—8—
AXY -7, 8-V RAO—9H-TV>—9—-A4)V) —1, 4—_ER)Y
YIUANKRESS— b

BEF)1 3TEEL/ZLEDORDY ICBERF 2 7 TEEL/LEY (195
mg) ., [4— (ArFTHLRZN)TZ7zZL] ROVEEOKDYIC {4
— [ Ry FFY) ANKRZL] 7zZ)V ROVEEERWT., BEH|
14 EREROBEEITV. UTOYHELZET 2EE(LEY (8Bmg) %25
1o
TLC:Rf 0.30 (B> Y>7 NH (BRE) . NFH Y EBIFIL=3
1)

TH-NMR(CDCl3) : &  1.48, 2.07, 2.24-2.39, 3.10-3.23, 3.44-3.60, 3.64

-3.75, 3.78, 5.40, 7.35-7.51, 8.21-8.27,

[0597] S£H(2 9
4—AF) 1= (2=—AF)—2-FO/N =) 4-— (2—-F=Y/)—
7—{4—-[ (NVINAFY) AIRZI] T )b} —6—XFIL—8
— A%y —7, 8=—VERO-9H-FYY—9—4J)l) =1, 4—-ERY
SUTANRESS— |
SEF I THRELALEEMORDLYICSER 2 B THRELZIEEY (30m
g) ZAVT, ERFI1 ERROBELZITV. UTOYHELZET 2EEL
a4 (382mg) %R/,
TLC:Rf 0.28 (B> Y>7 NH (BRE) . NFH Y HBIFIL=7
: 3)
TH-NMR(CDCl,) : &  1.46, 2.01, 2.25-2.38, 3.14-3.29, 3.48-3.60, 3.65

-3.77, 5.40, 6.91, 7.03, 7.28-7.54, 8.22,

[0598] ZfEf]|1 3
4—XFI) 11— (2=—AXF)—2-JaNz=J)) 4—-—[2—F=1))—
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7— (4—{[9— (2, 4—y)zx0O0RYY)) =5, 6, 8, 9—F
hSERO—7H-FEFYUK[4' , 3" :4, 5] OO [2, 3—b]lF
VO —T—AN] ANKZN} TZxZ)) —6—AFN—8—FFY -7
8—YkrRO—9H-TFY>Y—9—q)l] -1, 4—-ERYIVIHIR

Foo5—=+
SEF29THELELEY B0mg) ZTHF (1.5mL) &X4%/—JL
(1.5mL) IBEEL., 5%V L —EMRE 50%we t, 30mg) %
MZT. RGBEREKFEAERL, ERT2HERHLEL, RBEEZES
1~ (BR#) THEL. o3 ERzRERELL, TNEDMF (2m
L) ICBfRL. &Ef2 TRELLEEY (15mg) &ENEt; (0.023mL
). HATU (24mg) ZMATERT2RKEBIK L, RIGKRZKTHR
L. FBTFICHE L7, BONERBEMBY /XU LTEEL,
BERMEL TRONLEERBEEZS VATV IORKNTZ 74— (NFHY (B
BIFI=2:3->3:7) THRHETZIEILLY, UTOYHEEEZET S
EELEY 33mg) 2Bk,
LC—MS (A) ®EFEERE (93) :1.27;
MS(ESI, Pos.): 884 (M + H)*;
TH-NMR(CDCLl3) : &  1.42-1.54, 2,04, 2.24-2,44, 2.82-2.96, 3.16-3.32,
3.48-3.61, 3.66-4.17, 4.54-4,94, 5,26-5.56, 6.69-6,78, 6.79-6,99, 6.
99-7.08, 7.11, 7.27-7.39, 7.40-7.69, 7.75-7.87, 8.27-8.35,
[0599] 22413 O

2—AFN—2—T0O/R=Z)y 9— (2, 4—-I7)AORVT)/) —5—
AbhF -5, 6, 8, 9—FhSERO-—TH-KFYURKT[4 3’ :4
51 o0 [2, 3—b]EVIY—T7—HILKRFIS—F

ZEF1 TRELAELEW 20mg) EFMNSIFILFVEZDL p—
MLIVZIVRR—bF (1206mg) X%/ —JL (20mL) IIBAELE, K
SEAERE L (FKAEERER : PMC350—0.2A, 12m A, B : h—KRY
Jx)Uh BBIE: BEiR) . SOoBH L, RINRICHHERT FILZMAT
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[0600]

[0601]

BirL, MELEERZ A5 LA, 2REZBEREL TEONLEEEY )
ATNIAINT ST 14— (ANFHY BT FIL=4 : 1) THRETZC
L&Y, UTOYHEEZET 2ZELEW (9.8mg) ZF1,

TLC : Rf 0.28 (ANFHY (FEBETFIN=3 : 1) ;

TH-NMR(CDCL;) : &  1.42-1,54, 3.20-3.47, 3.53, 4,08-4.45, 4.55-4.68,
4,.73-5.10, 5.37-5.54, 6.69-6.78, 6.83, 6.90-7.15, 7.94, 8.31,
5#F)3 1

2 —XFN—2-—70O/)NZ)y 99— (2, 4—=-o7)A0RVYI)) —5—
ERkO¥>—5, 6, 8, 9—-FhrSERO-—T7TH-F)Y)RKR[4" K 3’

4, 5100 [2, 3—b]lEBYIY—T—HIKRFIS5—1
SEZFI3SOTHELLEY (9.8mg) &1, 4-IFFH2 (0.16mL
) IR L, K (0.040mL) &4 —XFIRYEYZIVKRVEEKY (0.87
mg) ZMATERTA4BEEEBR L, RISRICKZMA THE T F /L TH
HU. SONEEREZEKREB S ) DL TRIE L, BRE%RBILERE
LTEBLNBREETLIRSTATTLC (NFHY (BRI FIL=1: 1
) TREL. UTOMHEZET 2EELEM (9.0mg) =5k,

TLC : Rf 0.38 (ANFH Y (EFBATFIL=1:1) ;

TH-NMR(CDCLs) : &  1.49, 3.47, 4.11-4.31, 4.76-5,09, 5.36-5.55, 6.71

-6.87, 6.95-7.13, 7.13, 8.01, 8.32,

S2EH|3 2

9— (2, 4—-vnrxO0RVI)N) =6, 7, 8, 9—FTh5SERO-5
H-EFYKR[4 3 :4, 5]¢¥OoO[2, 3—b]l¥EYIV—-65-—F

—J
SEPH 31 THRELLEEY 9.0mg) 220 XA% Y (0.4mL) I
BEL. M) T7ILAOEE (0.2mL) A TOCTO OB LE, Rik
RICEAMREKERST M) U LKERZMATHBRIFILTHEL, SNk
EHBABKRES N VALTRELL, BRELZRTBREL. UToMkt
ExBT5ZEBELEY b.1mg) =B,
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TLC:Rf 0.22 (/OQXFY : A5/ —)I=9:1) ;
TH-NMR(CDCL;) : &  3.04, 3.28, 3.75-4.01, 4,91, 5.19-5.52, 6.68-6,87
, 6.97, 7.12, 7.99, 8.31,
[0602] {53 3
2—AFN—2-—7ON=)l (3S8) —3—{2—spOO0—-7—[4— (
AMESAHIARZI) Tz )] —6—AFIN—8—-FFY—-7, 8-k
RO—9H-FYY—9—-AN} —1-EXRYSVHIRFLS—|
SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
CVANKRFLS—MORDYIZ2—AFIIL—2-FONZ) (38) —
3=T7I/—-1-ERYIVAHILRFLS— NEEAWVT. 5EH3 >5E4H
4 >5EZH L EAROBIEEZITWV. UTOYMEEBEET 2EELEMERL

(o)

TLC : Rf 0.35 (ANFH Y FFBRTFIL=2:1) ;
TH-NMR(CDCLg) : &  1.47, 1.61-1.81, 1.82-1.90, 1.95-2,03, 2.09, 2.43
-2.61, 2.68-2.86, 3.59-3.75, 3.93-4,00, 4.07-4.29, 4,43-4,54, 7.49, 8
.23,

[0603] ZE4I3 4
XFN 44— {2—2-00-9—[(38) —1— (2, 2—-IXF)p 70
El) —3-ERYTIZJN] —6—AFN—-8—-#FY—-8, 9-Yk RO
—TH-=F)V =T AN} RVITFT—}
SEZF) T TEE L LAMORDLY ICEEF 3 3 TEE L LEaMERWV
T, BEHI8 >5EHIO L ARDBEZETWV. UTOWMHIEEZET HEEIL
EMEBT,
LC—MS (A) GREFESE (93) :0.96;
MS(ESI, Pos.) : 472 (M + H)+,

[0604] &#5]3 5
XFN 44— {2-F=))—-9—-[(38) —1— (2, 2—IXFNF
OEL) —3—-EXRYTVZ)] —6—XFIN—8—FFY—-8, 9-VEKR
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[0605]

[0606]

O—7H—ZYy>—7—A4J)} RV F—L

BEZF)9 TEME Lt AMORHLYICBERF 3 4 TEELbEY (1.49
) ZRAWT, ERAI EEROBEEZTV. UTOYMEELET 2EE LS
# (1.1g) %/,

LC—MS (A) GREFESE (9) :1.01;

MS(ESI, Pos.) : 529 (M + H)+*,

ZE|3 6
4—{2—7=)/)—-9—-[(38) —1— (2, 2=XFNFOEI)
—3—ERYTVZJN] —6—AFN—8—FFY—-8, 9=V RO—-TH
— TV =T —4)v} REER 1I1GMHIE

SEF3I S THELLLEY (106mg) ZTHF (2mL) [IBE@EL. T
MSOK (57mg) #MATERTOONEAE LA, RIGKRICA NIB{LKZE
1, A= UF XY URBRMATRBEL. UTOYMEEELET 2ZBLEY (
1M0mg) =B,

TLC:Rf 0.35 (¥ /OOAFY : AH/—IL=9: 1),
=HEE1 4

2—F=-))—-7— (4= {[9— (2, 4—I0z40RVYTI)) —5—
EROf>—5, 6, 8, 9—FhSERO—T7H-KFYR[4" 3’

4, 51 oo [2, 3—blVEYIY—T—AJ)] ARV} Tz=)b
) —9—-[(3S) —1—= (2, 2=YIXFNFOEN) -3 -—EXRYI=
W] —6—XAFN—7, 9—-YbRO-8H-FYv—-8—-FY

BEZF) 2 TEE L LAMORHY ICEEF 3 2 TEE L /2bEY (B.1m
g) &. 3EHI6 THELALELEMORDYICSEHI3 6 TEIELILEW
EAWT. 367 EABOBREETV. UTOMMEELET 2ZELEY
(6.8mg) %1F/,

LC—MS (A) {R¥FBFRE (9) :1.06;

MS(ESI, Pos.): 812 (M + H)*;
TH-NMR (CDCl;) : &  0.86-0.90, 1.73-1.81, 1.85-1.93, 2.01-2.06, 2.08




WO 2024/053650 180 PCT/JP2023/032418

-2.21, 2.29-2.53, 2.75-2.94, 3.23, 3.46-3.72, 4.11-4,21, 4,25-4,45, 4
.63, 5.07, 5.28-5,67, 6.68-6.78, 6.86, 6.98-7.12, 7.16, 7.34, 7.48, 7
.63-7.88, 8.00, 8.34,
[0607] 2E#13 7
2—XAFN—2—TON=)) 3—-[ (2—F7=)/)—-5—-—=pO—4-—-F
DIVZN) PEI)] —1-ERYIVANRFIS—F
2, 4—-r/nOo-5—=—hOEYIYY (48g) ETHF (40mL) IZ

BEL, 2—XFL—2—-—7anzZ)l 3-FI/)—-1-ERYIVALR
55—k (5.0g) EDIPEA (8.5mL) OTHF&® (10mL) %0
CTMAl, OCTIRERHELLE. RI&RICT=Y Y (2.3g) &DIP
EA (8.5mL) ODR&EREZMA. ERTOHREBK UL, RIGREZEEETF
WEXS/—ILDRER (1 : 1) THERL., £ELEMEMZELIRTE &
Y. UTOMtEEET 2 E2BLEYM (5.99) 287,
LC—MS (A) GREFESE (9) :1.27;
MS(ESI, Pos.): 415 (M + H)+,
[0608] 2£413 8
2—XFN—2-—TONR=Z) 3=-[(B=FZ/)=2-F=-))—-4—-F
DIVZN) PRI/ —1-ERYIVANEFIS—F
SZFI3 T TRELLEY (1.0mg) ZDMF (100mL) (AL,
5%/INSTUL—EMRE 0%we t, 280mg) #MAT. RIGESRA%
KREABHL, ERTOREBE L, RIGKRZESA ~ (BRE) T8
L. PREFBIFILEAFHUORER (3 :7) THRL., KEBENR
BKTHEFE L. BONLARBAEKME T N) 7L TREL., RIEENE
T22EIELY. UTOYMHEEZET 2EEILEY (680mg) %1575,
LC—MS (A) {REFBER (4) :1.00;
MS(ESI, Pos.) : 385 (M + H)+,
[0609] B£413 9
2—AFN—2—-FaO=)p 33— (2-F=)/)—-8—-FFY—-T7, 8—
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JERO—9H-TFYY—9—4)l) —1-ERYIVAIRESS5—F
SEH1 2 TEELLEEYMORDY ICSEH I3 8 TEIE L1LEY (3.7
g) ZAWT, &E611 3 L EROBEZTV. UTONHEEZET EF&E
e (1.7g) %87,

LC—MS (A) GREFESE (93) :1.00;

MS(ESI, Pos.): 411 (M + H)+,

[0610] &2%14 O
2—AFN—2—TONR=Z)y 3—{2-F=V)—-7—[4— (XbFY

ANVARZN) Fx=)] —8—AFY—-7, 8=V RO-—9H-F)>—
Q—AJ} =1 —ERYVIVAIRFLS—F

SEF1 3THELLIEEMORDYIZSER 3 9 THRELLLEY (1.6
g) ZAWVWT. &EH1 4 ERAKOBEZTV. UTOUMHEEEZET 21FE
It&4 (690m g) %1F7,
LC—MS (A) {R¥FEFRE (9) :1.20;
MS(ESI, Pos.) : 545 (M + H)* ;

TH-NMR(DMSO-d¢) : &  1.42, 1.46-1.59, 1.80-1,89, 1.94-2.03, 2,68-2.8
3, 3.46-3.69, 3.90, 4.01-4.19, 4.27, 6.93, 7.28, 7.76, 7.81-7.86, 8.1
1-8.15, 8.31, 9.55,

[0611] BEH|4 1
4—[2-F=0)/)—9— (1= {[ (2 AFN—2—-TO/8=JL) AF
2] AIRZI} =3 —ERYTI =)L) —8—FFY—-8, 9-—YkRO—
TH=FY>—7—4 )] REER
SER S THRELLEEMORDLYICSEH 4 O TERELLEEY (686m
g) ZAWVT, BEHI6 ERAKROBELITV. UTOYHELZET 2EEL
&Y (356mg) EEB,
LC—MS (A) {R¥FEFRE (9) :1.16;
MS(ESI, Pos.) : 531 (M + H)+,

[0612] &&H14 2
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2 —AFN—2—TONR=)y 3—-[2—F=V/)—-7— (4— {[9— (
2, 4—v)zxORVI)N) =5, 6, 8, 9—FhrSERA-TH-F
JR[4’ , 3 4, 5100 [2, 3—b]lEYVIY—T—A4)]H
ARV} 7x=J)) —8—FFYV—7, 8-k RO—9H—-F)>—9
—AN] =1 —ERYVIVAIRFLS—h

BEF 6 TEELEEWORDY ICSEF4 1 TERELIEEY (207m
g) ZRAWVWT, BEHT ERAKOEFZTV. UTOMEEZET H1FEL
& (287Tmg) =/,

LC—MS (A) GREFESE (9) :1.28;

MS(ESI, Pos.) : 812 (M + H)*;

TH-NMR (CDClg) : &  1.43-1.53, 1.64-1.77, 1.83-1.95, 1,99-2.04, 2.55
-2.69, 2.72-2,96, 3.69-3.86, 4.09-4.37, 4.49, 4,55-4,93, 5.25-5.59, 6
.68-6.79, 6.81-6.89, 6.90-7.00, 7.02-7,13, 7.35, 7.51-7.70, 7.83, 8.1
1, 8.32,

[0613] &&K]4 3
2-7=-)/)—-T7— (4—{[9— (2, 4—-o)40RVI)I) =5,
6, 8, 9—FbSERO-TH-KEYRT[4’ 3’ :4, 5] o0 [
2, 3-b1BEBYVIY—T—A)] AINKRZJ} 7Zx=J)V) —9— (3—F
RYI=Z)) =7, 9=V RO-8H-FY>r-—-8—F> 2igkeiE
SEZF|4 2 TRE LG (17T0mg) X%/ —J)b BmL) ZMAT
BmBL. 4NBLEKE T, 4—IAFH VAR (1.0mL) ZNATEET
2B L, RINEZREL T, UTOYMEEEET 2ZEILEY (167
mg) Z#Fr,
LC—MS (A) GREFESE (9) :1.02;
MS(ESI, Pos.): 712 (M + H)+,

[0614] EfEHI1 5
2—7=Y/)—-7— (44— {[9— (2, 4—-S)xaxVI)/) —5,
6, 8, 9—FbSERO-TH-KEYRT[4 3’ :4, 5] OO/
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[0615]

2, 3—-blEYUSY—T—A4)] AINKR=ZL} Zz=)) —9—[1— (

3, S=UXFINTFIN) =3 -EXRYI=Z)V] =7, 9—YkRO0—8H

— 7Y —8—H#

SEHA4 3TRELLLEEY (14mg) 270X 4 Y (1.0mL) ITA
L., 3, 3=IAFNLTHFT—I (18mg) &) TFEMFIKFEELKRD
FFMUDL Bmg) ZMATEERTA4FERBE L, RIGRZKSL.
BAFREEKERT MY D LKBRENMA T, FFBRTFIL CTHIHZR. BEEBEEXK
ERIFIRIBK TS Lz, MAKBMEBT MY DLTREL, BERBELTEL
NEFRBES)ATNIATRTZT74— (NFH Y EBIFIL=1:1
=0 :1) THRETZIELITLY, UTOYHEEZET 2EELEY (4.9m
g) =57,

LC—MS (A) {REFBER (4) :1.15;
MS(ESI, Pos.): 796 (M + H)*;

"H-NMR(DMSO-d¢) : &  0.91, 1.50-1.67, 1.80-1,93, 2,05-2,19, 2.82-2.9
9, 3.14-3,32, 3.63-3.75, 3.79-3.89, 3.95-4,07, 4.58-4.93, 5.26-5.67,
6.93-7.10, 7.11-7,18, 7.28-7.37, 7.51-7.81, 7.94, 8.20-8.39, 9.54, 9.
60-9. 75,

EHEFI1 5 — 1

7— (44— {[9— (2, 4—o)AONRYII)) =5, 6, 8, 9—F

hSERO—7H-FYRT[4’ , 3" 4, 5]FKaa[2, 3—b] K

VI —T—AN] AIERZIY Zxo)b) —9—[1— (2, 2= XF
LroEl) —3-—ERYYZN] —2—- (2-EYIZNFTI/) =17,
9—YkRkAO—8H-FYv—8—%Fv

SEFITTHWETZY VORDYIC2-TI/EYD V%A, Eiefil
S5THWES, 3—UXAFILTHIFT—IORDYICENLTILTE REFEW
T. BEBI3 7T ->5%E613 8 >5EH13 9 >5EH|4 0->5EHF|4 1 >8E
B4 2>5EH|4 3>ERHEH1 5 ERAKROEELZTV, UTOYHEEET
EBILEMEST,
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LC—MS (A) £R¥FFFE (4) :0.96;

MS(ESI, Pos.) : 783 (M + H)+;

TH-NMR(CDCl;) : &  0.84-0.91, 1.75-1.85, 1.93, 2.08-2.24, 2.32-2.52,
2.82-2.98, 3.15-3.25, 3,70-4.16, 4.41, 4,54-4,94, 5.24-5.60, 6.50, 6
.64, 6.68-6.79, 6.85, 6.89-7.00, 7.11, 7.42, 7.51-7.73, 7.83, 8.07, 8
.17, 8.29-8.34, 8.41,

[0616] ZEfEHI1 6
2—7=)/—-7— (4— {[9— (2, 4—-o)NF4ORVI)) —5,
6, 8, 9—FbSERO-TH-KEYRT[4 3’ :4, 5] OO/
2, 3=b1EYIY—T—AN] ANKZI} =)L) —9—[1— (
3, 3—UAXAFINTHIAN) —3—ERYI=Z)] -7, 9—SkRO—
8H-—TF)>—8—-F>

SEZF|4 3THRELLEEY (10mg) &3, 3—IUAFITHIVE (4.4

mg) #DMF (0.5mL) (TA#EL. DIPEA (0.021mL) EHATU
(9.7mg) ZMATERTIHEEBRLE, RISRZHEBTFILTHRL.
KERBMBIBKTHE L, BRES KRBT M) D LATEZRE., BEE
BLTEOKERBEEY YA LIORMNIS 74— (ANFHY BRI F
L=1:1-20:1) THEETZIEICLY, UTOYtEEET 2 2E
&Y (7.6mg) &1,

LC—MS (A) fREFEEAE (&) :1.23;

MS(ESI, Pos.): 810 (M + H)*;

TH-NMR(CDCLl5) : & 1.08, 1,91-2.02, 2.05-2,12, 2.28-2.38, 2.56-2.77,
2.80, 2.86-2.96, 3.04-3.65, 3.71-3.88, 3.69-4.09, 4.40-4.55, 4.56-4,
97, 5.23-5.62, 6.68-6.79, 6.79-6,99, 7.00-7.14, 7.35, 7.50-7.72, 7.83

, 8.12, 8.32,

[0617] EHI1 7
2—XFJ)—2—7ON=)l (3S) —3—[2—F7=Y)—T7— (4—

{[9— (2, 4—=y)4AO0RVI)) —5, 6, 8, 9—Fh35EKRO
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—7H-FYRT[4’ , 3" 4, 5]7¢¥OO[2, 3—b]lEYIv—7
—AJ)] DK=L} Zz=)) —8—FFY—7, 8-V RO—9H—
TV —9—A4)] —1-KEayYIvhIRFLS—§

[1£64]

SEPI T THW 2 —AF)L—2-7OnRZ)l 3-TFI/—-1-ER
VO VALRFLYS—RORDYIC2 —XFI—2—-7O/=)L (39)
—3—=73/-1-EQVYUVAILRFIS— EAVWT, BEHI3 75
EZH3 8>5%%13 9>5EH4 0>5E614 1 >5EH| 4 2 - EAROBE
TV UTOYHEE2E T 2 BERBLEMESFT,

LC—MS (A) R¥FBFE (4) :1.21;

MS(ESI, Pos.) : 798 (M + H)+;

TH-NMR (CDCl,) : &  1.43-1,54, 2,05, 2.23-2.36, 2.82-3.01, 3.43-3.59
, 3.69-4.15, 4.56-4.93, 5.07-5.22, 5.23-5.60, 6.67-7.00, 7.02-7.15, 7
.35, 7.56-7.69, 7.82, 8,12, 8.32,

[0618] SfEFI1 8
2—XFJ)—2—7O/=)l (3S) —3—[2—F=Y)—T7— (4—

{[9— (2, 4—=y)4AO0RVI)) —5, 6, 8, 9—Fh35EKRO
—7H—-FYR[4 , 3 :4, 5]roAa[2, 3—b]EYT—7

—A)] AIKRZIN} =3 =T)074A07x=J)V) —8—FFV—-T7, 8=-%
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ERO—9H-TY>Y—9—4)l] —1-EOYVIVHIRESS—F
SZFI3 T THRWEE2 —XFL—2-7ONRZ) 3-FI/—1-ER
VIO VALKRFYS—hORDYIC2—XFI—2—-7O/R=Z)L (39)
—3-72/-1-EOQVSVALKRFYI— E, BEFLO0THWE [
4— (ARFTHILRZN)Z7zZ)L] ROVEBORDYIC [3—270F0—
4— (AMFPAHLRZIV)Z7zZ)] ROVEBERWT, 8&H3 7 >5%
B3 8>58EHI3 9>5EH4 0>5EH14 1 >5EF4 2 ERAKROEBREE
TV UTOYHEEZEY 2EELEYERBT,

LC—MS (A) GREFESE (9) :1.24;

MS(ESI, Pos.): 816 (M + H)*;

TH-NMR(DMSO-dg) : &  1.36-1.50, 2.19-2.35, 2,70-2.93, 3.61-3.77, 3.8
3-3.93, 3.94-4.12, 4.66, 4.91, 5.01-5.19, 5.30-5.39, 5.44-5.59, 6.89-

7.00, 7.01-7.16, 7.23-7.36, 7.47-7.57, 7.59-7.72, 7.73-1.79, 71.97, 8.
19-8.27, 8.28-8.38, 9.54-9.63,

[0619] Z=mEEI1 9
2 —XF)=—2-—JO/8=), {(3—[2—F7=Y)—T7— (4— {[9—

(2, 4—o)L4AaRVI)) —5. 6, 8, 9—F K NSERO—7H-—
FYR[4 3 4, 5]rKoof[2, 3—blEYISY—T—4JL]

AINARZNY Fx=)b) —8—AF%Y—7, 8-V RO—9H-F)>—
9—A )] FOEL} H—/X—F

SZFI3 T THRWEE2 —XFL—2-7ONRZ) 3-FI/—1-ER
DIOVANRFIS—bDORDYIC2—XFI—2-TO/L =)L (3—7
2/70Bl) A= A—FrERWT, 2EH13 7->8EH3 8 >5EH3
9->8ZfF|4 0>8EH4 1 >5EH4 2 L EROBEETVL. UTOYE
ExET2EELEMERT,

LC—MS (A) GREFESE (9) :1.27;

MS(ESI, Pos.) : 786 (M + H)* ;

TH-NMR(DMSO-d¢) : &  1.36, 1.89-2,01, 2.80-2.88, 3.02-3.09, 3.64-4.0




WO 2024/053650 187 PCT/JP2023/032418

7, 4.56-4.92, 5.28-5.65, 6.84-6.95, 6.98-7.18, 7.25-7.37, 7.48-7.84,
7.94, 8.20-8.29, 9.57,

[0620] &ZH14 4
2—XFJ—2—7ON=)l 4— (2—F7=1))—8—AFXY—T7, 8—

JeERO-9H-—ZFY>—9—AJ) —1—EXRYIVAIRFIS—K

SZFI3 T THRWEE2 —XFL—2-7ONRZ) 3-FI/—1-ER
DI VANRFIS—hDORDYIL2—AFIN—2—-7ONRZ) 4-T73
J=1—EXRYIVAIRFESS—MEAVWT, 3EH37->5EF38->
SEHI3 9 LEAKDEEETV. UTOMMHEELET 2EBLEYMERT,
LC—MS (A) GREFESE (93) :0.94;

MS(ESI, Pos.) : 411 (M + H)+,

[0621] &&614 5
2—F7=Y/)—9—[1— (2, 2=IXFNFOEIL) —4—-ER)I=

V] =7, 9—-YkRA-8H-FYv—-8—-Fv

SEZF) T TEE L LAMORDLY ICEEF 4 4 TEE L& ERW
T. BEFI8>BEH 9 LAKROEELZITWV., UTOWMHEEET 21Z&EIL
EMEBT,

LC—MS (A) GREFESE (9) :0.77;

MS(ESI, Pos.) : 381 (M + H)+,

[0622] EHEHI2 O
2—F7=Y/)—-7— (4— {[9— (2, 4—-S)zxOVI)) —5,
6, 8, 9—FbokRO—7H-FYRT[4’ 6 3’ :4, 5] kOO0 [
2, 3-b]EBYIY—T—A)] AIKRZIV} —2—XFINTzZ)V) —
9—-[1—-(2, 2=UXFNFOEN) —4-—ERYIZ)] =7, 99—
JeRO—8H-TF)>—8—AY 2 YIINAOFRKE

BEF)3 9 TEE L /LEHDORDY ICBEF 4 5 TEE L {LEWE.
SEFAO0THWE [4— (X MF2HILARZI)Z7zZ)V] ROVEBORD
YIZ [4— (AMFPHILRZIV)—2—AFILT7 )] RAVEBZRWT
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« BERL 0->5ER 4 1 >5ER4 2 EEROBFEZTVL. BHEHPLCH S
LERHTZIEICLY, UTOYEEZET 2BRBILEW LR,

LC—NMS (A) REFESE (2) :1.13;

MS(ESI, Pos.) : 796 (M + H)+;

"H-NMR (DMSO-dg) : &  1.01-1.14, 2.03-2.28, 2.82-2.91, 3.04-3.10, 3.1
4-3.22, 3.29-3.35, 3.66-3.74, 3.90-4.09, 4.53-4.92, 5.28-5.63, 6.89-6
.97, 7.00-7.16, 7.25-7.39, 7.42-7.60, 7.63-7.70, 7.71-7.79, 7.97, 8.1
8-8.29, 8.66-8.91, 9.38-9.52,

[0623] &E%14 6
2—AFN—2-—ON=)l 4—-— [ (b—FZX/—6-—00—-4—-FY

SVZN) FPII)] -1 -ERYIVANRFYS—h

77XV (38.5g) &E2—AFN—2—-T
O/R=Z) 4—72/)-1-EXRYIVAIREIS—h (6.4g) #N, N
—VUXFILTERTIRK (LUF, DMAEBRET R E&EDH B, ) (18mL
) ICAfEL. DIPEA (7.4mL) #ZMAT120CT1 7818 L
RBREERIODH L., KEeMATELEREEAF TV EHBIFILOR
R (1 :1) THREL, PERT B2 &ICEY. UTOYEEEZET 2EE
Itet (4.49) =HBT,
LC—MS (A) GREFESE (9) :0.91;
MS(ESI, Pos.): 328 (M + H)*,

[0624] &EH|4 7
2 —XF)—2-—7JO/N =) 4— (6—49O00—-8—FFY—-7, 8-

4, 6—r/7O0O0-5-EYIIY

ERO—9H-TY>Y—9—qJ)l) —1-ERYIVAHIRESS5—F
BEF1 2 TEELLEEMORDY ICSEH4 6 TEE LAY (4.4
g) ZAWVWT, BEHl1 3 EAKOBIEEITV. UTOYMEELET 21EE

e (4.49) =871,

LC—MS (A) {R¥FBFRE (4) :1.00;

MS(ESI, Pos.) : 354 (M + H)+,
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[0625]

[0626]

[0627]

221414 8
6—o00—9— [1— (2, 2=IXFNFOEN) —4-EXRYTIZ)L
1 -7, 9—SkRAO-—8H-FY>—8—%Y
SR T TEELLEEMORDY ICBSER L 7T TEE LEEMERL
T, BEH8>SEN9Q L RAKROBIEEITV. UTOMHEZET 2FEL
EMEBT,
LC—MS (A) {REFBSFR (4) :0.73;
MS(ESI, Pos.) : 324 (M + H)+,
S2Z614 9
6—s0O00—7— (4— {[9— (2, 4—=y72)FORVIII) —5, 6
., 8, 9—F bSO —7H-FYR T[4’ ,6 3’ :4, 5] KO0 [2
L, 3—blEYIY—T—4)N] ANKRZI} TZx=)) —9— [1— (2
2—IAFNTOEN) —4—ERYIZ)] =7, 9—YkRO—8H

—F)—-8—-F>

BEF)3 9 TEE L /LEHMOR DY ICBEF 4 8 TEELILEMER
WT, BEHI4 0>BEH4 1 >8EH4 2 EEROBIEETV. UTOY
HEEET 2IERILENE R,

LC—MS (A) {R¥FEFRE (9) :1.01;

MS(ESI, Pos.): 725 (M + H)*,

=HE2 1

7— (44— {[9—- (2, 4—>)AO0RVYY)) -5, 6, 8, 9—F
hSERO-—7H-FEFYURT[4’ , 3’ 4, 5] K¥OO[2, 3—b] K
VI —T—AN] AIERZIY Zxo)b) —9—[1— (2, 2= XF
o) —4-—EXRYY )] —8—FFY—-8, 9-YErRO—-7H
— TV =6 —HIR=bYII 2+ T)FOFRIE

SEH4 9 TEE LAY (20mg) #DMSO (0.4mL) (ML,
N, N, N—=hYTFI—-1-T4H272=9L >F7=F (Ilmg) RV
DBU (9.3mg) #iMAT100CTSREBRLA, RINEEZERICAHH
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[0628]

[0629]

LTKEMA, BFBRTFITHIL L/c, BONBREZEKRET M)
LTEER, BERNEL TEONLEEZEMRAPLCAS LBRT B &IC&
Y. UTFOMHEZET 2RELEY (7.6mg) 257k,

LC—NMS (A) REFESME (2) :1.00;

MS(ESI, Pos.): 716 (M + H)* ;

"H-NMR (DMSO-dg) : &  1.06-1.11, 2.05, 2.77-2.91, 2.91-3.05, 3.29-3.3
4, 3.57-3.74, 4.00-4.07, 4.53-4.93, 5.13-5.65, 6.94-7.22, 7.26-7.43,
7.56-7.79, 7.89-8.06, 8.33, 8.70-8.97,

ZZF50
9— RN —6—vOoO0—7, 9—kRO—8H-—-ZFYvy—8—FV

4, 6—r900-5-EYIIYYFTIV (1.0g) & (1Y TFH—hHX
FI) RyEy Blimg) OTHFEKR (10mL) ICAYYL 2—XF)
—2—-TJ%/5—bk (1.6g) ZMA. ERTA4REBRLL, RIBKRZEOT
IREAL. 1NERE G4mL) ZMATERTI OQBH L, £ULTH
MEKRUANFHVERBIFILORE®R (1 1 1) THEL, LTOWHE
ExBT5ZERLEY (966mg) %Fi,

TLC : Rf 0.45 (ANFH Y (BRI FIL=1:1) ;
TH-NMR(CDCl3) : &  5.11, 7.29-7.36, 7.45-7.54, 8.30-8.45, 8.51,
HZ{5]5 1

6 —FI/)—9—-ANRYI)N—7, 9=k RA-—8H-FYv—8—FY

SE5)5 O THREL{bEY (B.99) #DMF (B0mL) ITBML. 7
ftF bV L (1.9g) #9012 T7 0CT 1 6EFEE#RL. RIGKREERIC
WAL, KZEHNATS700X49 > THE LE, SoNBRE %K &8
BEKTHESEL. EBKRES N YLTHERLE, BRELHTEREL. &
LNEBRBEEMTBEEAFHUVORER (1 :4) THEL., 2 LE,
Bohr-teY (3.56g) #THF (20mL) ITAREL. MUXFIEKRZAT 4
¥ (13mL, 1.0mol/ L, THF®®&., ) ZIMAT70CT1 6hs@EEBIFL
foo #RITTK BmL) ZREVRICINA T, 70 CT2EEH L. RIGK
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ERWEL. BONALREBEEZYEI VATV AS LA NI ZT7 10— (K:
FErMZRMYI=9:1->1:9) THRHEL. UTOWMHEELET Z&EL
a4 (1.09) %157,
LC—MS (B) fREFEFE (4) :0.53;
MS(ESI, Pos.) : 242 (M + H)+,

[0630] EHEHI2 2
6—TZI /-9 RVIN—-T— (4= {[9— (2, 4—22)zx0O0rRY
YI) —5, 6, 8, 9-FhSERO—TH-KEYRT[4 6 3’ :4,
5100 [2, 3—b] EYVYY—T—A4)V] AIKRZI} TxZ)b) —
7, 9-SbRA-—8H-FYv—-8—%v
BEF)3 9 TEE L/LEHORDHY ICBERF S 1 TEELILEYMER
WT, BEHI4 0>BEH4 1 >8EH4 2 EEROBIEETV. UTOY
HExE T 2EBLEMER,
LC—MS (B) fREFEFE (43) :0.90;
MS(ESI, Pos.): 643 (M + H)*+;
TH-NMR(DMSO-d¢) : &  2.77-2.88, 3.65-4.04, 4.63-4,90, 5,00-5.09, 5.2
7-5.61, 5.93-6.11, 6.90-7.18, 7.23-7.42, 7.44-7.68, 7.92, 8.14-8.18,
8.19-8. 26,

[0631] £H5 2
2 —AFN—2—T0ONRZ)y 9— (4—-F7/)—=2—-)0AONRVII)
—5, 6, 8, 9—FhrZSkRO-7H-FKFYURT[4  , 3 :4, 5]FK
oo [2, 3—blEYIYY—T—ANKRFTYS—+|

2—XF)—-2-7ONRzZ) 5, 6, 8 9—-FrSkRKO-TH-F

R[4, 3 4, 6] OB [2, 3—b]l EYYY—-T7—hHILKRF
o5—h (CAS: 1354801—-07—2, 820mg) & 4— (yOOx
FIV) =3 —7FARVYV =K (560mg) ZDMF (8.2mL) IT&
Lk, RISREKSL., KFREF )DL (60%/35F7 14 71 ILBEBR
. 144mg) ZMAT. S30EB® LA, RIGRICHIBILT VY EZV LKEA
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BREMATEEL. BRI FILTHE L, SoNERBEZHMEBIEKT
o Uik, KM N)DLZMATEZEL, REREL TELNE
BEID)DATNIORMN IS T4 — (NFHY BFBIFIL=67 : 33)
TRETZIEICLY., UTOYHREZET 2FELEW (1.3g9) %=Ek,
TLC : Rf 0.40 (ANFHY (BRI FIL=2:1) ;
TH-NMR(CDCls) : &  1.47, 2.81, 3.75, 4.51, 5,52, 6.83-7.06, 7.10, 7.
39, 7.82, 8.27,

[0632] &5 3
3—)040—-4— (5, 6, 7, 8—FhSERO-9H—-FKFY R[4’
, 3 4, 5]KO0[2, 3—b]lEYIVY—9—AINAFI) RV
— by 2iGEEIE
SEPL 2 THRELLEEY (1.3g) 248/ =)L 2mL) IZBMEL.
4NBILKEKR T, 4—VFFFUER (7.8mL) ZMATERT4S 0518
Bl RBRERBBULMTBEAZRAWTHESEL, 2T 22 &IC&Y. U
ToMEEEET HEELLEY (1.19) %25k,
TLC:Rf 0.39 (/OO XFY : AH/—)L=9:1) ;
TH-NMR(DMSO-dg) : &  2.99, 3.40-3.56, 4.37, 5.61, 6.99, 7.18, 7.59,
7.93, 8.02, 8.26, 9.76,

[0633] ZE4I5 4
2—XFN—2—-7ON=)y 4—[2—y00—-7— (4— {[9— (4

— 7/ —2=—7)FORVYI)) =5, 6, 8, 9—FbSERO-T7H
—FYRT4’ , 3 4, 6517KOA[2, 3—b]EYIY—T—4)L
1 ARV} Zx2)b) —6—XFIN—8—AFY -7, 8-V RO—
OH—TYY—9—AN] =1 —ERYIVAIKRFLS—h

SZF)5 3 TEE LB 872mg) &5EHI6 TERE L& (97
6mg) #DMF (10mL) (IJAfEL. DIPEA (1.4mL) &HATU (1
1g) ZMATERT2RERBR L, RIGRICEMKREBKERS M) D LK
BREMAT, BFBBTFI THE L, BREZKEEMRIEKTHESEE.
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HAKREBFT M) VLATREBELTRERBELL, BohEEZ Y ATILY
AY M S574— (NFHY BEBBIFIL=1:3) TRETZII&ICLY
. UTomtEEET 2EBLEY (1.09) 287,
LC—MS (A) fREFEEAE (&) :1.26;
MS(ESI, Pos.) : 776 (M + H)+;
TH-NMR(CDCl3) : &  1.45-1.55, 1.76-1.92, 2.11, 2.53-2.69, 2.78-3.00,
3.69-4,11, 4.24-4,42, 4.47-4,94, 5.31-5,67, 6.89-7.00, 7.14, 7.28-7.
36, 7.37-7.73, 7.85, 8.31,

[0634] ££{|5 5
4— [ (7—{4—-—[2—/O00-6—XFJ—8—FFY—-9— (4—F
RYT=ZJ) =8, 9=k RO—TH-FYr—7—4)L] RV A}
-5, 6, 7, 8—FhSERO—9H-FYRT[4” , 3 :4, 5]F

OO [2, 3—b]lEYIY—9—4)l) XFI] =3 =40V =
UL 2iEReiE

SE[S 4 TEE LILEY (324mg) %1, 4—TUAFHY (0.32mL
) £2=70//—J)L (0.97mL) ZMATAEMRL. I5IC4 NEIELKRS
1, 4=IFFH VR (1.6mL) ZMATERT 1 KEBH L, RIGK
EMTBETHRL. HMELWMT D &iCkY, UWTOMMEEEET 2
EELAY (280mg) %187,

LC—MS (A) GREFESE (93) :0.94;

MS(ESI, Pos.) : 676 (M + H)+,

[0635] &5 6
4—{[7-—(4—-—{2—p0O—-9—[1— (2, 2=UXFNFOEL
) —4A—ERYIZN] —6—XFN—8—-—FFY—-8, 9-YkRO-—7
H=FY)>Y =7 AN} RVJA)) =5, 6, 7, 8—Fhr5ERO-9
H-FYKR[4 6 3 4, 5]K¥OoO[2, 3—b]l¥EYIY—9—4

L] XFI} =3 —2)LxaaxvV=rYJ)L
2[5 5 TEEL/tEY (280mg) #DMF (2.8mL) ITAEAEL.
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[0636]

NEt,; (0.16mL) #MMAL, FONLEERIC. ENILTILTER (169
mg) &EFEE (0.23mL) . MU TPEMFIKFRERTIFRFRM) DL (250m
g) ZMATERTIHNEBR L, RISRZKD L. SBFMKEKERS M)

D LKBBREMA o NFYVEEBRIFILORER (3 1 7) THHEE.

