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—B1 (2. Ommo )., EEE/¥—T1c (1. Ommo |) . FE
E/¥—T2a (3. Ommo | ) RUG7=V—J)L (20mL) ZmMA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MRYT—2BORABEERKICL T, EREEERYT—4BERAM L,
[120]

O

045

/-T2

TonNEREEER)Y—4 BORTEHEHLFEILT15, 700THY,
BEEVHHFEIE56, 400THo/, BREENER)T—4 B, BE
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥K) . RUBEEMNT2 (E/7v—T2all
BE) #8L. ThThOBEBEMOEIEIE. 45. 5%, 18. 2%, 9

1%, RUO27. 2% THo7z.

EEEEMR) Y —5B)

SORNEZ7SRAIC, £BE/~—L1 (5. Ommo |) ., kEEE/~
—B1 (2. Ommo )., EEE/¥—T1c (1. 2mmo |) . k&
E/¥—T2a (2. 8mmo |) RU7=V—J)L (20mL) ZmMA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MRYT—2BORABEERKICL T, EREESERY T —5BERAA L%,

ToONLEREEER)Y—5BORTEHLFEILT12, 800THY,



WO 2017/188023 68 PCT/JP2017/015242

[0227]

[0228]

[0229]

BEEVHHTFEIE41, 800ThHo/, BREENER) v—5BId. BE
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥K) . RUBEEMNT2 (E/7v—T2all
k) Z2B8L. ThEThOBEHEMOEIEIE. JBIC. 45. 5%, 18. 2
%, 10. 9%, RU'25. 4% THo71,
(BE#MEER) v —6B)
SORNEZ7SRAIC, £BE/~—L1 (5. Ommo |) ., kEEE/~
—B1 (2. Ommo )., EEE/¥—T1c (1., 6mmo |) . k&
E/¥—T2a (2. 4mmo |) REF7=Y—JL (20mL) &MA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MR)T—2BORAAEERAKICLT. BREEER)Y—6BERAEL L,
ToONLEREEER)T—6 BORTEHLFEILT12, 600THY,
BEEVHHTFEIE4L41, 000TH-o/, BEEEER)T—6BIE. BE
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥K) . RUBEEMNT2 (E/7v—T2all
k) Z2B8L. ThEThOBEHEMOEIEIE. JBIC. 45. 5%, 18. 2
%, 14, 5%, RU'21., 8% THo7,
(BE#MEER)<v—78B)
SORNEZ7SRAIC, £BE/~—L1 (5. Ommo |) ., kEEE/~
—B1 (2. Ommo )., EEE/¥—T1c (2. Ommo |) . k2
E/¥—T2a (2. Ommo | ) RU7=V—J)L (20mL) ZmMA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MR)T—2BORAAEERAKICL T, BREEMER)Y—T7BERAELL,
TonNEREEER)Y—7 BORTEHLFEILT13, 500THY,
BEEVHHTFEIE4L42, 100THo/, BREEER)T—7BIld. BE
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥K) . RUBEEMNT2 (E/7v—T2all
k) Z2B8L. ThEThOBEHEMOEIEIE. JBIC. 45. 5%, 18. 2
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[0230]

[0231]

[0232]

[0233]

%. 18. 15%, RW™18. 15%TH>7,

(BEEEMER) ~—8B)
SORKEZSAIIC, EBE/~Y—L1 (5. Ommo |) . EEBE/ X

—B1 (2. Ommo 1), EEE/~¥—T1c (2. Ommo |) . F&E

T/¥—T2b (2. Ommo |) RUG7=YV—J)L (20mL) ZmMA. &

SIC, ISR LAPJdMERKR (7. 5mL) ZMAlk, L& SE#E

MR —2BOFEREBEFRICL T, EFEEMRY v —8BERERL .

[1621]
OFe
E/¥—T2b

ToNEREEER) T —8BORTHLFEILT13, 000THY,
BEEVHHTFEIEA45, 100TH-o/, BEEEER) -8B, B
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥R) . RUBEEMT2 (E/¥—T2bil
k) Z2B8L. ThEThOBEHEMOEIEIE. JBIC. 45. 5%, 18. 2
%, 18. 15%, BRU*18. 15%TH-o7,

(BE#EER) v —9B)
SORNEZ7SRAIC, £BE/~—L1 (5. Ommo |) ., kEEE/~
—B1 (2. Ommo |), £EEE/¥—T1c (1. Ommo |) ., k&
E/¥—T2b (3. Ommo | ) RU7=V—J)L (20mL) ZMA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MR)T—2BORAAEERAKICL T, BREEER)T—9BERAEL L,
ToONLEREEER)T—9BORTEHLFEILT12, 300THY,
BEEVHHFEIES55, 800THho/, BREMENER)T—9BIE. BE
Bl (£E/%—L1ICAH%K) . BEEAMAB (E/¥—B1ICH¥%) . BiE
BUT1 (E/7—T1cilH¥R) . RUBEEMT2 (E/¥—T2bil
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[0234]

[0235]

[0236]

[0237]

BX) 28 L. TNThOBEEMDOEISIE., JRIC, 45. 5%, 18. 2
%. 9. 1%, BRUr27. 2%TH>/,
(Bw#EEERY)<—108B)
SORKEZSAIIC, EBE/~Y—L1 (5. Ommo |) . EEBE/ X
—B1 (2. Ommo 1), EEE/~¥—T1c (2. Ommo |) . F&E
T/¥—T2c (2. Ommo |) ROG7=YV—J)L (20mL) ZmMA. &
SIC, ISR LAPJdMERKR (7. 5mL) ZMAlk, L& SE#E
MR —2BOREREEKRICL T, EFEEMRYY—10BERAELL

(o)

[1822]

