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JVJ7xz=)NVI—FN, 2, 20 =UFI)VT7zIIT—FI, 2, 3’
—JFI)TT7zZINI—FIN, 4, 4 —ZANEK=Z)NLTDTFT=Yv, 3, 3
T —ZNRZ W T Yy, BER (4—FX)7xz=Z)) VS, EZ (3

—FI)7x=)N) V5V, FXFI-ER (4—TF)7x=)) VS5V
CIOAFI—ER (B3=FZ)T7xZ)) VSV 4, 4 —FFTFFZY)

'l

V.38, 3 —FFYTF=NY, 4, 4 ~YPI/)VTIZATIV, 3
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3
IRV Tz IV, 1, 4=V FTI)FT78L Y,
yoxz /v, 2, 3 =ITFI/RVYTII/VT,
Ly, 1, 6=-SF7X/)57%
—-YFPI/FI7HLV. 2, 5

250V, 2, T-UFI)F 7490V o 1
,  2—FR (4—F7F)7zxz=)0) THV, 1, 2—EZR ( )7z
L) THv. 1, 3—EXR (4—73/)7x=)) Oy, 1, 3—FE

2 (3—73I/7z=)) 7Aanrky, 1, 4—ER (4—F73I/)7zxz=))
Ty, 1, 4—ER (3—F73X/7x=)) 79v, EX (3, 56—y
FI—4—-FX)7x=)) XH, 1, 4—ER (4-TFX/)7x/F>
) RyEY 1, 3-ER (4-TFI/7z/FY) RvEY, 1, 4-FE
A(4=F72/)7zZ)L) RyEY, 1, 3-ER (4—F7X/7zx=))
RyEY, 1, 4—EXR (4TI /)RVII) RvEY, 1, 3—EX (
4—TI)T7x/)FY) RVEY, 4 —[1, 4—7zx=LvEZR (
AFLY) 1 oF7=Zv, 4, 4 —[1, 3—Tzx=ZLVER (XFLV
)1 vFP=yv, 3, 4 —[1, 4—7xz=LYER (AFLV)]1T7F
=), 3,4 —[1, 3—-7zx=ZLYER (AFLV)]1IF7=Y),
3, 3 = [1, 4—7zx=ZLYER (XFLV) 1 vF7=Y>, 3, 3’
—[1, 3—7z=ZLYER (AFLY) ]I 2F7=Vv. 1, 4—7zx=
VER [ (4—TF73X/7zz=Z)) X%/v]1 .1, 4—27zx=ZLYVER [ (
3—73)7x=)0) X%/ v]1. 1, 3—7x=LVER[ (4—-F73)

/
4

I
-
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JxIzZ)) X4Jv]1. 1, 3—Jx=ZLYER[(3—FI/)7x=))
A5/v1. 1, 4=z VER (-7 /RVYVI—HN) . 1, 4
—7I=ZLYVER (3—73XI/RVYI—HN) . 1, 3—7xz=ZLVER (
4—FI)RVYI—K), 1, 3—7zx=LYER (3—-FI/RVYI

—M . EXR4-F7I/T7z=Z)0) TLISL—b ER(3-FI/7T
=) FLI7HL—b ER (4—TFI/7zZ)) 41VT79L—b E
2A(3=72/)7x=)) A4YI7%L—bF, N, N — (1, 4—27x=L
V) EXR (4—=-FI/RVXAFPXR) N, N — (1, 3—7z=L2V)
FX (4—FPI/)NRVXFPIR) N, N — (1, 4—7z=LV) ER
(3—7I/)RVAXFPIR), N, N — (1, 3—7zxz=LV) ER (3
—FPI/)RVZXPIR) . N, N —EX (4—-73/)7x=)) FLI7%4
N, NN —EF2 (3—=73I/7zx=)L) FLITZHILTIR, N,
N —EX (4=73/7z=)L) 41YI79ILT7IR N, NN —EZ (3
—FI)T7TZI) AVIZILTIR, 9, 10-ER (4—F3I/)7zx=
W) 7 hstv, 4, 4 —EXR (4—-TF73X/7x/FY) PT7IZILR
Wky, 2, 27 =R [4—- (4—-TF3/)7zxz/%Y) 7zz)] Fan
v, 2,2 —ER[4—- (4—-T2/7x/FY) 72zZNW] ~AFHTL
Fo7Ony, 2, 27 —ER (4=F7I/7zxZ)) ~xH¥ 74070
Ny, 2, 27 —EZR(3=7I/7zZ)) ~xH7)4070/8y, 2
, 20 —ER (3=TX/—4—AFN7zZ)) ~AFH7)LA07O/ Y
2,2 —EX(4-TF3/7xz=)) FOny, 2, 27 —ER (33—
TIX/7xzz=)) FARY, 2, 27 —ER (3—-FI/)—4—XFI 7Tz
—)) Fany, 3, 5-IT7I/REEH. 2, 5-Y 73/ LEER.
1, 3—EX (4—72/7z/%Y) 7Oy, 1, 3—EX (3—-7%
J7zx)FY) Ay, 1, 4—ER (4—-FI/)7x/)FY) THV,
1, 4—EXR(3=72/27x/%Y) 79>, 1, 6-ER (4—-73
Jx/FY) RVEHV 1, B-ER (3—=TFI/)7z)FY) RVH Y,
1, 6-EX (4—-73/7z/FY) ~FHY>Y, 1, 6-EX (3—-7%
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[0136]