EREEZRMNKEEKEST MY D LKBEREKTHEL, BKREFN) DL
TEBELE, BERBELT/ONLEEEBEEZS Y ATSNL /AT M IS T 14— (
2LtV 7 NH (BRE) . AFYY ERgIFIL=3:1->0:1)

TRETDIIEILLY, UTOMMHEEZET 2EBLEY (230mg) %18k
LC—MS (A) GREFESE (9) :1.02;

MS(ESI, Pos.): 746 (M + H)*;

TH-NMR(CDCl3) : &  0.90, 1.62-1.80, 2.13, 2.41-2.50, 2.65-2.80, 2.85
-3.01, 3.70-4.12, 4.43, 4.50-4.92, 5.34-5.66, 6.94, 7.14, 7.27-7.36,

7.39-7.72, 7.85, 8.31,

=i 2 3

1 - - {7— (4—- {[9— (4—->F7/)—2—-2)FONVI)V) —
5,6, 8, 9—-FbSERA-TH-KYR[4 3’ :4, 5] ¥EA
Of[2, 3—b]lEYVSY—T7—A4N] AIVHKRZJ} TZx=)b) —9— [1

— (2, 2=IXFFOEN) —4—-ERYIZJN] —6—XF)—8—
AXY -8, 9—VbRA—TH-TV)>—2—-A4)L} Jx=)V) ¥o0F

O/8Y LR VER
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[1£65]

5EF5 6 TRELAIEEY (B5%0mg) #NMP (7.7mL) ([TBE#EEL.
1—[3— (4, 4, 5, 5=FhrIXFI—1, 3, 2-UFFHROS
v=2—4)) 7zz=N] vraFanvAHLRVEE (63Tmg) . ) VEE=
AUDLKER (LImL, 2mol/L) . [1, 17 —EX (¥TxZINKRT
/) 7z0vY] ASTYTL (L 1) PO R yoooxsy vk (1
20mg) ZMATYA /00 I—JEBZAVWTI140CTIHRERKLE
o RISREZBIOANN%, BRI FILCTHERL TKEMA L, BONhAH
BaKEBAMBIRKTHSEL., BKREF M) D LTRRE L, BEREL
TEONEEREBEEZY VAN IS0 40— (BEBBITFIV - X5/ —)
=1:0-4:1) THETZZEICLY., UTODHEEET 2EBLE
¥ (215mg) =5,
LC—MS (A) GREFESE (9) :1.07;
MS(ESI, Pos.): 872 (M + H)*+;
TH-NMR(CDCl,) : &  0.94, 1.34-1.42, 1.68-1.82, 2.11-2.26, 2.51, 2.88
-3.03, 3.75-4.11, 4.48, 4.54-4.91, 5.33-5.65, 6.93, 7.14, 7.27-7.33,
7.40-7.70, 7.85, 8.31, 8.39, 8.45,

[0637] EfEHI2 3 — 1
1—- B {7-(4—-{[9— (4—>F/=2—=—)Lx70xVI)/) —
5, 6, 8, 9—FhSERO—7H—-KYURT[4’ , 3’ :4, 5] KO
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[0638]

0[2, 3—b]l]EYUYY—T—A4)] AIAR=ZI} TZz=J)) —9—[1

— (2, 2—IXF)N7AEN) —4—FERYI=Z)L] —6—XAF)—8 —

XY -8, 9 - RO—T7TH-—JY>v—2—4J)L} 72xz=)\) >ya7J

A HILR B

1—[3— (4, 4, 5, 65—=FhrIXFI—1, 3, 2-IFFHRO
Sv—2—4J)) Z7x=)] ¥or/aFanvALRYBORKHDYICT - [3
— (4, 4, 5, 5—FFSAFIN—1, 3, 2-YFFHROSV—2—
AI) 2] oA TYVHILKRYVEEERWT, EiEH 2 3 &FEFkDIE
EETW™. UTOYHEEZET 2EBLEYMEFT,

LC—MS (A) fREFEEAE (&) :1.10;
MS(ESI, Pos.) : 886 (M + H)*+ ;
TH-NMR(CDCl3) : &  0.94, 1.73-1.84, 1.90-2.01, 2.08-2,23, 2.45-2,55,

2.61-2,70, 2.87-2.99, 3.00-3.08, 3.74-4.15, 4.40-4,52, 4,54-4,93, b,
32-5.69, 6.89-7.02, 7.14, 7.27-7.33, 7.39-7.56, 7.65, 7.86, 8.30-8,34
, 8.47,

HEF5 7
3—)a0—-4— {[7— (A—F—KRVYA)) =5, 6, 7, 8—
FThSERO—9QH-—FKFYRT[4’ , 3’ :4, 51 KOO0 [2, 3—b]

EUSY—9 -] XFI} RXT=pRY

SEFS STHELIEEYW (1.29) &4 —3—FREER (960mg)
#DMF (24mL) I8 L. DIPEA (3.0mL) &4— (4, 6—IX
h¥o—1, 3, B—RNYPIY—2—AJ) —4—AFLEILK)Y—4
—q49L 7054 K (LU, DMTMMEBREET D &WHD, ) (2.1g
) ZMATEERTA4 00BH L, RIGKRICKZMA T, BT FIL THH
Lic, BEEBAEKTHRE®R. 1YYV M5 T3/ (BRE) &L
. BonfkAaRERE L, BBEANF YV EHBIFILIORER (2 11
) THEL. UTOMMHEZE T 2EELEM (1.69) &5k,

LC—MS (A) R¥EFESFRE (93) :1.20;
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[0639]

[0640]

MS(ESI, Pos.) : 537 (M + H)+ ;
TH-NMR(CDCLl3) : & 2,87, 3.64-4.06, 4.40-4.88, 5.28-5.66, 6.92, 7.09
-7.25, 7.27-7.34, 7.40, 7.72-7,88, 8. 30,
2215 8
IFN 5—F73/-2—y00-6-—[ (1= {[(2—XFN=—2—-7F
O/8=J)b) %] ARV} —4—-EXRYIZ)) PI/] —4-FEY
SVVANRESS—h

2—XF)—2-7O0/NZ) 4—TFZ)-1-EXRYIVAHAILRFTS
— bk (1.0g) & IFI B5—-FI/—-2, 6—Ys/O00—-4-EYIIY
AIVRFPS—b (2.2g) #DMA (bmL) AL, DIPEA (1.1m
L) ZMAT. 100 CTHREB/IL LI, BRI THINE. RISKICKZ
ATHBIFITHE L, AREBZREREL. SOoNLEEZY VAT
oo by 74— (NFHY CEBEIFIL=1:1->0:1) THHET
ZEICEY. UTOMHEZE T 5ZFEBLEYW (1.69) %Gk,
LC—MS (A) R¥FBFE (4) :1.10;
MS(ESI, Pos.) : 400 (M + H)*+ ;
TH-NMR(CDCLl3) : & 1.34-1.44, 1.46, 2.03-2.15, 2.93, 4.04-4,29, 4,43

, 5.30, 5.52,
SEH|5 9
ITF)N 2—2700-565—-[4—- {[9—- (4—->F7/)—2—-)FON
vIN) =5, 6, 8, 9—FhSERA-TH-KEYRKR[4” 6 3’ :4
51an[2, 3—b]lEYYY—T—A4)] HIKRZJ} TZxZ)b)
73] —6-—[ (1= {[(2=XFh—2-TO/8=)V) #F*>] H)
Ao} —4-ERYIZN) PI)] —4-EVIVVANKRFLS—F
SEHIS T TERELLIEEY B0mg) &B5EFS 8 THELLILEY (
400mg) IC1, 4—TAxHY BmL) ZMATAELE, TOBARIC,
Rt L (489m g) K UXantphos (116mg) . Pd, (dba) ;3 (92mg)
EMA e, RGBESRPZERELRE. 100CTA4REBRLE, RDKE
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ERIHHIL. KEMATHBIFILTHE L, BEEZRERBEL. &
LNEFRES)ATNIAT KT ZT74— (NFHY BRI FIN=7 :
3-0:1) TRETZC&LICLY., UTOMMEEZET 2ZERILEH (110
mg) %57,

LC—MS (A) {R¥FEFRE (9) :1.26;

MS(ESI, Pos.) : 808 (M + H)+,

[0641] B£H16 0 (EfEFI2 3 —A)

IFN 2—o00—-7— (4= {[9— (4—-F/)—-2—-7)bz70O0~NY
YI) —5, 6, 8, 9-FhSERO—TH-KEYRT[4 6 3’ :4,
5100 [2, 3—b] EYVYY—T—A4)V] AIKRZI} TxZ)b) —
9— (M- {[ (2—XFN—2—-T0O/NZ)V) AF>] AILKZI} —4
—ERYTZ)N) —8—FFY—-8, 9-VERA-TH-FY>—-6—-%5
IWRFLZ5—h

SEHL 9 THELLEEY (1MM0mg) ZTHF (1.1mL) IZEfEL.
CDI (4mg) &DBU (BImg) ZMATERT20908BI Lk, kit
WICRINIBIE 7 Y EZ D LKEMATHEB I FILTER L, BoN/-EH
Bz, BAFIRILTVEZDVLKTHESEL, BERBELTEONLEEZY )
ATZNIAINTS T 40— (NFHY EBERIFIL=1:1->0:1) TH
HE22EIC&Y,. UTOYHEEZET 2ZELEW (40mg) =5k,
LC—MS (A) {R¥FEFRE (9) :1.28;

MS(ESI, Pos.) : 834 (M + H)* ;

TH-NMR(CDCl;) : § 1.26, 1.47-1,55, 1,80-1.94, 2.54-2,72, 2.78-3,01,
3.73-4,08, 4,09-4,16, 4,24-4,92, 5,37-5.68, 6.89-7.00, 7.10-7.17, 7.
29-7.70, 7.84, 8.31,

[0642] 6 1
IF)N 2—pO00—7— (44— {[9— (4—-—2F)—2—7)LFORY
J)IN) =5, 6, 8, 9—FhSERO-TH-KYR[4 3’ :4,
51EAn[2, 3—b]lEYYY—T—4)] AINKRZN} TxZ)b) —
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9—-[1—-(2, 2=YXAFNFOEN) —4—-ERYI )] —8—FF
V=8, 9—YERA-—TH-FYY—6-—HNERFLS—+

BEF)5 4 TEE L/ LEHOR DY ICBERF 6 O TEELbEMER
WT. BE6I55>8EH5 6 EAROBEETV. UTOYHEEEET S
EELEMESTT,

LC—MS (A) {R¥FEFRE (4) :1.08;

MS(ESI, Pos.): 804 (M + H)* ;

TH-NMR(CDCl;) : &  0.86-0.96, 1.22-1.29, 1.69-1,83, 2.14, 2.41-2, 51,
2.65-2,81, 2.84-3.02, 3.73-4.08, 4.38-4.92, 5.31-5,65, 6.89-7.00, 7.
13, 7.27-7.37, 7.37-7.68, 7.85, 8.30,

[0643] ZEf6 2

IFN 77— (44— {[9— (4—>F/)—2—)bz70VI)) —5,
6, 8, 9—FbokRFO—7H—-FYRT[4’ 6 3’ :4, 5] OO0 [
2, 3—bl1 VIV —T—AJ)] HINARZJV} Tx=Jb) —9— [1— (
2, 2-UXFNFOEN) —4-—ERYTZJ] —8—FFV—2— {[
4— (hYZ)A0XbFy) 72xZ)] PI)} =8, 9—-YkRO-—7
H=-FYV>Y—6—AILERESS—F

5EZF)16 1 TRELEEY (150mg) ICDMF (1.bmL) & kLT Y
(1.5mL) ZMATAEMRL., ILIC4— (M)oAOX b FY) 7)Y
(50mg) RUKBtEI VL (182mg) . Xantphos (22mg) . EFEg/5 Y
DL (4.2mg) EMAx. BREBEHASTI100CT 1 RBEBRLL, RINEE
ERICAALAK. KEMATEHBIFICHELL, BEELRTRMEL
BonhiEEESYASNLORMN S 74— (EXV )27 NH (7
mE) AFHY EBIFIL=1:1->0:1) TRETIEICLY,
LTFOYHtEEET 2ZELEYW (160mg) %57k,
LC—MS (A) {R¥FEFRE (9) :1.20;
MS(ESI, Pos.) : 945 (M + H)+,

[0644] B£15]6 3
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[0645]

7— (44— {[9—-@A4—->F/—2—-)0A0RVYI)) =5, 6, 8,
9—FhSERO—TH-KEYRT4” , 3" :4, 5]FK¥Oon[2, 3—
bl EYVYY—T7—AN] AR} FzZ)) —9—[1— (2, 2—
VAFNTOEN) —4-—EXRYT )] —8—AFY—2— {[4— (b
YoNAOAREY) Jx=)N] PR/} —8, 9—YkRO—T7TH—-FY
V=6 —HIKRVEE

5256 2 TEE LAY (150mg) #THF (3mL) (AL, O
CICAIM L, TIATMSOK (34mg) #MATOCT 2@\
o RISRICANIBILKE 1, 4—IAFYVBAREMATHAL., BERE
T32EIELY. UTOYMREEZET 2EELEY (120mg) 21575,
LC—MS (A) GREFESE (9) :1.02;

MS(ESI, Pos.) : 917 (M + H)+,

E=HEF| 2 4

7— (4— {[9— (4—2F7/)—2—2)0A0RVI)) —5, 6, 8,
9—FbSERA-TH-KEYRT[4 3’ :4, 5]¥F¥Ooa[2, 33—
bl BV —T7—AN] BRI} 7)) —9— [1— (2, 2—
DAFNTOEN) —4-EXRYY )] —N—-bEROX>—-8—HAFY —
2— {[4— (b2 AOXEXY) Tz )] I/} =8, 9—-YEk
FO—7H-FY>—6—HIKRFHIR 2t 7))L O08RBRIE
5E5)6 3THRELLEY (25mg) ZDMF (0.5mL) (B L, D
| PEA (0.023mL) &TFJI AR/ 2OUF—bk (8.9mg) ZMA
TERTIODBH LA, ILIC2— (PR /4%Y) 7> RO—-2H-
S>> (16mg) ZMAT1 ONBIR L, RIGKRICEAFIRKEEKERF M) D
LIKBREMATEHBRIFITHEL., BBEZRERELL, BOoNIE
BEAY /= (0.25mL) ITBML. 4 NEILKR/ 1, 4—UFFH VB
R (0.12mL) ZMATER T3 OB LE, RIGKRZRERIEL. 55
NEFHBEVHEHPLCAS LBEET D2 &Ik Y. UTOYEEE T 2EE
e (1img) #57k,




WO 2024/053650 201 PCT/JP2023/032418

[0646]

[0647]

LC—MS (A) R¥FFFE (4) :1.02;

MS(ESI, Pos.) : 932 (M + H)+;

TH-NMR(DMSO-dg) : &  1.00-1.13, 1,99-2,22, 2,79-3,02, 3.02-3.24, 3.5
4-4,07, 4.46-4,91, 5.36-5.77, 6.90-7.23, 7.23-7.71, 7.71-8,02, 8.15-8
.31, 8.62-8.99, 8.99-9.25, 9.68-9.86, 10,94-11, 11,

S2E2%|6 4

2—XFN—2—-Fa =) (38) =3-[(B=F7=2/—-2-—-400

—4—-F)IVZI)N) PR/]1 —1-EAVIVHIRFIS—b
2—XF)—2-7O=)L (3S) —-3—-F7I/—-1-EOUTvAH
WRFTLS—b (1.0g) &, 2, 4—r/00-5-EYIYVT7IY (5
0g) aDMA (35mL) (ZfEL. DIPEA (11.6mL) ZMAT. 10
OCTHREEBH L, BRI THINE, BRI FITREEBREZFRL. B
B 1 NEEK SBMERIEAKTIRRES L, BAKERES M) D LTRIE
L. BERBLTEONEEREZS DAL/ NS T74— (B2
7 NH (B&Rf) . AFYY HBIFIL=3:7->0:1) THEHRY
B2ZEICE&Y. UTOMMHEZRT 1FELEW (5.49) &R,
LC—MS (A) R¥FESFRE () :0.88;
MS(ESI, Pos.) : 314 (M + H)*,
220565

2—XF—2—-—FONR=)) (38) —=3—-[(2—vB0BO-5—- (T[4
— X bFIHIKRZIVY) Tx=)V] FI/)} —4—-E)VIIZ)V) PI)
1 - 1-ayYYhIRFSS—F

ZEZH6 4 TERELILEW (B.4g) &4 —F—FLEEFBAFI (5.4
g) ICFEAKDME (B0mL) ZMATAMB L, TOBERIC. KBt L
(11.1g) XUXantphos (1.2g) . Pd, (dba) 5 (937mg) ZMMA Tz RIS
BEPLEERENRE. SOCTHRERBH L, RISREZEREETHRAL., A
IO MASL T/ (ERE) EBLTRBEWERE L, 2HER
BLTBONhEEEE YA LIOT NI S 74— (B2 U7 NH
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(fERE) AFYY EBIFL=3:7->1:1) TRETZ&ILL
Y. UTOMMEEEZR Y 2RELEY (5.29) 2R/,

LC—MS (A) fR¥sBSfE (99) :1.13;

MS(ESI, Pos.) : 448 (M + H)+,

[0648] 2156 6

[0649]

2—XFJ)—2—7O/=) (3S) —3—{2—vpopo—-7—[4— (

AFIAHIKRZIN) TJx2)0] —8—FAFY -7, 8= RO-9H—
TYV—=9—q)} —1-EaYIVHIRFSS—F

SEZ/|6 5 TRELLLLEY (5.2g) ZTHF (82mL) (I3 L. CD
| (3.8g) &DBU (1.7mL) #mMA TERT1BEB®H L, RERIC
BINBIL 7 VEZVLKEMATHBRIFITERLE, BONEKEZE
BRI 7Y EZ D LKEBMBIEKTES L. BERBBT D &ICLY.
LTFoMHtEEE T 21E8EaY (6.09) 2575,

LC—MS (A) {R¥FEFRE (9) :1.18;
MS(ESI, Pos.) : 474 (M + H)* ;

TH-NMR(CDCl3) : &  1.49, 2.22-2.36, 2.75-2.94, 3.42-3.58, 3.73-3.87,
3.89-3.96, 3.97, 5.12-5.22, 7.63, 8.21-8.27,

SZH16 7

4— {2-400-9—-[(38) —1—={[ (2=XFN—2-—Fa/=
W) AFS] AR} =3 -¥KAOYTY )] —8—-FFY—-8, 9—-¥
ERO—TH-FY>V—T7 -4} REER

SEF S THRELLEEMORDHLYICSES 6 6 TERELKEEY (400m
g) ZAWVT, BEHI6 ERAKROBELITV. UTOYHELZET 2EEL
&1 (420mg) %57,

LC—MS (A) {R¥FEFRE (4) :1.08;

MS(ESI, Pos.) : 460 (M + H)+,

[0650] &£4516 8

2—XFJ)—2—7O/N=)L (3S) —3—[2—4poO—7— (4— {
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[9— 4—>F/—=2—7)FORVVI)) =5, 6, 8, 9—F b5k
FO—7H-FEFYRT[4 , 3" :4, 5]¢¥OO[2, 3—b]lEUIY
—7—AN] AR} TxZ)) —8—AFY -7, 8=2kRO—-9
H=FU>—=9—-AN] —1-KEayUYYYvALRFLS—F

BEH 6 TEELLEEMORDYICBSER 6 7T TEE LEEMERL
T. BEHS 4 EAKOBREETV. UTOMUEEAET ZEELLENEE
1o

LC—MS (A) GREFESE (9) :1.21;

MS(ESI, Pos.): 748 (M + H)*;

"H-NMR(CDCl3) : &  1.46-1.52, 2,31, 2,85-2,97, 3.50, 3.75-4.10, 4.45
-4.91, 5.19, 5.40-5.66, 6.89-6.97, 7.14, 7.27-7.35, 7.42, 7.46-7.58,
7.61-7.73, 7.85, 8.20, 8.31,

[0651] &6 9
2—AFN—2—-FO =)y (38) =3—-[7— (4— {[9— (4—

P/ —2—)FaNyYI) =5, 6, 8, 9—F Sk RO—TH-—
EYyrRT[4” 0 3" 4, 51¢¥AB[2, 3—blEYYY—T—4)]
HIVR=Jt Fx=)y) —8—FAFYV—2— {[4— (bD)7)IAOXPF
) TNl TSI/ =7, 8=VERA-9H-FYY—-9—Aq)] —
1OV hALRESS—§

5256 1 TEEL/LEHORDY ICBEF 6 8 TEELILEWER
WT, BE616 2 EROBEETV. UTOYHEEELET 2ZEELEYE
Bl
LC—MS (A) {R¥FEFRE (9) :1.30;

MS(ESI, Pos.) : 889 (M + H)+,

[0652] ££H|7 O
3—ohAO0—4— ({7—-—[4— (8—FA*%Y—-9—-[ (3S) —3—-FE
oY)y ] —2— {[4— (bY)INAOXREY) 7z )] X/}
—8, 99—k RA—TH-FYY—T—A)) RVVA)] =5, 6, 7
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, 8—FhSERO—9QH-FYR[4 , 3" :4, 5]¢¥Ooo[2, 3
— bl EBYIY—9—AJ} XFI) RV

S5EH6 O THELILEY (B56mg) X4/ —) (4.0mL) ITARE
L. 4 NIBIEKER 1, 4—IAFH VAR (1.0mL) ZNMATERTALE
EiRE L, RIGKRICEMKEBKERT M) 7 LKEREZMATHAL., Big
IFILTHE L, BREZRNRIEKTREE,. BREBBEIII&ICLY
UTOMHEZE T 2EFEBLEHW (B00mg) =771,

LC—MS (A) {R¥FEFRE (4) :1.08;

MS(ESI, Pos.) : 789 (M + H)+,

[0653] =jEHI2 5
S3—NA0—4— ({7—[4— (9—[ (3S) —1— (XFIRIIK
—)) =3-KOoYv-i] —8—FFV—-2— {[4— (b)7A0OX
) 2xz=)]1 FZJ)} =8, 9=V RA-—TH-FY>Y—T7—-4)
) RYYJAN] =5, 6, 7, 8=FhrSERA—-9H-FKY R[4’ 3
P4, 51RO [2, 3=b1EYTYY—9—AJ} AFII) RV =
UL bY )L OFEREIE

BEH T OTEELLILEY (15mg) #DMF (0.15mL) AR L.
DIPEA (0.010mL) &XH YV RIVKAVEEEAKY (4.0mg) ZMATE
BT 1BREBR L, RIGEAFEIPLCH S ABEET 22 &ICd Y, UTO
MEEEET 2EEEEY (1Tmg) 287k,

LC—MS (A) {R¥FEFRE (9) :1.28;

MS(ESI, Pos.): 867 (M + H)+;

TH-NMR(DMSO-d¢) : &  2.29-2.41, 2.68-2.82, 2.82-2,93, 3.01, 3.38-3.5
1, 3.65-3.80, 3.80-3.88, 4.47-4,93, 5.15-5.30, 5.38-5.75, 6.66-7.08,
7.09-7.19, 7.31, 7.36-7.82, 7.85-8.00, 8.17-8.34, 9.79,

[0654] EHEfI2 6
S3—NA0—4— ({7—[4—- (8—FFY—-9—-[ (38) —1— (
3, 3, 3=k 7NaA0O-2, 2-UXF)FOEN) =3 -KOYT=
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W] —2— {[4— (hYZ)AOXPFY) JxZ)] 7X/} =8, 9
— e RO—TH-T)>—T7—4)) XJA)I] =5, 6, 7, 8—F
hSERO-—9H-—KEFYURT[4’ , 3’ 4, 5] K¥OO[2, 3—b] K
VIV =9 —AJ)} XFIN) RV kY 2 b 7)A OFRIE
BEH T OTEELLILEY (15mg) #DMF (0.15mL) AR L.
3, 3, 3=RKYoNaAO—-2, 2=UXFNFOENL MUTZILAOXS
VAIERF—h (26mg) DI PEA (0.033mL) #1A T, 60CTI1
TEsEBIE L, RIDGRZZERIODA L., KZMATHERIFILTHELE
s EMEZRMEL UEONLRELYMEPLCAS LIBRTZZ&ICLY. M
TOYMHEEET 2ZEELEY (4.9mg) &/,

LC—MS (A) {R¥FEFRE (9) :1.15;

MS(ESI, Pos.): 913 (M + H)*+;

TH-NMR(DMSO-d¢) : &  1.20-1,37, 2.81-2.94, 3.60-4,05, 4.51-4,95, 4.9

8-5.31, 5.34-5.77, 6.96-7.25, 7.27-7.37, 7.41-7.80, 7.80-7.91, 7.91-8
.05, 8.18-8.40, 9.62-9, 84,
[0655] &E{FH|7 1
2 —XFN—2—-70O/NZ)y 9— (4—700—-2—2)bx70XVT))
—5, 6, 8, 9—FbrSkRAO—-—7H-FKFYURT[4 , 3 :4,  5]FK
oA [2, 3—b]lEYYY—T—HIKRFYS—F
2—XF)—-2-7ONRzZ) 5, 6, 8 9—-FrSkRKO-TH-F
R[4, 3 4, 6] OB [2, 3—b]l EYYY—-T7—hHILKRF
55—k (CAS: 1354801—-07—-2, 50g) & 1— (FOEAF
V) —4—sO00-2—-7)4aRvEY B.1mL) #DMF (50mL) (C
B LT, RIGERZKBL. KRIETFTMNIYDL (60%/XF57 14 0 F1ILEE
R, 878mg) ZmMAT. 1EB®H L, RIGKRICEFELT Y EZD LK
BREMATERHEL, BRI FITHE LA, SOohEEREZBMNRIEK
ThHd Lk, BKMEF M) DLZMATEZEL, REREL TELNL
BEEZYATNLIATNTIZT4— (NFHY BT FIN=9:1) T
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BRI EICEY, UTOMMEEEET 21ZELEY (6.99) 52187,
TLC : Rf 0.18 (ANFH Y EFBETFINL=9:1) ;
TH-NMR(CDCLl,) : &  1.47, 2,79, 3.74, 4.52, 5.45, 6.74-6.93, 6.94-7.0
1, 7.05-7.14, 7.80, 8.28,

[0656] £ 7 2
9— 4—/spnO—2—-)NFORYII)) =6, 7, 8, 9—FrhSER
O—5H—-FEFYKRT[4’ , 3" :4, 57¢¥OQJ[2, 3—b]lEYIY
2 BHgiE
SEFT 1 TERELEEY (6.99) X4/ —)L (20mL) ITBEEL.
4 NIBIEKR /1, —IFFH VAR (42mL) ZMATERT 1 EEER
Lice RIGEZBHELTMLIVTHHBL. MTBEZRAWTAET S &
K&y, UTFOMEEEET 21 Z2BLEY (6.69) 287,
TLC: Rf 0.38 (/7 0OQXFY : X%/ —)I=9:1) ;
"H-NMR(DMSO-dg) : &  2.98, 3.41-3.51, 4,36, 5.52, 6.97, 7.15-7.22, 7
.49, 8.01, 8.27, 9.72,

[0657] 7 3
2 —XFN—2—-7FO/)NN= )y 4— [2—y00—-7— (4— {[9— (4

—700—2-—2)LbxaxvYJ)) =5, 6, 8, 9—F Sk RO—-T7H
—EFYR[4 3" 4, 5]¥OA[2, 3—b]lEYSVY—-T—4)L
1 ARV} Zx2)b) —6—XFIN—8—AFY -7, 8-V RO—
OH—TYY—9—AN] =1 —ERYIVAIKRFLS—h

BEZF) 2 TEE L LAMORDYICEERF 7 2 TEELZLEY (1.1
) ZRAWT, BEH7 EEROBEETV. UTOYMELET 2EE LS
wm (1.99) /71,

LC—MS (A) {R¥FEFRE (9) :1.30;
MS(ESI, Pos.) : 785 (M + H)+,
[0658] &£6]7 4
2—2700=-7— (4—-{[9— (4—=200—-2—-2)b7aRVI)l) —
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5, 6, 8, 9—FhSERO—7H—-KYURT[4’ , 3’ :4, 5] KO
O[2, 3—b]lEYYY—T—4J)] ANKRZJV} Zx=)b) —9— [1
— (2, 2= XFNFOAEN) —4-ERYIZ)N] —6—XAFN—T7,
9—YkRkAO—8H-FYv—8—%Fv

BEF)5 4 TEE L /LEHORDY ICBERF 7 3 TEELILEWMER
WT. &EfHI55->5EHI5 6 ERKOBREZTV. UTOYHEZET S
BELEM =5,

LC—MS (A) {R¥FEFRE (9) :1.09;

MS(ESI, Pos.) : 755 (M + H)t,

[0659] ZEfEfI2 7
7— (44— {[9— 4—voo—-2—z)xO0RJ)) —5, 6, 8,

9—FbhSERA-T7H-FKYRT[4’ 3’ :4, 5]¥OoA[2, 3—

bl EVSY—T7T—AN] AIKRZI} JxzZ)b) —2— {[4— (T
FOXbFS) 2] FI/Y —9—-[1—= (2, 2= XF)F7OE
W) —4—ERYIVZJN] —6—XF)N—7, 9=k RO-—8H-FYv
—8—Fv

[1£66]

SEZF O THELILEMORDLYICSER 7 4 TRHELILEYME. 7
ZYVORDYICA— (T70FBXNFY) TZUVERWT, EfEHI
EEROBEEZTVW. UTOYMEEZE T 5ERELEMEFT.
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LC—MS (A) R¥FBFE (4) :1.11;
MS(ESI, Pos.) : 878 (M + H)*;
TH-NMR (CDCl;) : & 0.96, 1.70-1.80, 2.03, 2.14, 2,45, 2,75-2,86, 2.
87-3.05, 3.72-4.10, 4.30-4.42, 4.50-4,92, 5.23-5.60, 6.24-6.67, 6.81-
6.91, 6.95-7.04, 7.09-7.18, 7.40-7.65, 7.65-7.71, 7.83, 8.32,

[0660] EfEFEI2 7 — 1
7— (4—- {[9— 4—ypoa—2—-)048RYY)) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—

bl EYYY—T7—qAN] AR} Zx=)b) —9—[1— (2, 2—
DAXAFNFOEN) —4-—EXRYVZ )] =2 [ (3=—2)F0T7x=)L
) PR/)] —6—XFN—7, 9—YkRO-8H-FYv—-8—-H#>
[1£67]

i

4— (Y7404 bFY) PZ)UORDYILI—oAOT7ZY) V%
AWT, EfEM2 7 EEAROBREZITV. UTOMHEZE T 2FELEY
"1&T,

LC—MS (A) £R¥FFFE (4) :1.15;

MS(ESI, Pos.) : 830 (M + H)+ ;

TH-NMR(CDCLl;) : &  0.93, 1.69-1.80, 2.05, 2,14, 2.45, 2.71-2.85, 2.8
5-3.02, 3.65-4,18, 4,29-4,43, 4,49-4,93, 5,20-5.60, 6.67-6.75, 6,80-7
.03, 7.04-7.08, 7.08-7.17, 7.27-7.36, 7.41-7.69, 7.83, 8.32,
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[0661]

[0662]

=HEf2 8

7— (44— {[9— (4—yoO—2—-—)048RYY)) =5, 6, 8,
9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl BV —T7—A)] AIARZIV} Fx=)b) —2— [ &oORVTF
WAFI) (2—-bROFS—2-AF)NFOEN) PET/] -9 [1—
(2, 2=SXFNFOEN) —4—ERYIZJ] —6—XFIN—T7, 9
— e RO—8H-TY)>—-8—> 2 b)) 74 OFRIE

SEBT 4 TRELEEY GImg) &1 — [ (7ORVYFILAFIL
) PXJ)] —2—XF)—2—-7O/i/—J)L (57Tmg) #DMSO (0.5mL
) ICBEEL. DIPEA (0.057mL) &7 vibktzooL (B0mg) #MMAT
, YA /O —JEBEFEALT. 100CT304. 120CT4E™
B Lk, RIBREERICSH L TABEYMERE LR, HHEHPLCH S L1
HWIBIEILY, UTOMHEEEZET 2EELEY (1Tmg) %5k,
LC—MS (A) R¥FBFE (4) :1.11;
MS(ESI, Pos.) : 890 (M + H)*+ ;

TH-NMR(CDCl3) : &  1.13-1.22, 1.24-1.40, 1.50-1.63, 1.63-1.79, 2.02-
2.08, 2.08-2.33, 2.84-3.09, 3.39-3.53, 3.63-3.85, 3.91-4.16, 4.50-4.6
4, 4,67-4,93, 5.29-5.63, 6.83-6.93, 6.95-7.04, 7.09-7.17, 7.22, 7.38-
7.70, 7.96, 8.40,
EREBI2 8 — 1

7— (44— {[9— (4—yoO—2—-—)048RYY)) =5, 6, 8,
9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl BYIY—T—A)] ARV} TZx)) —2— (oaOnEdib
T73I/) —9—[1—=(2, 2=IXF)NFOEN) —4-EXRYI )]
—6—XF)I—7, 9—Sb RO—8H-TFY)>—8—%> 2rYT7)LF
O #EFSIS