Br_@_/\/\/\/

E/¥%—-T2c

BonEFEEERY)T—1 0BOHETEHSTFEILTE, 700THY
. BEEVHHTEIRAS5, 100THo7/, BEREELHRY—10BI,
BERAML (E/~v—L 1ICH%R) . BEHEMB (E/7v—B1ICHE) .
BEBEMT1 (E/~¥—T1cltHER) . RUEBEENT2 (E/3—T2
CICHR) ZBAL. TNETNOBEBEREMDOEIEIF. IEIC. 45. 5%, 18

2%, 18. 15%, R*18. 15%ThHo7,
(BErEmElRY)<~—11B)

SORNEZ7SRAIC, £BE/~—L1 (5. Ommo |) ., kEEE/~
—B1 (2. Ommo |), £EEE/¥—T1c (1. Ommo |) ., k&
E/¥—T2c (3. Ommo | ) RUO7=V—J)L (20mL) ZmMA. &
SIS, TICARLAP dMIERK (7. 5mlL) ZMA T, L& Sr#EE
MRYT—2BORABEERKICL T, EFEEERYY—11BZRAALL
BonEFEEERYT—11 BORTEHASTEILT16, 400THY
. BEEVHHTEIRA46, 900THo/, BREELHRY—1 1B,
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BSEML (E/v—L1ICE%X) . BEHEMUB (£E/v—B 1ITHE¥R) |
BEBEMTIT (E/Y—T1clCHR) . RUBEEMT2 (E/<7—T2
CICHER) #BL. ThETNOBEBEHEMDEIEIE. RIS, 45. 5%. 18
2%. 9. 1%. RUr27. 2% THo71,
[0238] (BF@=EMRY~Y—128B)
ZORKETISATIC, FREE/Y—L2 (5. Ommo |) . ERBE/ T
—B1 (2. Ommo )., EEE/~¥—T1c (1. Ommo |) . L&
E/%—T2a (3. Ommo |) RG7=V—JL (20mL) ZmMA. 5
I SCICEABL-P dAIERR (7. 5mL) ZMNX 7. LA BREEs
RYT—2BOABEBEHRICL T, EFEEMER)v—12BZHA L1,
[1£23]

OC,H,

®/¥—L2

[0239] BoniASE#EEMRY)Y—1 2BOHEHLFEIIX18, 900THY
BEEVHHTEIRA49, 100THo7/, BREEEHRYT—1 2B,
BERAML (E/v—L2ICH%R) . BEHEMB (E/7v—B1ICHE) .
BEBEMT1 (E/7—T1cllHFR) RUVBEEMNT2 (E/¥—T2a
ICHXR) 2BL. TNTNOBERMDEIEIE. JEIC. 45. 5%, 18.
2%, 9. 1%. RU'27. 2%TH-o7,

[0240] EREEEERYT—2B~12BOHREMICERALAEE/ Y—452UTOXRS3
ICEEDHDB, KA, () aHLEE/v—IE. & (1) TRINZEEEE
5,

[0241]
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[5%3]
(%3]
B P
MY GEERL BEERE | BEEET

2B L1 B1 T1b
3B L1 B1 T1c()
4B L1 B1 T1c(x)+T2f
5B L1 B1 T1c(k)+T2f
6B L1 B1 T1c(x)+T2F
7B L1 B1 T1c(*)+T2f
8B L1 B1 T1c(*)+T2a
oB L1 B1 T1c(*)+T2a
10B L1 B1 T1c(k)4+T2g
11B L1 B1 T1 c(*)+T2L
12B L2 B1 T1c(x)+T2f

[0242] <1 —2>BREEMNR" v — O

BREHBMEERYT—2B~12BD300CHABOREERVEKS
iKY

[0243] <2 —1>BHHODRFDFH

(Erefl 1 B)

AR TT, AR L BmEEER)<Y—3B (10, Omg) . T&
EAWMBET (0. 5mg) . RUMLIY (2. 3mL) #EBAL. 1V
JHERYMERRE L, | TOZ 1. 6mmigIC/NNY—=V T LIS ZER
EiC. AV AERER3, 000min-"TREYO— KL%, K
vy hFLU—FLET200C, 30REMBLTEEIE, EAZEAE (10
Onm) ZHAKLT,

[0244] [{k24]

CaoH2s

N -
HaC—) ~~CH,  B{CeFs)

H
KSR 1

[0245]  LETEELASRAERE, EEEEEHICEL, EAEABLEICa—NP
D (20nm), Al (100nm) DIEICEBZEZTCHRIEL. FHILWEAEIT
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[0246]

[0247]

[0248]

[0249]

STHABHODERT (1) &L,

EMHODRTF 1 OHFHEAKDFET, | TOZ1., 6mmigll/{y—
ZVTULEAZZERLEIC, 41 VOB =0ERH3, 000min-TTR
Evya—hL. KRy b FL—HFET200C, 309RBMEALL, TSI,
ERFHAKTT230C, 300@ICHA> TEIMMERL TEAFABEZR
L7 &%BRE, B, BRHODRT (1) OEHEAKICLT, B
HOD®RTF (I |) &L,

(EHEI2B~1 0B, th#&fl1B)

EiEF1 BOE#MHODRFICH T EATABOMRIRRICEWT, B
WEEMRY Y —3BATRRA LRI EREENER ) Y —ICEX UM
. EfEFI1 BERKICL T, EEREAIRCLEFNOEMHODRF AL
720
<2-2>B#HODRTF (EFFAB) D

TEEEREHIB RULLRRBIB THEH L ABHMHODRFICEEZENNML =
ZTORR, WIThEERDSAND ZEL9HY. EFFAMOEEETD T
ENHERI N, T TRETNORFICOWVWT, BREEEZRELL. B
KMHODZ T (1) OFHEE%Z (V1) . BEHODRTF (1 |) DO5RE
BE% (V2) &Lk, AIEBRZRA4ICRT,
<3 - 1>EHELERFOEE