[0137]

J7x/)FV)AFxHy 1, T-ER (4—-FI)7z/)F%FY) AT
1, 7= (3-TF72/7z/F)ATHY. 1, 8—ER (4—T7%
Jx/)FxY) A8 1, 8—ER (3—TFI/)7x/)F%Y) 045>
1, 9-EXR (4—-73/7x/%Y) J+v. 1, 9-ER (3—73/
Jx)%Y) JFv.1, 10— (4—F73)7x/)%Y) Thy, 1, 1
O0— (3—=72x/7z/%Y) ThHY, 1, 11 = (4—-FX/)7x/%Y
) vvTFAY. 1, 11 = (3=T72/)7xz/)F%Y) 9vrhAv,. 1, 12
— (4—-72)7z/)F%Y) RFhy, 1, 12— (3—F/)J7xz/)F%Y
) RFAVREDEBHEYT7IV, EXR (A—F3I/o70~FV)) X4
V. BER (4=T3I/=3—XFNLoO~NFIIN) AFVREDERAY

v
J

i

.o 1, 3=vrz/7anv,. 1, 4=-SF73)748v, 1, 5=
TI/IRVHV 1, 6=VFI)A~AFxHY 1, T=-VFI)~NTHY
8 TI/)A08Y 1, 9=-I T/ /)FY 1, 10=-UFTZ)
THAV. 1, 11 =YF72/)9VFhAY. 1, 12=-IF7X /) RTHVRE
BRI 7 I U EITF NS,
FEZOMODIYTIVIE, BBEEAEKRE LBROKSRERE. FLFIL L
A, BERREFE. ERERASORMHICHRLT. 1EEXIF 2EEUEE
EBELTERTZ2EBTES,
<F NSAINKRVEBZEKH>
FROVTIVERAERIBIEDT NS AR VBT HEKYIRDITEFICR
EINDW, BEAMICIE. EOxYy g 2, 3, 6, 7T—F2749L V57
NSAILRVEE 1, 2, 5, 6—FT79LYFhZHILRVE 1, 4,
5, 8—FI79LYFhFTANKRVEE, 2, 3, 6, T—-FY b ZEVFTH
SHILVRVEE 1, 2, 5, 6—-F7Y >tEYFNSHIKRVER 3, 37
, 4, 4 —E7zZIFNSAHAILKRVER 2, 3, 37, 4—-ET7zZ)
ThSALRVEE ERX (3, 4—YAHLRFI 7)) T—F. 3,
37, 4, 4 —RUYIzIJVUFINIAILKRVEE EX (3, 4—IAHIL
RFESTIZI) RIKRY, ERXR (3, 4—VANKRFISTIZI) X5V
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2, 2-ER (3, 4=TANKRFYTzZI) ANV, 1, 1, 1,
3, 3, 3—AFHITIAO-2, 2—ER (3, 4—VHILKRFITI=
V) Oy, EX (3, 4—VALKRFIT7zZI) VAFILYSV, E
A (3, 4=YANLKRFYT7zZ)V) YT7zZAVS5V, 2, 3, 4, 5—
PUSYTFRSHAILRVEE 2, 6—EX (3, 4—YALRFY 7L