1T— [ (7aRVYFILAFIN) PII)] —2—AFI—2—-70O/%)—
WORDLYILY7anF I TIVERWT, EEF2 8 EAKROBRELETT
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W, UTOYEE2E T 2 BBILEMESET,
LC—MS (A) R¥FBFE (4) :1.03;
MS(ESI, Pos.) : 818 (M + H)*;
TH-NMR(DMSO-d¢) : §  1.03-1.13, 1,13-1,40, 1.48-1,68, 1.68-1,92, 1.9
2-2,07, 2.78-2,98, 3.02-3.12, 3.16-3.26, 3.73-4.06, 4.40-4.91, 5.19-5
.66, 6.63-6.86, 6.86-7.37, 7.37-7.75, 7.82-8.06, 8.16-8.30, 8.61-8,98
[0663] &&HI17 5
11— ({4—-[2—-500—-7— (4— {[9— (4—2700—-2—-T)bF
aRY2)) =5, 6, 8, 9—FbhSERO-T7H-E)K [4" , 3’
14, 51O [2, 3—blEYIY—T7—4)l] AINKRZJ} 7=
W) —6—XFN—8—FFY—7, 8-V RO—9H-FY>r—9—4
W] —1-EXRYTZNY ARz voaFoRvABR=ZbY L
SEF| 7T 3THRELEEY (1.9g) X4/ —)L (19mL) B L.
4 NIEBILKE 1, 4—2FFF AR (6.0mL) ZIATERTIKEER
L, RIGREZRWEL. SoNEED—E (30mg) ZDMF (0.6mL)
WAL, 22 1 =27/ o07a/ VAR VEE (6.9mg) &D
| PEA (0.036mL) . DMTMM (34mg) #MATERT20FEEBHL
oo RIGRICKZMATHBIFITHEL., SohEBREBEZ1 V1)
fAZL 7R/ (BERAB) IKBLTRMBTZZ&ICLY. UTOYHEE
B9 2EBELLEY B0mg) 287,
LC—MS (A) R¥FBFE (4) :1.18;
MS(ESI, Pos.) : 778 (M + H)+,
[0664] =MEfFI2 9
1— [ (4—-{7— (44— {[9— 4—7y00—2—)NAORVII)
—5, 6, 8, 9—FbhZSkRO—-7H-FKFYRT[4 , 3 :4, 5]FK
OO [2, 3=b]lEYYY—T—AN] ANKZI} TZxZ)b) —2— [
(B3—2z407x=Z)) PR/)] —6—AFIN—-8—FFY-T7, 8-
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[0665]

[0666]

EROA—9H—-—FY>Y—9—AJ)L} —1—EXRYIS=)L) AIR=)L] >4

oo/ AhIR= kYL

BEF O THELLEMORDYICSERF 7 5 TEELLEME. 7
—YVORDYILS—TA0F7 =) v ERWT, EEHF 1 ERKOREL
TV, UTOYMHEEEZET 5EELEMERFT,

LC—MS (A) R¥FBFE (4) :1.18;
MS(ESI, Pos.) : 853 (M + H)*+;

TH-NMR(CDCl3) : &  1.61-1.68, 1.94-2,04, 2.06, 2.62-3.10, 3.26-3.48,
3.73-4.16, 4.54-4,94, 5,23-5.63, 6.71, 6.82-6.91, 6.95-7.03, 7.07-7.
17, 7.40-7.54, 7.61-7.71, 7.83, 8.32,

S2EZH|7 6

2 —XFN—2-—70O/NZ)y 99— [2—7)zx0—-4— (bY7)ADOX
FI) RYYN] =5, 6, 8, 9-FrSkRAO-TH-FYR [4’ ,
3 4. 51¢¥OBa[2, 3=blEYYY—T—HANKRFIS—F§

1— (FOEAFIL) —2, 4—Y7)xaaxRVEVYORDYIZT — (7
OEXFIV) —2—-2)0F0—-4— (M) TL0FAOXFI) XREVERWL
T. BEF ERAKROBELZTWV, UTOYMHEEET 2EBILEWESE
LC—MS (A) {REFBSFR (4) :1.28;

MS(ESI, Pos.): 450 (M + H)+,

HEZF| 7 7

9—[2—)a4A0—-4— (MYITNAOAFN) RVDIN] —6, 7, 8
9—FbSERO-—BH-KFYRKR[4 3’ :4, 5]¥¥oO[2, 3

—b] YTy 2i8IE
SEZF1 THELLEMORDLY ICSER 7 6 THRELIELEMERL
T, BEF2 ERAKDOBFEZITV. UTOYMEEZE T 2EELLEDESL

(o)

LC—MS (A) {REFBER (4) :0.90;
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[0667]

[0668]

MS(ESI, Pos.) : 350 (M + H)*;
TH-NMR(DMSO-dg) : & 2,99, 3.46, 4.38, 5.62, 7.06, 7.18, 7.49, 7.75,

8.02, 8.27, 9.72,

S2Z4|7 8

AFN 44— {2—4/00—-8—-FF%FY—-9—-[ (3S) —3—-¥KFAYTI=
W] =8, 9—YkRA—TH-FYY—T—A)l} XV FP—F 1158
b

SE|6 6 THRE LG B.0g) X4/ —JL (63mL) ITHEBL.
4ANBILKER T, 4—VFFFUERKR (83mL) ZMATERTHREREBIRL
o RIGRZIRNET D EICLY, UTOYMEZEY 21FEILEY (2.69
) BB,

LC—MS (A) GREFESE (9) :0.81;

MS(ESI, Pos.) : 374 (M + H)+,

S2EZH17 9

AXFN 4—{2—2700-8—-FFY—-9-[(3S) —1— {[1—= (

bUZNAOXFII) o070 ] XFI} —3-E¥OYT )] —8

OV RA—TH-FYY—T AN} RVIFT—}

SEHFT7T 8 THELLEY (700mg) ZDMA (17TmL) IZAMEL. 1
— (FOEXAFIV) —1— (M) 7)x0XFIV) >oO7O/y (692mg
) DI PEA (1.bmL) . IV{hY VL (283mg) #MATE50CT
RIRBI L, RIGRICREFIBILT Y EZ D LKABREMA TEEBIFILT
HMHL, SOoNEABEBEZHEKMEB TN )V LTRELL, REREL TS
LNEFRES)ATSNIATRTZT74— (NFHY BRI FIL =3 :
22 :3) THETZCEICLY, UTOWHEEZET 2EEILEY (500
mg) %57,

LC—MS (A) GREFESE (9) :0.91;
MS(ESI, Pos.) : 496 (M + H)* ;
TH-NMR(CDCl3) : &  0.60-0.75, 0.96-1.05, 2.28-2,45, 2.70-2.89, 3.09,
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3.30, 3.93-3.98, 5.17-5.27, 7.62-7.66, 8.20, 8.22-8.28,

[0669] &£418 O

AFIN 4— (8—FFY—2— {[4— (M)VZNAOXPFY) 7=

W1 73/} —=9—[(3S) —1— {[1—= (bYVTNAOXFIV) T

ooE)l] AF)L} —3—-¥FOoyYyvy=-Jj] —8, 9—erROg—7H—7

=7 —A4JL) RV F—L

v
5256 1 TEEL/LEHDORDY ICBERF T O TEELILEWER
WT, 3&616 2 CAKOEREETV. UTONEEEET 2EZELEYE
Bz

LC—MS (A) GREFEFE (9) :1.11;

MS(ESI, Pos.) : 637 (M + H)+,

[0670] ZZ18 1

[0671]

4— (8—FF%Y—-2— {[4— (b)INAOXIFY) Tz Z)] P X

J} —9—-—T7(3S8) —1—=—A{[1—=(bY)FOXFI) o070

W] AFI} =3 -K¥OYY-)] =8, 9-YkRO—T7H-F)>—7
—q ) REERE

5253 5 TEEL/LEHORDHY ICBERF 8 O TEELbEWER
WT. SZHI3 6 EAKRDEBEEEZTV. UTOYMMEZET 2 ZELLEM%E
Bz

LC—MS (A) {R¥FEFRE (9) :1.03;

MS(ESI, Pos.) : 623 (M + H)+,

=3 0

7—[4— ({9—-T[2—2)0a40-4— (MYZNLNAOXFIV) RVD)
1—5,6, 8, 9—-5FbSkrRA-7H-KEYR[4™ 6 3’ 4, 5]
Eoo [2, 3—b]lEVIYY—T7T—AN} AIKRZJI) Tx=)b] —2—
{[4— (bYoNAOXMFY) D] 73/} —9—[ (3S) —
1— {[1— (b)) aO0XFIV) o070 ] XFI} —3—FEO
YYV=)] =7, 9=V RA-8H-FY>r—8—-oY 2prYz)#0
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BFERIE

BEZF 2 TEE L LAMORDYICSER T 7 cEELLEE. B
ZF 6 THRELAEEMORDLYICSERI8 1 THELLIELEMEZRWVWT.
SEZF T ERRORIGEBEEITVL. FHEPLCAS LBRTZ 2 &ICLY. M
TOMHEEEZE T HEBILEMERFT.
LC—MS (A) {R¥FEFRE (9) :1.16;
MS(ESI, Pos.): 954 (M + H)*;

TH-NMR(DMSO-dg) : &  1.03-1.32, 2.80-2.96, 3.65-3.83, 3.83-4.30, 4.5
6-4,95, 5.14-5.74, 7.01-7.25, 7.25-7.38, 7.45-8.08, 8.14-8.44, 9,22-9
.46, 9.65-9. 80,

[0672] &E4%18 2

2—XFN—2—-70/8=Z)b 99— {[1—XFI—-5— (bYZ)AOX
FI) —TH-ESYV—=I—3—AJ] XFNIN} -5, 6, 8 9—F 5
ERO—7H-KEYR[4 L 3" 4, 5]FOO0[2, 3—blEYY
Y—71—AIRETS—F

1— (FOEAFIL) —2, 4—I7)4a0RVEVORDYIZ3I — (¥
ORXFI) —1—=AF)—=565— (M)TLAOAFIV) —TH-ESFY—)
ZARWT., ZEH 1 EEROBEZTV. UTOYHEEEZET 2ZEELLEY
15T
TLC : Rf 0.40 (AT —F )L : BFEBTFIL=1 :1) ,

[0673] 5158 3

9— {[1—XFN—=5— (bYTNAOXFIN) —1TH-ESY—)L—3
— A1 AFN} —6, 7, 8, 9—FbSERAO-SH-EYR [4’ |
3’ 4, 51002, 3—b]l YTy 2iERE

SZF)1 TEE L LAMORDLY ICEEF 8 2 TEE L& E RV
T. BEH2 EAKROEBREZTV. UTOYMEEEZE T 2EELEMEEL

(o)

TLC: Rf 0.10 (AT —F )L : BEEETFIL=1 : 1) ,
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[0674] BE58 4
2—XFIL—2—ZJO/N=) 3—{2—v00—-7—[4— (LA bFTH
JR=J)) Z2x=J)] — 8—AFY—7, 8-k RrRO—9H-—-FY>r—9

— AN} — 1 —ERVIVAIRFSS— b

SEF6 4 THWE2 —XFIL—2-7ONR=Z) (3S) —3—-F7)
—1-EOVIVALRESS—MORDYIC2—XFIN—2-T0/ =)
3—=7I/—-1-ERYIVAIRFIS— NEAWVT, 8EHI6 4%
E(516 5 >5%E616 6 ERFROBRELZITV. UTODMUEEEZET 2EELE
MaEiST,
LC—MS (A) {REFBSFR (4) :1.26;
MS(ESI, Pos.) : 488 (M + H)*;

TH-NMR(CDCLl;) : & 1.47, 1,57-1.73, 1.88, 2.02, 2,53, 2.79, 3.68, 3.

97, 4.07-4.30, 4.46-4.57, 7.64, 8.20-8.22, 8.22-8.27,

[0675] =HEHF13 1
2—F=-V/=9—-[1—= (2, 2=IXF)FOEIN) =3 -ERYI=
W]l —7—{4—- [ (99— {[1T—=XFN—=56— (M)TZNAOXFI) —
TH-ESYV—)—3—-A4J)L] XFJ} =5, 6, 8, 9—F Sk RO—
TH-EFYRT[4” 3" 4, 51¥Oa[2, 3—blEYIY—T—

AJ) AIR=)I] Z2x=J} -7, 9—YERO—8H—FY>r—8—=#

p

ZEH 6 TAWLEER S THRHELLILEMDRDLY ICZEH8 4 THRE
LEitele., 2EH 7 TRWSEH 2 TRELLEEMORDY IZZE
P8 3 TRELLEEMERVWT. BEHC6>BEH T >ZEH 8 >5EH|
9 ->FEh 1 ERRDBELZTV. UTOYHEEZE T 2EELEDESL
LC—MS (A) RFEFEFE () :1.06;

MS(ESI, Pos.): 818 (M + H)*;

"H-NMR(DMSO-dg) : &  0.87, 1.60-1.73, 1.73-1.83, 1.83-1.92, 2.07-2.2
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1, 2.25-2.34, 2.34-2.46, 2.78-2.95, 3.05-3.19, 3.58-3.77, 3.87-4.08,
4,42-4.54, 4,82-5.05, 5.17-5.59, 6.45-6.75, 6.91-6.98, 7.08-7.15, 7.2
3-7.32, 7.62-7.84, 7.86-7.95, 8.17-8.32, 9.54,

[0676] ££|8 5
2—XF—2—-—FONRZ) 9= (2—RVFV—-1—-4J)l) =5, 6,
8, 9—FbSERO—-7H-KEYR T[4, 3 :4, 5] OO [2,
3—blEBYIY—T—HIERFLS5—}

1— (FAOEAFIV) —2, 4= oFAORVEVYORDYICT =70
E-2-RYFVERWT., 2EF1 ERAKOBREETV. UWTOYMES
BYEBLEMERT,

TLC : Rf 0.30 (AT —F )L : BFBBTFIL=7 : 3) ,

[0677] &£{5I8 6
9— (2—RYFY—1—4)) —6, 7, 8, 9—FhSERO—5H—
EYyR[4 3 4, 51002, 3—blEYTY 2iG8E

SEF 1 TEELALELEWORDYICSER8 5 TEE L LtEaMERW
T. BEF2 EAKOBREEZITV. ULTOYHEEEET 2EELENEST

(o)

TLC: Rf 0.10 (AT —F )L : BFBTFIL=4 : 1) ,
[0678] &8 7
2—XFIN—2—FO/8=ZJ), (3S) —3—{2—s00-7—T4— (
AEESHNBRZIN) Zx=)] —8—FFY—7, 8—YERO—9H—
TYV—=9—q)} —1—-ERYIVHIRFSS—F
SEF6 4 THWE2 —XFIL—2-7ONR=Z) (3S) —3—-F7)
—1-EaVYYVALRFIS—MORDYIC2—XFII—2—-7O/N=Z)L
(38) —3—73/—-1-ERYIVALKRFVS—FERBWT, 5&
516 4 >5EH|6 5 >5EHI6 6 ERAKDBREEZTV. UTOYMMEEEZET
2EECEM =TT
TLC : Rf 0.31 (ANFH Y (BRI FIL=2:1) ;
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TH-NMR(CDCLl,) : & 1.47, 1,57-1.73, 1.88, 2.01, 2,54, 2.80, 3.68, 3.
97, 4.06-4.34, 4.51, 7.64, 8.19-8.22, 8.22-8.27,

[0679] EHEfHI3 2
2—7=Y/)—-9—-[(3838) —1— (2, 2=IXF)FOEIN) —3—
EXYIZN] =7— (4= {[9— (2—RVYFV—1—-4J)) =5, 6

8, 9—FbhSERO—7H-FKYR[4" , 3’ :4, 5] 00 [2

S—blEYIY—T—A)] ANKZN} 7zZ)) =7, 9—JER
O—8H-—-F)>—8—#> 1XFiE

SE5)6 THWESEHI5 TEE LEEMORHYICSER 8 7 TELE
Lictb&¥%. SEF 7 TRWSER 2 TRIELELEMORDY ICEE
B8 6 THELLILEMERWT., BEHI6>5EH T >5EH8>5EH
9 ->EHEfI 1 ERFROBELITV. UTOYMELZET 2EELEDNER

(o)

LC—MS (A) fREFEEAE (&) :1.05;

MS(ESI, Pos.) : 722 (M + H)*;

"H-NMR(DMSO-dg) : §  0.87, 1.01-1,12, 1,59-1,72, 1,75-1.82, 1.83-1.9

2, 2.08-2.23, 2.26-2.34, 2.36-2.44, 2.77-2.92, 3.09-3.17, 3.68-4.10,

4,42-4.52, 4,91-5.21, 6,92-6.97, 7.08-7.15, 7.24-7.32, 7.67-7.73, 7.7

4-7.84, 7.88-7.94, 8.19-8.32, 9.54,

[0680] &£5|8 8

2—AFN—2-—FON =)y 4—{2—-o00—-8—HAFY—-T7— [4—
(6, 6, 8, 9—FhrSERO-—T7H-KEYKT[4’ 3’ :4, 5] FK
OO [2, 3—b]lEYVYY—T—ANANKZI) Zx=)b] =7, 8—
JERO-—9H-FYY—9—A)V} =1 —ERYIVANRFSS—F
BEF3ITHWA2, 4—-2900-6—XFI—-5-FEYIVIVFTIV
DRHYIC2, 4—4/00-5-EFYIYVYTFIVE, BEH7TTHVWE

BEF 2 TEELLEWORDYICG, 7, 8, 9—FhS5ERO-5H
—EYRI[4, 3" 4, 5]lr¥aoml[2, 3—b]l EBYYY 15E#E




WO 2024/053650 218 PCT/JP2023/032418

(CAS: 1354801—-06—-1) #AWVWT., &EHI3 >5EH 4 >5EH|
5 >5EH|6 >5EH T EAROERFEEZITV. UTOWHEEZEY 2FEL
EMEBT,

LC—MS (A) GREFESE (9) :1.03;

MS(ESI, Pos.) : 629 (M + H)+;

TH-NMR(CDCLl5) : &  1.51, 1,79-1.90, 2.62, 2.82-2,96, 3.75-4.19, 4.34
, 4.61, 4,71-5.14, 7,10, 7.61-7.74, 7.82, 8.19, 8.28, 9.19-10,52,

[0681] &2&418 9
2—700—-9— [1— (2, 2=IXFNFOEN) —4-EXRYIZ)L
] —7—[4— (5, 6, 8, 9—FbSERO-T7H-FKYR[4 ,6 3
P4, 5100 [2, 3=b]l]EYIY—T—ANAIKZI) T1=
LM =7, 9=k RO—-8H-FYv—-8—-F>

BEFT TEELEEYMORDY ICSEH8 8 TRE LLLEMAERW
T, BEHI8>BER 9 EEROBFZITW. UTOYPMHEEZET 21REL
EMEBT,

LC—MS (A) R¥FESRE () :0.81;
MS(ESI, Pos.) : 599 (M + H)+,

[0682] &2419 O
2—oon—7—[4— ({9—[4— (UNFOXEY) RVI)L]
—5, 6, 8, 9—FbhSkRO-—7H-FKFYRT[4 , 3 :4, 5]¢FK
OO0 [2, 3—b]lEYIY—T—AN} ANKZIL) Zx=)] —9— [
1— (2, 2=IXFNFOEN) —4—-ERYTYZJN] =7, 9=VER

O—8H-FY>v—-8—-F>

SEZF|8 9 THREL/LEY B0mg) ZDMF (0.6mL) ITEEL. 1
— (FOEAFIV) —4— (770X MFY) RyEY (12mg) &K
FRIEFTRNYTL (B0%/INZ T4 VFMIVEEBKR. 2.0mg) ZMATERTO
OpBH L, RINEICEMEILT VEZDULKBREMA CEEEIFIT
HME L, SONEBREZEKMEBFN) VATREL, BERELT.
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[0683]

[0684]

LTFOMHEE ~TIEELEY BTmg) %157,
LC—MS (A) GREFESE (9) :1.01;
MS(ESI, Pos.): 755 (M + H)+,
=3 3
7—[4— ({(9—-[4— C)lA0XbFY) RVYN] —5, 6, 8
9—FbSERO-—7H-KFYR[4 6 3" 4, 5]¥¥OoO[2, 3
—blEYIY—T AN} ANKZI) Zx=)] —9—[1— (2, 2
—OXFNTOEN) —4-EXRYIZ)] —2-—[ (2—)A0T7 =
MW 7371 -7, 9-YbRO-—8H-FYv—8—v 2pr)T)IF
O RIS
SEF I THRELLEEYMORDLYICSEF OO THRHELLELEYE. 7
—)ORDLYIC2-TFA0 T =) v aBAWT, ERHI & RO R
EAEITV. WABHPLCH S ARBEIT 2 2 &Ik Y, UWTOMEEEET 2128
tEMERB-,
LC—MS (A) {R¥FEFRE (4) :1.08;
MS(ESI, Pos.) : 830 (M + H)*;

TH-NMR(DMSO-dg) : §  0.97-1.14, 1,96-2.15, 2.76-2,97, 3.01-3.07, 3.6
3-3.74, 4.46-4.94, 5.46-5.81, 6.91-7.40, 7.56-8.03, 8.18-8.34, 8.66-8
.99,
Z2Z619 1
2—XFN—2-TF0O/N=)y 9— (2—)70—4 - XFIRVII)
—5, 6, 8, 9—FhrZSkRO-7H-FKFYURT[4  , 3 :4, 5]FK
OO [2, 3—b]lEYYY—-T—HILKRFLS—F
2—XF)—-2-7ONRzZ) 5, 6, 8 9—-FrSkRKO-TH-F
R[4, 3 4, 6] OB [2, 3—b]l EYYY—-T7—hHILKRF
~5—hK (CAS: 1354801—-07—-2, 6.0g) &, 1— (FOEAF
W) —2—7)0F0-4—AFNIRVEY (4.9g) #DMF (60mL) II&
L, RISREKXKASL. KFREFNIYDL (60%/3557 1 VA1 IIVBREBE
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C1g) EMAT, 1EEBR L, RIVRICEFNERLLT VT LAKBRK
ZMATIRBEL, BRI FITHHE L, SONABEBEZKTERELLE
 EOKMEE ST MU D LEMATERIEL, BERGELE. SoNEREEZY )
ATNIAR KT ST74— (NFHY BRI FIN=9:1—>1:1) TH
WEp&IllLY, UTOMMEEZET 2EELLEY 8.29) %257,
LC—MS (A) {R¥FEFRE (9) :1.20;
MS(ESI, Pos.): 396 (M + H)*;
TH-NMR(CDCl,) : & 1.45, 2.21-2.34, 2.79, 3.73, 4.52, 5.46, 6.71-6.9
4, 7.06, 7.79, 8.29,

[0685] &9 2
9— (2—NFO—4—XAFIRVYII)) =6, 7, 8, 9—FrSER
O—5H—-FYRKRT[4 , 3" :4, 5]¢¥OoO[2, 3—b]lEYIY
2 15FRIE
SEZFI9 1 THRELLEY (8.29) X5/ —JL (26mL) ITBMEL.
OCTANREBLKEKRA, 4—IFFH VAR 2mL) ZMA. ERT4E;
BEiEH L, RIGREMTBETHERL., MW E2MTd2&ICLY,. K
TOMHEEEZET HEEILEY (6.29) %257,
LC—MS (A) GREFESE (93) :0.84;
MS(ESI, Pos.) : 296 (M + H)* ;
TH-NMR(DMSO-d¢) : &  2.27, 2.98, 3.44-3,48, 4,33, 5.49, 6.84-6,92, 7
.07, 7.17, 8.01, 8.28, 9.78,

[0686] &9 3
XFIN b—({2—/00-4—XFN—6—[ (1= {[ (2—XF)
—2—-70/Z)V) AFV] ANKZN} —4-ERYTZN) FII)] —
5—-EYIYoN} FI)) —2-EYIVALRFIS—F|
SEF3STHELLEY (1.0g) &EXFI 5—-—TOEEYI VAR
ViR (1.3g) ICRRAKDME (29mL) Z#mMATR@EL. KBS Y L (1.9
g) KUXantphos (339m g) . Pd, (dba) 5 (268mg) ZMA ., RIEE2H
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[0687]

[0688]

WEEREHE, 80CTA4REBIRLE, REREESM M @ERE) K
BLTRBNEREL. 2REBBLTEONCEEEZ Y YA LsOx b
TS574— (NFHYY  FBEIFIL=3:1-1:0) THREITZIEILE
Y., LTOMEEEZEB T HZERLEY B890mg) %=Fi,

LC—MS (A) GREFESE (9) :1.01;

MS(ESI, Pos.) : 477 (M + H)+;

TH-NMR(DMSO-dg) : &  1.37, 1.70, 2.06, 2.72-2.88, 3.79, 3.83-3.94, 3
.99-4.11, 6.66, 7.23, 7.82, 8.01-8.11,

S2EH19 4

XFI 5—-[2-4900-6—XF)N—9— (1= {[ (2—XF)—2
—70/8=2)0) AFS] AR} —4—ERYI V) —8—FAFY —
8, 9—VERA-—TH-FYVY—T—Aq)] =2-FEYIVHIKRFLS
=k

SEF9 3 THREL{LEY (3.3g) #THF (33mL) (IAMRL. CD
| (2.2g) &DBU (1.0mL) #mMATERT1BEAB®H LEL, RIERE
R T FILTHRL, K& 1 NIREETHE L, BonABREZREMIEL
TUEZDLKEBMEBERKTERL, BERBEI I EICLY. LT
HiEZET 2EELEW (3.3g9) %G,

LC—MS (A) GREFEFE (9) :1.11;

MS(ESI, Pos.) : 503 (M + H)*;

TH-NMR(CDCLl,) : &  1.48-1.51, 1.81, 2.16, 2.53-2.65, 2.75-2.94, 4,07
, 4.25-4,41, 4.53-4,62, 7.97, 8.35, 8.77,

5EH|9 5
5—[2—-/00—-6—XFIN—9— (1 - {[ (2—XxF)—2-—FaN
) AFI] ANKRZIN} —4-—ERYTIZN) —8—FFY -8, 9—
SeRO—TH-FYY—T 4] —2-EVIVAHIK/E

SEZH9 4 TRELILEY (B.79) #THF (227TmL) (I@fiEL. O
CTTTMSOK (2.9g) #MAT200ERE L, RIGEIC2 NEREEZINX
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THRERIFILTHEL., SOoNEREZRMRIIREKTHS L, KR
FRUDLTERE BERRELT. UTOMEEEET 2E2EILEY (5.4
g9) =187,

LC—MS (A) {R¥FEFRE (9) :1.03;

MS(ESI, Pos.) : 489 (M + H)+;

TH-NMR(DMSO-dg) : &  1.44, 1,82, 2.01, 2.23-2,40, 2.91, 4.01-4.17, 4
.46-4.56, 8.15-8,20, 8.25, 8.87, 13.52,

[0689] &9 6
E—[6—XFI—9— (A= {[ (2=—AFN—2—-T0O/NZ)V) #F
1 ARV} —4—-EXRYT ) —8—AFY—2— {[4— (b)T
hAOXbFY) Jx=)p] PR/} =8, 9—YbRO—TH-FY>—
7—4AN] —2-BYIVAHILKRVEE

SEZF9 5 TREL/LEY (B40mg) ICDMF (5.4mL) & hILIYV
(5.4mL) ZmATAEMEL. 4— (MU 7)AOXNEFY) 7= (490
mg) RUOKREEtEISL (1.1g) . Xantphos (130mg) . EEEE/SS U™ 4
(26mg) &Mz, Z2ERFEKT. 120CTIREBER L, RIGREE
BICAEA L%, BFERT FILTHRL. 1 NIBEREZMX THE T F)L THiH
L, BRBAEHENELTVEZV LKAREBMBEKTHEL. BEE
My &ICiY, UTOMMEEEZET 2EELLED (690mg) %157,
LC—MS (A) {R¥FEFRE (9) :1.13;
MS(ESI, Pos.) : 630 (M + H)+,

[0690] ZE49 7
2—XFN—2—TONR=)y 4—[7T— (6= {[9— (2—DNAO—
4 —AFIRVIN) —5, 6, 8, 9—FhSERO-—TH-FYKR T[4
', 3" 4, 51FOA[2, 3=b]lEYIV—T—A)] HILKR=J
} =3 —-EYYZI) —6—AFN—8—FFYV—2— {[4— ()T
ZOXbFY) ZJx= )] FPI)} =7, 8=V RO-9H-FYv—=9
—AN] =1 —ERYVIVAIRFLS—h




WO 2024/053650 223 PCT/JP2023/032418

[0691]

5EF9 6 TEE LAY (B00mg) ICDMF (10mL) A#Nx THEE
L. ZZH9 2 THRIEL/EYW (299mg) &D I PEA (0.68mL) . D
MTMM (483mg) A#MMATERT1EREEBH L, RIVKICOCTKEN
AT, BFEETFI THIH L. BONLEHBEKTHELZ, BEBRIEL T
#/onrEEE> )AL aOR NS4 — (B2 7 NH (&
Z) . AFHY ERBRIFIL=1:1-20:1) TEBEETLEZEICLY. L
TOMHEEEZET HEELLEY (100mg) %Gk,

LC—MS (A) R¥FFFE (4) :1.36;

MS(ESI, Pos.) : 907 (M + H)*;

TH-NMR(CDCl3) : §  1.51, 1.80-1.92, 2.07-2.13, 2,30, 2,66, 2.89, 2.9
6, 3.88-4.16, 4.27-4.48, 4.48-4.62, 4.91, 5.29-5.57, 6.75-6.84, 6.88-
6.93, 7.01-7.05, 7.11, 7.20, 7.64-7.69, 7.79-7.84, 7.88-7.95, 8.30-8.
33, 8.70,

5#19 8

7— (6= {[9— (2—NABO0—4—AFINRVJ) =5, 6, 8,

9—FbSkRA-—7H-KYR[4 3’ :4, 5]¢¥FOO[2, 3—
bl BV —T7—A] AR} =3 -—EDVI_)V) —6—AFIL—
9— A -ERVIZ)N) —2— {[4—- (bYZ)NFAOXIFY) T =

N 72/} =7, 9=k RO-8H-FY>r—-8—F> 2igkeE
SZF T TRELLEY (4.4g) ITXSH /=)L (8. 7TmL) ZMA.
IHICO0OCTANIEIEKRAT, 4—UFFH VAR (1I8mL) ZMATER
T30 LE, RISREREL., FO5NLEEEZMTBETA0MY 5

EiC&Y. UTFoMMtEEET 21EEEY (4.89) 21575,

LC—MS (A) {R¥FEFRE (9) :1.13;

MS(ESI, Pos.) : 807 (M + H)+;

TH-NMR(DMSO-dg) : &  1.93-2,04, 2.05-2.13, 2.14-2,30, 2.63-2.77, 2.8

8, 3.10-3.19, 3.42-3.53, 3.68-4.07, 4.57-4.70, 4.75-4.93, 5.28-5.59,
6.71-7.19, 7.35, 7.80-7.91, 7.94-8.01, 8.09-8.18, 8.23-8.29, 8.54-8.8



WO 2024/053650 294 PCT/JP2023/032418

6, 9.10-9.25, 9.73,

[0692] =fEfI3 4
9—[1— (2, 2=SXAFNFAENL) —4—-EXRYI=Z)] —7— (6
—{[9— (2—NAO -4 —AFIRVI)) -5, 6, 8, 9—F+t
SeERO-—7H-FEYRT[4’ , 3" :4, 5]K¥OO0[2, 3—b]lEY
V=T —AN] ANFEZJ} —3-—EBYT=Z)) —6—XFI—2— {[
4— (M) AOXBEY) JxZ)] PR/} =7, 9—-2kRkO-—8
H=FY)>v—-8—%v
[1£68]

S5EF9 8 THREL/ILEY B0mg) ZDMF (0.6mL) IZEfEL. N
Ets (0.02dmL) A&7, ISICENLTILTER (16mg) &EEEE (0
L020mL) . RMYUT7EMNFIKFREERIFRFNY DL B8mg) ZMATE
BT HRIREET Lic, RINRICREMREEKET MY v LKBKE I A THEER
IFILTHIE L. BEEAKERAFRIEKTHESE L, BKRES NI YL
TEBRE BERBEREREL CEONZEEEZY YA L0 NI ST
14— (BLY)Y7 NH (ERE) . AFY Y HBIFIL=5:1-2
1 3) TRETZCEICLY. UMTOMMEEEZET 2ZE LS (20mg)

15T

LC—MS (A) GREFEFE (9) :1.17;

MS(ESI, Pos.) : 877 (M + H)+;
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TH-NMR (CDCl;) : & 0.95, 1.71-1,80, 2.05-2.11, 2.15, 2.20-2.31, 2.4
5, 2.74-2.86, 2.93-3.03, 3.85-4.18, 4.31-4.41, 4.91, 5.28-5.57, 6.75-
6.84, 6.88-6.93, 7.06-7.11, 7.20-7.25, 7.69-7.74, 7.79-7.84, 7.88-7.9
5, 8.29-8.33, 8.56-8.72,
[0693] EfEFHI3S 4 — 1

7— (6= {[9— (2=)WAO0—4 —XFIRVII) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7T—A)N] AIKRZI} —3-—EYIZ)) —6—XF)L—
2— {[4— (bD)ZNAOXDPEY) TxZ)] PRI} —9—=[1— (
3, 3, 3-kVYzirx070EN) —4-EXRYIZ)] -7, 9—-Vk
FO—8H-FY>v—-8—-7> 2hYZ)AOERE

EXLTILTFTeE ROKHLYIC3, 3, 3—kYzix07a/x+r—IL%aHA
WT., RIS 4 ERAROBEEETV. BHEHPLCHS ABET I &ICLY
. UTOYMEEEE T 2 EELEM AR,
LC—MS (A) R¥FBFE (4) :1.11;
MS(ESI, Pos.) : 903 (M + H)*+;

TH-NMR(DMSO-dg) : &  1.92-2.05, 2.11-2.24, 2.24-2.31, 2.69-2.83, 2.8

3-2.95, 3.14-3.29, 3.88, 3.98-4.11, 4.54-4.68, 4.71-4.96, 5.19-5.62,
6.67-7.02, 7.03-7.21, 7.24-7.34, 7.77-7.99, 7.99-8.29, 8.60-8.86, 9.6
2-9.92,

[0694] &9 9
2 —XF)—2-—7JON=)y 4—[2—pO0O0—7— (6— {[9— (4

— 7/ —2—2)FORVT)) =5, 6, 8, 9—FbSkERA—T7H
—FYRT4’ , 3 4, 6517KOA[2, 3—b]EYIY—T—4)L
1 ANEARZI} =3 -EYYZ)) —6—XFN—-8—FFY—-7, 8=V
ERO—9H-TFYV>Y—9—Aq)l] =1 —ERYIVALRESS—F

SEHO 5 TRELAILEY (196mg) &5EFI5 3 THELLILEY (
159mg) ZDMF (2.0mL) (ZB#L. DIPEA (0.27mL) &HAT
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U (228mg) #IMATERT1 SR Lz, RIGRICAEMKEKES b
O LKBREMA T, BT FILTHE L. BEBEAZHNRIEKTHESE
%, HEKMEF N DLTREL, BEREL /LN CERZS ) AT
VAT NITZT74— (NFHY EBEIFI=33:67) THRETDIZLE
L&Y, UTOMEEEET 2ZEEY (294mg) %57,
LC—MS (A) GREFESE (9) :1.22;
MS(ESI, Pos.) : 777 (M + H)*;
TH-NMR(CDCl,) : &  1.46-1.53, 1.79-1.90, 2.11-2.19, 2.54-2.68, 2.82-
3.06, 3.89-4.19, 4,24-4.46, 4,54-4,67, 4.78-4.93, 5,39-5,64, 6.87-7.0
6, 7.13, 7.22-7.33, 7.40-7.45, 7.82-7.96, 8.30, 8.53-8.71,
[0695] 4100

4— {[7—({5=[2-08-—6—XF)—8—FFY—-9— (4—
EXYY=Z)) =8, 9=V RA—TH-FYY—T7—-4)] —2—-FEY
=)} AIER=J)) =5, 6, 7, 8—FTrSERO—9H-FKFIYRK T[4
.3 4. 5]lkaO[2, 3-b]lEYTYY—9—AN] AFI} —
S—ziFaORVV b))V 2iGFEIE

SEZFIO 9 THRE LLEW (2.6g9) IT1, 4—-IFFHY (10mL) %
MA. 4NIEIKER T, 4=IFFHVBRKR (1ImL) ZMATEET26
ER# L, RIGEREMTBETHERL. 2§22 &iICLY. UTOWHE
ExHBT2ZELEYW 3.19) 2575,
LC—MS (A) GREFESE (9) :0.92;
MS(ESI, Pos.) : 677 (M + H)+,