FICHAH L EEFWMEMR) Y —ZRVWTER LEEAEZABZS U AR
ELRFTAEREL. TOMREETE L 7=,

(EHEFI1 B)

AESSESTT. SR#MEERYY—3B (10, Omg) ., tEEAH
gaFl1 (0. 5mg) . RUKILIY (2. 3mL) #BEL. 1V 7HK
MeAH Lz, | TOZT1., 6mmiBICNY—ZV T LA ZAEREIC,
1AV ERER3, 000min-"TAEYOI—hkL, JRWT, KvY
N7L—hLET200C, 1 0OEMBAL TEEIERL, ILIC. BRFH
STT230C. 300EMEAL T, EFEAE (30nm) ZHR LT,
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[0250]

[0251]

[0252]

[0253]

LREAZFAEZETHHIAEREZ., EEEERPICEL. EFLEAE
EICa—NPD (40nm) ., CBP: Il r (ppy) 5 (94:6, 30n
m). BAlg (10nm) ., TPBi (30nm). LiF (0. 8nm
) o RUAT (100nm) ZZDIRICEEETHRIELZ, D&, HIEL
BAETO>THME LEFAEERLL,

(Emfl2B~108B)

R 1 BOBKELEZRFICBIZ2EAIABOHRIRICEVWT. EF
BMEMR) T —3BETNTRERAICRT BEEEMRY T —ICE X U4
&, BB BEERICLT, BELZFEERLL,
<3 —2>BHE LFFOFMH

Ef1 B~1 0B THALBERELRFICEREZNMLELZET S, WThH
LIREBRENPERINL, TNENOEFICOWVWT, EHEES5000cd
/S m2BEDERENBES L OFAME, MHEES5000cd Mm2IBIFIH
HEm BEEFREE) ZRELL, AERRERSIIRT,
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1’ IR 3

[0254] LEER4ICRLIEEHBY, EfFI1B~1 0BDOAKHODRTFIZ. L&
fl1B&LYE, BEIEXTO LRENANIWERER >, TAbBE, EFAFE
ABOBBRMBOERNLThIL, BREERII DAV (BhiMEMEE
¥2) BRAEMER) T —Z220EARIL I MOV ZAMAEFERTE L
L > T, BRNMBZRORHETOD LEI/NFIND &N D, D
EDD, ARBHETHIEMIL I MO AMBEFERTII&ICES
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[0255]

[0256]

T. BREBORLSEA/HIIND & 9h 5,

Fre. EB1B~10BOERELRFIR. SEN—VUEBEEABLT
BEAEABEBET S, WIThb, BEEE. AWK, RUENLFEMDIC
BWT, BhEERIELNL, T4bL, EFAFABME & L TIHEMEIC
Bh2EBRHEMRYT—2FRTIIEICE> T, BLE/TEISN, E
FLEAMEDRM A MR TE S &0 DD 2,
[EMEHIC : EfEBI1 C~T7C]
<I1>EHE/T—0RE

(Ib&¥ A DFES)
[1625]

o] o] NaH(in 50% Oil) EtO

Br_@/\/\/Br + EIO)K([OE‘ —TE_F_> Brwo
rt.19h

78% o

EtO

LEYA

HANEZSRAIC, 2—IFLAOVEIIFIL (27mmo |) . BRKT
NSERATSY (20m i) A, OCICAHML 1 5B LEDB, N
aH (in 50% 0il) Zww>< YAk, ZDH%K. ERICEL. 2. SKEEIE
BRI, 1-70F%-4—- (4—7OFTFI) RVEY (25mmo |)
E7FhZEROT75Y (10m ) [CRBLABRKREETL. ERTI1 98
BB L, TO®R, KTO/ITUFH, BT FILCTHE L. BKEE</
XYL TEE L, INRL—9—TRAEEZEEL. Boh/BERY%E
SOATNASLIATNTZT7 4 —GRIER : 7O—47)L (B&FEE) C—
300HG, BEE: n—~"FHY I FIL=20: 1)IZIYBRL
. IEEMATEBRIRMELTT. 8gfFi (INXT78%) .

IEEMAD " H—NMRODAEHERIIUTDEEY TH %,

"TH—NMR (300MHz, CDC I, §ppm) ;0. 86 (t, J
=7. 6Hz, 3H), 1. 76 (t, J=7. BHz, 2H), 3. 57
(s, 2H), 4. 39 (d, J=5. 7Hz, 2H), 4, 45 (d, J
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=5, 7THz, 2H), 4. 51 (s, 2H), 7. 22 (d, J=8. 4
Hz, 2H), 7. 47 (d, J=8. 4Hz, 2H),

[0257] ({b&%B DRER)
[1£26]

EtO

LiBH, in THF
o OH
Br > Br
o 50°C.45h o
90 % H

EtQ

ft&5%mB

AERTZZRAIIC, FRICAHLAEEHWA (19, Emmo |) ZMMx. LiB
HADTHFER (43 m | ) %@ T%, 50CT4. SEBEBHLAL, RIEKT
B, RELAASL, 4V 7TONR) =), A9/ —)b, KTOIIZIVFLEDS
. BFERTFITHIE L. BKREBY /R ULTER L, TNARL—4—
TREZEEL. LEMBZRBEAKAELTS. 5691k (NEIO0%)

EEMBD'H-NMROAERBRITUTOESY TH D,

"TH—NMR (300MHz, CDC I, §ppm) ;0. 86 (t, J
=7. 6Hz, 3H), 1. 76 (t, J=7. BHz, 2H), 3. 57
(s, 2H), 4. 39 (d, J=5. 7Hz, 2H), 4, 45 (d, J
=5. 7Hz, 2H), 4. 51 (s, 2H), 7. 22 (d, J=8. 4
Hz, 2H), 7. 47 (d, J=8. 4Hz, 2H),