V. 3, 3,4, 4 =TT RINKYT NSAHILKRVEE
3,4, 9, 10— RYLYFINZANKRVEE 1, 3—Y7z=Z)L—1,
2, 3, 4—290T79VFNSHALRVEE FF2VT79NLFMSHILR
VEg. 1, 2, 3, 4—2o0T79VFNSHIKRVEE 1, 2, 3, 4—
OARVAEIVFINSAIKRVER 1, 2, 4, 5 /O~FHUTFRS
AIVKRVEE. 1, 2, 3, 4—F 3AFIL—1, 2, 3, 4—>4/07%
VFNSANLKRVEE 1, 2—IAFI—-1, 2, 3, 4—>oQTv4vF
NSHIRVER 1, 3—YXFI—1, 2, 3, 4—>90T9VFKS
ANRVER 1, 2, 3, 4= oa~TIVFNSHILRVEE 2, 3,
4, 5—FhSEROZ7SVFNSAHIRVEE 3, 4—YAHILKRFD -1
—voanFVIIaANIBE 2, 3, 56— M) ALRFYH/ORYFIVEE
B, 3, 4—YHILRFY—1, 2, 3, 4—F+SkERO-1—-F+74%L
YaANnNyEg o0 [3, 3, 0l #04%4v—2, 4, 6, 8—Fh3H
IWRVEE Evson [4, 3, 0] V+v—2, 4, 7, 9—Fh3HLR
vEg. Evon [4, 4, 0] Fhv—2, 4, 7, 9—F b SHILKRVEE
. Bvso 4, 4, 01 Thv—2, 4, 8, 10—-F SHILKVEE
kysvsm [6. 3. 0, 0<2, 6>] vvFhHv—-3, 5, 9, 11—
FRSAHIKRVER 1, 2, 3, 4—TH9VFRSHILRVEE 4— (2,
5—YFFYFrSEROI7S5Y—-3—4q4J)) —1, 2, 3, 4—F 5k
KUF24L>—1, 2-UAIKRVEE >0 [2, 2, 2] #9 b—
7—-Tv—-2, 3, 5, 6=-FhZHINKRVE, 5— (2, 5—-IA*YTF
FSeEROZVIL) =3 —AF)L-3-vya~xHr—1, 2—=IHILR
vEg. >y 6, 2, 1, 1, 0, 2, 7] RTFhH—4, 5, 9,
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10—FMSHIKRVER 3, 5, 6 —hMUAILKRFSINRILFY—2
3, 5:6TANKRVEE 1, 2, 4, 5—S0OANFHYFINSHILRY
BENBTFOLND, M. T MNSHILRVEBZEKYS., RREREBEIC LA
BROBREMYE. EEREEE. BEEERQEOREICIEC T, 1EEXI
2REFRLLEHBLTH L,

[0138] <E&MIL&Y>
AFERORBEMAFICIE. BEICH L. 2 DU EDORKICHEEXIEHR
BY2EEZET2EEMELEMEERBLTERV., MHJESMHIEWIE.
HEARIEHRET 2EEETI2RHEZDULER >TVWBEEMTH S,
T, NEGT2EZETI2EGHEEMEIF. HEBFETHI&ITLY
ERGEZ4X ULIEI2EREZET2LEMTHD, T KRBT HEEZET
EMElE. BRI B EICLY. EEHEEMOEEGHEY. R4
I FRIEEMAE. RO, ZORY A X REIBREZA I RELTELNSDR) A 2
ROLRBIRINZDRLEL—FBOEEGHRERIGLTINLERET S &
NTELEREZETHILEMTHD, 4. ARETIEEETHHLEY
IE. KRBT Z2EEET I LEMALTERET 2,

[0139] LEREAMILEMESEIHLARBOBRZERFE. SC—PVARR
TARATVABREDEREREMARNDERRBERTRFICAVWS I &ICLY, &
OBRRBEEEICEAIESABERCARIGEDORFEZET 2EE4KP. 2O
S EN BB TRWEREESERL T REREZHEEICALEIES
ZEDNTE, PRVEAHELEMORNETEREERELTDICELEIES
ZENTES,

[0140] HEEXEAEEBETZIEELTE. TR (X) TRINSZ—MOENE
Ffons,

[0141] [1b47]

O L 14/_< >_/7
) —Z

(R72[%, KERRF. XRIREFEH1~4DT7ILFINEERT, 217, REH



WO 2016/140328 34 PCT/JP2016/056665

1T~1207ILFNEXERERTI~1 207N IFVNEICE > TEBHES
NTWTHSLVWIMOBFERE LS BERRERT., Z2BKRFHT1~120
TIFLNEIIRFHT~1 207 )LaAFVIIVEICL>TERINRTWTE
SW—HDEERE L IBERREZRT, )