[0696] 24110 1

4— ({(7-[(5=1{2—-—20B8-9—-[1— (2, 2=9XF)\FOE
W) —4—ER)I )] —6—XFIN—8—FFV—-8, 9—-YkRO-—
TH=T)>—7—A)} —2—-EYVI=)V) hIKR=J] -5, 6, 7,
8—FhSERO—-—9H-—-KYKRT[4’ ,6 3" :4, 51O [2, 3—
bl BV Y —9—AN} XFI) =3 —iAOXRVYV )L
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ZEZH100THRELILEY B.1g) ZDMF (26mL) ITBEL. N
Ets; (1.3mL) #MA/, ISICENILTILTFER (1.3g) &BEEE (1.7
mL) . NUTPEIFIKRIERDVERFMNIDL (1.99) ZMATEERETS
BB U, RIGHRICEARIRBRKER T M) D LKBREMA CEBR T FIL
THIH L. BEBEREMKEBKERT M) U LKBEREKTHE L, FKHR
B ) LTRIREER BREZREREL TRONCEEEZS VALY
A N5 74— (EX>US7 NH BREL) . ~AFHY BRI FIL
=4 :1-2:3) THETZZEICLY., UTODHEEET 2EBLLE
m (2.19) &7,

LC—MS (A) GREFESE (9) :1.01;
MS(ESI, Pos.) : 747 (M + H)*;

TH-NMR(CDCl3) : &  0.87-0.93, 1.68-1.79, 2.13, 2.17, 2.45, 2.65-2.78
, 2.92-3.04, 3.89-4.20, 4.38-4.48, 4.83-4,94, 5,39-5.64, 6.88-7.08, 7
.13, 7.24-7.32, 7.40-7.46, 7.83-7.95, 8.30, 8,54-8.72,

[0697] EfEHI3 5

4— [ (7-{[B5=-(Q9—-T[1—= (2, 2=YAF)FOEIN) —4-VF
RYIZ] —6—XAFN—8—FFY—2— {[4— (bYT)FOXL
F2) 2z )N] FI)} =8, 9=V RA-—TH-FYY—T7—A))
—2—EYY=)] BNE=N} =5, 6, 7, 8=—FbSEROA—-9H—
EYR[4 , 3 4, 5]oO[2, 3—b]lEYY>Y—9—-AJl)

XFI] —3 =)A= krYJL
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[0698]

[1£69]

ZEF)1 01 TEELALEY (100mg) ICDMF (1.0mL) & hLT
v (1.omL) ZmMATEEL, 4— (M) 740X MF2) 7= (28
mg) RUOKEtL 9L (87Tmg) . Xantphos (15mg) . BEEE/SS T L
(38.0mg) #MAi. BEFESTT1 10CT2EBHEBHLE, RBDKEE
BIODE LR, BEEET FILTHRL. 1Y bDZL T3/ (BR
£Z) ICBLTRBLE, BBEAFYVEHBIFILOREKR (9: 1)
BEEL. KTHELTREREL. BEEVATSLI/OTNTZT74— (
BLX Uo7 NH (BR&) AFTY BRI FIL=1:1->3:7)
TRETDIIEILLY, UTOYMHEEZET 2EBILEY (60mg) 215k
LC—MS (A) GREFESE (9) :1.14;
MS(ESI, Pos.) : 888 (M + H)*+ ;

TH-NMR (CDClg) : & 0.95, 1.70-1.83, 2.05-2.11, 2.15, 2.41-2.50, 2.7
2-2.88, 2.93-3.06, 3.90-4.21, 4.29-4.44, 4,86-4.93, 5.38-5.63, 6,89-7
.07, 7.07-7.14, 7.21-7.25, 7.27-7.32, 7.40-7.48, 7.72, 7.84-7.92, 8.3
0, 8.58-8.73,
EEFI3 5 — 1
S3—A0—-4— ({7-[ (5—-{2—-[ (3=2)407x=J)V) 7
/] =6 *AFN—8—FFY—-9— (1= {[1— (MU)ZIAOXF
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[0699]

L) oo7ob)L] XFIY —4—ERYT =)L) —8, 9—Ik RO—

TH=-TF)>—7—4)} —2—-EYVI=)L) hIHAR=)] =5, 6, 7,

8—FbrSERO-—9H-FKYRT[4 L 3 4, 5]¥Oon[2, 3—

bl YUY —9—AJ)} XFI) RV =KY)L

.\_."
ST
SN
N §
N ra
i3
; ‘;“ b\\,
Y
& ; S
‘Q\ \\\ & ~:t':3:\ N, N S, g
N N 7
N i { i
~ N Ny ; ®
f\} \\\ T \-\t_.\*' 0
3 ¢
£ s
& i3
NG N

SZF)1 01 THWZENLTZILTE RORKDLYICT — (M) Z)b40X
FIV) o7 anvALRTILTE K&, EfEFI3 5 THW:=4— (MY
AOxXhFY) PZUVORDYICS M)A 7=) v ERWT
. BEHI 01 >EHEFIS 5 EAKOBELITV. UTOMMEEEET 212
Bl amEST,

LC—MS (A) GREFEFE (9) :1.12;

MS(ESI, Pos.): 874 (M + H)*;

TH-NMR((CDCl3) : & 0.73, 1.01-1,06, 1.78-1.88, 2.06-2.13, 2.13-2.23
, 2.64, 2.71-2.83, 3.00, 3.14, 3.93-4.17, 4.43-4.45, 4,90, 5.37-5.64,

6.68-6.79, 6.87-7.07, 7.08, 7.12, 7.27-7.33, 7.40-7.48, 7.58-7.66, 7
.83-7.92, 8.30, 8.56-8.72,

EfEFI35—2~9

4— (M)A XMFY) PZUVORDYICRBTZT7Z) V&
MERWT, EiEfl3 5 EEROBEZITWV. YU ATIVASLEEDS L
IEEARHPLCH S AR T B 2 &ICL Y. T, V) AT IIVERIRICERRZ
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[0700]

[0701]

ATCRNETDZEICEY, UTOYHEEZET 2RBLEWMERT,
EREBIS 5 —2

4— [ (7—-{[5—-(Q—-[1— (2, 2=-IXF)F7OEIN) —4—F

RYI=Z)] =2— {[3, B AFIN—-1— (2, 2, 2—t)T)LH

OTF)N) —1TH-ESYV—I—4—-AN] TI/)} —6—XFI—8—%

Y-8, 9—YbRA-TH-FY —-T7—A4)) —2—-FEYI=)]H

JIJR=J} =5, 6, 7, 8—FhSERO—9H-FKEYK T[4 , 3’
4., 51 ¥OoO[2, 3—b]lEYIYY—9—A)L) XFI] —3—2)LF

OV kYL

LC—MS (A) £R¥FFFE (4) :0.98;

MS(ESI, Pos.): 904 (M + H)*;

TH-NMR(CDCLl;) : &  0.86-0.92, 1.61-1.67, 1.97-2,04, 2,09, 2.19, 2.24

, 2.29-2.41, 2.56-2.68, 2.90, 2.95-3.02, 3.89-4.16, 4.18-4,30, 4.59,

4,89, 5.36-5.63, 6,05, 6.85-7,04, 7.12, 7.28-7.36, 7.36-7.47, 7.82-7.
92, 8.29, 8.54-8.74,

EREBI35 -3

4— [ (7-{[B5=-(Q9—-T[1—= (2, 2=YAF)FOEIN) —4-VF
RYI=ZN] —6—AFN—8—FFv—2— {[6— (b)T)lAOXE

F3) —2-KEYY=ZN]1FI/)} =8, 9=V RA-TH-FY>v—7

—q)) —2—¥EYI_ )] AIKR=ZJN} =5, 6, 7, 8—F 5RO

—9H-KFYR[4 3" 4, 5]KFOO[2, 3—b]lEYY>V—9

—A)) XFN] =3 —iFARVY b)) IiEEEE

LC—MS (A) R¥FBFE (4) :1.04;

MS(ESI, Pos.) : 889 (M + H)+ ;

TH-NMR (DMSO-dg) : &  1.22, 2.12-2.21, 2.94-3.05, 3.11-3,27, 3.29-3.

36, 3.38-3.62, 3.76-3.83, 3.83-4.19, 4.65-4.92, 5,01, 5.50-5.91, 7.03
-7.13, 7.24-7.30, 7.62-7.76, 7.87-7.93, 7.98-8.25, 8.25-8.51, 8.65-8.
95, 9.25-9.90, 10.01-10.50,
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[0702]

[0703]

[0704]

EhEfl35—4

4— ({(7—[(5—{2—[ (2, B3=IAFI—T1TH—AYK—J)L—5

—AN) PI/)] —9—[1— (2, 2-IXFNTOEIL) —4 —ERY

YZN] —6—AFN—8—F%Y—-8, 9-YbLRO-TH-FY>—7

—AJ)} —2-—FEYI=ZJ) AIAR=ZI] =5, 6, 7, 8—F >k RO

—9H-FYRI[4 , 3 :4,5]1lFoOo[2, 3—blEYUYY—9

—4J} XFI) =3 —)FaRY = Y 2 8 7I)LF OFESE

LC—MS (A) R¥FBFE (4) :1.11;

MS(ESI, Pos.): 871 (M + H)*;

TH-NMR(DMSO-d¢) : &  0.76-1.13, 1.87-2.21, 2.24-2,34, 2,79-3.11, 3.1
7-3.33, 3.63-3.84, 4.00-4.11, 4.51-4.97, 5.38-5.74, 6.89-7.26, 7.49-7
.67, 7.72-8.03, 8.03-8.28, 8.59-8.90, 9.03-9.15, 10.43-10.61,
EfEFI3 5 -5

4— [ (7—{[5—- (O—-[1— (2, 2-IXFNTOEIN) —4—F

RYUv-)j] —2—{[2—)14a0—4— (FrSERO—2H-FESY

—4—AJ)V) TxZ)] FPI)} —6=—XF)N—8—-FFY—-8, 9-Vk

ROo—7H-FY>—T7—44J)) —2—-EYT=)L] AIAR=)} —5, 6

7, 8—FhSERO-OH-FYR[4’ 6 3 :4, 6] FOQ([2

S3—b]lEYIY—9—AJ)L) XFJI] -3 -V MY

LC—MS (A) £R¥FFFE (4) :1.08;

MS(ESI, Pos.) : 906 (M + H)+ ;

TH-NMR(CDCLy) : &  0.97, 1.72-1,.84, 2,05-2,13, 2.15, 2.45, 2.67-2.88
, 2.93-3.05, 3.46-3.59, 3.93-4.19, 4,32-4,44, 4,90, 5.40-5.64, 6.86-7
.15, 7.20-7.24, 7.28-7.33, 7.40-7.47, 7.83-7.92, 8.29, 8.50-8.56, 8.6
0-8.75,

EHEHI35—-6

4— [ (7= {[5—-(©—-[1—- (2, 2=IXF)TFAOENL) —4—-FE

RYTZN] =6 —XFN—=—2— {[2=—XF)—4— (M)A OXb




WO 2024/053650 232 PCT/JP2023/032418

x£2) Jxz=)V] P3)} —8—FFxY—-8, 9—-YkRO—T7H-TU>
—7—4J)) —2—FEYI=-)L] AIKR=J} —5, 6, 7, 8—F 5k
RO—9H-—-FYUKRI[4 , 3" :4, 5] koo [2, 3—b] YTy

—9—AN) AFN] =3 =—iFARVYV L))

LC—MS (A) fREFEEAE (&) :1.16;

MS(ESI, Pos.): 902 (M + H)+;

TH-NMR (CDCls) : &  0.93, 1.68-1,81, 2.04-2,14, 2.37-2.47, 2.69-2,81

, 2.93-3.03, 3.92-4.19, 4.27-4.42, 4,90, 5.38-5.63, 6.79, 6.87-7.07,
7.06-7.20, 7.28-7.32, 7.39-7.48, 7.84-7.92, 8.28-8.33, 8.58-8.73,
[0705] EfEf]|3 6 —7

4— [ (7—-{[6—-—(2=-—{[2—=70B8—-4— (h)Z)FOXPF>
) Dz =)W1 P73} —9—[1— (2, 2=XFNFOEN) —4—FE
RYTZJ] —6—AFN—-8—AFY—-8, 9-2kRO-—TH-FY
—7—4J)) —2—-EYI_)] AR} -5, 6, 7, 8—FtSk
FO—9H-FEFYRT[4 3’ :4, 5]¢¥OO0[2, 3—b]lEYIY

—9—AJL) AFII] —3—)FORVYS =K Y
[1E71]

¥

LC—MS (A) RSB (4) :1.18;
MS(ESI, Pos.) : 922 (M + H)+ ;
TH-NMR(CDCL;) : & 0.95, 1.71-1,83, 2.05-2.18, 2.41-2.51, 2.72-2.85,
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[0706]

[0707]

2.99, 3.90-4.22, 4.33-4.45, 4.85-4.94, 5.37-5.65, 6.87-7.07, 7.13, 7
.21-7.25, 7.29-7.34, 7.37-7.48, 7.57, 7.83-7.94, 8.30, 8.58-8.75,
EfI35—8

4— [ (7—-{[5—-(Q—-[1— (2, 2=-IXF)F7OEIN) —4—F

RYIZ)N] =6 —AFN—8—FFY—2— {[4— (h)T)FAOXH

) —2— (bYZINAFABOAFII) 7)1 72/} —8, 9—YER

O—7H—Yy—7—4J)L) —2—FEY<=)L] HIAR=J} —5, 6,

7, 8—FbhSERO-9H-EYKR[4’ , 3’ :4, 5] OO [2,

3—blEYIY—9—qJ)L) XFI] —3—iFaxrJ=_KrYJ

LC—MS (A) fREFEEAE (&) :1.19;

MS(ESI, Pos.) : 956 (M + H)*+ ;

TH-NMR(CDCl3) : &  0.93, 1.71-1.80, 2.05-2,14, 2.41-2,49, 2.67-2.79,
2.93-3.02, 3.90-4.22, 4.29-4,44, 4.86-4,92, 5.38-5,65, 6.86-7.07, 7.
13, 7.29-7.36, 7.40-7.50, 7.84-7.92, 8.30, 8.58-8.72,

EHEBI35—9
1—[3—s08—4— ({7— (6= {[9—=—(4—2F)—=2—=TLF
ORvYN) =5, 6, 8, 9—FbSERO-—TH-EYRK T[4 k6 3’
4, 5100 [2, 3—blEBYVIY—T7T—A4)l] AIKRZJL} —3 —
EYVYZ) —9—[1—= (2, 2= XF)FAOEIN) —4-—ERYI =
W] —6—XFN—8—FFY—-8, 9—VkRA-—TH-FY>r—2—4
W PE/) 72xZ)] o0 7ONRVANKRVER

LC—MS (A) fREFEEAE (&) :1.08;

MS(ESI, Pos.) : 922 (M + H)+;

TH-NMR(CDCL3) : &  0.95, 1.23-1,31, 1.64-1.71, 1.71-1.81, 2.05-2,13,
2.16, 2.41-2.53, 2.73-2.87, 2.95-3.03, 3.90-4.19, 4.32-4.44, 4,90, 5
.36-5.63, 6.86-7.07, 7.12, 7.29-7.46, 7.61, 7.83-7.93, 8.30, 8.60-8.7

3

[0708] =3 6
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({7— (6—-{[9— 4—2F7/—2—)0AORVII)) =5, 6,

8, 9—FbhoERO—7H-KEYR[4" , 3’ 4, 5]FOO0[2,

S—blEVIY—T—A4)] BIKRZN} =3 -EYTZJ) —9— [1

— (2, 2=UXFNFOEN) —4-ERYTIZJ] —6—XFI—8—
A*X¥Y—-8, 9V RAO—TH-T)>—2—-4)V} [4— (b)TILFA
OXBRES) JxZ0] P2 /) EfR

SEZF)I1 01 TERELEEW BO0mg) IChILITY (1.0mL) ZMMAT
IFLAA- (MYTAOXNFY) J2Z] PRI PET—K
(44mg) RU&BEEEI DL (87mg) . Xantphos (7.7mg) . EEEE/NNS Y
DL (1.5mg) #Mx. BRFEHAST120CT3 0B L, RIGEE
ERICHA LK, BRI FILTHERL, €54 5 (ERRB) ITEL TRIE
L, BEE )AL IOXMNIS5T74— (BX2 )Y 7 NH (ERE
) . AFHY CEEETIFIIL=3:2->1:4) TEELE, B85hi=tEaW
ZTHF (2mL) (I8 L. TMSOK (16mg) ZMMAT=ERT 1 68
&, IBICA40CTIRAEBIHRLE, REBREERISA L, 2 NIEEZM
ATHBIFITHE L SONCEBBEMB< /2> VAL TEREL.

BERBLTRONEEBETLASTATJTLC (/00X yy 4%
J=Ib=9:1) THRAETZI&IILY., UTOYHEEZET 5ZELEY
(12mg) =",

LC—MS (A) {R¥FEFRE (9) :1.13;

MS(ESI, Pos.) : 946 (M + H)+;

TH-NMR(CD,0D) : & 1.01, 1.71-1.87, 1.91-2.00, 2.35-2.55, 2,57-2,77,

2.78-2.93, 2.98, 3.08-3.28, 3.83-4.18, 4.25-4.42, 4.42-4.52, 4.71-4,
97, 5.41-5,71, 6,79-6.90, 7.16, 7.24, 7.32-7.47, 7.53-7.66, 7.73-7.88
, 7.94-8.11, 8.20, 8.52-8.79,

[0709] =3 7
2— 3-{7-(6=-{[9=- (4—=-2F/=2—)F70RVI)/) —
5, 6, 8 9—FhrSERO-—7H-EYKR T[4’ , 3’ :4, 5] KO
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O[2, 3—b]lEYTSY—T—A4I] AIKRZJ} =3 -EYIZ)L) —
9—[1— (2, 2=SAFNFOEN) —4—-ERYIZJ] —6—XF
W—8—F*%xY—8, 99—V RO—TH-FYY—2—A)} Tx=)L)
— 2 —XFNFONRVER

[1872]

BEH1 01 TEELLEEY BGOmg) ZNMP (0.5mL) ISEMEL.
2—AFJ—2—[3— (4, 4, 5, 5—FKrSXxFIL—1, 3, 2-%
FFHAROSY—2—4)) 7xz=)V] FANRVAIKRVE B8mg) | V)
VEBE AU LKEKR (0. 1mL, 2mol/L) . [1, 1" —EX (¥7z=)
RR747) 72z8EV]I RNSYTL (L 1) Poal R JorOoaoxsyy
gak (1Mmg) ZMATYA 70V —TEBEZRBWT140CT5 04018
Bll, RBRZERICHANL TEHBIFILTERL TKEMA L, BFERT
FILTHEL, SONCEREBEEZKTHREF Lz, BKREBS N U LTRE
%, BEBRBELTEONEBRAE SL/AAST4JTLC (¥rOoAxXyy:
XY )= : PYVEZFTK=20:5:1) THHETBZIEICLY, UTO
MEEEET 2EBEY (26mg) 5287,

LC—MS (A) GREFESE (9) :1.07;
MS(ESI, Pos.): 875 (M + H)* ;

TH-NMR(CDCl,) : &  0.92-0.99, 1.75-1.90, 2.20, 2.43-2.55, 2,91-3,03,

3.04-3,14, 3.93-4.16, 4,40-4.55, 4,90, 5.39-5.63, 6.88-7.08, 7.12, 7
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.27-7.33, 7.40-7.52, 7.84-7.94, 8.26-8.31, 8.58-8.75,

[0710] EM#EHIS 7 —1~17

2—AF)—2—[3— (4, 4, 5, 5—FKrSAFJL—1, 3, 2—

SHFHROSY—2—4)) 7] TORVAILRVEOKRDY ICH
BT BROVEIEEDZERWT, EfHI3 7 EEAROBREEZITW. 2UAT
WHSLREEE L IEHBHPLCH S LT 2 2 &iCk Y. MTFOMMHES
BV 2EELEM=ET,

[0711] Ef#EFI3 7 —1
4— ({7-[(6=-{9—[1— (2, 2=IXxF)FOEIL) —4—-F
RYIZN] =2 [2=—XbFP=-5— (bYNFAOXIFY) T
L] —6—XAFN—-8—-—FFY—-8, 9-VkRAO-—TH-FYV-7—4
MY —2—-¥YY=)) AIKR=N] =5, 6, 7, 8—FrhSERO-9
H-FYKR[4 6 3 4, 5]K¥OoO[2, 3—b]l¥EYIY—9—4

Y XFI) =3 —AORVYV R YJL 2 bY Z ) A OEFRIG
LC—MS (A) R¥FFFE (4) :1.14;

MS(ESI, Pos.): 903 (M + H)*;

"H-NMR(DMSO-dg) : &  0.94-1.12, 1,87-2.19, 2.85-3.06, 3.10-3.24, 3.4

6-3.58, 3.63-3.87, 4.00-4.10, 4.32-4.43, 4.62-4.98, 5.39-5.71, 6.93-7
.21, 7.21-7.38, 7.39-7.67, 7.70-8.02, 8.12-8.29, 8.49-8.60, 8.60-8.76
, 8.85-9, 05,

[0712] EfEFIS 7 —2
4— ({(7-J[(5—-—{2— (2, 3=YkRA—ITH—-AVYTFV—4—4
W) —9—[1—= (2, 2=IAFNFTOEN) —4—-EXRYI )] —6
—AFN—8—FF%Y—-8, 9-VERO—TH-FY>—-7—-A)l} =2
— YY) AIAR=IL] =5, 6, 7, 8—FhSERO-—9H—-FK
K[4’”, 3 :4,5]FOO[2, 3—blEYIY—9—A)} XF
V) =3 —oiAORVYV =Y 2 b 7)bF OFFERIG
LC—MS (A) fREFEEAE (&) :1.08;
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MS(ESI, Pos.) : 829 (M + H)*;
TH-NMR(DMSO-d¢) : &  1.04-1.14, 1,98-2.22, 2.86-3.15, 3.49-3.60, 3.6
7-3.82, 4.02-4.10, 4.96, 5.34-5.73, 6.95-7.06, 7.12-7.19, 7.22-7.41,
7.48-7.67, 7.75-7.87, 7.89-8.02, 8.02-8.08, 8.12-8.28, 8.63-8.75, 8.8
3-8.99,

[0713] ZEfEHIS 7 — 3
4— ({(7-[(5={9—-[1—= (2, 2=IXFNTOEL) —4-F
RYTZJN] —6—AFN—2— [2—XF)—4— (b)TAFOXIF
V) 7xz=)0] —8—#F%Y—8, 9—YkRO—TH-FY)V—-7—4)L
} —2—-EYYZ)) HIKR=Z)N] —-5, 6, 7, 8—FbSERO—-9H
—FYR[4’ , 3 4, 6567 [2, 3—b]EYYY—-9—-1q)L

P XFII) =3 —idaxvyV=rYJ

[1873]

B N\
X
& X
Y, > ™~
R Lo N e
R NN
Howd \ =
TN i ¥ ]
Ny e °\\ §§ N RN
N e N JE R 814 SN
3 3 3
N ]
3 # i
N 32 4
{} ¥

LC—NMS (A) REFESE (2) :1.19;
MS(ESI, Pos.) : 887 (M + H)* ;
"H-NMR (CDCls) : &  0.90, 1.70-1.83, 2.13, 2.21-2.27, 2.42-2.51, 2.7
0-2.73, 2.78-2.91, 2.93-3.05, 3.92-4.24, 4.39-4.56, 4.87-4.97, 5.41-5
.63, 6.88-7.08, 7.11-7.19, 7.27-7.33, 7.39-7.49, 7.82-7.88, 7.91-8.03
, 8.30, 8.62-8.78,

[0714] EfEpFI3 7 —4
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4— ({(7-[(B—-{9—-[1— (2, 2=IXxF)FOEIN) —4—F
RYVZN] —2—-[4—- (M—kRafy>oadF)) 7zZ)L] —6
—AFN—8—FF%Y—-8, 9-VERO—TH-FY>—-7—-A)l} =2
—EPYI=)) HIR=J] =5, 6, 7, 8 —FTrSERO—9H—-FY
K[4’”, 3 :4,5]FOO[2, 3—blEYIY—9—A)} XF

V) =3 =AYV LY

LC—MS (A) £R¥FFFE (4) :1.06;

MS(ESI, Pos.) : 859 (M + H)*+;

TH-NMR(CDCLl3) : &  0.92-0.98, 1.70-1.83, 2.00-2,11, 2,18-2,27, 2.39-
2,66, 2.83-3.06, 3.90-4.21, 4,45-4,57, 4,91, 5,40-5.64, 6.87-7.09, 7.

13, 7.27-7.33, 7.40-7.48, 7.63, 7.84-7.97, 8.30, 8.48, 8.62-8.78,
[0715] ZfEhI3 7 —5

4—- ({(7=-[((B={9=-[1= (2, 2=9UXFNTOEIN) —4-F

RY)I=ZN] —2—-[4—-2)zx0—-2— (bUTNFOXIFY) T =

JJI ] —6—XF)I—8—FFxY—8, 9—-bRrROo—T7H-"FY>—7—4
I} —2—FYUI=Z)) AlNAKR=)] =5, 6, 7, 8—FhrSEKRO—9
H—FYRKT[4’” 3 :4. . 5]¢FoOof[2, 3—b]l¥FYIvYy—9—o

Y XFI) =3 -4V ))L

LC—MS (A) fREFEEAE (&) :1.26;

MS(ESI, Pos.) : 891 (M + H)+;

TH-NMR (CDCl;) : &  0.87-0.95, 1.69-1.84, 2.13-2.19, 2,21-2.28, 2.41
-2.54, 2.78-2.93, 2.92-3.04, 3.92-4,22, 4.42-4,53, 4.91, 5.39-5.64, 6

.88-7.08, 7.08-7.17, 7.27-7.33, 7.41-7.48, 7.84-7.97, 8.15-8.21, 8.30
, 8.61-8.77,

[0716] EfEFIS 7 — 6
1— (4—-{7—(6=-{[9=- (4=-2FT/=—2—=—)F0XRVT)/) —
5, 6, 8 9—FhrSERO-—7H-EYKR T[4’ , 3’ :4, 5] KO
O[2, 3—b]lEVYY—T7T—4)V] AIKRZI} =3 -EYVI L) —
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[0717]

[0718]

9—[1— (2, 2= XAF)L7OEN) —4—ERYIZ)L] —6 —XF

J—8—FF%Y—8, 9—kRAO—TH-—FY>—2—A )L} 2x=)l)

As VAV %]

LC—MS (A) fREFEEAE (&) :1.06;

MS(ESI, Pos.): 873 (M + H)*;

TH-NMR(CDCL;) : §  0.94, 1.17-1.29, 1.68-1.81, 2.14-2.27, 2.51, 2.84
-3,04, 3.89-4.24, 4.38-4.61, 4.89, 5.33-5.66, 6.82-7.08, 7.12, 7.21-7
.33, 7.39-7.49, 7.82-7,96, 8.30, 8.39, 8.60-8.77,

EREHI3I 7 —7

(5—-{7—-(6—-—{[9— (4—>F/)—2—=)A0RVYI)) =5,
6, 8, 9—FbSERO-TH-KEYRT[4 3’ :4, 5] OO/
2, 3-b1EBYIY—T—A4)] BIKRZJ} =3 -EYIZ)l) —9—
[1— (2, 2=2XF)7OENL) —4—-EXRYI )] =6 —XF)L—

8—AxYy—-—8, 99—k RkAO—7H—FY—2—AJL} —2—AREx

2T =)L) BERR

LC—MS (A) R¥FBFE (4) :1.04;

MS(ESI, Pos.) : 877 (M + H)*;

TH-NMR(CDCLl;) : &  0.94, 1,70-1.82, 2.06-2,25, 2.43-2.58, 2.82-3.07,

3.74, 3.89, 3.93-4.23, 4.38-4.57, 4.90, 5.38-5.68, 6.87-7.08, 7.09-7
.15, 7.27-7.34, 7.38-7.49, 7.83-7.94, 8.28-8.40, 8.54-8,78,
EfEBI3 7 —8
1— (33— {7—-(6=-{[9—- (4—=2F/—2—)FOXRVI)l) —
5, 6, 8, 9—FhrSERO-—7H-KEYKRI[4’ 3’ :4, 5] KO
O[2, 3—-b]lEYVIY—T—4)] KRN} —3-EYVIZJL) —
9—[1— (2, 2=UXFNFOEN) —4—-ERYTZJ] —6—XF
W—8—F*%Y—8, 9—VbROA—TH-FYY—2—A)N} Tx=)L)

voO7o/8v ARV
LC—MS (A) R¥EEHEE (4) :1.05;
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[0719]

[0720]

MS(ESI, Pos.): 873 (M + H)*;

TH-NMR (DMSO-dg) : &  0.93, 1.18-1.23, 1.47-1.57, 1.71-1.83, 2.06-2.
21, 2.42-2.48, 2.73-3.01, 3.70-4.09, 4.27-4.42, 4.70-4.94, 5.37-5.71,
6.99, 7.15, 7.41-7.49, 7.52-7.64, 7.74-8.01, 8.15-8.35, 8.65-8.90, 1
2.19-12. 69,

EfEHI3 7 —9

6— {7— (6—-—{[9— 4—>F/)—2—)70XRYY)/) =5, 6

8, 9—FbSERO—7H-KEYR T[4’ , 3 :4, 5]KOO0[2
3=blEVIY—T—A)] ALK} =3 -EYTZ)V) —9— [
1— (2, 2=IXFNFTAEN) —4-ERYIZ)] —6—XFI—8
—FFY -8, 9-YeROA-—TH-FYV—2—A4)} —1—-AVHVAH
LR B
LC—MS (A) fREFEEAE (&) :1.03;
MS(ESI, Pos.): 873 (M + H)*;
TH-NMR(CDCl3) : &  0.97, 1.73-1.88, 2.16-2.30, 2.32-2.70, 2.88-3.08,

3.10-3.26, 3.93-4.27, 4.43-4,61, 4.90, 5.36-5.64, 6.83-7.09, 7.09-7.
16, 7.28-7.36, 7.39-7.46, 7.83-7.95, 8.26-8.37, 8.44-8.59, 8.58-8.78
EfEFIS7T—10
1— (44— {7—(6=-{[9— (4—2F/—2—)FORVI)l) —
5, 6, 8, 9—FhrSERO-—7H-KEYKRI[4’ 3’ :4, 5] KO
O[2, 3—b]lEYTSY—T—A4I] AIKRZJ} =3 -EYIZ)L) —
9—[1— (2, 2=SAFNFOEN) —4—-ERYIZJ] —6—XF
W—8—F%xY—-8, 9—YkrRO—TH-FYr—2—4J)V} —2—-T)L
F07x=)) vo0F7anRVANRVEE 2 MY 7))L OFFEEIE
LC—MS (A) R¥FBFE (4) :1.04;

MS(ESI, Pos.) : 891 (M + H)*;
"H-NMR(DMSO-dg) : &  1.07-1.16, 1.16-1.29, 1.49-1,59, 1.97-2,13, 2.1
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[0721]

[0722]

5-2.20, 2.82-2.94, 2.94-3.22, 3.32-3.62, 4.02-4.11, 4.70-5,00, 5.34-5
.76, 6.96-7.08, 7.10-7.20, 7.38-7.53, 7.53-7.68, 7.73-7.88, 7.88-8.01
, 8.03-8.13, 8.13-8.28, 8.61-9.08,

EREHIS 7 —1 1

4— ({(7-[ ((B=-{9-[1- (2, 2=-IXF)NTOEIL) —4—-FE

RYy=Z)]l —2—-—[4—- (2—-kRaFx>y—2-7ON=)) 72x=)]
—6—AFIN—8—FFY—8, 9—TbRO—TH-FY>—T7—A)l}
—2—-EYY=)l) HIAKR=)] =5, 6, 7, 8—FhSERO—-9H-—
EYR[4 , 3 4, 5]od[2, 3—b]EYY>Y—9—-A)l}

AFIIN) =3 —)FORVYV =Y

LC—MS (A) fREFEEAE (&) :1.05;

MS(ESI, Pos.) : 847 (M + H)*;

TH-NMR(CDCLl;) : &  0.94-0.96, 1.64, 1.71-1,82, 2.18-2.27, 2.45-2.60,
2.84-3.07, 3.93-4.24, 4.39-4.59, 4.91, 5,39-5.66, 6.85-7.08, 7.08-7,

17, 7.29-7.32, 7.39-7.49, 7.61, 7.81-7,99, 8.30, 8.44, 8.60-8.78,

EHEFI3IT—12

4— ({(7-[(B=-{9—-T[1—= (2, 2=YAF)FOEIN) —4-VF

RYY=)] —2—[4— (1, 1, 1, 3, 3, 3—~FHo)40-2

—erOF>—2-70O/Z)V) )] —6—XFIN—-8—-FF%V—8
9—YkRO—TH-FYY—T7—4)} —2-EYTZ)) AILKZ

1—-5,6, 7, 8—FhrSERO—9H-FEYRT[4’ 6 3" :4, 5]

Eoo[2, 3—b]lEYIY—9—qN} XFI) —3—7)x40VY

—bJN

LC—MS (A) R¥FFFE (4) :1.12;

MS(ESI, Pos.) : 955 (M + H)+ ;

TH-NMR(CDCl3) : &  0.93-0.97, 1.73-1.83, 2.19-2.27, 2.52, 2.84-2.97,
2.82-3.06, 3.63-3.76, 3.92-4.20, 4.46-4.57, 4.91, 5,40-5.64, 6.85-7,

09, 7.13, 7.27-7.32, 7.38-7.48, 7.71, 7.81-7.97, 8.30, 8.55, 8.62-8.7
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[0723]

[0724]

8,
EEpI37—-13

1— (33— {7—-(6=-{[9—- (4—=2F/—2—)FOXRVI)l) —
5, 6, 8, 9—FhrSERO-—7H-KEYKRI[4’ 3’ :4, 5] KO
O[2, 3—b]lEVYY—T7T—4)V] AIKRZI} =3 -EYVI L) —
9—[1— (2, 2=UXFNFOEN) —4—-ERYTZJ] —6—XF
W—8—F*%Y—8, 9—VbROA—TH-FYY—2—A)N} Tx=)L)

voa7AVANKRUER

LC—MS (A) fREFEEAE (&) :1.09;

MS(ESI, Pos.): 887 (M + H)*;

TH-NMR(CDCl3) : &  0.94, 1.73-1.86, 2.10-2.17, 2.18-2,28, 2.44-2,58,

2.61-2.70, 2.89-3.06, 3.92-4,21, 4.40-4,54, 4.90, 5.38-5.63, 6.85-7.
07, 7.13, 7.25-7.34, 7.40-7.49, 7.84-7.94, 8.29-8.36, 8.46, 8.60-8.77
EEFI3 7 —14
1— (5= {7—- (6= {[9—- (47 /)—-2—2)0FOXVI)) —
5, 6, 8, 9—FhSERO-—T7H-KYRT4 3’ :4, 5] KO
O[2, 3—-blEBYIY—T—A4)L] AR} =3 -EYIZ)l) —
9—[1— (2, 2= XFNFOEN) —4—-—EXRYIZJ] —6—XF
W—8—F*xY—-8, 9—Vb RO—TH-FYr—2—4J)L} —2—XFh

¥ 7)) ooV aliRUER

LC—MS (A) £R¥FFFE (4) :1.08;

MS(ESI, Pos.) : 903 (M + H)+ ;

TH-NMR(CDCL3) : &  0.94, 1.28-1.32, 1.70-1.82, 2.16-2,25, 2.44-2,55,

2.84-3.06, 3.94, 3.95-4.21, 4.39-4.53, 4.90, 5.39-5.64, 6.87-7.09, 7
13, 7.28-7.33, 7.40-7.48, 7.84-7.96, 8.28-8.35, 8.41, 8.61-8.77,

[0725] =EfEfHI3 715

1— (6—{7—(6—{[9— 4—-—>F7/)=—2—=—)L40R2IJ)) —
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5, 6, 8, 9—FhrSERO-—7H-KEYKRI[4’ 3’ :4, 5] KO
O[2, 3—-b]lEYVIY—T—4)] KRN} —3-EYVIZJL) —
9—[1— (2, 2=UXAFNFOEN) —4—-ERYTZJ] —B6—XF
W—8—FF%Y—8, 99—k RO—TH-FYr—2—A )} —2—XF

WZx2)) >oaFanRvhANRVEE

LC—MS (A) R¥FFFE (4) :1.12;

MS(ESI, Pos.): 887 (M + H)*;

TH-NMR(CDCLl;) : & 0.94, 1.35, 1,72-1.85, 2.15-2.26, 2.44, 2.46-2.55

, 2.84-3.06, 3.90-4.20, 4.42-4.52, 4.90, 5.37-5.63, 6.86-7.07, 7.13,
7.28-7.32, 7.40-7.47, 7.84-7.96, 8.28-8.35, 8.61-8.78,
[0726] EfEpI3 7—16

1— B=-{7-(6=-{[9=- (4=2F/—2—)F0RVI)/) —
5, 6, 8 9—FhrSERO-—7H-EYKR T[4’ , 3’ :4, 5] KO
O[2, 3—-blEBYIY—T—A4)L] AR} =3 -EYIZ)l) —
9—[1— (2, 2= XFNFOEN) —4—-—EXRYIZJ] —6—XF
W—8—F*%Y—-8, 9—VbROA—TH-FYv—2—-AJ)l} —5—XF

W7z )V) o7V ANKVER

LC—MS (A) fREFEEAE (&) :1.10;

MS(ESI, Pos.): 887 (M + H)*;