[0258] (£./~—C 1 D)

[1627]

O,

t-BuOK

AL e WK
T Br

OH pyridine

30 %
t/X—C1

NEZ7SRAIIC, LIARELIEEHMB (17, 6mmo ), EYIYV
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(200m 1), t=FhFTHYDIAL (19, 4mmo |) &M, =B
TI1REEELE, ZO®%. p— MLIVZNEZDLIOY K (21, 2
mmo |) ZMA. ERTI1 2BEBHE LA, RWT, t—Tr*2HYD
L (26, 5mmo |) ZiMAKE, 100TCICMEL. 6HREEBE LK,
RIS TH. RBEEMEKTIIVF LK. BEETFIL CTHIEETWL.,
BKMBY TR DL TEBELE, INRL—9—TAEEEBLEL. 85N
HERMES ) ASNAS LA NI ST 4 — (BRI : 7a—4FIL (B
$%EEfE) C—300HG, BEE: n—~"FHY BT FI=8:1)IC
SUBHRL, EERIROE/Y—C1 (1. 59g) #5B7/K (IXEL30%) .
E/X—C1O'H-NMRODAEFZFRITUTOESY TH 3,
"TH—NMR (300MHz, CDC I, §ppm) ;0. 86 (t, J
=7. 6Hz, 3H), 1. 76 (t, J=7. BHz, 2H), 3. 57
(s, 2H), 4. 39 (d, J=5, 7Hz, 2H), 4. 45 (d, J
=5, 7Hz, 2H), 4. 51 (s, 2H), 7. 22 (d, J=8. 4
Hz, 2H), 7. 47 (d, J=8. 4Hz, 2H),
[0259] <2 — 1 >EFAEEMRY v —DEK

EfEBI1 C~7CE LT UFIKRTEDICLTEABEESER)T—1C
~4CRUB6C~8CE=ENTIhEXKL. B Z1T> %,

(P dfit i DFAH)

FEREMEFIA EERRICLT, P dAREEAR L,

[0260] (EFEEMERYT—COREE/ )

UTFICRTEABESER) T —OEXRICERLERRE/ Y —RBUTO &
BYTHS,



WO 2017/188023 79 PCT/JP2017/015242

[1£28]

CIOHB 0C4Hg

A1 A2

é
I
Br Br r Br
B1 B2
¢ Jeg)
M Br o}
Br

c3
C1

B
0
= Brw/
7
Br .

ca €5

[0261] (Ef#@EMERY<—1C)
SORNEZSRAIK, E/Y—A1 (5. Ommo |l), E/%v—B1 (
2. Ommol), E/%—C1 (4. Ommo |) , XFIKMN)—n—FA
OFIVTUVEZDALZOY R (Alfa Aesartt T71)I31—K3361) (0.
03g). KBgfthYwLs (1. 12g) . ik (5. 54mL) . ROk
IV (50mL) &Mz, AMLAPIMENITVER (3. OmL)
EMZTee ETORKIE3I0OPLUE. BRNATIVICIYBRKLERICERL
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oo COREWZ 2B, MBARBR LA, T TOETORERERIM
TTiTo7%,
[0262] RN THER, BREZKEL. BEEZ XS/ —IL—K (9 : 1) ITFEW
2o EULEBZREIZBICEIYEIRL, X&/—)b—K (9 : 1) TH#S
L7 BONIIMBEMLIVIOBRERL, X9/ —IHOBEEER L, B85
NILERERSI A2BICEYEIR L. MLIVISRBEL. £BRES] (Strem C
hemicalstt& [Triphenylphosphine, polymer—-bound on styrene-divinylben
zene copolymer] . JEE#1 00mgilxLT200mg) #mMAT. 80
CT2EFER L, EHKRTE ESBREFNEFNBWESBL TIRYRKRE
. BBEAY ) —IDOEILEL T,
EUMBERSIABEICLYLOIRL, A8/ —ILTHELE, BONERE
TEEL, EAEAMLEENI1 CEEL, 2FEIF. BRERICTHF
ZAWEGPC (RYRFLUVEE) ICLYRE L, BoNEFARENY
R)T—1COMEH D FEIF13, 600THY., EEFHYHFEIFSL 9
, 200 TCH o7
[0263] (EAEEMRYT—2C)
ZORKETISAOIC, £BE/Y—AT1 (5. Ommo |) . ERBE/ T
—B2 (2. Ommo |) ., £EEE/~¥—C1 (4. Ommo | ) . RU'hk
VTV (20mL) &, IHIC, FICARLALP dMEZAR (7. 5m
L) ZmMA/c. LA, EFABEEMR)Y—1COERERAKICLT, EFRR
EMR)T—2COEKET> /., BONLEAEEMRY) v—2 COEFE
BoFER14, 700THY. EEFHRFERSO0, 100THo7,
[0264] (EAEEMRYT—3C)
ZORKETISAOIC, £BE/Y—A2 (5, Ommo |) . ERBE/ T
—B1 (2. Ommo |) ., EEE/~¥—C1 (4. Ommo | ) . RU'hk
VTV (20mL) &, IHIC, FICARLALP dMEZAR (7. 5m
L) ZmMA/c. LA, EFABEEMR)Y—1COERERAKICLT, EFRR
EMR)T—3COEXET>/, BONLEAEEMRY) v—3 COEFE
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[0265]

[0266]

[0267]

[0268]

HHFEIFZ16, 7T00THY., EEFHLFEIX446, 400THo1,
(EFRL#EMERY) T —4C)
SORNEZ7SRAIC, £RBE/Y—A2 (5. Ommo |) ., kEEE/~
—B2 (2. Ommo 1), EEBE/~¥—C1 (4. Ommo |) . Rk
VITY (20mL) ZiNA, IHIC, FICABULP dMER®K (7. 5m
L) #MAx7z, ., EASEZEERYY—1COEREARKICL T, EFLEH
EMR) T —4 COERET>T, BONIEABEMNR) v—4 CORF
HaFEIF12, 300THY., EEFHLFEIR4L47, 000THo7,
(EFRL#EMER) T —6C)
SORNKEZ7SRAIC, £RBE/~Y—AT1 (5. Ommo |) , kEEEE/ 7 —
B1 (2. Ommo l), EEBE/~¥—C3 (4. Ommo |) . BRI
IV (20mL) ZmMA. IHIC. FTICARLAP dMERK (7. 5mlL
) EINA T, LI, EAEEMERY)T—1COEMEBRKRICL T, EFREE
MR)T—5COEMEITo> -, "FONLEABEMERY) v—6 COEITH
DFEIF15, 300THY. EEFHHTEIXS49, 800THo7,
(ERL#EERY) T —7C)
SORNEZ7SRAIC, £RBE/Y—AT1 (5. Ommo |) , kEEE/~
—B1 (2. Ommo l) ., EBEE/¥—C4 (4. Ommo |) . R
VITY (20mL) ZiNA, IHIC, FICABULP dMER®K (7. 5m
L) #MAx7z, ., EASEZEERYY—1COEREARKICL T, EFLEH
EMR)T—6COERET>T, BONLEABEMNR) v—7 CORF
HHFEIF18, 900THY., EEFHLFEIR49, 100THo1,
(EFL#EMER) v —8C)
SORNEZ7SRAIC, £RBE/Y—AT1 (5. Ommo |) , kEEE/~
—B1 (2. Ommo |) ., EEEE/¥—C5 (4. Ommo |) . Rk
VITY (20mL) ZiNA, IHIC, FICABULP dMER®K (7. 5m
L) #MAx7z, ., EASEZEERYY—1COEREARKICL T, EFLEH
EMR)T—T COERET> T, BONIEAREMNR) v—8COHF
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BoFEIR17, 400THY., EEFHRFEIFS42, 300THo7%,
[0269] I[EA®ZEMHR)<T—1C~4CRUVE6C~8COEHICERLEE/ v—
HLUTDRSICEEDH D,

[3R5]
[%&5]

ErE s FAL-E/7—
Ry<— BEHEML | BEEB | HBEHMT
1C E/T—A1 | £/7—B1 | £/I—C1
2C E/R—A1 | ¥/%—B2 | ®/3—C1
3C E/7—A2 | ¥/v—B1 | £/%—C1
4C E/)T—A2 | ¥)%—B2 | £/<%—Ci1
6C E/v—A1 | ¥/%—B1 | £/%—C3
7C T/<7—A1 | ¥/v—B1 | £/7%—C4
8C £/¥—A1 | £/%—B1 | £/%—C5

[0270] <2 — 2>EFEZEMR ) ¥ — O
SICARUEERLBEEMR YT —1C~4CRUB6C~8CICDWVWT, &L
TICRT & D ICERERMICDOWTEMM L 7=,
(it Z i)
KT, 300 CTOMEBFDOEAEEMER)Y—1C~4CRUVE6C~
BCOBMEERVERGICTT,
[0271] ROEICHRLEBRAS, LER (II) TRINDIKEOHEEBLEET S
EREEMRY v —IE. 30 OCMABORAREERVPRLS DRV EHDH
%, UEDZz e, £ERX (II) TRINDIFEDEESNNZET HER
WEMRYT— (2) 2FHATEIEICLY. BhAMBMEEET268HT
LY hOZ I AMBERBTED Z & DD 5,
[0272] CAEfZEM)
UFDOEHICLT, ERABESR) T—0O MLIVICHT 28084 %85
L7z,
EAEEMER)T—1C~4CRUBC~8CEETNEFNI1IOmgHh
IVEICHEL, LTV 1. 145mL (LkEO. 864~0. 868g./
mL (20C) ) #MA/. RWT, 25CICBWVWT, LEEAEZEMERY
R—EMVIVEIYIRO0—9THEHE (50 rpm) LAads, BRICEK
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[0273]

[0274]

[0275]

STEHRL., LEREAREMRY)T—2ERL. BRMAREMURTEET
ICE LB (R~ —0ORM#EE) 2RE L, ARBEONERRER
6ICTRY,

ROICRLEBRIOANDLDIC, EEUHEREICERTZT7ILFLY
HORRBD LU LOEFLEZEMERY T —2FALLBE. Bh/E@Ets:
BHIENBRERDZIEN DD D, T, EAmMEMR)Y—1C~4C
OXfLEH S, EAEEER) T —DFERELT, M) Tz TIVEE
ERINY—IBEE ZBUERBREBELERLT, M) 7T IVIEBE
DHEEUEMBET, LYBKLBEBRUENESNIERAL’HD D &9 H
%,
<3—1>HEMHODRFOIEL

BLFDOEIICLT, FICEKLIZEABMEERYY—1C~4CRU6C
~8CEESUAEMIL Y hO= I ZAME (1 Vv VEERY) &ERLT. B
HODRFAERL., CORFOEEMETML %,

(EHEFI1 C)

ASTT. ER#@ZEMERY)<T—1C (10. Omg) . LREHEFBER
CE&REHEFIT (0. 5mg) . RU*MILIY (2. 3mL) ZR&EL. 1
VO ERE L, | TO%E1T, 6mmiBICNNY—ZV I LEASRE
WREWC, 4 V7R E@ERS, 000mi n-'"TREYOI— N L.
Ry hFL—hLET200C, 300M@MEAL TELIE, BB (EFE
AB) (100nm) #EmALE,