TH-NMR(CDCLl5) : &  0.94, 1,34-1.39, 1.71-1,74, 1.75-1.79, 2.16-2.26,

2.45, 2.47-2.56, 2.90-3.04, 3.92-4.23, 4.39-4.54, 4,90, 5.39-5.63, 6

.87-7.09, 7.13, 7.27-7.32, 7.40-7.45, 7.84-7.96, 8.22-8.32, 8.61-8.78
[0727] I3 7 —1 7

1— B=-{7-(6=-{[9=- (4=2F/—2—)F0RVI)/) —

5, 6, 8 9—FhrSERO-—7H-EYKR T[4’ , 3’ :4, 5] KO

O[2, 3—b]lEVYY—T7T—4)V] AIKRZI} =3 -EYVI L) —

9—[1— (2, 2=IAFNFOEN) —4—-ERYIZJ] —6—XF
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[0728]

[0729]

I—8—F%Y—-8, 9—bRO—7H-—FYv—2—4)L} —5—2)L

FO07x=)L) >oO7a/8vHIVRVEE

LC—MS (A) R¥FBFE (4) :1.11;

MS(ESI, Pos.) : 891 (M + H)+;

TH-NMR(CDCl,) : &  0.94, 1.34-1.43, 1.72-1.80, 2.17-2.26, 2.45-2.57,
2.84-3.06, 3.91-4.21, 4.41-4,56, 4.85-4,94, 5.40-5.63, 6.87-7.08, 7.
11-7.22, 7.25-7.34, 7.38-7.48, 7.84-7.96, 8.09, 8.26, 8.30, 8.60-8.76

(o)

EEfI37—18

AFIN (3= {7-— (6= {[9— (4—=—SF7)=2=—)AOAXRVI))

—5, 6, 8, 9—FbhZSkRO—-7H-FKFYRT[4 , 3 :4, 5]FK
oo [2, 3—b]lEBYYY—T—A4)] AR} =3 -—EYI =)L)

—9—[1—- (2, 2=IXFNFOEN) —4-ERYIZ)L] —6—X
FIL—8—AF%Y—-8, 9—VEROA—TH-FYY—2—-qL} JxZ)L
) ZEF—F

LC—MS (A) R¥FFFE (4) :1.14;

MS(ESI, Pos.): 861 (M + H)*;

"H-NMR(DMSO-dg) : §  0.93, 1.70-1.84, 2,06-2,24, 2,74-3,01, 3.65, 3.
72-4,08, 4.29-4.48, 4.68-4.99, 5.36-5.73, 6.94-7.05, 7.11-7.20, 7.37-
7.44, 7.44-7.51, 7.52-7.67, 7.75-8.01, 8.11-8.27, 8.27-8.38, 8.59-9.0
0,

=HEFI3 8

1— (33— {7—-(6=-{[9—- (4—=2F/—2—)FOXRVI)l) —
5, 6, 8, 9—FhrSERO-—7H-KEYKRI[4’ 3’ :4, 5] KO
O[2, 3—b]lEVYY—T7T—4)V] AIKRZI} =3 -EYVI L) —
9—[1— (2, 2=IAFNFOEN) —4—-ERYIZJ] —6—XF
W—8—FA*%Y—-8, 9—-VkRO-—TH-FYV—-2—q N} TTZ)L)

o 7onRVANREYI R 2 MY 7)bA OFFERIS
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2—AFN—2—[3— (4, 4, 5, 5—FrSXFJL—1, 3, 2—
VAXRYROSY—2—4J)) Z7xzZN] FARVAILKRVEBORDYICI
— [8— (4, 4, 5, 5—FrIXFI—1, 3, 2—-IUFFHROZY
—2—qJ)) 7z=)0N] oaFanvALRVEEERBWT, REH3 7 &
EROBIEZTR>Tc, Toniibd&Y (14mg) ZDMF (0.14mL) (C
BEEL, BIET7VE=ZYUL (2.6mg) &EDIPEA (0.014mL) , HAT
U (12mg) ZMATERTOOEBHR L, RISREZFEITFILTHRL
T, KTHE LI, BONERBEEBKREST ) D LTREE BER
ML TIEONAEELYAEPLCH S LIBRT D &ICL Y. UTOYIEESE
BY2EELEEY (12mg) %87,

LC—MS (A) GREFESE (9) :1.04;
MS(ESI, Pos.): 872 (M + H)*+;
TH-NMR(CDCl;) : & 0.77-1.06, 1.17-1.38, 1.64-1,75, 2.11-2.32, 2.87-
3.14, 3.91-4,24, 4,40-4.65, 4.83-4,95, 5,29-5.70, 6.85-7.10, 7.10-7.1
7, 7.29-7.35, 7.39-7.63, 7.81-8.01, 8.25-8.52, 8.53-8. 80,

[0730] =41 02
XFN T— (6= {[9— (4—2F/)—2—)4d0O0XVI)) =5,
6, 8, 9—FbSERO-TH-KEYRT[4’ 3’ :4, 5] o0 [
2, 3—bl1 VYT —A)] HINKRZI} =3V )L) —9—

[1— (2, 2=UXFNTOEN) —4—-ERYTI )] —6—AF)—
8—F*%Y—-8, 9-YkRO—TH-FYV—2—HALRFSS—}

SEH1 01 TEELALEY B74mg) #DMF (2.5mL) ITAREL
XY=L (2.5mL) ENEt, (0.070mL) . Xantphos (43mg) . EE
BRSUYL (1Tmg) ZMAT, RISBENE—BIELKRICBHRLT, 7
OCT1 7REE®R L, RIBREERICHHL TEHEIFILTHRL, K
EMAT, BRI FILTHHL., Boh/BHELZRNRIEKTHRE L,
HAKREEF M) DU LTERE, BEREL TEONLEEEEZS )AL oO
RIS 74— (NFHY BRI FIN=33: 67 >FBIFIL: X5/
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[0731]

[0732]

—)=9:1) TRHETZIELICLY, UTOMHEEEET 2ZEILEY (3
4img) %EFr.
LC—MS (A) fREFEEAE (&) :1.03;
MS(ESI, Pos.) : 771 (M + H)+;
TH-NMR(CDCl,) : &  0.85-0.94, 1.70-1.81, 2.11-2.19, 2.24-2.31, 2.49,
2.71-2.85, 2.93-3.03, 3.90-4.24, 4.06, 4.59, 4.83-4,96, 5.39-5.64, 6
.86-7.09, 7.13, 7.27-7.33, 7.37-7.46, 7.82-7.96, 8.30, 8.57-8.76,
HEZH103
7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl EVSY—T7—AN] AIKRZ} =3 -V =) —9— [1— (
2, 2=IXFAFOEN) —4-—ERYT )] —6—XFI—8—FF
V=8, 9—YbRO—TH-FY)>—2—HJKREE
BEF1 02 TEME LAY B8mg) #THF (0.75mL) AL
. OCTTMSOK (19mg) #MATERT2REBIE Lk, RISKICT
NIEBAZMATI 700XV EXAS /—ILDREER (9 : 1) THHEL.
"Bon-BHEZEKIREBST N U ATEZER. BERHBLT. UTOYHE
ExET 2EZBLEEY (4bmg) 5B,
LC—MS (A) £R¥FFFE (4) :0.95;
MS(ESI, Pos.) : 757 (M + H)+,
=3 9
7— (6= {[9— 4—2TF/—2—)048RYY)) =5, 6, 8,
9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl BV —T7—A)] ANAKRZI} =3 -EYVTZJ) —9— [1— (
2, 2=IXFAFOEN) —4-—ERYT )] —6—XFI—8—FF
V=N—- [+ ZR—-4— (bYZ)AOXRFEY) oO~NFII] —8
9O—YkRA-—TH-FYY—2—-ANRFHIRK 2t F)FOFEES

et
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[0733]

BEH1 03 TEELLILEY B0mg) #DMF (0.4mL) ITRMEL.
NSV R—4— (MY AOXMFY) 2oOANFH YT IV (1.6mg)
EDIPEA (0.02imL) , HATU (23mg) #MATERT1 9EHEIE
# U7, RIGRICEEMREKERT MY D LKAREMA THEE T F)L CHH
Lize SOoN-BRBZEKRES N DU LATREER. BERELTESN
F B EVABHPLCA S AR T & ICL Y. UTOMEEEET 2B
&% (18mg) %R,

LC—MS (A) GREFEFE (9) :1.11;
MS(ESI, Pos.) : 922 (M + H)* ;

TH-NMR(DMSO-dg) : &  1.07-1.12, 1.53-1.72, 1.87-2.11, 2.13-2.17, 2.8
5-3.07, 3.26-3.33, 3.45-3.57, 3.64-3.90, 3.98-4.10, 4.27-4.42, 4.67-4
.96, 5.33-5.75, 6.96-7.05, 7.09-7.24, 7.44-7.69, 7.73-7.88, 7.88-8.06
, 8.09-8.32, 8.33-8.56, 8.60-9,03,
5£F)1 04
4— ({(7-[(B=-{9—-T[1—= (2, 2=YAF)FOEIN) —4-VF
RYIZN] —2— (EROFTYAFIVN) —6—XFI—8—FFV—8,
9—YbkbPO—TH-FY>Y—T7 AN} —2-E)I=)l) HIHR=JL]
—5, 6,7, 8—Fh5ERO-—9H-FYRI[4” 6 3’ :4, 5]F
OO [2, 3—b]EYVIY—9—A)L} XFI) =3 —)AORVYV =
LU

SEZ{1 03 TEELLILEY B8mg) #THF (0.5mL) ITHEMAL.
IFI ALKR/o0OYF—h (6.0mg) &D I PEA (0.013mL) %A
ATCOCTIBEEBRE LE, RIGRICKZRIEEIERZEF NI DL (4.5mg) &
K (@ 1mL) ZMATISICERTIRFEBHL L, RIGEICEEMKEEKRE
FRUDLKABEREMATHRIFILTHE L, 5N EH#E % HKR
Br M) LTRER BERBLTEONCEEE LAST4TJTLC

(BEX>YU>7 NH (BRaE) . BT FIL) THRETIZ&ICEY, B
TOMHEEEZET HEELLEY (13mg) &2/,
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[0734]

[0735]

LC—MS (A) GREFESE (9) :0.92;
MS(ESI, Pos.) : 743 (M + H)+;
TH-NMR(CDCL;) : &  0.85-0.96, 1.69-1.79, 2.12-2,21, 2.45, 2.67-2.83,
2.93-3,03, 3.91-4.22, 4,44, 4,79, 4.84-4,94, 5,30, 5.39-5.64, 6,88-7
.08, 7.13, 7.28-7.34, 7.39-7.47, 7.83-7.96, 8.30, 8.52-8.73,
5#{F 105
4— ({7-[(6=-{9—[1— (2, 2=IXxF)FOEIL) —4—-F
RYIZPN] —2—-FRIIN—6—XFIL—8—-—FFV—-8, 9—Yk RO
—TH=-FYV>Y—T7—A4)} —2-EYI=)l) AINKR=-J)] =5, 6, 7
8—FbhZERO-9QH-KYR T[4’ 6 3’ :4, 5]¥OBO[2, 3
— bl EBYIY—9—A )} XFII) =3 =T)FOXRVYY=_rY)
SEZP1 04 THRHELILEW Bimg) 22700 X4 Y (0.4mL) (C
BfEL. OCTDMSO (0.2mL) &=E{tMELY V& (20mg) |
NEt; (0.035mL) ZIERMATERETOREEB®R L, RIGKICKZN
ATHBIFILTHEL., BKREFMN)VLATRELE BonBRE
ZREREL. LTOMHEZE T 5EBLEYW BIimg) %257k,
TLC : Rf 0.47 (BT FI : X4/ —J)L=9 : 1) ,
=HEHI4 O
4— ({(7—-[ (5=4{2— (N0AO0XFI) —9—[1— (2, 2—
CAFNTOEN) —4-—ERYI ] —6—AFIN—8—FAFY—8,
9Ok brO—TH-FYV—T7 AN} —2-E)I=)l) AIKR=ZI]
—5, 6, 7, 8—Fh5LRO-—9H—-FYRKRI[4” , 3" :4, 5]F
OO0 [2, 3—b]lEYIY—9—q)} XFI)) =3 —7)AO0RVY =
LU
SEZP 1O THRHELILEW BIimg) Z22/0O0X4Y (0.4mL) IC
BEL, 2—AREY-N— (2—XFFPITFIIL) —N— (M) T)ADO-
SVUTH -4 -2 T77ZI) THVTIY (19mg) ZMATERT26H
BEH L, RIBRIC2Z =X MFD—N— (2—X K FPITFII) —N— (k
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VoA 0-—5vTH -4 -7 7)) THVTIY (B0mg) &EM

L. EERT2EBH LA, RIGRICEFMKREEKSFET MY U LAKBREZMA

THEE T FILCTHH L. BKMEFT N L TRELE BSOoNEBHEL

BERMGEL., BONEEREE T L/IAST47TLC (BX2V27 NH (

BERE) AFYY EBIFIL=1:2) TERETZIEICLY. UTO

MIMEA BT 2ZELLEW (4.5mg) &8,

LC—MS (A) fREFEEAE (&) :1.05;

MS(ESI, Pos.) : 763 (M + H)*;

TH-NMR(CDCLl;) : &  0.88-0.94, 1.69-1.80, 2.11-2,17, 2,20-2.25, 2.47,
2.68-2.84, 2.91-3.05, 3.86-4.22, 4.43-4.54, 4.84-4.95, 5.37-5.64, 6.

44-6.80, 6.88-7.09, 7.13, 7.28-7.34, 7.39-7.46, 7.83-7.96, 8.30, 8.54

-8.73,

[0736] EHEfFI4 1

4— ({(7—- [ (B={2—TFEFN—-9—-[1— (2, 2= XF)LF0O

EIl) —4—-ERYIZJ] —6—XFIN—-8—-FY—-8, 9-Yk RO

—TH-"FY>—T7—A)} —2-EYTZJ) HhIVBE=)] =5, 6, 7
8—FhSERO—9H-—-FYRT4”, 3" 4, 5]KFOO[2, 3

— b1 EYIY—9—ql} XFI) =3 =) FAOARVYZRYJ
SEH1 01 TEELAILEY B74mg) Z#DMA (7.5mL) ITAEFEL
MNITFIL (1 —ZhEFRIEZL) RS T2 211mg) &¥oOOnRSY
Dh—KYTTZJKRRT 1 VEEE (35mg) A, 1 00CT1HHEE
Bl RIGREERICDEL TKZMA, FFEETFI THE L, §5h
IERBEZEKRE S N) DLTRBEER, 1Yz MA5L 7R/ (B
m%) ZBLTRERME L, BONERBEZ VAL /OX NI S 74
— (Bt>Yv7 NH (BR&) . ~"FY Y BBIFI=33:67)
THRELEL, Bonfkitd® (100mg) ZTHF (ImL) (ZE#EL., 0T
T2NER (ImL) 2MATERT 1 BEERLE, RIEKESFRKEEKE
F MU D LKBRICHITTHRIFILTHE L, BN EH#E % HKR
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B RMNUDLTRELTREREL. SonEEZ> )ALV sO< T

74— (BX>Y>7 NH (B&RE) . ANFHY  HBIFIL=33:

67 >HBRITFI : AF/—)L=9:1) THETZZEICLY., LT

MEAZET 2ZELEY 5Img) &2/,

LC—MS (A) R¥FBFE (4) :1.04;

MS(ESI, Pos.) : 755 (M + H)+;

TH-NMR(CDCl3) : &  0.87-0.96, 1.67-1.82, 2.10-2,21, 2.23-2,30, 2.50,

2.73-2.89, 2.93-3.07, 3.89-4.25, 4.47-4.60, 4.83-4.96, 5.38-5.65, 6.

87-7.09, 7.13, 7.28-7.34, 7.39-7.47, 7.83-7.98, 8.30, 8.54-8.75,
[0737] £HEfl4 2

4— ({(7-[(5={9—-[1—= (2, 2=IXFNTOEL) —4-F

RYvZ)h] —2—(2—-bbRkOFx>—2-—70O/)NZJ)l) —6—XF)I—8

—FF¥Y -8, 9-YbeRAO-—TH-FYV—-T7—-AN} —2-KEYIZ)

) A=) ] =5, 6, 7, 8—FbSERO-9H-FKFUYR[4” 3

4. 571K [2, 3=blEYYY—9 -4} XFI) —3—=7

AORVY ZRY I

L4 1 THRELILEEY (20mg) ZTHF (1.0mL) (TB#EL. 7
OF (XFIN) < FF9L (0.015 mL, 3.0 mol/L, THFAK) #0°C
TMATEREBEH L, RIGRICEEFMIELT Y EZD LKBRZMA TEER
ITFITHELE SOoNCERBZEKRE S N DLTREL, BER
MLTEONLEEEEZESLIASTATTLC (EXV Y7 NH (BRE
) L AFYY EBIFIL=1:2) TRETIIEICEY. UTOMEE
=BY5EELEM (2.5mg) =Ek,

LC—MS (A) GREFESE (9) :0.99;

MS(ESI, Pos.) : 771 (M + H)+ ;

TH-NMR(CDCLs) : &  0.91, 1.60-1.64, 1.68-1.78, 2.13-2,21, 2,47, 2.72

-2.87, 2.93-3.03, 3.90-4.23, 4.37-4.49, 4.76-4.81, 4.85-4,94, 5.39-5.
64, 6.86-7.08, 7.13, 7.28-7.34, 7.40-7.47, 7.82-7.95, 8.28-8.32, 8.57
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-8.75,
[0738] EfEHI4 3

4— ({(7-[(5={9—-[1= (2, 2=UXF)NFOEL) —4—-FE
RYIZ)] =2— (IN“EROFVIIVAIRAI) —6—XFI—8
—ZF%Y—-8, 9—-YVERO-—TH-FY>Y—-7—-AqN} —2-EYTIZ)L
) AINAKR=ZJ)] =5, 6, 7, 8—F b5 RO-9H-EYKR T[4’ , 3
P4, 51O [2, 3—b]EYYYV—9—AJ} XFIN) =3—-7
ARV ZRY )

Ehefl4 1 TRHELEEY (1Tmg) 24/ —J (0.15mL) (TR
L. BfB8F+ MY DL (B.1mg) &EROFDILTIVIEREE B.1mg) %
MATOTT 1B L, RIGRICEMKEBKERT MY LKERE
ATHRIFITHELE Son-EHEEZEKREBT N VA TEZEL
. RERBLCEONCEEE SLIAST4TJTLC (B> Y27 NH
(BARE) . BRI FIL : X9/ —)L=9 : 1) THETLZEICLY,
TOYMHEEET 2ZEELEY 8.6mg) %/,

LC—MS (A) GREFESE (9) :1.02;
MS(ESI, Pos.): 770 (M + H)*;

TH-NMR(CDCl3) : &  0.87-0.95, 1.74-1.83, 2.13-2.19, 2.20-2.26, 2.44-
2.46, 2.47-2.54, 2.76-2.91, 2.95-3.05, 3.92-4.22, 4.47-4.58, 4.85-4.9
5, 5.39-5.65, 6.88-7.08, 7.13, 7.28-7.34, 7.39-7.47, 7.84-7.96, 8.30,
8.57-8.75, 10.05,
[0739] £E4H[1 06
4— ({(7-[(6=-FJoE—2-¥EYTZJ) ANK=-)] =5, 6, 7
8—FbhSERO-9H-FKYRT4” 3’ :4, 5]roo[2, 3
—b1EYIYV—9—qN} XFI) =3 =)FARVYV R Y
4 -3 —RLBEBORDYICSE —TOE-—2—-EYIVHILRVEE (404
mg) 2H5BWT. BEFIL 7 EAKOBREEITWV. UTOYHEEEET S
EEtEY 632mg) #1571,
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[0740]

[0741]

LC—MS (A) R¥FBFE (4) :1.11;

MS(ESI, Pos.) : 490 (M + H)+;

TH-NMR(CDCl,) : &  2.96, 3.86-4.16, 4.77-4.88, 5.32-5.62, 6.87-6.97,
7.12, 7.19-7.44, 7.60-7.66, 7.80-7.87, 7.92-8.01, 8.29, 8.51-8.72,

BEH107

2—XF)N—2—-7FO/8=)b (3R, 4S) —4—-—[ (B—F73)—2—
J00=6—AFN—4-FEYITZ)V) FI)] =3 =XFI—-1—-ER

VIV RAIRFLS— b

2—AFN—2—-FONRZI 4—-TFI)—1—-ERYIVALRFYS
— b DHYIZ2—AFL—2—-7ONs=) (3R, 4S) —4—-F73)
—3—XFIL—1-ERYIVALRFLS—F 397mg) ZHVT. BF
B3 & AEROBIEETV. UTOMMEEZET 21EELEY (B00mg) %75
720
LC—MS (A) GREFESE (93) :0.94;
MS(ESI, Pos.) : 356 (M + H)t,

2Z4H 108
2—XFJ—2—7a/8=)L (3R, 4S) —4— ({2—4pOQO—5—

~
Py
~

[ (6= {[9—- (4—->F/)—2—)AORVI)) =5, 6, 8, 9
— T hSeERO—7H-KEYRT[4 3’ 4, 5]¢¥FOO0[2, 3—b
1YY =T —AN] AWK} =3 -EYYZ ) FI/)] —6—X
FIN—4-—VEYITZ)} FI/) =3 =AFN—1-EXRYIVHIHRF

¥Z—=+
BEFITEELEEHORDHYICSERF 1 07 TERELILEY (200
mg) %, XFJI S5-—TOFEYIVALRVBOKDYIZSERF 106
TEE LAY (B97mg) ZAWVWT. BE619 3 EAKDEFEESETTL. B
TOYMHEEZET 2EELEY (350mg) %/,

LC—MS (A) GREFEFE (9) :1.19;

MS(ESI, Pos.) : 765 (M + H)*,
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[0742] &Z411 09

[0743]

[0744]

2—XF)—2—7O/8=J)l (3R, 48) —4—[2—s0B0—-7— (

6— {[9— 4—>7/—2—22)L440RYI)) —5, 6, 8, 9—F

RSk ko—7H—-FYRKT[4 , 3" 4, 5] FFaoAa [2, 3—b] ¥

VO —T—4AN] AIKRZI} —3-EYIZJ) —6—AFIN—-8—#

V-7, 8-V FO-9H-T)Y=9—-AJ] —3-AFN—-1-F

RVIVANKRFSS— b

BEHF9 3TEELLEEMORDYICBEF 1 08 TEELLEYW 3
50mg) ZAWT. 5&H19 4 LABRORELZITV. UTONEEEET S
EELEY (340mg) =Bk,

LC—MS (A) ®EFEERE (93) :1.27;
MS(ESI, Pos.) : 791 (M + H)+,
26110

S—a0—-4—[ (7— {[5— (6=XFIN—9—-—[ (3R, 49)
— 3 XFN—4-ERYT )] —8—FFY—-2— {[4— (bYTI
FOXbFY) JxZN] FI/ -8, 9—-VERA-TH-FY>—7
—qJ)) —2—-EYI-)] AIKRZJ} =5, 6, 7, 8—FbrSERO
—9H-KFYRT[4” 3" :4, 5]FKFOO[2, 3—-b]lEYY>V—9

—AIV) AFNI RV _RYN 2GFRIE

5256 8 TEE L/LEHORDHY ICBERF1 0 9 TEELLEEYW (3
40mg) ZAWVT, BEHI6 9>BEH 7 0 L AKRDODBIEETV. UTOY
HEE BT 2Z&LEW (160mg) 5B,

LC—MS (A) {R¥FEFRE (9) :1.10;

MS(ESI, Pos.): 832 (M + H)+,

=Hf 4 4
3—ohAO0—-4—-[ (7— {[65—(9—[ (3R, 48) —1—4qVT
FIN=3—AFN—4—ER)T )] —6—AFI—8—FAFYV—2— {
[4— (hYZNAOXBMEY) Tz )] 7R/} =8, 9= kRO-
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TH=T)>—7—q4)) —2—-E)I=)L] hlbiR=J} —5, 6, 7,
8—FhrSERO—9H-—-KYRKRT4’ , 3" 4, 5]FOO[2, 3—
bl EVIY—9—A)L) XFN]RVYV Y 2 Y 7)AOFRE
ZEH1 1 0THRELLEY Bdmg) ZDMF (ImL) ([TBEfEL, N
Ets (0.042mL) ZMAT, IBIC2—AFNFONRF—IL (1.3g) &BE
B (0.034mL) . MUTEMNFIKFILFVRF NI DL (6Amg) ZMMA
TERTIFEEBRH L, RINRICEFMRKREBAKERT M) DU LKBREMAT
HFE T F)LTHIE L. BREZRAMREBKRT N U LKBEREKTHEEL
foo HEAKMMEET MU DU LTEIRE, BEREZREREL (EONLEAEEZY
MHPLCA S LABEIT 2 2 &IiCd Y. UTOMEEEZE T 5ZEB1LEY (44m
g9) =187,

LC—MS (A) {REFBER (4) :1.25;

MS(ESI, Pos.) : 888 (M + H)*+ ;

TH-NMR(DMSO-d¢) : &  0.89-1,06, 1.12-1.26, 1,90-2,08, 2.08-2.36, 2.6

4-2.71, 2.77-3.13, 3.54-4.16, 4.62-5.04, 5.35-5.75, 6.87-7.39, 7.50-7
.70, 7.70-8.03, 8.03-8.33, 8.61-8.91, 8.91-9,11, 9.60-9,77,
[0745] ZEHEHI4 5
4— [ (7—{[56— (99— {(3R, 48) —1—-—T A—=>F77>40
Z70EN) ANEZN] =3 —AFIN—4-—ERYI )} —6—AF)L—
8—AF%Y—2—{[4— (bYZNAOAIFY) I )] FI/} —
8, 9=k RO—-TH-FNVY—=T—q)) —2-EYI=)] AIHF=
J} —5, 6, 7, 8—FhSERO—9H-FYRT[4’ , 3" :4, 5
oA (2, 3—b]lEYYY—9—A)L) XFI] =3 -—7)AORY
VD) bYZIINFOREERE
2Z[110TERELILEY B0mg) ZDMF (ImL) (AL, N
Ets (0.042mL) #MA 7/, IS =27 o07Aa/RVhILRVER
(10mg) & DMTMM (57mg) A#MATERTABEBER L, RIGRK
EWMEHPLCH S LRI 2 2 &ICL Y. UTOYMELAET 21 Z&ELEW (3
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6mg) ZfFf,
LC—MS (A) GREFESE (93) :1.43;
MS(ESI, Pos.) : 925 (M + H)+ ;
TH-NMR(DMSO-dg) : &  0.87-1.10, 1.59-1,75, 1,89-2,07, 2,41-2,49, 2.7
8-2.94, 3.06-3.28, 3.69-3.79, 3.94-4.14, 4.14-4,31, 4.38-4.55, 4.64-4
.99, 5.38-5.75, 6.89-7.34, 7.49-7.66, 7.73-7.91, 7.91-8.00, 8.07-8.28
, 8.57-8.89, 9.64-9,73,

[0746] £EHF11 1 1
2 —XFN—2-—7O/)Z)y 6—[2—y00—-7— (6— {[9— (4

—iF7/—2=)0FONRVY)) =5, 6, 8, 9—-F Sk RO—-T7H
—EyR[4, 3 4, 51¢¥OO[2, 3—b]lEYYY-T—q)
1 ANRZJV} =3 —-EYVTZ)V) —6—XFIN—8—AFY—-T7, 8-
ERO—9H-TFY>Y—9—-q)l] —2—-F7HREA [3. 3] ~ATH>V—
2 —HIRFLS— b

SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
CVANREFIS—FORDYIZ2—XFI—2-TOnNZ)l 6-TI)
—2—-7H%2E0 [3, 31 ATV —2—-HILKRFIS— EAWVT, &
EZHI3 >5EHF19 3>5EH19 4 >5EH|9 5 >5EH9 9 L EKDEELE
TV UTOYMHEZET 2EELENERST,

LC—MS (A) {REFBER (4) :1.25;
MS(ESI, Pos.): 789 (M + H)+ ;

TH-NMR(CDCLl3) : &  1.44, 2.09-2.17, 2.62-2,73, 2.94-3.03, 3.19-3.32,
3.93-4.15, 4.84-4,92, 4,92-5.006, 5.38-5.64, 6.87-7.08, 7.11, 7.22-7.
34, 7,38-7.45, 7.81-8.01, 8.29, 8.47-8.73,

[0747] B&H11.1 2
2—XFN—2—-70O/)NN=Z)y 6—[7— (6— {[9— (4—->T /=2
—NAORVVIIN) =5, 6, 8, 9—-FhSERO-TH-KEYR [4
P, 3 4, 51O [2, 3=b]EYYY-T—q)] ALKRZI
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} —3-EUYYZI) —6—AFN—8—FAFY—2— {[4— (bYTI
AZOXbFY) ZJx=)] FI)} =7, 8=V RO-—9H-FYv—9
—A)] —2—FHREO [3. 31 ~ATHV—2—AIKRFLS5—F
SEF1 11 TEELLEE® (180mg) ICDMF (1.1mL) & hLT
Y (1.imL) ZHATAML., ILIC4— (M)oAOx b FY) 7=
v (8Img) RUxmEEtES DL (148mg) . Xantphos (40mg) . EFEg/N5
Uob (10mg) ZMx. ZBRFEKT1 15CTI1RKEBRLL RIGK
EERICHALE, BRI FITHRL T KemAlk, BREZKEE
MBEKTHEL. 1Pz bh5L TI/ (BRAE) IKBLE B85
N-2BEREERBL. BEE> )AL rax b5 74— (BX2 )Y
7 NH (BRE) . AxHY BBIFIL=3:2-0:1) THET?
ZEILEY, UToYtEEET 2ERILEYW (14Tmg) 5Bk,

LC—MS (A) GREFEFE (9) :1.31;

MS(ESI, Pos.) : 930 (M + H)*;

TH-NMR(CDCl,) : &  1.46, 2.05-2.11, 2.61-2.71, 2.99, 3.24-3.39, 3.94

-4,18, 4.85-4.99, 5.34-5.63, 6.86-7.09, 7.10-7.15, 7.21, 7.27-7.36, 7
.39-7.46, 7.59-7.65, 7.82-7.93, 8.30, 8.52-8.72,
[0748] &Z&#111 3

4— {[7— ({5—-[9— (2—7Hz2¥O[3. 31 ~Th—6—-4JL
) —6—AFN—-8—AFxV—2— {[4— (bVT)FAOXIFY) T
=N FI)} -8, 9-—SkRO—TH-FYVY—T—4)l] —2—FEY
)} AINR=J) -5, 6, 7, 8—FrhSERO—9QH—-FEYR [4
', 3 4, 517KOO[2, 3=b]lEUIY—9—A)] AFI} —

3—AORVYV=ZRYN

ZEM 1 2TRELLEEY (144mg) ITXF/—I) (1.4mL) & X
2R VEE (0.10mL) #MAT40CT 1 BEERLE, RIBEEER
RICRE Lk, SEFKREEKET M) D LKBERZIMA THER T F)L THWM
L7z, BOoNBMEZKERMBIEKTHRSE L TEKREBST N U ATE
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[0749]

[0750]

BL, BERETDZ&ICLY., UTOMHEEEZET HEELLEY (124m g
) %187,

LC—MS (A) GREFESE (93) :1.06;

MS(ESI, Pos.) : 830 (M + H)+,

EiEfl4 6

4— [ (7= {[Bb=(9—-[2—= (2, 2=XFNFOEN) =27
260 [3. 3] ATh—6—AJ)] —6—AFIN—8—-FFV—-2— {

[4— (bYZ)AOXBNEY)) D2xZ)] 73/} —8, 9—YkRO-—
TH=T)>—7—4)) —2—-EYVI=)L] hIHRK=J)} =5, 6, 7,
8—FrhSERO—9H—-FYRKR T[4 , 3’ :4, 5] ¥oOo[2, 3—

bl BV —9—A)) XAFI] =3 —iAOXRVYV =)L
BEHF9 8 TEE LLLEWMORDLYICSEF 11 3TEE LLEYW (2

8mg) ZAWVT. EERFIS 4 EABROBRELITV. UTONEEEET 212

EleY (14mg) =171,

LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.) : 900 (M + H)*+ ;

"H-NMR(CDCl3) : &  0.88, 2.03-2,10, 2,23, 2,53-2.63, 2.99, 3.21-3.34
, 3.35-3.39, 3.39-3.43, 3.91-4.22, 4.84-4,95, 5.39-5.64, 6.85-7.08, 7
.09-7.15, 7.19, 7.28-7.34, 7.38-7.46, 7.59-7.66, 7.83-7.92, 8.29, 8.5
3-8.71,

EEp 4 7

1—{[{(7—(6—{[9— (4—>TF/—2—)axdaxRTJ)I) =5

6, 8, 9—FhSkERO—7H—-FYR T[4, 3" :4, 5] ¥Ooo

[2, 3—b]EVIY—T—A)] HNKRZJ} —3-EFVI=)) —9

—[1— (2, 2=XFNFOEN) —4—-ERYIZ)J] —6—XFJ

—8—#FY—-8, 9-YkRO—-TH-TFY>v—-2—-4)l} (CrO~F

W) P AFI} >oaQdv8vHIRVER
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[0751]

[1874]

§ ey
S S N

HEF 101 TEELEEEY (100mg) ZFAKDMSO (1.0mL) I
BEL. 11— [ (7OnFIUTI/) AFI] >20T9VAIVKRVEE
1|ERE (166mg) RU'T7vibty A (100mg) . KU DL (436mg
) ZMATT1OO0CTORAEER UL, RIBRZERIHAL. SBNEILT
VEZDLKBREMATHRBIFILTHE L, BoNAE8EBZKTHE
LU TEKREF N DLTREL, BERELRONCERERZS AT
WoaR by 74— (BRI FIL: A5/ —)b=1:0-4:1) THH
THIEILLY. UTOMMEEEZET 2Z&ELEY (Img) 287k,
LC—MS (A) GREFESE (9) :1.14;

MS(ESI, Pos.) : 922 (M + H)*;
TH-NMR(CDCLs) : &  0.99, 1.44-1.57, 1.61-1,95, 1,95-2.03, 2.07-2.19,

2.23, 2.33-2.46, 2.89-3.22, 3,71, 3.89-4.11, 4.25-4,65, 4.89, 5.33-5
.73, 6.81-7.07, 7.12, 7.23-7.34, 7.34-7,49, 7,73-7.98, 8.29, 8.49-8.7
5
EiEH4 7T —1~4

1— [ (2anFIIITI)/) AFN] 00T ARV ERIERIR
ORDYICRIET 27 I /BIEEMERWT, EEf4 7 ERAROBEETT
W YUATIASLEED LIGHEHPLCA S LABRET I &ICL Y, K
ToOMEEEET 2 ZBILEMEET,
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[0752] EJEHl4 7 — 1

[0753]

[{(7— (6—{[9— 4—>F/—2—2)L740R2I)) —5, 6,

8, 9—-FbhSEROA—-—TH-KYRT[4” 6 3’ :4, 5]1¢K¥AO[2,

3—blEYIY—T—A)] AIAR=ZJ} —3—-EYI=)L) —9— [1

— (2, 2—IXF)N7AEN) —4—FERYI=Z)L] —6—XAF)—8 —

Y-8, 9 - RO—T7H-FY>v—2—4J)L} oa~TFI)

P/ EEE 20 7 A OFRE

LC—MS (A) £R¥FBFE (4) :1.09;

MS(ESI, Pos.) : 882 (M + H)+ ;

"H-NMR (DMSO-dg) : §  0.85-0.92, 0.98-1.15, 1,36-1,77, 1.77-2.02, 2.0
3-2.17, 2.34-2.43, 2.63-2.97, 3.66-3.81, 3.98-4,25, 4,57-4.95, 5.33-5
.71, 6.88-7.06, 7.08-7.19, 7.47-7.69, 7.71-7.89, 7.89-8.01, 8.01-8,17
, 8.18-8.29, 8.52-8.84,

EHEfI4 7 — 2

3—[{7—(6—-—{[9— 4—>F/—2—)FOXRVII) =5,
6, 8, 9—-FbSERO-TH-FKFYRT[4 3 :4, 5]1rOoO/(
2, 3-b1EBYIY—T—A4)V] BRI} —3-EYIZ)l) —9—
[1— (2, 2=2XF)7OEN) —4—EXRYI )] —6 —XF)b—

8—AxYy—8, 9— b RA—T7H-—FYv—2—AJL} (AR F

V) 73] =2, 2= XFNTORAVEE

LC—MS (A) fREFEEAE (&) :1.13;

MS(ESI, Pos.) : 896 (M + H)* ;

TH-NMR(CDCL,) : &  1.02, 1.24-1.27, 1.67-1.93, 1.95-2.01, 2.26-2.40,
2.94-3,03, 3.15-3,35, 3.67-3.90, 3.91-4.16, 4.36-4.58, 4.86-4,93, 5.
37-5.63, 6.86-7.08, 7.09-7.14, 7.25-7.34, 7.40-7.47, 7.79-7.89, 8.29,

8. 54-8. 69,

[0754] EJEHl4 7 — 3

1—{[{(7T—(6—{[9— (4—>TF/)—2—2)laxdaxRIJ)) =5
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[0755]

6, 8, 9—FhSkERO—7H—-FYR T[4, 3" :4, 5] ¥Ooo

[2, 3—b]EVIY—T—A)] HNKRZJ} —3-EFVI=)) —9

— [1— (2, 2=—IXFNF7OE)N) —4—ERYI )] —6—XFJ)L

—8—#FV—-8, 9-YkbRkO—TH-FYr—-2—-4)l} Oy

FI) I AFI} >oO0THVAIVKRVER

LC—MS (A) GREFEFE (9) :1.12;

MS(ESI, Pos.) : 908 (M + H)*;