LEEERBERMM LS AERE, BEREBERFICKL. LRAKREL
IZ. «a—NPD (20nm) . RCA | (100nm) DIRICEZZEZTHRIE
L. SHENEBEAT> CTAMHODEF (1) A& L,

LEEMHODERT (1) OFBERAKOFET, | TOA1., 6 mmiE
WK —=ZV T UEASZERLEIC, 4 V7R %OEH3, 000m |
N 1TTAEYOA—hLAEE, "y N FL—KET200C, 300RMEL
foo IHIC, BRFESTT230C, 300MICHA> TEMMBALTEAE
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BE (EFLEARE) ZER LIl & %2kRE. L. BHODRTF (1) &
BE#kiCLT. BMHODERT (I 1) 2R LL,
[0276] (EZEHI2C~7C)
LG 1 COEMHODRFICHIT2EME (EFLFARE) OFHIREIC
BWT, EABEEMRYT—1CICTMAT. ROICRTEFREZELERY v —
EERELAZEERE, E2HEF1CEBKRICLT. £EF2C~7CORE
WHOD®RT (1) . RUEHBHODRT (1 1) 2ZhThiER L,
[0277] <3 —2>%8#H O DRFDH
EEREERGFIOBEHHODERT (1) RG(I DICERENEEZEML
&l WINEERDSTND &MY, BEEILEF T AEDOHEE
ERDOIENERINL, T BHMHODRT (1) RU(I 1)DENE
NICDOWT, BRBE300mMA c mEOEREEE (BMHODEF (|
) OREEEZ (V1) . BEHODETF (I 1) OREEEZ (V2) &
T2, ) ZRELE, AERRERGICTRT,
[0278] <4 — 1 >HEHE LETOHFEH
FERERFB EEKICLT, ROICRTESEFHEMERYT—2FALT
. EREFI1 C~7 COBBE LRFEERLL,
[0279] <4 —2>HEME L ZF O
FEEELUAZEBBELRFICOWVWT, BNXEES5000cd m2F0DER
BETHLORAWE, WEEES5000cd m2iiHiFaRLED (BE
FREEE) ZRE L, AMERBREROCICTT,
[0280]
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[0281] =RfEHI1 C~7 COEABEMRY v —I3, LERN (II) TRINDHFE
DI\BEELZEE T 2EFTBELELLEY (2) O—FITHD, REHLEALH
RE IS, EfEH1C~T7 COEABESERY T—Id. WIhi BN/
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[0282]

[0283]

[0284]

[0285]

MEETEIENDND, T ThOBhAMBAMEET 2 EFABEEER
VY—%ZAVWTERILI NOZJ ZAMBEER LEBE. B8N
BonaZ &b ond, IHIC. Efl1C~7Chn,. EER (II) TR
INDFEDBEELAICENT, EAMEREICERITZT7ILFL VHDRK
FHESULICLERE. 41 V7 RARKOBRHEEORmENTRERD &N
DH B,

UEDESIC, EAFABOEHRMBOBERICSEWNT, £ER (II) TK
SNIFEDOEBEHEMEZETHEABELRY v— (2) Z2230HEMIL Y
NOZJAMBEEHRT 52 &ICE > T, LEMBOMERMER T EEMBH,
LRLZEMBOBEMABLETELZZENDH D, IS, EAHMEREIC
BIETDTIFLVEORREEZIULEICTE I EICE>T, 1> VAR
DBEBUEZALETIEZ &I DN D, T ERFIOEHE LEFTIE, BB
BEE. EAWERUFEATHICEVWTENBRIAE LN,
[E/EHD : Efeffl 1 D~2D]

<1 - 1>EEEEMR) v —DORFH

UTFDEDICLTP dEDBRREZTNTNRAR L, MEDRSRICHE
ALEAEIE, ThETN3 0oL, BRATIVICIYRS L,

(P d i 3)
BRFEAKITO/O—T Ry VRAFT, ZRBF. YV TLEIKKNIR (Y
RyDYFoFEb ) INRSIUIL (73, 2mg, 80umo |) &
BY, 7=V—JL (15mL) Z#mx. 309EE®RLAL, B&KIC, 27
WEBICMNYR (t —TFIN) KRT714> (129, 6mg, 640umo |
) ZFERY, PZV—J)L (bmL) ZMMZx. S52@EE#HLL, ThbZRES
L. BIRET30OEICHI> TIR#H LK, MEE L TERLL,

UTFDE ICLTEETRMEMR) T —ZHR L,
(BEf#EERY)<v—1D)

SAORKZ SR, FEE/Y—A (5. Ommo |) , FEEE/~X—
B (2. Ommol), F&EE/~¥—C1 (4. Ommo ), RUOT7=Y
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[0286]

[0287]

[0288]

—J)L (20mL) ZMA. IHIC, FLICABLALPIME3SIDBEKR (7. 5
mL) ZMAtk, S3O0PWHLEE, 10%T ST FLTVEZDLKE
E¥pKiE®R (20mL) ZMAl, IXNTORBIE3 ODLUE, BRATN
WKEYBRKILERICER L, BONEREYE 2IFEICHOE > TNRER
Lo TTETOETOEFRIIERIR T TIT o1

[1629]
CaHo
Br
oy O ﬁﬁ@
&6 (\D\é Br Br
£/ T—A £/3—B
0
a—<:>—o/\/“vf\/qu/
£/7—C1
RIGHTHE., BERBZKEL. BEREBEZXY/—IL—K (9 : 1) ITFW

THRB L, £LEEBZR5IA2EICLYEIRL. X4/ —ILb—K (9 :
1) THE LI, BONINBE MVIVICREL. X9/ —ILHh OB
Lo BONIBEREIZBICLYERL., MLIVITBE#EL. €BRE
Bl CEERMEEICRLT20wt%) #MAT. —BRERLL, BHBKRTHE
. EREREFE AN ESBELTRYRKRE, 2RZ0—49 ) —I/NRL—%
— TR L7, BERE M IVICEBLIE. X9/ —L—TthY (8
:3) MoBEMB L, EUREBERSIABICEYEIRL. X4/ —IL—
FbhYy (8:3) TH&ELL, BONEBREERGEL. SHEEMER
)% —1D%Fk, SonERBAEMR)Y—1 DOREHLFEIZT 6
, 200THY. EETHHTEIR4L48, 300THo7,
(BE#MEER)<v—3D)
SORNKETZ7SRIC, E/F—A (5. Ommo |) . LEBE/Y—B (
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[0289]

[0290]

[0291]

2, Ommol). FE2E/¥—C3 (4. Ommo |) , RUTZ=ZV—J
(20mL) ZMZx. THIC, FICARLAZPIMEIOREKR (7. 5mL
) ENAT, U, ER®HEMR)Y—1DOREEEBEHKICL T, SHE®E
MR)T—3D%FL, BoNLEFRAEERY -3 DORFHALFER
14, 700THY. EEFHRFEIF42, 000THo7%,

[1£30]

o)
Br—@\O/\/\-/\%/
E/V—C3
EAEZEER)T—1DRUIDDEMRICER LT/ I—A2LUTDOXRT
ICEEDHTRT,
[&7]
[&7]
Bt ERLLE/X—
RyYy<z— B EEEAB Bas T
1D E/7—A £/Y—B £/3—C1
3D E/I—A £/7—B £/I—C3
<1 —2>EmEENRY) v — O

(R 1 D~2D)

IR L -EEEEMRYT—1 DRUIDICDVT, UTDLIICL
T, B, RUmEYE (REEFIVE) Z5FML 7.

(BEE%)

6mLZYYa1—&FIL, ENEEERYY—1D (8. 8mg) #E2YE
Y, bbTy (I1mL) ZMA%, BHF (10xP4mm) ZH/AL, =
BT, 600 r omTHEIHLL,

BEFEEILORY T —DBMET 2 X TORERBEZEH LA, Ad, A
REEIE, BREZBRICLE >THREL., BRIV ERICA D FTICE L KE
ZRBKRT 5,

<M E4>
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[0292]

[0293]

[0294]

[0295]

[0296]

ERosEsyY, BEEEERY)Y—1DRU3D (10mg) %, EHH
. BC/DORBFRHTI0OO0OCETMRALLEOREERY (BEE%) %
HIE Lo

x8IInLEesY., X (TII-1) . (III-2) . R (III-3) TI=X
INZBEOEEEMODIRL EEH 1258 T2ERHMEER)Y—1DK
U3 DT, BREMERUTREBEORNBICEVWTENSIBRNMME LN,
<2—-1>HEMHODRFOIEL
(EHEFI1 D)

ARFT. RICARLAETHMESER)Y—1D (10, Omg) . Lk
DEERBEAFIT (0. 5mg) . R®hLTY (2. 3mL) ZBEL. 1
VOMBEYERE L, | TOZ1., 6mmiIC/NY—=V T LIEHAZRAE
WREWC, 4 V7R E@ERS, 000mi n-'"TREYOI— N L.
Ry b TL—FET200C, 309EMBLTREEIE, EFFEAE (1
OO0Onm) ZFRKL /.

EERTHELEASZAERE, BEZEERPICEL, EAFTABLICa—NP
D (20nm) . Al (100nm) DIEICEBZETHEL. HIELEEZT
S>TEMHODRT (1) ZER LK,

E#MHODRT () OFEEFKOFEAT, | TOZR1., 6 mmigIT/
=T ULEASAEREIC, 41 V7R %=EEEH3, O00min-!
TREYO—hLE®KB. Ry b FL—KMET200C, 309REMELL,
IS0, BRFHESTFT230TC, 3049MIChiz>TEMMEL TERLE
ABEEH L COLDICLTEAFABEZKLEIE, £THEKEHO
DERT (1) OEREAKICLT, BMHODERT (I 1) &EHELL,
(EHEFI2 D)

EfEGlI1 DOBE#HODICH T2 EAFABOHRIRICHWT. EfNE
EMRYT— 1 DEBEEEEERYT—3DICEE LU, ZHEH1D
EABRICLT, BMHODRT (1) RV (I 1) #E&LL,
<2 —2>4E#HODXFOIM
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EiEf 1 DRU2D THERELAEBHKHODERTF (1) R (I 1) IZFh
TNERXRZENMLE, ZOHFR. WIThEBRSTND &H»aHY,. EA
EANEOHBEA R D I E MR TE L,

Fle. TNETNORTFICOVWTERBEIOOmMA c mEFDOREET %
ME L, BMHODRTF (1) OREEEEZ (V1) . BERHODETF (

| 1) OFRBEEE (V2) & LTHRT,
[0297] <3 —1>BHRELRFOHEH

FEREREFBEEKICLT, RSILNTEZEFIMEMR)Y—42FEALT

. EEGIIDRU2DDEME LETFEER L,
[0298] <3 —2>AHE LR F O

FEEELUAZEBBELRFICOWVWT, BNXEES5000cd m2F0DER
BIEES LOFELIEK, HEEES5000cd m2iCHITEHRNED (BE
HIHEEE) ZRE L, MEBRERSICRT,

[0299]
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[0300] =8I LAEBY., EfeH1 DXRU2D T, BREEXO EFREHNES
Mo, BEERICBNZREREA >/, EFEEMERY)Y—1DRU3
Dit. 300CHMBABKORAEERIIVLEL, BhMEBAMEETSZ, TH
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[0301]

[0302]

[0303]