TH-NMR (CDCls) : & 1.03, 1.61-1.79, 1.82-2,03, 2.07-2.15, 2.30, 2.3
3-2.48, 2.93-3.03, 3.10-3.28, 3.87, 3.91-4,17, 4.34-4,47, 4.68-4.81,
4,89, 5.36-5.64, 6,86-7.08, 7.12, 7.24-7,33, 7.38-7.47, 7.78-7.90, 8.
29, 8.53-8.70,

Ehefl4 7 —4

4— ({(7-[(6={9—-[1—= (2, 2=IXFAFOEN) —4—-F
RYTIZI] =6 —XFN—8—-FXxYV—-2—-TJ7x/)F%F>—-8, 9—-YER
O—7H-FY>—7—Aq4N} —2-EYTZ)l) AIK=ZJ] =5, 6,
7, 8—FbSERO-9H-FKFYRT[4” 3’ :4, 51r¥OoO[2,
3—blEVIY—9—A)b} XFI) =3 —)AORVY ) 2
bY 7L A OFEESIE

LC—MS (A) £R¥FFFE (4) :1.06;

MS(ESI, Pos.) : 805 (M + H)*;

TH-NMR(DMSO-d¢) : &  1.00-1.14, 1.80-1.94, 1,95-2,13, 2.66-2.80, 2.7

7-2.94, 2,94-3.11, 3.62-3.81, 3.97-4.42, 4,57-4.98, 5.36-5.72, 6.92-7
.09, 7.09-7.34, 7.37-7.68, 7.71-8.01, 8.01-8.28, 8.32-8.55, 8.60-8.93

(o)

[0756] EHEfl4 8

1—{[{(7T—(6—{[9— (4—>TF/)—2—2)laxdaxRIJ)) =5

6, 8, 9—FhSkERO—7H—-FYR T[4, 3" :4, 5] ¥Ooo
[2, 3—bl1EBUIY—T—4J)] AIKR=I} =3 -FEYUI=JL) —9




WO 2024/053650 261 PCT/JP2023/032418

[0757]

— [1— (2, 2=—IXFNF7OE)N) —4—ERYI )] —6—XFJ)L

—8—A#A%xvy—-8, 9—bRkaO—-—7H-—FYv—2—4J)L} (oOAFx

) PIJ)] AFII} >oaQTFTAAINEEFHIR

L4 7 THELILEY (782mg) ZDMF (17TmL) (TBfEL. &
b7V E=L (18lmg) EDIPEA (0.73mL) . HATU (644mg
) ZMATEERT 7EBIR L, RIGRICETKEEKEZRT M) D LKE
BEMATHBRIFILTHE L. BoN/BBBEKTHRE L TRKRES
N)DLTRBELE, REBELCEONCEEEZS Y AT IAR NI S
74— (BLY)Y7 NH (@BR&E) AFYY HBIFIL=33:6
7-0:1) THRETZIEICLY., UTOMHEEZET EELEY (742
mg) %57,

LC—MS (A) {REFBER (4) :1.15;

MS(ESI, Pos.) : 921 (M + H)*;

TH-NMR(CDCl3) : & 0.91, 1,40-1.56, 1.61-1,93, 1.93-2,07, 2.07-2.23,
2.31-2.47, 2,73-2,93, 2.93-3.07, 3.77, 3.89-4.14, 4,20-4,37, 4.89, 5
.16-5.37, 5.38-5.65, 6.85-7.06, 7.08-7.21, 7.25-7.34, 7.38-7.48, 7.80
-7.90, 8.29, 8.56-8.73,

ZEH114

IFN 2—r00—7— (6= {[9— (4—->F/)—2—-7)Lzx70O0~NY
JN) —5, 6, 8 9—-FhSkRO-TH-EYR[4 3 :4,

51an[2, 3—b]lEYYY—T—A4)] HIKRZJ} =3 -KEYY
—) —9— (M- {[@=XFN—2-TO/=)L) #F>] HNK=
W} —4—ER)IZ)) —8—-FFY—-8, 9-YkRO—TH-F)v
— 6 —HIRFLS— |

ZEHI5 9 THWESER L 7 THELLIELEHMORDLYICEERF 106
THEE L bAWEBWT, BEH|5 9>5E516 0 & ERDBELZITWL,
LTFOMMHtEEE T 21EELEMEBT,

LC—MS (A) {REFBER (4) :1.25;
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MS(ESI, Pos.) : 835 (M + H)+,

[0758] £&HI1 15 (EHEHI48—A)
IF) 77— (6= {[9— (4—-F/—2—-7)L70RVI)l) =5,
6, 8, 9—FbokRO—7H-FYRT[4’ 6 3’ :4, 5] kOO0 [
2, 3-b1EBYIY—T—A4)] BIKRZJ} =3 -EYIZ)l) —9—
(1= {[(2=XFI—2-—FO/=JL) %] ALRZJI} —4—F
RYTVZ)) =8—FFY—2— {[4— (bUTNAOXIFY) Tz =
WM 73/} —8, 9—YbRO-—TH-FYV—6—HIRFLS5—}
BEF)6 1 TEEL/LENORDLYICSER 1 1 4 TRELLEEY (4
00mg) ZAWVWT. 5&416 2 LtABKORELZITV. UTONEEEET S
EELAY (360mg) %1875,
LC—MS (A) {R¥FEFRE (4) :1.38;
MS(ESI, Pos.): 976 (M + H)*;
TH-NMR(CDCl,) : & 1.07-1.14, 1.52, 1.83-1,97, 2.56-2.74, 2,79-2.95,

2.95-3.02, 3.91-4,20, 4.28-4.49, 4,51-4.67, 4.84-4.91, 5.41-5.66, 6.
90-7.00, 7.12, 7.20-7.25, 7.32, 7.42, 7.65-7.70, 7.70-7.91, 8.29, 8.4
7-8. 64,

[0759] =fEHI4 9

7— (6—{[9— (4—22F7/)—2—2)0A0RVI)) —5, 6, 8,
9—FhSERO—TH-KEYRT4” , 3" :4, 5]FK¥Oon[2, 3—
bl BV —T7—AN] ANKRZI} =3 -EYI=)) —9— (1— {

[[(2—XFN—2—-TFONRZ)V) %] AIAKRZIV} —4-—EXRYI =
W) —8—FFY—2— {[4— (b)INAOXPFY) Tz )] 73
J} —8, 9—Yb RO—TH-FY>V—6—HIKVER

5256 2 TEE LILEMORHYICSERF 1 1 5 TRELLEEY (4
00mg) ZAWVT. BEH16 3 LAKDBREELITWV. UTOYHEEEET S
EEEY (360mg) %18k,

LC—MS (A) GREFESE (9) :1.27;
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MS(ESI, Pos.) : 948 (M + H)*;
TH-NMR(DMSO-dg) : &  1.38-1.48, 1.68-1.94, 2.35-2.46, 2.75-3.04, 3.2
5-3.32, 3.64-4.05, 4.05-4.33, 4.39-4.62, 4,62-4.96, 5.39-5.71, 6.87-7
.32, 7.42-7.77, 7.77-8.01, 8.03-8.14, 8.16-8.32, 8.42-8.65, 9.73-10.0
6,

[0760] 2261116 (EHEHI49—A)
IFN 2—700-7— (6= {[9— (47 /)—-2—)F0XRY
JIN) =5, 6, 8, 9-FhSERA-TH-EYR T[4 K6 3’ :4,
51 ¥oAa[2, 3—b]lEBYYY—T—A4)] ANKZIL} —3-EYY
Z) —9—[1— (2, 2=IXxF)7OEN) —4—-EXRYIZ)] —
8—#FY—8, 9—YbRO—TH-FYV—6—HILKRFS—F
BEF6 O TEELLEMORDYICSER 1 14 TRELLEEYE
AWT, 3&616 1 SEKROBREELTV. UTOYMHEEE T 21ZELEY
15T
LC—MS (A) fREFEEAE (&) :1.06;
MS(ESI, Pos.) : 805 (M + H)*+ ;

"H-NMR(DMSO-dg) : §  0.84-0.93, 1.00-1.07, 1.69-1.83, 2.09-2.15, 2.3
5-2.46, 2.57-2.68, 2.81-3.01, 3.66-3.97, 3.97-4.13, 4.25-4,44, 4.65-5
.00, 5.34-5.78, 6.94-7.07, 7.10-7.19, 7.49-7.68, 7.70-7.82, 7.81-7.90
, 7.91-8.02, 8.02-8.30, 8.47-8.75,

[0761] 4111 7
7— (6= {[9— 4—2TF/—2—)048RYY)) =5, 6, 8,
9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl B> —T7—AN] AR} =3 -EYI=)) —9—T1— (
2, 2=V XFNFOEN) —4-—ERYTZJ] —8—FFY—2— {[
4— (MY)ZNAOXMEY) )] P/} =8, 9=k RO-7
H=F1)>—6—HIKRVEE
SEF6 1 TEELLEEMORDYICSER 1 1 6 TRELLELEYNE
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AWT, 3&616 2->5E516 3 EEAKROEELITV. UTONUEEELET
2EECEM =TT

LC—MS (A) GREFESE (9) :1.02;

MS(ESI, Pos.) : 918 (M + H)+,

[0762] ZEfEHI5 O

[0763]

7— (6—{[9— 4—vF7/—2—2)LxO0RI)) —5, 6, 8,

9—FbSERO—-TH-KEYRT[4” , 3" :4, 5] [2, 3—
bl EVSY—T7—AN] AIKRZ} =3 -V =) —9— [1— (
2, 2-UXFNFOEN) —4-—ERYT )] —N=—XFI—-8—-FF
vV—2—{[4— (bYTNFAOXFY) TJ2Z)] FZ/} =8, 9—
JeRO—T7H-TYV>Y—6—HIAREHI K 2+ 7)AOFRE
ZEG1 17T TEELLEEY 20mg) #DMF (0.4mL) ITBMEL.
DIPEA (0.038mL) &XAFIFTIVIERIR (3.4mg) . DMTMM (1
8mg) ZMAT1 O9EH L, RIBGRZFEPLCHS LBRTZ I &ICE
Y, UTOMHEEZET 3ZEBELEM (12mg) %1Bl,

LC—MS (A) {R¥FEFRE (9) :1.03;

MS(ESI, Pos.): 931 (M + H)*;

TH-NMR(DMSO-dg) : &  1.02-1.14, 2,04-2,20, 2,41-2.48, 2.80-2.98, 3.0

7, 3.18-3.25, 3.27-3.33, 3.61-3.78, 3.97-4.38, 4.57-4,95, 5.36-5.74,
6.90-7.07, 7.11-7.20, 7.26-7.42, 7.43-7.57, 7.58-7.66, 7.71-8.02, 8.1
8-8.27, 8.27-8.64, 8.64-8.98, 9.79-9.88,
EREBIE0—1~7
AFIVTIVBBIBORDYICHIET 27 I VEEWMERWT, E#EHFI5
O LARDEFBEZTV. RIGRZRELTHAMT I &ICLY., FhiF. &
JAFILAS LEREE L RYEBPLCA S LBEET S &ICL Y. UTOW
HEZET 2EELED =G,

[0764] EJ#E{HI5 O — 1

7— (6—{[9— 4—vF7/—2—2)LxO0RI)) —5, 6, 8,
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9—FhSERO—7H-KEYURT[4 , 3" :4, 5] ¢FKFOO[2, 3—
bl BV —T7—A)] ANAKRZI} =3 -EYVTZJ) —9— [1— (
2, 2=UXFNFOEN) —4—-ERYTIZN] —8—FFY—2— {[
4— (b)) AOXBEFY) JxZ)] PR/} —8, 9—YkbRkO—7
H=—FY>—6—-—hIiRERST K

LC—MS (A) £R¥FFFE (4) :1.06;

MS(ESI, Pos.) : 932 (M + H)+ ;

TH-NMR (CDCl3) : &  0.95, 1.71-1.82, 2.14, 2.40-2.49, 2.71-2.83, 2.9

4-3.03, 3.79-3.86, 3.94-4.17, 4.34-4.46, 4.86-4.96, 5.39-5.63, 6.84-7
.04, 7.07-7.14, 7.27-7.32, 7.36-7.44, 7.63, 7.70-7.87, 8.28, 8.40-8.5
%

[0765] =f#EHI50—2
7— (6—{[9— 4—vF7/—2—2)LxO0RI)) —5, 6, 8,

9—F rSERO—7H-FYR T[4 3 :4,.  5]1¥¥oOof[2, 3—

bl U —7—4JL] AIHR=J} =3 =—FEUI=)L) —9—T11—(
2, 2—=—IXFN7OEN) —4—ERYT )] —N—kEEROF>—8—

v —2— {[4—- (b FAXIEY) TzZ)] FPI/} =8,
Q—YbRAO—TH-TV>—6—HIREHIF 2IEFHE

LC—MS (A) fR¥sBSfE (99) :1.07;

MS(ESI, Pos.) : 933 (M + H)* ;

TH-NMR (DMSO-d¢) : &  1.05-1.15, 2,03-2.16, 2.78-2.95, 2,98-3.09, 3.1

4-3.22, 3.24-3.39, 3.68-4.08, 4.53-4.83, 4.90, 5.39-5.77, 6.93-7.18,
7.27-7.40, 7.48-8.04, 8.16-8.28, 8.42-8.69, 8.91-9.62, 9.85, 9.98-10.
18, 10.77, 11.15,

[0766] =f#EH15 0—3
7— (6—{[9— 4—vF7/—2—2)LxO0RI)) —5, 6, 8,

9—FbhSERA-T7H-FKYRT[4’ 3’ :4, 5]¥OoA[2, 3—

bl U —7—4J] AIKR=ZJ} —3—-FEYUI=)L) —9—[1— (
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[0767]

[0768]

2, 2—IXF)NNFOEN) —4—ERYI )] —N— (1 = XF)IL—3

—TZEFIZN) —8—FAFY—2— {[4— (bU7)FOXREI) T

TNl FE)} =8, 9=k RA—-TH-FYV—6—-—HINKRFHIR

2 N Z)LA# OFESIE

LC—MS (A) £R¥FFFE (4) :0.98;

MS(ESI, Pos.) : 986 (M + H)+ ;

TH-NMR(DMSO-dg) : &  0.97-1.14, 1.98-2.18, 2.74-2.96, 3.03-3.23, 3.6
4-4.09, 4,09-4.26, 4,26-4.48, 4,53-4.85, 4,85-4,98, 5,40-5.74, 6,93-7
.28, 7.29-7.48, 7.48-7.74, 7.74-8.05, 8.19-8.67, 8.68-9.06, 9.24-9.54
, 9.54-10. 04,

EHEBIS0—4

7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7—A4)] AR} —3—-EYVI-)) —N—>s0O0F
OENL—9—[1— (2, 2=-9IXFLFOEN) —4-EXRYIZ)L] —
8—FAFxv—2—{[4—- (bYZNFAOXBIFY) TN T/} —
8, 9—YkERA-—TH-FYV—6—HINRFHIRK 2R Y 7)NAORE
Eﬁﬁ

LC—MS (A) fR¥FESME (2) :1.08;

MS(ESI, Pos.) : 957 (M + H)+;

TH-NMR(DMSO-dg) : §  0.25-0.42, 0.42-0.55, 0.56-0.66, 1.02-1,16, 1.9
6-2.23, 2.78-3.01, 3.04-3.12, 3.16-3.25, 3.30-3.33, 3.65-3.87, 3.99-4
.40, 4.51-5.00, 5.40-5.74, 6.90-7.26, 7.27-7.42, 7.42-7.66, 7.66-7.91
, 7.91-8.04, 8.20-8.30, 8.34-8.48, 8.52-8.69, 8.69-8.99, 9.81-9,93,
=I5 0 -5

7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl EVSY—T7—AN] AIKRZ} =3 -V =) —9— [1— (
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[0769]

[0770]

2, 2—IXF)NNFTOEN) —4—-ERYI )] —N —XFI—8—F

FY—2—{[4— (bYZLAOXEEFY) 2] X/} —8, 9

— e RO—7H-—ZY>—6—h)RE RSI K 3iEfiE

LC—MS (A) fREFEEAE (&) :1.09;

MS(ESI, Pos.) : 946 (M + H)+;

TH-NMR(DMSO-dg) : &  1.06-1.14, 2.02-2,22, 2.53-2.58, 2,79-2.92, 2.9
8-3.10, 3.15-3.25, 3.69-4.08, 4.54-4.80, 4.83-4.96, 5.34-5.76, 6.93-7
.05, 7.09-7.20, 7.28-7.42, 7.47-8.05, 8.20-8.25, 8.38-8.71, 8.84-9,12
, 9.34-9.57, 9.87-10.00, 10.94-11.31,

EEFI5 0 -6

7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,

9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—

bl BV =T —AN] AIKRZN} =3 -EYI )LL) —9—[1— (
2, 2=IXFAFAOEN) —4-—ERYT )] —8—FFY-—N— (1

—ERVIZN) —2— {[4— (bUZNAOXPFSY) T ZJ)V] 73

/} —8, 9V RO—TH-TFYVY—6—HIRFHIR 2 YT)
Z OFERRIE

LC—MS (A) £R¥FBFE (4) :1.09;

MS(ESI, Pos.) : 1000 (M + H)* ;

TH-NMR(DMSO-dg) : §  0.99-1.15, 1,15-1,33, 1,42-1,57, 2,02-2.26, 2.4

3-2.48, 2.54-2.58, 2.70-3.02, 3.02-3.25, 3.63-3.81, 3.96-4.06, 4.53-4
.83, 4.86-4.96, 5.49-5.74, 6.89-7.24, 7.26-7.40, 7.51-7.65, 7.65-8.01
, 8.16-8.27, 8.43-8.64, 8.64-8.98, 9.37-9.58, 9.84-9.96,
EfEFI50—7

7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,

9—F hkSERO—7H—-FYR[4 , 3 :4, 5] oo [2, 3—
bl YUY —T7—A)] AIAR=ZI} —3—FYUTY=Z)) —9—T1—(
2, 2=—IXAF)NFTOEN) —4—-ERYIZ)] —8—FFY-—N—T(
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[0771]

3S) —FhSERO-—3-—75=)L] —2— {[4— (bYZ)FOXH

*¥) 2x=)l]1 X))} —8, 9—kkA—7H—-Y>—6—h)Li~

FHIR 20D TNAOFRE

LC—MS (A) fREFEEAE (&) :1.06;

MS(ESI, Pos.): 987 (M + H)+;

TH-NMR(DMSO-dg) : &  1.01-1.15, 1.52-1,72, 1,94-2,23, 2,59-2.65, 2.7
9-3.03, 3.03-3.11, 3.16-3.22, 3.26-3.32, 3.48-3.61, 3.61-3.82, 3.88-4
.09, 4.91, 5.37-5.77, 6.89-7.07, 7.07-7.21, 7.27-7.43, 7.48-7.65, 7.6
5-7.91, 7.91-8.02, 8.19-8.44, 8.50-8.96, 9.84-10,03,

SEHEFIS 1

7— (6—{[9— 4—2TF/—2—-)048RVY)) =5, 6, 8,

9—FbhSERA-T7H-FKYRT[4’ 3’ :4, 5]¥OoA[2, 3—

bl BV V=7 —AN] AR} =3 -EYIZ)) —9— [1— (
2, 2-UXFNFOEN) —4-—ERYTZJ] —8—FFV—2— {[
4— (hYZ)A0XbFy) 72xZ)] PI)} =8, 9—-YkRO-—7
H=—FY>—6-—hlR=bYJ

SEH1 17T TEELALLLEY 60mg) #DMF (1.2mL) ([TEMEL.
DIPEA (0.056mL) &7YE=7 (0.019mL, 3.0mol/L. X% /—JL
BmR) . DMTMM (d0mg) ZmMAT2EBH LA, RIMGRICKZMA
THBRIFITHEL, SohEREZRERELL, BEEZSY AT
JATNT S T4 — (NFHY BT FIL=3: ToBIFI : X5/
—)IL=9:1) THE&AELL, BoNniitEY 20mg) ZTHF (0.4mL)
ICBfEL., OCTNE t; (0.030mL) &#KNY 7)LAOEEE (0.015mL
) AMAT3ONEBH LA, RINRICKEMA TEBRIFILTHE L, B85
N-EHRBERERE L, BBEEVVATLIOINTS T4 — (NFY
VBRI FIIL=1:1->0:1) THEITDZIEICLY, UTOYMHEE
BY2EELEEY (11mg) %287,

LC—MS (A) {R¥FEFRE (9) :1.16;
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MS(ESI, Pos.): 899 (M + H)*;
TH-NMR(CDCL;) : &  0.95, 1.73-1.81, 2.14, 2.38-2.48, 2.66-2.78, 2.95
-3.04, 3.85-4.22, 4.31-4,43, 4.76-4.91, 5.38-5,62, 6.87-6.93, 7.11, 7
.19-7.25, 7.29-7.46, 7.67, 7.84, 7.92-8.03, 8.25-8.30, 8.59-8.84,
[0772] 5£H]1 1 8

2—s00—-7— (6= {[9— (4—=F/)—2—=)0FAARVIII)) —
5, 6, 8, 9—FhSERO-—7H—-KYRT[4’ , 3’ :4, 5] KO
O[2, 3—blEYYY—T—4)] ANKRZJ} —3-EYIZ)V) —
9—-[1—- (2, 2=IXAFNFOEN) —4-ERYI )] —8—FF
Y—8, 9-—YbRO—TH-FY>V—6—HIRVEE

5256 2 TEE L/LEHORDY ICBERF1 1 6 TEELIEEY 8
28mg) ZAWT. 5EHI6 3 LAKOREELTWV. UTOWMEEEET S
EELAY (800mg) %187,

LC—MS (A) GREFESE (93) :0.94;

MS(ESI, Pos.): 777 (M + H)*,

[0773] &&4(11 9

2—s00—7— (6= {[9— (4—-F/—2—)FAARYII)) —
5, 6, 8, 9—FhSERO-—T7H-KYRT4 3’ :4, 5] KO
Of[2, 3—blEYVSY—T7—A4N] AIVKRZJ} =3 -EDI)L) —
9—-[1—-(2, 2=YXAFNFOEN) —4—-ERYI )] —8—FF
V=8, 9-JkRA-TH-FYY—6—HIKRFEHIR

ZEH1 1 8TEE LAY (800mg) #DMF (16mL) ITBMEL.
BIt7VE=9L (88mg) EDIPEA (0.71mL) . HATU (626mg
) FMATERTI OB LA, RIBRICKEZNMA THBEIFI THEL
oo BONTBHEEZKTHSE L TEKFES N VATERZIELE, BER
BLTBONAERBEESYASXLIOR KNI ST 14— (NFH Y (EBERTF
I=1:1-0:1) TEETZIEICLY. UTOMMHEEZET 2ZEEL
&Y (500m g) %1Ef,
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LC—MS (A) R¥EEHEE (49) :0.97;
MS(ESI, Pos.) : 776 (M + H)+,

[0774] =}EfI5 2
7— (6—{[9— 4—>F7/—2—2)Lx0RI)) —5, 6, 8,

9—FbhSERA-T7H-FKYRT[4’ 3’ :4, 5]¥OoA[2, 3—

bl BV V=7 —AN] AR} =3 -EYIZ)) —9— [1— (
2, 2-IXFNFOEN) —4-—EXRYY )] —8—FFY-—2—-[3
— (M) ziAO0XREY) Jx=)] —8, 9—YERO—TH-FY>
—6—HIARFHIR 2 Y TIAORRRE

SEH1 1 9TEELALLEY BOmg) ZNMP (1.0mL) ([TEMEL.
[3— (MUYZNLAOARFY) 7] AOVEE 2Tmg) . Y VEE=
HY D LIKBER (0.064m L. 2mol/L) . [1, 17 —ER (¥YT7xzZIKRR

74/) 72zatv] NR_STYYA (1) ooy Rk Yoooxs vtk
(MMTmg) ZMATIA /O z—TREBEZHAVWT140CTIEEE®RL

Foo RIGREERICAHL. KEMATESA b (BRR) KBLEL, &

EHBIFILCTHEL. BRELZREL TRONRBEEYEHPLCH S LFE

HIBEILLY, UTOYHEEEZET 2EELLEY (8.3mg) %7k,

LC—MS (A) {REFBER (4) :1.06;

MS(ESI, Pos.) : 902 (M + H)+ ;

"H-NMR(DMSO-dg) : &  1.06-1.18, 1.96-2.24, 2,84-3.16, 3.48-3.68, 3.6

9-3.84, 3.99-4.41, 4.63-5,06, 5.39-5.76, 6.91-7.28, 7.45-7.87, 7.87-8
.01, 8.16-8.28, 8.28-8.69, 8.69-8.86, 8.92-9.06,

[0775] EfEf]5 2 — 1
7— (6= {[9—-@A4—->F/—2—-)0A0RVYI)) =5, 6, 8,

9—FhrSERO-—7H-KEYRKT[4’ L, 3 4, 5] koo [2, 3—
bl BV Y —T7—A)] AR} —3-EYIZ)) —2— (3, 4
—JERO-2H—-/70XY—=8—-q4J)) —9—[1—= (2, 2= XF)
o) —4-bEXRYI=Z )] —8—FFY—8, 9—TbRO—T7TH-—
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[0776]

[0777]

T —6—HINARFHI R 2 MY J)ILAOBERE

[3— (RYZiAOXNFY) 7xZ)0] ROVEBORDY ICHRET 2
ROVERIEEWMERWT., EEHS 2 EEROZREATV. FHEHPLCH S L
BRI EICEY, UTOMEEEET 2ZELEME R/,

LC—MS (A) £R¥FFFE (4) :0.99;

MS(ESI, Pos.) : 874 (M + H)*;

"H-NMR(DMSO-dg) : &  0.99-1.13, 1,92-2.17, 2.78-3.14, 3.19-3.33, 3.4
6-3.55, 3.58-3.82, 4.00-4.38, 4.59-4,96, 5.34-5.79, 6.84-7.25, 7,32-7
.84, 7.84-8.11, 8.18-8.41, 8.44-8.67, 8.67-9,00,

SE611 20

2—AFN—2—-T0O/N=Z)y 4— [ (6—-700—2—-XF)—3—=+}
H—4—-EYY=Z)) PI)] —1-ERYIVANREFLS—F|

4, 6—/O00—2—AF)—3—=rOEYT> (355mg) OTHF
B (7.0mL) ICD I PEA (0.45mL) A, X5ICOCT2—XAFI

—2—7ONRZ) 4—-F3I)—-1—-EXRYISVAILRFSS—N (360mg
) OTHFAR 3.0mL) #MAf, RINREERET2HEBH LK. B
IFITHRL, BREZKEEMBERKTRF L, BREBEZRE~Y /X
COLTHEEL, BERBLTIEONLEREZ Y AL /O NI S 74
— (AFYY  FBIFIL=9:1->3:2) THETZZEICLEY. UTF
OYMEEE T 2ZEELEYW (380mg) %/,
TLC: Rf 0.26 (NFH Y :HFEETFIL=4 : 1) ;

TH-NMR(CDCl,) : &  1.42-1.55, 1.98-2.07, 2.68, 3.02, 3.49-3.64, 3.98
-4,11, 6.61, 7.23-7.29,
SZEF1 21

2—XFN—2—-—TON=Z)) 4—-[ (3—=—F3/)—6—00—2—XF
W=4—-—BEYIZ)) PR/)] —1-ERYIVHIRFIS—b

g (670mg) &|IETVEZDL (329mg) 1K (4.0mL) ZMA
BBRIC. 2E611 20 THRELLEY (380m g) OFEERTF AR (20
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mL) ZMATEERT2EEB®R L, I HICHSE (670mg) ZEMLTE
BTIREBR LR REBREES M M (BRd) IKEL TRAYERE
L. 2REZ(FBEBEKTHE L, BONCERBEMBY /R UV LTE
1B%, BEBML. SOohAREESYASLIAOMNIS T 41— (ANFY
VBRI FIN=2:3->0:1) THHEITDIIEICLY, UTOYMHEE
BY 2ZELEEY 219mg) &7,
TLC : Rf 0.28 (NFH Y (HFBETFIL=3:7) ;
TH-NMR(CDCl,) : & 1.35-1.45, 1.47, 1.98-2.05, 2.38, 2.81-3.02, 3.36
-3.45, 3.99-4.20, 4.26, 6.40,
[0778] £H[1 2 2

2—AFN—2—T0O/N=Z)y 4—[6—200—-3— (6— {[9— (4
—SF7/)=2=7)FORVYI)) =5, 6, 8, 9—FbSERO-T7H
—EyR[4, 3 4, 51¢¥OO[2, 3—b]lEYYY-T—q)
1 AIR=JV} =3 —EVI=Z)y) —4—-XFIN—2—-FFYV—-2, 3—-%
ERO—TH-A34YV [4, 5—c]EBYIV—1—-Aq)l] —1—-ERY
JYRINREFLS— b

SZF)9 3THWAESERI3 TEELLEEYWORDLYICSEH1 21T
SIS L aWERWT, BEH)9 3>5EH)9 4 >5EH9 5 >5EF9
9 L AMDBEEITV. UTOMEELET 2ZELEME BT,

TLC: Rf 0.34 (ANFHY MBI FIL=1 :4) ;

TH-NMR(CDCl,) : & 1.52, 1.85-1.97, 2.07-2.14, 2.20-2.38, 2.82-3.11,

3.81-4,09, 4.28-4,55, 4,76-5.07, 5.41-5.64, 6.87-7.15, 7.22-7,34, 7.
38-7.48, 7.73-7.95, 8.29, 8.51-8.76,

[0779] =E]5 3
4A— [ (7—{[5—-—(Q—=T[1— (2, 2=IXxF)FOEIL) —4—-F
RYIZI] =4 XFN—2—-FFY-6— {[4— (b)7)AOXE
¥) 2z =)0V] 73/} —1, 2—Ye RO—3H-A34Y [4, 5—
cl BV —3—4)) —2—-¥E)TY=)L] HIKN=J} =5, 6, 7,
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[0780]

[0781]

8—FbrSERO-—9H-FKYRT[4 L 3 4, 5]¥Oon[2, 3—

b]l] EYUYY—9—AJL) XFI] =3 —)LAO0XRYV =K

ZZEF1 00 TRWLEER I O TRE LAILEHDORDLY ICEERF 2
2THRELIEEMERWVWT, £EH100->5EH10 1 >EEH3 5 &
FERROBEZITV,. UTOYPUEEZET 2BRBILEW LR,

LC—NMS (A) REFESME (2) :1.05;
MS(ESI, Pos.) : 887 (M + H)* ;

"H-NMR(CDCL3) : &  0.89, 1.73-1.87, 2.01-2.15, 2.34-2.50, 2.91-3.03,
3.85-4.21, 4.21-4.37, 4.90, 5.38-5.64, 6.53, 6.70-6.76, 6.85-7.08, 7
.08-7.15, 7.17-7.25, 7.25-7.34, 7.35-7.47, 7.82-7.93, 8.29, 8.53-8.73

(o)

SEH123
2 —XF)N—2-—7JON=)y 4—[2—pOO0—7— (6— {[9— (4

—s00—2—2)lzOXvY)) -5, 6, 8, 9—FhSERO-T7H
—EFYR[4 3" 4, 5]¥OA[2, 3—b]lEYSVY—-T—4)L
1 BWWR=ZJb} =3 —EVIZ)y) —6—XFIN—8—-FFV—-T7, 8=
ERO—9OH—-TV)VY—9—4)l] -1 —ERVIVAINFESS—
SEH5 3 THRELLIEEMORDYICSER T 2 TEE L /2ILEY (257
mg) ZAWT. SE619 9 L RAKDEFEEETV. UTOYHEEEZET HE
FELet (500mg) w871,

LC—MS (A) GREFEFE (9) :1.29;

MS(ESI, Pos.) : 786 (M + H)+,

SZEH1 24

2—XFN—2-—7TJON=)y 4— {7— (6= {[9— (4—/roO—2
—Z)lFAORVIIN) =5, 6, 8, 9—FhrSERO-TH-KFYR[4
L, 3 4, 51O [2, 3-blEYIYV—-T—A4L] HIEZJ

} = 3—-EYYZ)) —2— [ (3—/a4A07xz=)L) FI)] —6—X
FI—8—FFY—7, 8=k RrRO—9H-—FY—9—qJ)L} —1—F
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RYSVANRESS—h

BEH1 23 TEELLLEEY B73mg) ICDMF (3.7mL) &hILT
v B.7mL) ZMATHEML., I5IC3—-—7i407=YY (63mg) RV
KBt L (463m g) . Xantphos (B5mg) . EEEB/S52 D4 (11mg)
ZMA. BRFEIT. 90CTOHREBH L, RINEZERICHALE
%, FBIFITHERLT 1Yz 7/ (BRE) KBLE, 3
WERBEREL. BEEV)VASYLIOX NS 74— (BE2YST7 N
H (RE) . AFYY BT FIL=3:1->1:1) THRETZIEIC
LY. UTOYEEET 2EBILED 302mg) %1F/ .,

LC—MS (A) {REFBERD (43) :1.32;
MS(ESI, Pos.): 861 (M + H)+,

[0782] &£411 25

7— (6— {[9— 4—vpoO—2—-)048RYY)) =5, 6, 8,
9—FbSERA-TH-KEYRT[4 3’ :4, 5]¥F¥Ooa[2, 33—
bl BV —T7—A] AR} =3 -EDVT_)y) —2— [ (3—
2N0A0Tx=)) PI)] —6—AFIN—9— (4—-ERYVI=Z)V) —7
9—YkRO—-8H-FYr—-8—-F>

SER1 24 TEELAEEEY 392mg) #¥/00XA%Y (2.2mL)
IR L. MY 7 A OFEE (0.45mL) AMATEERT2HEEBHL K,
RIGRICEAFKEEKET M) U LKBEREMA T, BT FILCHILEL., &
LN-BREZRENRIRKTHRE L, BRBERIREL. UTOWEE
=67 2ZBLEY (521mg) &5,

LC—MS (A) {REFBER (4) :1.05;

MS(ESI, Pos.): 761 (M + H)+,

[0783] =fEfI5 4

7— (6— {[9— 4—vpoO—2—-)048RYY)) =5, 6, 8,
9—FbSERO—-TH-KEYRT[4” , 3" :4, 5] [2, 3—
bl BV V=7 —AN] AR} =3 -EYIZ)) —9— [1— (
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[0784]

[0785]

2, 2—IXF)NNTOEN) —4—ERYI )] —2— [ (3—7)L40O
Jx=J) PT)] —6—XF)—-—7, 9—kRkA—-—8H—-—FY—8—

x>

[1£75]

5259 8 TEE L/LEHDORHY ICBERF 1 25 TEELIEEY (2
00mg) ZAWT. EMHEHIS 4 LABKORELZITV. UTONEEEET S
EELEaY (160mg) %187,

LC—MS (A) GREFEFE (9) :1.11;

MS(ESI, Pos.): 831 (M + H)*;

TH-NMR(CDCl,) : &  0.93, 1.70-1.79, 2.07-2.16, 2.45, 2.70-2.84, 2.93
-3.03, 3.90-4.19, 4.31-4.42, 4.86-4.94, 5.30-5.56, 6,69-6.75, 6.78-7.
01, 7.06-7.16, 7.27-7.35, 7.61, 7.80-7.93, 8.30, 8.52-8.73,
EEFI54—-1~5

BEF124THAVESI-Z0A0F7Z) vORDYICHAYETZFZ) Y
&%, EfEFIS 4 THWEENLTZILTE ROKDYIZT — (KUY 7L
FOXFI) >oO7anvAlLRTILTE REAWT, $&4l1 24->5
EHI1 2 5>FEEI5 4 ERROBEEZITV. ) ATILERS L < IEHEH
PLCHS LRI R &ICLY. UTOMMEEE T 2ERILEMERT,
=I5 4 — 1
7— (6= {[9— (4—yoO—2—-—)048RYY)) =5, 6, 8,
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[0786]

9—FhSERAO-—T7H-FKFYRT[4 3’ :4, 5]¥¥Oon[2, 3—

bl BV —T7—AN] AIKRZN} =3 -EYIZ)) —2-—1[ (2,

6—>)lA07xz=)) PET/)] —6—XF)I—9— (1 — {[1— (b

DIAOXAFI) >oO07O0EN] AFI} —4-—EXRYI =)L) —7,

99—k RO—8H—ZFYv—8—F> 2 Y Z)AOFEE

LC—MS (A) R¥FBFE (4) :1.07;

MS(ESI, Pos.) : 901 (M + H)*;

TH-NMR(DMSO-dg) : &  1.03-1.37, 1.69-2,04, 2,04-2,23, 2.65-2.91, 3.1
2-3.33, 3.61-3.82, 3.98-4.07, 4.33-4.58, 4.63-4,97, 5.24-5,66, 6.84-6
.98, 7.06-7.36, 7.48-7.55, 7.72-7.89, 7.90-8.00, 8.04-8.17, 8.17-8.27
, 8.31-8.47, 8.50-8.63, 8.66-8.87, 9.41-9,53,

EhEf| 5 4 — 2

7— (6— {[9— 4—vpoO—2—-)048RYY)) =5, 6, 8,
9—FbSkRA-—7H-KYR[4 3’ :4, 5]¢¥FOO[2, 3—
bl BV —T7—A)] AR} —3-EYIZ)) —2—[ (2,

A—2oNAD0TT=)V) PE/] =6 —XAF)—9— (1— {[1— (b

D2)A0XFIV) >o0F7OEN] AFIN} —4—-EXRYIZ)V) — 7,
99—k RO—8H-FY>—8—F> 2~ 7)) FOFFE

LC—MS (A) R¥FFFE (4) :1.13;

MS(ESI, Pos.) : 901 (M + H)+;

TH-NMR(DMSO-dg) : &  1.07-1.30, 1,91-2,05, 2.06-2.22, 2.66-2.93, 3.1

3-3.29, 3.60-3.79, 3.94-4.06, 4.38-4.68, 4.68-4.95, 5.21-5.69, 6.81-7
.00, 7.09-7.19, 7.19-7.41, 7.48-7.56, 7.76-8.06, 8.07-8.20, 8.20-8.27

, 8.59-8.97, 9.41-9.61,

[0787] EJEHI6 4 — 3

7— (6—{[9— 4—voo—-2—z)xO0RI)) —5, 6, 8,
9—F hkSERO—7H—-FYR[4 , 3 :4, 5] oo [2, 3—
bl YISy —T7—A4)] AR} —3—-FEYUI=J)) —2— [ (3,
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[0788]

[0789]

A4—2)zxa07x=J)b) 7EI)] —6—XFIN—9— (1 — {[1— (k

DIAOXAFI) >oO07O0EN] AFI} —4-—EXRYI =)L) —7,

99—k RkO—8H-—FY>v—8—F> 2 ~Y 7 )AOFEEE

LC—MS (A) R¥FFFE (4) :1.12;

MS(ESI, Pos.) : 901 (M + H)+;

TH-NMR(DMSO-dg) : &  1.07-1.41, 1,93-2,06, 2.06-2.26, 2.74-2.93, 3.1

4-3.29, 3.65-3.79, 4.00-4.09, 4.48-4.65, 4,70-4.95, 5,24-5.66, 6,86-7

.00, 7.08-7.25, 7.25-7,38, 7.42-7.55, 7.75-8.01, 8.06-8.19, 8.20-8,27

, 8.54-8.88, 9.40-9.61, 9.61-9,74,

EfEGIS 4 —4

7— (6= {[9— 4—yoA—-2—-)AORVYN) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7T—A)N] AR} —3-EYTZ)) —2— {[3—
aNzaoxXbxy) 2x=)v] 7S/} —6—XFN—9— (1= {[
1— (bVZNFAOXFII) >o0FBENL] XFI} —4-EXRYT )L

) =7, 9= RO-8H-FY>r—8—%> 2K~V 7)L7 OIS

LC—MS (A) R¥FFFE (4) :1.14;

MS(ESI, Pos.) : 931 (M + H)*;

"H-NMR(DMSO-dg) : &  1.06-1.35, 1,92-2,07, 2.09-2.27, 2.74-2.94, 3.1
1-3.23, 3.65-4.10, 4.50-4.66, 4.66-4.96, 5.26-5.66, 6.70-6.76, 6.83-7
.00, 7.05-7.27, 7.27-7.38, 7.47-7.62, 7.71-7.79, 7.79-8.00, 8.04-8.20

, 8.20-8.27, 8.57-8.86, 9.47-9.63, 9.63-9.72,

EHfFI54 —5
7— (6—{[9— 4—vpo—2—z)4A0RRYTJI) —5, 6, 8,

9—FbSERO—-TH-KEYRT[4” , 3" :4, 5] [2, 3—
bl EVYY—T7—AN] AR} —3—-EYIZJ) —6—AFI—
2— {[2— (bDZNAOXDMFY) TJxZ)] PR/} —9— (1 — {
[1— (bYTNAOAFII) SoO070OEN] XFI} —4-—EXR)I =
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[0790]

[0791]

[0792]

W) — 7, 9—YkRAO-—8H-FYv—8—F> 2 Y 7)LFOFERIE

LC—NMS (A) REFESE (2) :1.18;

MS(ESI, Pos.) : 949 (M + H)* ;

TH-NMR(DMSO-d¢) : &  1.09-1.32, 1.91-2,02, 2.03-2.21, 2.69-2.92, 3.1
5-3.34, 3.63-3.80, 3.99-4.41, 4.45-4,62, 4.67-4.95, 5.25-5.60, 6.82-7
.54, 7.76-8.00, 8.03-8.20, 8.20-8.28, 8.43-8.57, 8.57-8.87, 9.34-9.61

(o)

Eifl5 4 —6~7

SZF|1 24 THWZ3—2A0F7Z) v ORDYICHETZ 7= v
LEMzBWT. 5EHI 24->5EFH11 25 ->FHEH5 4 EEROEREEE
TV, YU RTIVEEEE U IEHEEHPLCH S LREEIT 2 &1L Y, UTD
MtE=E T 2EBILEM =BT,
=EHI5 4 — 6

7— (6—{[9— (4—vpoOo—2—z)zxa0xRTJ)) —5, 6, 8,

9—F rSERO—7H-FYR T[4 3 :4,.  5]1¥¥oOof[2, 3—

bl EYUIS =7 —4J)] AIARZI} —3-—FEUI=Z)) —2— [ (3,

5—)A07xz=)L) PX/)] —9—[1— (2, 2= XF)L70O0FK

W) —4—ERYIVZJN] —6—XF)N—7, 9=k RO-—8H-FYv

—8—Fv

LC—MS (A) fREFEEAE (&) :1.18;

MS(ESI, Pos.) : 849 (M + H)*;

TH-NMR(CDCL3) : &  0.91, 1,69-1,81, 2,07-2,16, 2,45, 2.68-2,81, 2,93
-3,04, 3.89-4,19, 4.31-4,42, 4,85-4,94, 5,30-5,57, 6.46, 6.82, 6.93-6
.96, 6.98, 7.07-7.16, 7.27-7.32, 7.81-7.92, 8.29-8.33, 8.51-8.72,
EfEfIS 4 —7

7— (6= {[9— 4—yoA—-2—-)AORVYN) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7T—A)N] AIKRZ} —3-EYIZ)) —2— {[2—
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[0793]

[0794]

CoNaOXAbFY) TJxZ)] PII} 99— [1— (2, 2 -9 XF

LO0E)N) —4—ERYTI-Z)] —6—XFI—7, 9—IkRO—8H

— 7Y —8—A4 2 MY 7)LAOFERE

LC—MS (A) fREFEEAE (&) :1.09;
MS(ESI, Pos.) : 879 (M + H)*;

TH-NMR(DMSO-dg) : §  0.96-1.15, 1,92-2.11, 2.80-3.01, 3.01-3.18, 3.6
4-3.83, 3.96-4.39, 4.52-4.69, 4.69-4.94, 5.14-5.65, 6,85-7.01, 7,03-7
.41, 7.50-7.59, 7.74-8.04, 8.05-8.30, 8.55-8.75, 8.77-8.91,
EHEHIS 5

7— (6= {[9— 4—yoA—-2—-)AORVYN) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7T—A)N] AINKRZI} —3-EYTZ)) —2— [ (3—
20707 =)V) PI/)] —6—AFN—9— (11— {[1—= (k)TN
ZOXFIN) >oaFOEN] AR} —4-—EXRYIZ)) =T, 9
—JeRO-8H-FY>v—-8—-> K~V 7))Lz OIS

SEZF1 1 0OTEELLEEMORDYICSER 1 25 TEELEEY
(20mg) ZRWT. EMEfl4 5 ERAKROBEZTV. UTOYMHEEZET
ZREBIEY (9.3mg) %1EBf,

LC—MS (A) R¥FBFE (4) :1.24;

MS(ESI, Pos.) : 897 (M + H)+;

TH-NMR(DMSO-dg) : &  1.10-1.31, 1,31-1.38, 1.93-2.06, 2.41-2.49, 2.7

9-2.93, 3.70-3.79, 4.01-4,08, 4.32-4.70, 4.70-4.95, 5.25-5.62, 6.63-6
.78, 6.83-6.98, 7.10-7.28, 7.44-7.59, 7.59-7.72, 7.75-7.90, 7.90-7.99
, 8.08-8.20, 8.20-8.29, 8.57-8.88, 9.67-9.77,

EHEFIS 5 — 1

7— (6— {[9— 4—vpoO—2—-)048RYY)) =5, 6, 8,

9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7T—A)N] AIKRZI} —3-—EYIZ)) —6—XF)L—
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2— {[4— (bVZNAAXDMFY) TxZ)] PR/} —9— (1 — {

[1— (bYZNAOXFN) SoO0F70OEN] ANEZL} —4 —ERY
VZN) =7, 9=k RO-8H-FYr-—-8—-x> YO
&

BEF1 24 THAVES-ZLAOF7Z) vORDYIC4— (MY TS
AXkFY) PZUVZERWT, BEH1 24->5FF11 25 >FKHEHI5 5
EEBRDBEETV, BBHPLCH S LB T2 &ICL Y. UWTOMMHES
BT 2E@RLEMEST,

LC—MS (A) GREFESE (93) :1.42;
MS(ESI, Pos.): 963 (M + H)*;
TH-NMR(DMSO-d) : &  1.04-1,28, 1,30-1,39, 1.88-2.07, 2.83-2.90, 3.6

8-4.09, 4.30-4.68, 4.68-4.96, 5.25-5.63, 6.82-7.01, 7.07-7.28, 7.28-7
.57, 7.75-8.02, 8.05-8.28, 8.53-8.87, 9.66-9.81,

[0795] EHEfHI5 6
7— (6—{[9— (4—vpoOo—2—z)zxa0xRTJ)) —5, 6, 8,

9—F rSERO—7H-FYR T[4 3 :4,.  5]1¥¥oOof[2, 3—

bl BV —T7—A] AR} =3 -EDVT_)y) —2— [ (3—

Z0WA07z=)) PE/)] —6—AFN—9—-[1— (2, 2, 2—F)

2NAOTFIN) —4—-ERYI )] -7, 9—-2kRO—8H-FY v

—8—Z> 2 Y T7INAOFEEEE

ZEH1 25 TRELIEEY (26mg) ZDMF (0.25m L) (TIEREL

2,2, 2=MY)7AOTFIL M)TZIAOXSVRIVEFT—b (7.6
mg) EDIPEA (0.017mL) #mMAT. 45 CTHRAEARBRKLE. kI
WEERICAE L, HHEHPLCAS LABRT I &L Y, UTOYHEEZE

I 5ZELEY (6.5mg) %HB7,

LC—MS (A) {R¥FEFRE (9) :1.26;

MS(ESI, Pos.) : 843 (M + H)*;

TH-NMR(DMSO-d¢) : &  1.77-1.86, 1,93-2.07, 2.59-2,71, 2.81-2.94, 3.0
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4-3.19, 3.25-3.33, 3.70-4.11, 4.26, 4.67-4.95, 5.25-5.63, 6.66-6.75,
6.82-7.00, 7.09-7.37, 7.46-7.67, 7.73-7.99, 8.04-8.29, 8.58-8.88, 9.6
3-9.79,
[0796] 2&H11 26

2—/s00—-7— (66— {[9— 4—/s0O—2—-2)FAARVII) —
5, 6, 8 9—FhrSERO-—7H-EYKR T[4’ , 3’ :4, 5] KO
O[2, 3—b]lEVYY—T7T—4)V] AIKRZI} =3 -EYVI L) —
9—[1— (2, 2=UXFNFOEN) —4—-ERYTZJ] —6—XF
V=7, 9—SeRO—8H-F)Y>v—-8—F>

ZEZHF1 00 THWESERQ QO THRELIELEMDRDLYICEERI 2
STEELLEEMERWT, 2261 0054101 LAKORESE
TV, UTOYMHEEEZET 5EELEMERFT,

LC—MS (A) fREFEEAE (&) :1.05;

MS(ESI, Pos.) : 756 (M + H)*;

TH-NMR(CDCl3) : §  0.85-0.95, 1.67-1.78, 2.11-2,18, 2.45, 2.65-2.79,
2.93-3.00, 3.87-4.19, 4.37-4.53, 4.83-4,96, 5.30-5.56, 6.80-7.01, 7.
06-7.16, 7.79-7.94, 8.26-8,33, 8.48-8,72,

[0797] =I5 7

(2R) =1 —-{7—(6—- {[9— (4—Jsn0O0—-2—2)Lz0XYI)
) —5, 6, 8, 9—FhSERO—7H-KEFYRT[4’ , 3" :4, 5]
Koo [2, 3—b]lEYYY—T7—q)] ANKZJ} —3-FEYIZ)
) —9—[1—=(2, 2=V XFNFOEN) —4-—EXRYTZ)I] —6—
AFN—8—AF%Y—-8, 9—-VERO—TH-FY>—2—-A)l} —2—
EOYSVHIRFHI R 2 MY 7)AOFRRIE

ZEZH1 26 TRELLELEY (1bmg) & (2R) —EOYYY—-2—
HILRFH IR (23mg) ICDMSO (0.30mL) #MX. ISICT7vibE
9L (1.5mg) &EDIPEA (0.051mL) #1xAT100CT1 8RFH
B L, RIDRZERIDA L, HMEHPLCH S LBRT S &ICLY. B
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[0798]

[0799]

TOYMMHEEET 2ZEELEY (16mg) %157,

LC—MS (A) GREFESE (9) :0.99;

MS(ESI, Pos.) : 834 (M + H)+;

TH-NMR(DMSO-dg) : &  1.04-1,19, 1.84-2.05, 2,77-2,93, 3.04-3.19, 3.6
5-3.82, 3.95-4.09, 4.33-4.44, 4.48-4.65, 4.64-4,96, 5.27-5.65, 7.00,

7.08-7.17, 7.17-7.38, 7.48-7.58, 7.62-7.89, 7.90-8.00, 8.00-8,17, 8.1
8-8.31, 8.49-8.83,

EnfI57—-1~5

SZF)1 26 THWEZENLTZILTE RORDYICT — (M) 7)b40X

FI) >oa7anRvALKRTIVTE K&, EfEFIS 7 THWE (2R) —
KoYy —2—-ALRFHI ROKDYICHIETZ2T7IVbEMERWT
. BERFT 26 ->EkHIE 7T ERAROEBEZITW. PYATILERE LI
WAAHPLCH S LBET 22 &Ik Y. UTOYMHEEAE T 2ZBEELEMER
720

=I5 7 — 1

7— (6= {[9—- 4—ypoO—2—7)AO0RVII)) =5, 6, 8,

9—FbSERA-TH-KEYRT[4 3’ :4, 5]¥F¥Ooa[2, 33—
bl BV —T7—A] AR} =3 -—EDVI_)V) —6—AFIL—
90— (M- {[1— (bYTNAOXFI) >oOFOEIL] XFIN} —4
—ERYTVZN) —2—-[ (3, 3, 3—-btyzizdaFobl) 73 /]

-7, 9—-SkRAO-—8H-FYv—8—FY

LC—MS (A) GREFESE (9) :0.99;

MS(ESI, Pos.) : 885 (M + H)+ ;

TH-NMR (CDCl,) : &  0.68, 0.96-1,06, 1.72-1.83, 1.97-2.03, 2.09-2.22

, 2.42-2.54, 2.58-2.64, 2.67-2.81, 2.94-3.00, 3.06-3.15, 3.71, 3.90-4
17, 4.27-4.41, 4.85-4.92, 5.13, 5.31-5.56, 6.77-7.02, 7.05-7.15, 7.8

1-7.91, 8.30, 8.50-8.71,

[0800] EJEHIS 7 — 2
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[0801]

[0802]

7— (6—{[9— 4—voo—2—7)LxO0RJ)) —5, 6, 8,

9—FhSERAO-—T7H-FKFYRT[4 3’ :4, 5]¥¥Oon[2, 3—

bl BV —T7—A)] HIKRZJV} =3 -EVI=)) —2— {[ (2

2—y7)4a0>2070EJ)) XFI] P/} —6—XFI—9— (

1— {[1—= (hUZAOXFII) >oO070E)] XFI} —4 —ER

Do) =7, 9—-IkrRO—8H—FYv—-8—H#>

LC—MS (A) £R¥FFFE (4) :1.00;

MS(ESI, Pos.) : 879 (M + H)* ;

TH-NMR (CDCls) : &  0.69, 0.95-1.07, 1,13-1.22, 1.43-1,52, 1,71-1.82
, 1.97-2,03, 2.11-2,21, 2.57-2.66, 2.68-2.85, 2.93-3.01, 3.05-3.15, 3
.33-3.43, 3.68-3.83, 3.89-4.17, 4.29-4,42, 4,85-4,93, 5.14, 5,28-5,56
, 6.77-7.00, 7.06-7.16, 7,.81-7.90, 8.28-8.32, 8.51-8.72,
EhEFIS 7 -3

7— (6= {[9—- 4—ypoO—2—7)AO0RVII)) =5, 6, 8,
9—FbSkRA-—7H-KYR[4 3’ :4, 5]¢¥FOO[2, 3—

bl BV —T7—A] AR} =3 -—EDVI_)V) —6—AFIL—
2— (1 —AFxHy-—-7-—F7H¥O0[4. 4] />—T—4)L) —9— (1

—{[1— (bYZNAOAFN) >2O0F7OEN] XFI} —4 —EXRY

VW) =7, 9=V RO-8H-FY—-8-—-FY

LC—MS (A) R¥FFFE (4) :0.97;

MS(ESI, Pos.) : 899 (M + H)+ ;

TH-NMR (CDCl;) : & 0.68, 0.96-1.03, 1.67-1,78, 1,93-2,08, 2.12-2,24
, 2.63, 2.75-2.92, 2.93-3.03, 3.02-3.11, 3.49, 3.66-3.80, 3.87-4.17,

4,27-4.39, 4.84-4.92, 5,29-5.56, 6.76-7.00, 7.06-7.15, 7.81-7.88, 8.2
8-8.32, 8.53-8.70,

EfEHIS 7 —4

7— (6— {[9— 4—vpoO—2—-)048RYY)) =5, 6, 8,

9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
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bl BV —T7T—A)] AIAKRZIV} —3-—EYIZ) —6—XF)L—
2—[4— (bYZNAOXPEFSY) =1 -EXRYY ] —9— (1= {
[1— (bZAFAXFI) >0 F70EN] XFI} —4-—EXRYD =
V) =7, 9—YkrRO—8H-FYv—8—Fv

LC—MS (A) R¥FBFE (4) :1.11;

MS(ESI, Pos.) : 941 (M + H)+;

TH-NMR(DMSO-dg) : &  1.08-1.32, 1.60-1.72, 1.74-1.80, 1.86-1.96, 1.9

7-2.18, 2.72-2.91, 3.27-3.29, 3.56-3.82, 3.97-4.40, 4.46-4.61, 4,68-4
.93, 5.25-5.61, 6.80-7.38, 7.47-7.55, 7.72-8.00, 8.00-8.13, 8,20-8.26
, 8.28-8.46, 8.48-8.86, 9.43-9,58,

[0803] E/EfI5 7 —5
7— (6= {[9— 4—yoA—-2—-)AORVYN) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BV —T7—A)] AR} —3-EYIZ)) —2— [0
RUFI (S—EROFY—3—AFNTFII) PI/)] —6—XF)I—9
— (A ={[1= (bYZAFAOXFI) >oO0F0O0EN] AFIL} —4 —
EXYY=ZN) =7, 9=V RA-8H-FY>v—-8—-F>
LC—MS (A) R¥FBFE (4) :1.07;
MS(ESI, Pos.) : 943 (M + H)*;
TH-NMR (CDCl;) : & 0.68, 0.97-1.05, 1.24-1,26, 1,36-1,48, 1.51-1,89

, 1.91-2,04, 2.11-2,22, 2.56-2.66, 2.70-2.86, 2.92-3,00, 3.04-3.14, 3
.54-3.69, 3.86-4.22, 4.24-4,43, 4,80-4,95, 5,28-5.,58, 6.78-7.00, 7.05
-7.16, 7.81-7.94, 8.28-8.32, 8.49-8.71,
[0804] =EjEfI5 8

[{(7— (6= {[9— 4—vOO—2—-7)LFORYII)) =5, 6,
8, 9—FbSERO—-7H-KEYR T[4, 3 :4, 5] OO [2,
3—bl VYT —A)] ANKRZN} =3-EYT=)) —9— [1
— (2, 2= XFNFOEN) —4—ERYTI=Z)] —6—XF)—8—
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[0805]

XY -8, 9 -k RO—TH-FYV>—2—-4)L} (XFII) 7I/]

i 2 b Y 7L A OBEERIE

SEZFI1 26 TERELLEEY (1bmg) &2— (AFITI/) B (2
3mg) ICDMSO (0.30mL) #MA. ISICT7vlbtEdULs (7.5mg)
ERBEtEY UL (65mg) #MAT100CT 1 SEEBMLE, RINEE
ERICSH L, ¥HEHPLCH S LBRET D I &ICLY,. UTOMEEEZET S
BELE"w 2img) =5k,

LC—MS (A) £R¥FFFE (4) :1.00;

MS(ESI, Pos.) : 809 (M + H)*+ ;

"H-NMR(DMSO-dg) : &  0.98-1.16, 1,75-2.08, 2.81-2,96, 3.01-3.09, 3.1
6-3.25, 3.25-3.33, 3.63-3.78, 4.01-4.07, 4.27-4.38, 4.65-4.96, 5.27-5
.61, 6.53-6.61, 6.82-6,92, 6.92-6.99, 7.06-7.19, 7.20-7.39, 7.45-7.55
, 7.72-7.88, 7.88-8.01, 8.02-8.19, 8.19-8,27, 8.30-8.45, 8.50-8.60, 8
.68-8.86, 8.88,

EHEFI5 8 — 1

S—{[7— (6= {[9—- (4—700—-2—27)Lb70XVI)V) =5,
6, 8, 9—-FbSERO-TH-FKFYRT[4 3 :4, 5]1rOoO/(
2, 3—bl1 VYT —A)] HINKRZJ} =3 -_EYI_J)L) —6—
AFN—8—A%xV—-9— (11— {[1— (bYZax0XFI) >oO0F
O] XFI}Y —4-EXRYYZJY) -8, 9—YkbrO-TH-FY>

—2—4N] ECra~FPN) P/} FOsVER

SZF)1 26 THWEZENLTZILTE RORDYICT — (M) 7)b40X
FIv) o 7anRvANRTILVTFE REBWT, EMERF 5 8 THWE2 —
(XFINTZI/) BEBBORDYICS — (0O~AFIUNTI /) 7ANRVER
ERWT, 2E46l1 2 6 >EHEH5 8 EARDEBEELTV. UTOMILES
BV 2@ e ERBl,

LC—MS (A) {R¥FEFRE (9) :1.09;

MS(ESI, Pos.) : 943 (M + H)*+;
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"H-NMR(DMSO-dg) : &  1.10-1.41, 1.45-1,58, 1.58-1.72, 1.77-1.84, 1.8
5-1.97, 2.04-2.24, 2.74-2.94, 3.17-3.27, 3.58-3.80, 3.96-4.39, 4.39-4
.61, 4.65-4,95, 5,27-5.63, 6.84-6.99, 6.99-7.26, 7.29-7.33, 7.48-7.54
, 1.72-7.88, 7.91-7.98, 8.02-8.15, 8.20-8.29, 8.51-8.82, 9.21-9.40,

[0806] 2411 2 7

[0807]

2—XF)L—2—7ZOon=J) (3—xFY) —3-—[2—-o0—7—(

6— {[9— 4—voo—-2—2)4Aa0RYIJ)) —5, 6, 8, 9—F

RSk ko—7H—-FYRKT[4 , 3" 4, 5] FFaoAa [2, 3—b] ¥

YO —T—4N] ANKR=ZWN} —3—EYI =) —6—AF)—8—F
¥Y—-7, 8- RAO—9H-TFVV—9—-A4N] —8-—FH¥EI/O [
3. 2. 11 A998 —=8—-HINKRFTS—}

SEFITHWE2 —AFIL—2-7ONRZ)l 4—-TFI/)—-1-E~RY
CVANKRFLS—bORDYIL2—AFIL-2-TFO/Z) (3—IF*
V) —3—-7X/-8—7¥EI /O [3. 2. 1] A% >—8—AIR
FOI-bEAWVWT. BEH I3 >5EH9 3 >5EH|9 4 >5EH|9 5 -5
EF1 23 EEAROBEEETV. UTOMEEEET 2EELEMERT,
LC—MS (A) R¥FFFE (4) :1.33;

MS(ESI, Pos.) : 812 (M + H)*;

TH-NMR(CDCl3) : §  1.54-1.57, 1,69-1.74, 1,82-1.94, 2,07-2.17, 2.75-

2.85, 2.93-3.02, 3.89-4.17, 4.28-4.38, 4.38-4.49, 4.83-5.04, 5,32-5.5

6, 6.79-7.02, 7.05-7.16, 7.81-7.95, 8.31, 8.46-8.73,

2206128

2—XF—2—-—FONR=Z)) (3-—TFY) —-3-—{7— (6—{[9~—
4—Jso0O0—2—-)x0XVY)) =5, 6, 8, 9—F bS5k RO—
TH-FYRT[4” 3’ :4, 5]FOO0[2, 3—b]lEYIY—T7—

A)] AIKR=Z)I} —3-—EYIZJ) —2—[ (2, 2=oXF)7OF
W) PE)] —6—AFN—8—FFY—7, 8= RO—9H-—-TFY
—9—qJ)} —8—TFHEI/ /O[3, 2. 11 AHVA>—8—hIKR*>
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[0808]

il

HEF1 27 TEELLEEY (200mg) &2, 2—-IUXF)—1-70O
Ry F7IY (214mg) ICDMSO (4.0mL) #1Z. ISICT7vibty™
L (93mg) EDIPEA (0.43mL) %#p1AT100CT1 SEREHL
Teo RISREZRIDEL TKEMA, I FILTHELEL, EREER
FIBILT v EZ D LKER, K. SEMEREKTIRRES L. BERHEL <,
#BonhrgEE> YAV IOT NS5 74— (EL2YST7 NH (&
Z) . AFHY I EFBIFIIN=7:3->1:1) THEITBZEICEY., M
TOYMHEEET 2ZEELEY (200mg) %/,

LC—MS (A) GREFESE (9) :1.24;

MS(ESI, Pos.) : 863 (M + H)t,

=1EBI5 9

7— (6= {[9—- (4—-—/soO—2—-—)A4A0RVI)) =5, 6, 8,
9—FbSERA-TH-KEYRT[4 3’ :4, 5]¥F¥Ooa[2, 33—
bl BV —7—AN] BRI} =3 -EVIZ)) —2—[ (2,
2—IXAFNFAEN) PET)] —6—XFN—9—-[ (3—ITFY) —8
— {[1—= (b AOXFN) >oOFOEN] XAFIV} —8—FHE
>0 [3,. 2, 11 A9 -3 —4N] =7, 9=V RO—8H—-F1
v—8—%>

ZEHIO 8 THWESER Q9 7 THELILEWORDLYICEERFI1 28
THRELLEEYWE, ERFISA4TERALAEENLTLTE ROKDHLYITT
— (M 70X FI) >oO07ansvALR7ILTEeE REBWT, &
B9 8 >EHEHI3 4 EAKDEREEITWV. UTOMMEEEET 2EZRLEY
15T

LC—MS (A) {REFBER (4) :1.06;

MS(ESI, Pos.) : 885 (M + H)+ ;

TH-NMR (CDCls) : &  1.01, 1.29-1.38, 1.93-2.08, 2,08-2.27, 2.47-2.57
, 2.96-3.07, 3.13-3.30, 3.40-3.51, 3.93-4.21, 4.35, 4,86-4.99, 5.42-5
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.65, 6.85-7.16, 7.28-7.33, 7.83-7.89, 7.97, 8.06-8.12, 8.42-8.67, 9.6
6-9. 92,
[0809] ZE411 29
2—p00—7— (66— {[9— (2, 4—=y)zxORVIJ)) —5, 6
8, 9—FbhSERO—7H-FKYR[4" , 3’ :4, 5] 00 [2
S—blEYYY—T—A4)] AINKRZN} =3 -EYI =)L) —9— [
1— (2, 2=IXFNFOEN) —4-—ERYIZJN] —6—XF)—17
9—YkRkA—8H-FYv—8—-Fv
ZEHIO 9 THWESERIS 3 THRELLILEWDRDLY ICEER 2 TH
ELEEEMERWT, BEHI9 9->5EH1 00>5EH1 01 ERAKD
BUEETV. WTOMMREEZET 2IEELEMERTT.
LC—MS (A) GREFESE (9) :1.01;
MS(ESI, Pos.): 740 (M + H)*;

TH-NMR(CDCl3) : §  0.87-0.93, 1.66-1.76, 2.10-2.19, 2.41-2.50, 2.65-
2.78, 2.91-3.01, 3.87-4.21, 4.38-4.48, 4.85-4,96, 5.28-5.56, 6.62-7.1
6, 7.81-7.95, 8.31, 8.54-8,72,
[0810] =16 O

7— (6— {[9— (2, 4—-o)A4AOXVY)) -5, 6, 8, 9—F
hSERO—7H-FYURT[4’ , 3" :4, 5] ¥¥OO0[2, 3—b] K
)oY —T7—4)] ANRZJV} —3-EYVI=)y) —9— [1— (2, 2
—JXAFNFOEN) —4-—EXRYI )] —2—- [3-kROF> -3 —
(bDZNAOXFI) —1=—FEITFoN] —6—XFI—-7, 9-YF
FO—8H—-FY>—8—#4> 2t 7)AOERIE

BEHF1 26 TEELLEEMORDYICSER 1 29 TEELELEY
(15mg) #, (2R) —EOUTYY—2—AILKRFHIROKHYICI —
(MY TZARXAFIL) —3—FEFY/—ILERE (4mg) 2AVT, £
FEFIS 7 & EROBREELTV. UTOMHEEE T 2ZBELEY 21mg)
15T
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[0811]

[0812]

LC—MS (A) £R¥FFFE (4) :1.00;

MS(ESI, Pos.) : 845 (M + H)+ ;

TH-NMR(DMSO-dg) : &  1.09, 1.87-2,07, 2.83-3.10, 3.22-3.34, 3.62-3.7
7, 3.97-4.14, 4,22-4,34, 4,47-4,93, 5.25-5.65, 6.86-7.08, 7.08-7.28,

7.29-7.36, 7.35-7.53, 7.74-8.02, 8.16, 8.20-8.29, 8.32-8.38, 8.50-8.5
9, 8.64-8,86, 8.86-8.99,

EHEfFI6 0 — 1

7— (6— {[9— (2, 4—>oAO0RVYY)) —5, 6, 8, 9—F

hSERO-—7H-FEFYRKT[4’” , 3" :4, 5] ¢¥OO[2, 3—b] ¥

)oY —T7—4)] ANKR=ZJ} —3-EYI=)y) —9—[1— (2, 2
—OXAFNTOEN) —4-EXRYY )] —2—[4—-krOF>—4 —
(A0 XFIV) —1-—EXRYT )] =6 —AFIN—7, 9—-VF
FO—-8H-FY>v—-8—%> 2+ 7)L7 OIS

3= (M) ZiaOXAFIV) —3—TFTEFT/—IIIEBBEORDLYIC4 —
(M)A XAFI) —4—-ERYTI /) —ILERVWT, EREH6 0 &BEHF
DEVEEITVD. FHEHPLCAHS LR T2 &ICLY . UTOYHEEZET 3
BELEM =5,
LC—MS (A) {R¥FEFRE (9) :1.03;
MS(ESI, Pos.): 873 (M + H)*;

TH-NMR(DMSO-d¢) : &  1.03-1.12, 1,58-1.80, 1.86-2.06, 2.82-3.07, 3.0

9-3.21, 3.23-3.35, 3.61-3.77, 4.00-4.07, 4.56-4.70, 4.85, 5.24-5.64,
6.08-6.19, 6.96-7.21, 7.27-7.36, 7.75-8.00, 8.05-8.17, 8.19-8.31, 8.6
2-8.84, 8.87-9.03,

220130
2—AFN—=2—-FONRZ) 99— [4— (FT)NFAXIFY) =27

JbAaR> )] —5, 6, 8, 9—FhSERO—-7H-—-FEFYRK [4’ |
3 14, 51¢KOQO [2, 3—b]lKEUYY—T—HILELFIS—b
1— (FOEXFI) —2, 44— 7)40RVEVYORDYICT — (7
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OFXFIV) —4— (70AOXNEFY) —2=—D)FOXVEVZHVL

T, &G ERKROEFREETV. UTOMEEEZET EELEM LR

TLC : Rf 0.36 (ANFH Y EFEETFIN =4 :1) ;

TH-NMR(CDCL3) : &  1.47, 2.79, 3.68-3.80, 4.54, 5.46, 6.22-6.68, 6.7

7, 6.84-7.12, 7.80, 8.28,

[0813] {11 3 1

9—[4— (INABARFY) —2—T)FORVYIIN] —6, 7, 8

9—FbhSERA-S5H-FKFYRKRT[4’ 3’ :4, 5]¢¥Ooaf[2, 3

—b] YTy 2i5EeE

SZF)1 TEE L LAMORDLYICEEF 1 30 TEELLILEYMER
WT., BEH 2 ERAKROBEEZITV. UTOWEEEZE T 5 ZELEMEE
720

TLC:Rf 0.47 (¥ /OAAZFY : AH/—)L=9:1) ;

TH-NMR(DMSO-d¢) : &  2.98, 3.45, 4.37, 5,51, 6.94, 7.01-7.10, 7.12-7

.49, 8.00, 8.28, 9.77,

[0814] =}E(16 1
7—[6— ({9—-[4— 7)zq0XbFY) —2—JNAOARVII
1—-5,6, 8, 9—5FbhSeRO—7H-FYRT[4’ , 3’ :4, 5]
oo [2, 3—blEYIY—T—A)b} AIKRZJ) =3 -EYI )

1 —2—- [ (3=)7387x=J)L) FXT/)] =6 —XAFII—9— (1= {

[1— (bYUZIAOXAFIV) o270 ] AFI} —4—-ERYI =

J) =7, 9— kb RO—8H-—FYv—8—FY
SEZH1 23 THWESERT 2 TERELIEEYMORDYIZSERF T 3
1 CERELAEEME. EfEFIS 4 THWENSLT7ILTE ROKRDYICT

— (MYZNAOXFI) >o2O7anvAINRTZILTE RBWT, SEH
123->8EF124-8EH125->EmHI5 4 EEABROEBEETV, U
ToOMEEEE T 2ZEBELEME S,
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LC—MS (A) R¥FBFE (4) :1.11;
MS(ESI, Pos.) : 915 (M + H)*;
TH-NMR (CDCl;) : & 0.73, 0.97-1.08, 1.75-1.87, 2.06-2,12, 2,17, 2.6
4, 2.70-2.83, 2.93-3,02, 3.10-3,18, 3.90-4,20, 4.33-4,43, 4,90-4,97,
5.28-5.57, 6.24-6.70, 6.70-6.79, 6.87-7.14, 7.27-7.33, 7.61, 7.81-7.9
2, 8.31, 8.58-8.72,
[0815] &1 3 2
2—XF)—2-—TJONZ)l 9— (4—poORVI)) =5, 6, 8,
9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—
bl BYI Y —T7—HIEFLS5—}
1— (FAOEAFI) —2, 4= 7)04AORVEVYORDYIZT — (T
OEAFI) —4—00ARVEVERWVWT, &E61 EEAROBEZITL
. UTOYMEEEE T 2 EELEM AR,
TH-NMR(CDCl3) : §  1.36-1.57, 2,79, 3.72, 4.47, 5.41, 7.04-7.11, 7.8
0, 8.29,
[0816] &E11 3 3

9— 4—svpoaAnRyI)) —6, 7, 8, 9—FrSERA-BH-FY
B[4’ ., 3" 4, 51¥OBO[2, 3—blEYYY 215G
BEF 1 TEELLEMORDYICSERF 1 32 TEELLEYER
WT, B2 EAKOBEETV. UTOYREEETEELEMES

7z
TH-NMR (DMSO-dg) : & 2.97, 3.40-3.48, 4.32, 5.49, 7.15-7.21, 7.38, 8
.00, 8.29, 9.67,

[0817] 54|13 4
2—*XF)—2—-—7a/=) (38) —-3—-[(3—FX/—-6-70F
—2—-ESVZ)N) PEI)] —1-ERYIVHANREFSS—
2—AFN—2-7ANR=Z)L (3S) —3-FTI/—-1-EXRYIvAH

WRFYS—b (6.9g) &3, 5—Y7O0E—2-EZYv7xY (bog
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) ICNMP (5.0mL) ENEt,; (4 1mL) #MA T, 120CT1 68K
B Lk, RINEEZERBRETAIL, KEMATCHBIFILTHEHLE, &
BEEKTHEEL., BKHMEBF M) D ATEEL, BEREL TUATOWMSE
ExHBT2ZELEY (4.79) 25875,

LC—MS (A) GREFESE (9) :0.97;

MS(ESI, Pos.) : 372 (M + H)+,

[0818] 135

2—XFN—2-—7ONR=) (3S) —3-[6-T7OFE-3— (6— {
[9— (4—voaRVIYI)N) —5, 6, 8, 9—FhSERA-TH-F
YR T[4’ , 3" 4, 5]K¥OO([2, 3—b]lEYSY—T7—4I] A
WIR=ZJ} =3 -EYIZ)) —2—FFY—-2, 3= rFO—-1H—A
SV [4, 5-b]lESTYY=1—4)] —1-EXRYIVHIRFYS
=k

ZZF)1 3THWSEH1 2 THRELLELEHWORDYICEEFI1 3 4
TEELEEWME. 3E61 4 THWEXFIL 4—3F—RKRVYT—Fh
DRHYICAFI 5—-7OF—-2-EYIVHLRFIS— %, 5EH|
16 THAWSEH 2 THELLEEMORDYICSER 1 33 THIELE
tEMERWT, EH1 3->8EH1 4>5EH1 5>5EH]1 6 LA
OBRIEEITV. UTOYMEEEET 2IZERLENERT,

LC—MS (A) {R¥FBFRE (9) :1.36;
MS(ESI, Pos.) : 798 (M + H)+ ;

TH-NMR(CDCL,) : § 1.48, 1.57-1.78, 1.81-1.98, 2.43-2.64, 2.71-2.88,

2.92-3,03, 3.57-3.77, 3.89-4.35, 4.46-4.60, 4.69-4,90, 5.27-5.54, 6.