HH, MEAEICEN-EREEMRYT—%2FEAT52&T. AREORY
EEIS D70, BREOMRRETZMEITES I NN D, Tk,
EEFIOBEBE LRF T, BREEE. EADERUCELFTRICBEVTEN
ERI’MEONT,

UEDESIT, EEMICE > TEARERAOERPREBOMRETRLEL, LHL
C AFEBICENE, EEGAITHWERBEEERY T —ICRS5T. AFEROD
HEZ%ERLAVWRY., ZOMOEREEERY Y —ZRAVWHBEETH-T
H, ARICLTERIL I NOZIVRARTEBDIENTRETH D, F5N
EMILI NOZIVRRTIR, ZOZRERGAEERICBNBEEET S
LD ERD,

ABEORTRIE. ¥E2016-091113, PCT/JP2016.70
82991, BE2017-050056, RUSFE2017-03934
TICRBBOFEELEAELTEY., FnoDITNTORATSHBIESIBICELY Z
ZICEAIN S,

BEICHAR SNt DLIAIC, AFEBOFHRN/ OB RRFHEILAND &
B, LEEOEBPEEICKRABBECEREZMATELWVWI LICERTAE
THd, LEN>T. ZOLORLETHDEBENCERIZ. HTOFEKDEFHIC
BENDIEPNERINATVWS,

RS DA
I
faA%
EAFEANE
(e i
EFEIANE
EFLEEE
ETEERE
EiR

—_—

0 ~N o o b~ WD
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[55KIA1]

[553K1R2]

[553KIR3]

[553K1R4]

[E53KIR5]

[E53KIR6]

sR K DI
SOOCMEROREER VN SEEWLUTTHSETWMEMLLE
MEESET D, BREEEEME,
RIECEREEME SN, ERMEED 2MOBEEMEET 28
SR Y T —THD,. FREICEHOSHEEEMB,
RIECEREEMR ) T —2 BFEKRT7 I VS, ALY —IUIBE
TFAETIVEE EFA T VEE XVEVEE RUTILAL
VIBEDNLRDIENSBRINS 1 U LEOBEEAESE. BERKIE2ICEE
D EREE MR,
RIECER#EMR) v —8 DA EB 1 DOEAMEREEET
5. ERIE2 XU 3 ICBHOBEEEMEM R,
RIECEREEMR) v —5. 3AAMLICHKRLEEEET 5.
ERIE2~40WThh 1IBICEEROERHEEME,
RIECER@EE e, TR (1) TRINZEERMEET S
ERHEMEEEMEEET 5. BRIEICEROEREEEMR,
-Ar-X-Y-Z (1)

[R, A ridREH2~300T7Y—LYEEATFOTY—L Y
HAaxRL, XETR (x1) ~(x10) HoRBEENILBERIND
D EH 1T ROEREARL, YIFRER1~1 008 ERILK
RENSFEINZ 2MOEERL. ZIEBRXIIFEROEAMHTE

BEEAERT,
[1B1]
I | T 1
TOT ST TR oN— i e
o 0
(x1) {x 2) {x 3) (x 4) (x 5) (x 6)
0 0 (o]
I I I |
—C— —O0—C— ——v;r—c— —c—rxll——
R R

(x7) {x 8) (x9) {x10)
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[553KIR7]

[53K1R8]

[553KIR9]

[55K1R10]

[55KIR11]

[55K1R12]

[55K1R13]

AR, RIE. ZENEFNMRILIC, KRREF. KRB ~220DEHK.
BRELLBPROTILFIVE, XiE, KEB2~3007Y) —ILE
EZLLRIATFOTY) —ILEERT, ]

RIEtER@EM e, T (II) TRINZESRHEET S
ERHEMEEEMEEET 5. BRIEICEROEREEEMR,

—Ar—Y-—2Z (1I)
[R, A ridREH2~300T7Y—LYEEATFOTY—L Y
EERL. YIIREH1~1 0DEMHKRRIEKENSFEEIND 21
DEERL., ZIEBBXIIFBROESHEREERT, ]

RIECEREEE e, X III-1) . (III-2) . RV (
III—3) THRINZIW\ERMODRL EH 1 DEFT 5 EHEEN
LemEEET 5. BREICEHOEFHEME,

—Ar—0— (CH,) ,—O—-CH,—2Z (III-1)
—Ar— (CH,) ,—O—CH,—2Z (III—2)
—Ar—0— (CH,) .—Z (III— 3)

[Rh, A riEdREH2~300T7Y—LYEEATFOTY—L Y
HEaRL., ald1~60EHTHY. blE2~60DEBHTHY. cld
2~6NEHTHY. ZRERVIIBHOESHEREELRT, ]

FAFEAMMBE LTHWLON S, BBRIET~80WThh 1IHIC
ECE D BRI EE M,

BEXRIE1~80WThh 1 IRICEROERMESEMR &, BEE %
EXENE 27F =15/

BEKRIE1 ~80WThh 1 IRICEROEREMEEME, XiE, &R
IB7ICEBEOA Y VMR ERVTERI M -EHE,

AR VICEEOBREZ VK EE—D2FT S, ARIL I b
O=J %%,

AR VICEEOBREZ VK EE—D2FT S, ARIL I b
OILIREYRERT,
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[55K1R14]

[553KIR15]

[55KIR16]

[E5KIR17]

[55K1R18]

TJLFYTINEREISICET S, BRIE1 3ICEHOBHIL Y
hOMLIRXEVRAET,

AIEE 7 LF Y TIVERDEEEY 1 W AZET. BXIE1 488HOA
BILIbOLIREVRET,
ERE13~150VWThAN T BICTHOBRIL S bOLI RE
VARFERATL. RT-FRT.
ERE13~150VWThAN T BICTHOBRIL S bOLI RE
VARTFEEAL. BRXE,

BRIET 7TICEHORPREE, RAFBRELTRERFEERZ

. /KB,

FIR|
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