91, 7.02-7,17, 7.17-7.35, 7.71-7.96, 8.12, 8.22-8.42, 8.92-9.24,
[0819] =}Ef16 2

5—7=V/—-1—-(6—-{[9— (4—70OxRVY)) =5, 6, 8,

9—FhSERO—7H-FKYR[4 , 3" :4, 5]FOO[2, 3—

bl BV —7—4N] AIKRZIN} =3 -EYTZ)) —=3—=—[ (3S
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) = 1= (2, 2=UXFNFOEN) =3 -ERYY=-JN] =1, 3=V
ERO—2H—A34Y [4, 5—b]lESTV—2—FV

SEF 8 THWLSER 7 THELZILEMORDHLYICSERF 1 3 5 TH
B L bEMERWT, 3EH18 >5EH]9 >R 1 &EAROEBEEEITVL
. UTOYMEEEE T 2 EELEM AR,

LC—MS (A) GREFEFE (9) :1.12;

MS(ESI, Pos.) : 781 (M + H)*;

TH-NMR(CDCl3) : §  0.87-0.91, 1.73-1.85, 1.89-1.99, 2.09-2.22, 2.32-
2.48, 2.80-2.89, 2.90-3.01, 3.20, 3.90-4.16, 4.63-4.75, 4.76-4,87, 5.
27-5.51, 6.43, 6.93, 7.06-7.13, 7.23-7.27, 7.34-7.47, 7.66-7.71, 7.75

-7.87, 8.28-8.32, 8.43, 9.14-9.28,

[0820] &&%11 3 6
2—XAFN—2—-—JON=)l 4—-[ (3—F3I/)—6—-—70O0F—-2-FE>

Do) TR 1 -—ERYVIVANRFYS—
2—AFN—2-7ANR=Z)L (3S) —3-FTI/—-1-EXRYIvAH

WRFVS—MDRDYIC2—AFI—2—-7ON=Z) 4-F/)—1-
ERYIVAIRFOS—b (4.8g) ZRAVWT, ZEHI1 3 4 EARDEE

TV UToYEx2E T 2ER86EY (1.69) %25k,

LC—MS (A) R¥FFFE (4) :0.97;

MS(ESI, Pos.) : 372 (M + H)+,

[0821] 2&H11 3 7

2—XFN—2—-7ON=)y 4—[6—-TOFE—-3— (6— {[9— (2
4-—)zaaxRvP)) =65, 6, 8, 9—FhSkRO-—7H-FK
K[4’ , 3 4, 5]¢¥aBO[2, 3—blEYSY—T—4)] Hl

Ao} =3-EYYZ ) —2—FFYV—-2, 3—-YkRO-TH-AZ

YV [4, 5-blESTY—1—4)] —1-—ERYIVANKRFIS—
b

ZEF1 STHRWALSEN 2TRELLEEHMORDYICEERI1 36
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TEELEEEME. BEH14THWAEXFIL 4—3—RKRVYTF7—L
DRDYICAFI 5—-TOF—2-FBYIVAHILRFLS—KEBHWT,
SEZH[1 3>8Z011 4->5EH1 5 >5E6]1 6 ERAKOEFEEETL. B
TOMMEEZE T 2ERLEMER T,
LC—MS (A) R¥FFFE (4) :1.31;
MS(ESI, Pos.) : 800 (M + H)+ ;
TH-NMR(CDCl3) : & 1.52, 1.81-1,93, 2.53-2.67, 2.82-2,93, 2.92-3.01,
3.89-4,17, 4.25-4,45, 4.54-4,67, 4.85-4,94, 5.29-5,56, 6.60-6,98, 7.
10, 7.78-7.92, 8.08-8.13, 8.27-8.35, 9.04-9.20,
[0822] #1513 8
5—70OF—1— (6— {[9— (2, 4—=y72)7xORVII)) —5, 6
8, 9—FbSERO—7H-KEYR T[4’ , 3 :4, 5]KOO0[2
3=bl VYT —A)] ALK} =3 -EYTZ)V) —3— [
1— (2, 2=IXFNFAEN) —4-ERYYZ)] —1, 3=VER
O—2H—A3X4Y [4, 6—-b]lESYV—2—FY
BEF T TEELLEMORDYICSERF1 37 TEELLLEYER
WT. BZFI8>SEH 9 L EROBIEEITWV. UTOYUEBEET 21EE
L&MW ER™ T,
LC—MS (A) fREFEEAE (&) :1.06;
MS(ESI, Pos.) : 770 (M + H)+,
[0823] =/ 6 3
1— (66— {[9— (2, 4=/ x0RY¥)) =5, 6, 8, 9—F
hSERO—7H-FEFYUK[4' , 3" :4, 5] OO [2, 3—b]lF
)oY —T7—4)] ANRZJV} —3-EYVI=)y) —3—[1— (2, 2
—JXAFNFOEN) —4-—EXRYI )] —E—-Tx=)b—1, 3=k
FO—2H—A434Y [4, 5—-b] ESIV—2—FY
BEF1 38 TRELLILEYW (3B5mg) #DME (0.35mL) (AL
7RO VER (28mg) RO VBE=HY D LIKAK (0.045m L., 2m
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ol/L) . [1, 1" —EX (Y7xZNWNKRT74/) 72z0tv] RX5T9
LH (1) ooy Jyvooxy vk (3.7ng) #MATIA4 /07
—TREBEZAVTI140CTIREABKR L, REREERIOOANE, HER
IFILTHERL. 2514 b (@EREL) KELTARBYWERE L, 2HREE
BIFILTHELTKTREL., SONCEREZEKREBS ) LT
BLE, BREBELIEONEREEY Y AL 2OX N/ S50 14— (BL
Yo7 NH (E&RE) AFYY BBIFIL=7 :3->1:4) T
HIBEICLY, UTOYHEEEZET Z2EELLEYW B0mg) E57,
LC—MS (A) GREFEFE (9) :1.12;

MS(ESI, Pos.): 768 (M + H)*;

TH-NMR (CDCl3) : &  0.94, 1.75-1,86, 2.19, 2.47-2.58, 2,83-2.95, 2.9
5-3.03, 3.87-4.21, 4.47-4.62, 4.88-4,94, 5.27-5.59, 6.62-7.01, 7.05-7
.14, 7.44-7.55, 7.75-7.96, 8.03-8.08, 8.29-8.32, 8.43-8.50, 9.18-9.34

(o)

[0824] =413 9

2 A FN—2—-TO/=)py (3S) —3—-[6—-TOF—-3— (4— {
[9— (2, 4—-I)AONRVII) =5, 6, 8, 9—FhobRO—
TH-FYRT[4’ 3’ :4, 5]FOO0[2, 3—blEYIV—T7—
AN] ANKR=ZN} TZx2)y) —2—FAXY—2, 3—JbRO-1TH—A4
SV [4, 5-blESYY—1—A)] —1-EXRYIVHIRFYS
=b

BEF)1 2 TEELZLEDORDY ICBEF 1 34 TEELILEY%E
AWT, 3E611 3->5EFH1 4 >5EF|1 5>5E6]1 6 ERAKOEEE
TV UTOYHEEZEY 2EELEYERBT,

LC—MS (A) {REFBER (4) :1.35;

MS(ESI, Pos.) : 800 (M + H)+ ;

TH-NMR(CDCLl;) : &  1.47, 1,60-1.76, 1.79-1.92, 1.98-2.09, 2.43-2.62,

2.72-2.91, 3.58-3.72, 3.72-4.10, 4.17-4.31, 4.45-4,92, 5.24-5.57, 6.
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[0825]

[0826]

62-6.87, 6.88-6.98, 7.05-7.12, 7.40-7.68, 7.75-7.91, 8.07, 8.30,
£ 6 4

1— 4—-{[9— (2, 4—oNAORYII) -5, 6, 8, 9—F
hSERO—7H-FEFYUK[4' , 3" :4, 5] OO [2, 3—b]lF
DI —=T—=AN] ANFKZJN} Zx=)b) —3—=[(38) =1— (2,
2—IAFNFOEN) =3 -EXRYT-)] -5—- [ (3—2IAO07=x
=) 721 -1, 3—YbRO—2H—-A438¥Y [4, 5—b] ¥SY

v—2—ZFY 2 Y7 AOERE

SEZFI8 THWESEH 7 TEE LEEMORDHLYICSER 1 3 9 TH
ELEEYME. BRI TRW7=2)>OoRDYIC3I—TIx307=Y)
YERWT, BEHI8 >5EF 9 >EHEH 1 & RAROZEEEITW, HAEHPLC
NS LBEHETZEICELY., UTOMEEEZET 2ZELEWEST,
LC—MS (A) GREFEFE (9) :1.11;

MS(ESI, Pos.) : 800 (M + H)*+ ;

TH-NMR(DMSO-dg) : & 1,08, 2.03-2.22, 2,41-2,49, 2.90, 2,96-3.07, 3.
08-3.23, 3.63-3.83, 3.82-3.91, 3.95-4,08, 4.57-4.90, 4.94-5.11, 5.23-
5.64, 6.71-6.80, 6.86-7.43, 7.47-7.79, 7.80-7.97, 8.20-8.30, 8.76-8.9
5, 9.64,

=6 4 — 1

5—7=1)/)—1— (44— {[9— (2, A—-—rz)4a0R2J)) =5,

6, 8, 9—FhrSERO-—T7H-FEFYURI[4 , 3 4, 5]FKool[

2, 3—blEYUIY—=—T—A4J)] AIAHE=)} Zz=J)L) —3— [ (38

) —1— (2, 2=oXF)7OE)l) —3-ERYTYZJI] =1, 3=

tRO—2H—A43I4YY [4, 5—b] ¥STv—2—FT

S3=7070F7=)vORLYICTZ) vERWT, EfkEHI6 4 ERERO
BEEZTWV. UTOMEEZE T 2EBLEMERT,
LC—MS (A) GREFEFE (9) :1.11;
MS(ESI, Pos.): 782 (M + H)* ;
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"H-NMR (CDCls) : &  0.89, 1.74-1.82, 1.88-1.97, 2.09-2.22, 2.32-2.48
, 2.79-2.97, 3.20, 3.71-4.12, 4.55-4,93, 5.25-5.59, 6.40, 6.68-6.79,
6.79-7.00, 7.03-7.12, 7.31-7.39, 7.42-7.58, 7.62, 7.68, 7.79-7.85, 7.
96, 8.31,

[0827] &&411 4 O
2—XFN—2-FON=Z)y 4—-[6—-THOFE-3—- (4— {[9— (2

A—T7)AaxRvI)N) —5, 6, 8, 9—FrhSkERO—7H-—FY
KT4’ , 3" -4, 5]FKaA[2, 3—b]l YIS —T7—4)L] HJ
Az} 2x=2)) —2—FFY—2, 3—kRO—1H—443I4Y [4

5-blESYY—1—-A)] —1-ERYIVANRFIS—F}
BEF)1 2 TEE L ZLEHDORDY ICBERF 1 3 6 TEELILEW%E
AWT, 2E611 3->8E61 4 >8EHF1 5 >8EH1 6 EEROBREE
TV UTOYHEEZEY 2EELEYERBT,
LC—MS (A) GREFEFE (9) :1.32;
MS(ESI, Pos.): 799 (M + H)*,

[0828] =fEHI6 5
5—F7=UJ)—1— (4— {[9— (2, 4—JoN4O0RVYII) —5,

6, 8, 9—FhrSERO—7H-FYR T[4 . 3" :4. 5] ¥F¥oO][
2, 3—blEUSY—T—AN] AIEAR=ZIIN} Z2z=J)) —3—[1—(
2, 2—IXF)NFOEN) —4—-ERYTIZ)] —1, 3—kRO-—2

H=—A(34Y [4, 5—-blESYY—2—-FY

BEZF) T TEE L LAMORDLYICEEF 1 4 0 TEELLILEYMER
WT, BE6I8 >5EH| 9 >EHEH 1 EAFOBRELITV. UTOWtHES
BV 2EELEM=ET,

LC—MS (A) {R¥FEFRE (9) :1.10;

MS(ESI, Pos.): 782 (M + H)* ;

TH-NMR (CDClg) : &  0.94, 1.73-1.82, 2.15, 2.42-2,50, 2.70-3.05, 3.7

2-4.15, 4,36-4.49, 4.56-4,92, 5.21-5,55, 6.41, 6.67-6.78, 6.79-6.88,
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6.88-6.97, 7.05, 7.10, 7.37, 7.48, 7.59-7.70, 7.82, 7.91-8.00, 8.31,
[0829] 41 4 1
2—XFN—2—-JO/N=)y 4— (2—y00—-8—AF%Y—-7, 8-
ERO—9H-TY>Y—9—qJ)l) —1-EXRYIVAHIRESS5—F
2, 4—2/00-6—AFI—-5-—=bOBYITVVRVNT1 - (2, 4
—UARFITIZIN) XY VTIVORDYIC, 2, 4—-Y/0O0O0-5—
ZhNAEBYIVVURV2—XFI—-2-TONRZ) 4-TFTI/)—-1-ER
VOVANRFLS— b 2BVWT ZEHI 15261 2-5EH1 3 &
FAROBRELTWV. UTOMEEEET 2ERLEMERT,
LC—MS (A) {R¥FBFRE (4) :1.00;
MS(ESI, Pos.) : 354 (M + H)+,
[0830] 414 2
2—XFN—2-—7ONZ)y 4— {2—00-7—[b5VR—-4— (
AMESAHIARZI) oaO~FEIN] —8—FAFY -7, 8-k RO-—
OH—FY V=9 —A)} —1-EXRYIVANEREYS—F|
BE[1 41 TEELLEEY (200mg) EXFII YZX—4—-EROF
oo AanFUILALREYS—K (134mg) #MILIY 2mL) ICFE
T, (M) TFIVKRRARZZYFTY) PEAZ ML (204mg) ZMXT
100CTAREBR® LL, RINREZERICHA LK, BRI FILTHER
LT, TEME 2B LE, =42z 72/ (BRA) IGBELE
%, BEBRWBL. BEE>VUASLPOTMNIS 74— (BEX2YTT N
H (BRE) . AFHy BT FIL=3:2->2:3) THRELL, B85
NERBEERIEONLE2EMEZEHETEHBEIFIILTHRSEL. UTOYHE
ExHBT2ZELEY (83mg) &8,
LC—MS (A) GREFESE (9) :1.21;
MS(ESI, Pos.) : 494 (M + H)+,
[0831] 5414 3
2—XFN—2-—7ONZ)y 4— [2—s00—-7— (b5 R—4— {
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[0832]

[0833]

[9— (2, 4=y )A4AO0RYYI)IN) —5, 6, 8, 9—FhSEFRO-—

JH-EFYRT[4’ 3’ :4, 5]FOO0[2, 3—-b]l¥EYIV—-T7—

A)] BRIV} SoO~Fi)) —8—FFY -7, 8-k RO—9

H—Y)v—9—A )] =1 —FERYISVAJLRELS—h

SE|5 THELLLEYMORDYICSERF 142 (80mg) THERELL
L& ERWT, BEH 6 >8EH) 7 EABOREEATV. UTOYMHES
BT 2EBLLEY (20mg) =177,

LC—MS (A) GREFESE (9) :1.28;

MS(ESI, Pos.) : 761 (M + H)+,

EHEfI 6 6

2—XFN—2—TONRZ)y 4—[2—F=V)—-T7— (b5VR—4—

{[9— (2, 4= oNa4a0RVYVI) =5, 6, 8, 9—F b5k RO
—7H-KEYKrR[4 3 :4 51¢¥OO[2, 3—-b]¥EYY>V-—7
—AN] AR} SoO~nFo)) —8—FFY -7, 8-k RO—
OH—FY V=9 —AN] =1 -EXRYIVANEEYS—F|

HZF)9 TEE L tAMORHLYICEERF 143 (1Tmg) TEELL
LEMERWT, ZEH 1 BROBZREEZITV. UTOMHEZET 5F&1L
&Y (4.3mg) %=/,

LC—MS (A) GREFESE (9) :1.22;

MS(ESI, Pos.) : 818 (M + H)+;

TH-NMR(CDCL;) : & 1.23-1.40, 1.45-1,54, 1.70-1.93, 1,93-2,15, 2.46-2

.75, 2.76-2.99, 3.78-4.01, 4.14-4,56, 4,63-4.76, 5.41-5,59, 6.65-6, 88
, 6.88-6.98, 6.98-7.06, 7.06-7.21, 7.28-7.41, 7.56-7.67, 7.77-7.87, 7
.99-8. 08, 8.26-8,37,

[FRIBEHREH]
Y EREI1 B R3S MDGKa 3 K UDGK L ICH g ZBEEER
DEF

WERIEAMICLBE M) OV EF Y RDGKa (HILF /34 F 4, 12-401-20N
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[0834]

[0835]

[0836]

) BBEVEREUTORETRE L/, ADPEEEDMRHHICIE, ADP-Glo™ Kin
ase Assay (Promegatt) %R L7c, WERIEEWILI0MICARD L SICDMS
OTHAMEL., DMSOTHEMBEHMR LK, 3847 )FL—b (Greiner Bio-on
ett) ~. {LEYDODMS OFKINLEZRM L = (BRRISEHODMS ORE
1% o T, 50mM MOPS(pH 7.2), 0.75mMI A F> ML A b—JL (DTT)
. 0.0075% Triton (E4%FH1E) X-100, 5mM MgCl,. 100 M ATP, I +JLIBL
7=E= (0.81mM 1-2-dioleoyl-sn-glycerol, 6.4mM 1-palmitoyl-2-oleoyl-s
n-glycero—3-phospho-L-serine, 1uM CaCl,, 50mM octyl B-D-Glucopyrano
side) #EURIGEERZICDGKa (2nM) ZH/MML T, EET2HRFERBI
o (RIGREIE3ul/well) . D, ADP-Glo ReagentZ3uliiINL. =R
TAHEBE LD B ICKinase Detection Reagent&Z6ulisinL. =R TI15%
BEE L7, LI RtV XOREICIEVienlux (PerkinElmertt) &AW, I
CsofE (BOWPRERRE) 1. {LEWERIM (DMSODH) DwelldIL I3t
v AMEZBAE. BRIFRMMDILEMIERIMDwe LD I X ZE%100
%REE & LT, 4 Parameter Logistic Model (XLfit, IDBStt) ZFWTEH
L7
WRILEMICEZE MY IV EF Y RDGKE (HILF/31 A4t 12-410-20N
) BAEVER® LEEDKa DAEICE U, 7272 LATPIREIX50 uM, DGK &R
(£0.6nM& L 72,
EXREHICEVTRINDIEXERBLEMOIC fEZRT1 -1 BLTT -2

ICRd,
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[0838]

[0839]

[0840]

[F1-2]
(®1-2)

PCT/JP2023/032418

%ﬁazﬁ:ﬁﬁ D 234 \ii)g-%{és;\i% :’E “ﬁ“‘ é{.&.
(ool 1 {2 nni,i
3 4 3.8 1.8
=R 8.8 .8
I8 - 1 g3 0.8
8 1.4 B3
3 7 i1 .4
Y - 1,7 8.2
43 8.8 3.4
4 B 3.3 1.1
43 3.8 31
4 8 1.4 0.8
[ 1.4 0.3

[#&R]

AFEREEWIE., ERBREEFHOAMBENTRNLADGKab LT

SRR EEEEER L,

S EREAI 2 - b N THREE M B I ER Jurkat#

E@E\li@

ICBiFBIL-2FESE

Jurkat#il@ Z THERR R =4k (TCR) RUEL (GCD3fuiARUE) U7ZABRDIL-2ESE

BEICN 9 2 WBRME DER 251 L 7.

ke NCD33T{A (BioLegend) 10 mwg/ mL 100 wLd D967 L — MIZEINL
ACT—B®E#HEL., b FCD3IAEO— ML —MEHEE L=, EERFERR]
ICi b NCD3iABE =RRE L. U VERE@E R (PBS) T—[EI%%#%ICJurkat
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[0841]
[0842]

REEREM (10%FBS, 100 units/mLAR=S v 100ug/mLAMNL TR
A2 V&R U RPMIES ) Z35RNL CTCTIREU LT Oy F v J L .

Jurkatffifg & L EWMAEIICTIREA T LA v Far—2av Lk, 7Oy FY
JUkke MDA I— M L — hDJurkatiFEEMEREL. LAV F
aNR—2 a3 VEROMERBERE (HEE.8X105 cells/200uL/well) 7NN
L7zs 37°C, 5%C02, 95%AirfiE T TI8~24BF/ 4 V¥ ar—2 a3V Ltk
. EELEEADOIL. Human IL-2 Quantikine ELISA Kit (R& Systems) &
L < tZLumit Immunoassay Cellular System human IL-2 Kit (Promega) %

AWTIL-2ZREZRIE Lz, BAENREE L TDMS O, IEtExiREEE LTD
KB LUV TG EEERITHZ 2 —AFIL—2-7O =) 3-[2

—F7=V/—7— (44— {[9— (2, 4—22)4ORVI)) —5, 6

, 8, 9=Fh3ERA-T7TH-KEYK[4", 3" :4, 5] OO [2

, 3—bl1 EYYY—T7—4)L] AIVKRZIN} TxzZ)b) —6—XFII—8

—ZAFY-7, 8—YERO-9H-FYY—-9—q)L] —1-EXR)IY

AIWRFLS—b (EFEGT —1ICEHOEEY) 28 TL—MIERELE

o PN RERCEANRBEFDOIL-2ZREZZNETNI100% KX T0%E L TECs,
& (umol/L) Z&H L7,

BEBFICEVWTRINDAEBLESYDECs ofEZFKR2ICTT,
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[0843] [#ER]
AFPILEWIZ. LERRESEROIMICE W TIRADRTHEOEMELVER

A W
[0844] £MFHEREHIS : v D AKRIFEMAIKEMC 3 8 R FHEETIICES TS
HE‘EEEGJE‘Iiﬁ

C57 /BL6Y7YZHEKNZEME#KMC 3 8ZRERRZRYVRX (CH
7/BL6., I, 68K (v VY - -SKRSMY— - v\ UKARE)
) ODERAEERICK T™HMEL (22T, BEH%ZDayO& Lk, ). MC3
S THEY VR L, BE6XIF8HRIC. BEBEAERICE DX
ZREL. BoU0ERISEARMMEENZ1B2ERAKSE L, HERIGHE
ARERNMEEMEZRI0EERE L. RIICEHDOERSER VRS HIE TERR

Lz, BEABIIUTOXLYERLE,
[0845] [[EEAE (mm3) 1 = [RZE (mm) ] X & (mm) ] 2X0
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&Y & B EEAREIEIEINEIZ (TGI : Tumor Growth Inhibition, %)
. UFOXLYELL K,

T6I= (1 —HRKHESZEAOLEYEOEEFE/ RKIESEHOERAEE
DIEBZARTE) X100
BEBFICEWVWTRINZAEBEEYDTCI AR ICTHT,
[0847] [%3]

[0846]

; a0 iy 1e
G il 18 &y
a7 if 15 43

27 - ot 20 fa
24 i 1h §7
IS Al el 73

38 33 I8 vl

3 E5-7 3 i5 %1
2T 1 iN T3
BT~ 3 15 5
4 7 i P 4B
& 4 Al 15 T8

[0848]  [#&R]
AFEREEWIE., LRTESEROFTMEICSWVWTGERNLMERDRETRL
7o

[0849] [HFIEEH]

42451 1
LTFOBMAEBEICIYRE LAEITERL T, —8HICE m g DIEMK
NEBETDHH FREBDIENTED,

4 —[(7—{[5—- (2= {[2=20B8—-4— (hYZNAOXIF
V) 7z 7R/ —9—[1— (2, 2=2XF)7OEL) —4—
EXYIZJ] —6—AFN—-8—FFY—8, 9—-JkrkOo—-TH-TY
v=T7—4J)) —2—-KEYI=Z)N] AIKR=ZI} —5, 6, 7, 8—F K>
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ERO-9H-EYRI[4 , 3’ :4, 5] KO0 [2, 3—b] EYY

V=9 —AJ)) AFIN] =3 —=7)AORVYYV=ZKrYJ) 5Og

CANKRFIAFIIELO—RANDDL 209
ATFT7V VBT TR L 109

- HEREILO0—-2 92049

[0850] )2
LTFOBMAEBEICIYRE LAEITERL T, —8HICE m g DIEMK
NEZETHEF N AREB/HIIENTE S,
-9 —[1—= (2, 2=UXFNTAENL) —4-ERYIZ)] -7 (
6— {[9— (2—70AB—4—XFILRVIYI) -5, 6, 8, 9—7F
NSeERO-7H—-EYKI[4 , 3’ :4, 5] ¥OO[2, 3—b]l K
)Y —=T—=A4)L] HILRZ)} —3—-EYIZI) —6—XAF)—2— {
[4— (MYZNAOXAMEFY) 222 72/ -7, 9—2kRO-
8H—-1)v—-8—-%> 50g
CANREIAFIILELO—RAINT DL 2049
- RTTV VB TRY UL 109
-ESEE/LO0—R 9204

[0851] H4z413

LTFOERDEEECLYRE LR, BREEZRICLYBEL. 5mL
TOTVTIVICTIEL, BEICKYFEERZBEL. 172 7ILH20mgDiFE
MRDEEETDT7Y TNV ARERBDZIENTE D,

(6—{7—(6—{[9— (4—vF/—=2=-7)FaRVIII) =5
, 6, 8, 9—F kKO- 7H-KEYRKRI[4, 3’ :4, 5] ¥EOQ
[2, 3=b] EUYY—=T7—4a4)] AILKRZI} =3 -EYI=Z)) —9
—[1—= (2, 2=IXFLTOEIL) —4-ERYIZJ] —6—XFI
—8—F*%v—-8, 9-YbRO—-TH-FYr—2—-4qJL} —2—XFF
7)) B8 200g
-vv=hk—Jl 20g
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. TNEZAYXDE LTECERRIE. I, DA L IXREEDE
TIE, BRIGEIS LU/ FIEEEFIE LTERTH S,



WO 2024/053650 308 PCT/JP2023/032418

AR DEH
[F5KkIE1] —f&=X (1Y)
[1B1]
i3 f‘)
gt s; m \ f E&Mi‘w"
: m o

(R, R1E. (1) 1 ~5@DORMNTEBRINTVWTHELWNI ~
15 BORBRTCEHRINAXFLY, (2) 1~5@DR'2TE
BPINTWTHLW3I~ T 5 BEOHERRBTERINAEXAFLY, (3
) 1 ~5@DRIBTEB/INTVWTELWVWC2~4TFIITZIET
BHINAEAFLY, F41E (4) 1~5@DORTEBRINTL
THIWVWC2~4TIFNETERINXFLYZRDL.
R', R'2, RIBLUR™IE, FnhEFhRiILT. (1) nO¥y
Y. (2) CT1~47L0FIE, (3) CT1~47)LaF & (4
) C1~4nOFILFIE, (5) Cl~4narF)LaxTE, Fh
ik (6) Y7/ EERDL, BBOR', R'2, RI3BLVR 4K
c ENETNRRICTEHEEDR > TWVWTH KK,

R2ig, (1) 1~5@OR'STERINTVWTELIWVWI~1580D
BERE, (2) 1~5@EDRTSTER|RINTVWTELVW3~T158
DRFAR., Fid (3) 1~5EDORV'TERINTVWTHLIWC
1~47)FILEERDL.

R15, R16BLXTR" I, FNEFTNHILL T,

(1) 1 ~5@DPRSTERINTVWTELNCI~62/07IL
FILETBRINTVWTHELIWC 1 ~8F7IFIE, (2) (C1~
8F7IFI) AIKRZINE, (3) 1~L5EDR'ITEHLEINE (
C3~627O07IFIV) AIKRZIE (4) C1~8/NO7IF
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IWE, (5) b~6B0DKHAKR. (6) 5~6BDEFREKR. (7) C
1~4F7ILFIVAIKZIVE, (8) C2~4FINITZJRILKRZIV
E (9) C1~47)ax>AHIKR=JE, (10) C1~4:,1n0O
FILELTIJE (11) t —TFLAFVHALRILTIJE
F/iE (12) 5, 5=UAFI—-2, 4—IFFYFFHIYIY
—3—MILEERDL.

BEOR'S, R16BSLURIE, TRhETNRALTEER>TVWTE
£ <.

RISBLUVRIE, ZFhEFRMHMIZLT. (1) naFry, (2) C
1~47)LF)LE (3) Cl1~4F7)Lax &, (4) C1~4n
O7ILFILE. (5) Cl~4nOF7)LaxTE, ik (6) V7
JEBEERDL,

BHOR'2BLVTRUE, TRENELCTHEELG>TWVWTEH LKL,

R3Yix., (1) KEEBEF. (2) naHsyv., (3) C1~47F7)*
WE, (4) C1~47)LaFYE (5) C1~4nOF7IFIE
. (B8) Cr~ano7iaxv & (7)) vy7/& (8) 1~5
BOR2YTCEBRINTVWTCELWVWI~158DKRRER. (9) 1~
BEMOR2VYTEBRINTVWTHLW3~1580ERE. (10)
—NR22R23, (11) —OR24, (12) —CONR25R26_ (
13) (C1~87IFI) ALKRZILE (14) 1~3EDOKE
ETBBRINACTI~47)LFILE, F/iE (15) 1— (ERkOF
SA4X/) IFINEEKRDL.

R20YBLIPR2TYVE, FhEFNMIILT. (1) 1~5@DR27Y
TERINTWTELIWC 1 ~4T7IFILE, (2) NaFr, (3
) 1 ~5@DR2EYTERINTVWTHLWVWC3I~6>70F7IFIL
B (4) 1~5EOR27-VWTEBINTWTHLIWC 1 ~47)L
OFE, (5) KBE. (6) ALNREAILE, (7)) ALRFD
WE, 13 (8) Y7/ EAERDL.
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BHEOR2YBLUR2IYE, TREFNELCTHEELG>TWVWTH LK
R27v, R27-1WYHLUR28YE, FhEFRMZLT, (1) Ay
Y. (2) CT1~47L0FIE, (3) CT1~47)LaF & (4
) C1~4angF7LFILE, (5) Cl~4nO7)Lax B, (6
) KEBE., (7) AIWREAIE, (8) ALRFIILE, (9) C
1~47)3FTHILKRZIVE, £E (10) 27/ EZRDL.
BREOR27Y, R27-1YHELUPR28Y L, FNEFTNEAULTHEERL T
WTH &K<,

R22, R23BLUR24E, ZNEFNMILLT. (1) KRERF. (
2) 1~5@OR2TERINTVWTELINWC 1 ~8TFTILFILE,
(3) T~5@OR2TTEBMINTWVWTELIWVWC 2~4T )=
IWE, (4) 1~5@DOR292TEBB|INTVTHELVNC 2~4 7
WEZILE, (5) 1 ~5@DRICTERINTUVWTELIWNI~1
580MDRFRER. /& (6) 1T~5@FDORI'TERINTVWTHL
W3~1580ERRERDL.

R29 R29-1  R29-2, REOBLIUR3IF, FhEFNMILLT.
(1) T~5@EDORZTEHBLINTVWTELNVC T ~4T7)LFILE
. (2)y nary, (3) 1T~5FORIBTEHRINTVTELL
C3~8y/O7ILFILE. (4) 1 ~5@FDRITERINTY
THLWVWE~B6EDKRFE. (5) 1~5@DRISTERINTW
THLWVWE~BEDERER. (6) 1~5@DR32-TTERINT
WTHELWC T ~47)0aFE, (7) KBBE., (8) HIL/IEA
WE, (9) ALRFVILE, £k (10) PP/ EERDL.
BREOR29, R29-1 R29-2 RI3OBLVPRITF, ThEThEL
THEELQ>TWVWTH LKL,

R32, R32-1, R33 R¥MBIUR3SFE, ThEFNMHMIILT, (1
) Nag v (2) C1~47)LFILE. (3) CT1~47)L3FY
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B (4) Cl~4no7iLFIE (5) Cl~4nOF7)LdxY
B O(6) KEEE., (7) ALNEASILE, (8) AILRFUILE,
gk (9) Y7/ EERDL.

BHDR32, R32-1 R33 R3M4BLUR35E, ThETNELTH
B> TWTH LKL,

R25B&LUR281F, ZnEFNHMIILT. (1) KFRERF. (2) 1
~B5@MDORITELINTVWTHIWVWC 1 ~8F7ILFIE, (3)
1 ~5@EDRITTEBRINTVWTHELIWC 2~4 7L T ZILE,
(4) 1T~5@MDOR362TEBMINTVWTHELINVNC 2~4T)LF=
WE, (5) 1~5@DORITTERINTVWTEHELV3I~T1580
RFREB., FIE (6) 1 ~5@EDRIBTEBINTVWTELINI~
1 5 BOEARERD L.

R36, R36-1  R36-2 RE7THBIUR38F, ThEFNHILLT.
(1) C1~47LFIE (2) nasr, (3) C3~8¥7nO
FILFIVE, (4) 6~68B0DOKHRER. (b)) 5~6BDERRKE. (
6) C1~47)axTE, (7)) C1~4nO7ILFILE. (8)
Cl~4nO7iaxTE, (9) KEE., (10) ALKRFIILE
(1) AUNEALE, FE (12) 27/ BERDL.
BROR36, R36-1 R36-2 RI7THBLPR3F, ThThEL
THEELQ>TWVWTH LKL,

R4k, (1) nasv, (2) C1~47)LF)ILE, (3) Cl1~
AF7)NAFVE (4) C1~4naOFLLFILE. (5) C1~4Nn
a7)aF & (6) KEEE, ik (7) >7/EZRDbL.
Rsix, (1) nasv, (2) C1~47)LF)ILE, (3) Cl1~
AF7)NAFVE (4) C1~4naOFLLFILE. (5) C1~4Nn
a7)aF & (6) KEEE, ik (7) >7/EZRDbL.
ringlYik,
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[162]

”
A
(ADOREEZEZRRFEBEEL. EOREEHDIVRZNEERET S
o) FlE, 1~6EORYTERINTWVWTHLWL, BMELIE
—ER MDD 4 ~1 O BDRRE. Fik, 1~6EDORYTEHRS
nNTWTHLIW, 1EOERREF. 1EOBRETFTH LT/ TLIGE
EINTVWTHESLWTBOMERFZ2ET 506 E0RENMERREZR
HL. RYIiE. (1) nasdr, (2) C1~47FILE, (3)
Cl1~47)L3FYE, (4) C1~4nOF7IFILE, (5) C1
~4nO7IaAFE (6) KBE, (7)) FFVE. FkiF (8
) YT/ EERDL.

RYDEHDEZEES., ERVEELTEEA>TVWTH LK.

Xi&, BREF. FECR7Z%xkbL.

X1, X2, BLTX3FE, FREFRHEILT, BREF. CH., X
IZFCRe&ERDL.

Reix., (1) nasv, (2) C1~47)LFILE, (3) Cl1~
AF7)NaFVE. (4) Cl~4nOF7ILFILE, (5) C1~4n
a7)aF & (6) KEEE, ik (7) >7/EZRDbL.
ReAEHDZE., ERIZELTEREA>TVWTH LK.

YE, BRETF. FLIECReZXRDL,

Y2, BRETF. FLIECRZxRD L.

Y3k, BRETF. FLIECR1OYEZRDL,

R7iZ. (1) KZEEF. (2) na# v, (3) C1~4T7LFIL
B (4) C1~47La%&E (5) C1~4nOF7IFILE,
Tk (6) Cl1~4nO7)aFVEERDL.

Reix, (1) KZEEF. (2) na# v, (3) C1~4T7LFIL
B (4) C1~47La%&E (5) C1~4nOF7IFILE,

\gx“

%
s
o X
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Tk (6) Cl1~4nO7)aFVEERDL.
Rolz, (1) KEEF. (2) naHFv. (3) C1~47)LFI
B (4) C1~47La%&E (5) C1~4nOF7IFILE,
Tk (6) Cl1~4nO7)aFVEERDL.
Rroviz, (1) KFREF. (2) nasFr, (3) C1~47)LF%
WE, (4) C1~47)LaFYE (5) C1~4nOF7IFIE
(6) C1~4nO7iLaxT & (7)) KBE, (8) 73/
(9) AIKRFIILE, (10) ALNNESILE. (11) (C1
~4TFIVFI) TI/HAILKRZIVE, (12) 92— (C1~47F7)1LF
W) T2/ AIMKR=ZNE, (13) —CO— (3~6B80DHEMERER
). (14) —CONHR3?, (15) C1~47)aFT ALK
ZIVE, FE (16) Y7/ EERDL.
R3oik, (1) YF7/ETEBRINALCI~4T7ILFILE, (2)
Cl1~47)L3FYE, (3) C1~4nOF7IFILE, (4) C1
~4naFLaFTE, (5) KEE. (6) 7I/&, (7) (C
1~47)FI) PI/E (8) Y- (C1~4TF)FIL) PX/
E. (9) 1~5@DORTEBRINTVWTEHELNCI~620O
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