[0142] E&aMteaWoEAfle LTk, Tk (X 1) TRIND 2DOKRHED
ENTNICHKAEETZ2EEZETHEW. T (X1 1) TRINDHAE
BT 2EEETIAMENAPRET2EEET 2R MEET LAWY, T
X (X1 1) TREND2DODOKRIGDENTFNICHEEBT 2EEET 1L
BMHBF LN,

[0143] A, FEX (X 1) ~ (X1 1 1) IZ8WT, R'2, Z'RUZ2IFLE
X (X) KBWFBR'2, Z'RUVZ2EALTHY. QUEZMOEHRETH S
o QUE. 7z =L VE (-CeH,—) . EZxz=ZLVE (—CsH,—CxH
a7) 2 oAAFYLUVE (—CeH, o) EOBREEEALTVRZ &N
TFELW, RBEDOHEHEERAIREL QY PTWVWEDTH S,

[0144] [{b48]

o 0 R'2 o} 0
© 1 0 &) R‘\Z QW R'|2
Q Q1— O/ \O ( XI )
0
0

[0145] [1:49]

0—R"2 ZZ

p et p >

0O— R12 >f
O_Q1_Z1J_<o N O_Q1__O
12 ;‘ 12

R O R @]

[0146] [1650]

O \ Z1_Q1_z‘| / O o o
127 SRz 1
8] @]

( XIT)
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[0147] =X (X 1) TRINZESHIEEYOEEHIZL, T (4) TRIND
EAMELEMIRTFLN D, TR (4) KHVWT. V. WK, BiEa,
IF—R1TO—THRIN, RTIEHREL K BPBEROKERT1~1 00T
FLYVETHY., HFELLWEK, —RT'O—-TKRINh., RIFEHRELLL XY
BRDRFH2~6DTIFLVETHD, Adb. V. Wid. A—THER
2TWTHIWA, A—THBEEARDIERTH D,

[0148] [1k51]
O 0 O

O

[0149] #AH. AEAXEIHAEEBIZEELLT a—AFLYy—y—JFAO57+
VETIREL, TOVL—FEPAS VL - EEZETHIESHILENT
Ho>TH, COFTVIVL—hERAS )L ERFFITIFL VESE
DAR—HF—ZN LTIz L VEEHBELTVWIBEZET2EGMLE
Mg, ERERKICa—AFLY—y—TFOSI7 M EZBTHESML
EMERKRIC. REEEEBICKBICALIEZ &N TES, £, 77
JL—REPASY VYL —PbEIFFOTILFL VEFODAR—Y—%ENL
TI7xZLVEEHELTWIEBEEZET2E6MHEEWIE. BRICHT IR
EMAELEL, BE. FlxiE, 200 CULOBEREEICHATA S Z &N
TZ %,

[0150] LEEAMIEEMOREREZEIFICREINT, FAIE. TEOEMMAIC
Mo THETDIENTES, BIZIE, £ERX (4) TRINZEESHILE
Mid., FERISRNTRIND Y 5 HEHP. Talaga, M. Schaeffer, C.Benezra
and J.L.Stampf, Synthesis, 530(1990) CIRE I B HEICLY. SnC |,%
AWT2— (7aEXFIV) 72 ILEE(2-(bromomethyl)propenoic acid) &
 TILTERRET M EERIGIETERTE S, B, Amber lyst 151
« B=LT7 Y RN—RH B OB 4 ¥ TS TH 5,

[0151]
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[1£52]
FOUH e CHO
%M‘
:\ Br SaCl/Admberlyst 15

THF/H;O
(X, R’ F—MoEHREEZRT, )
[0152] &/, 2— (FOEXFI) PV VIEE., TERBATRINDESTS
— > Z HK.Ramarajan, K.Kamalingam, D.J.0’ Donnell and K.D.Berlin, Org
anic Synthesis, vol.61, 56-59 (1983) TIRET B HETEKT=E 3,
[0153] [1k53]

COORE Formaldehyde COOE: Be
' sobution HO 47% HBr ___/—
COOE:

NaHCO;
COOE: HO COuR

[0154] EBE&ApAflEL T, VA—-R'O—, WA—OR2-—TR'&ERZNFA—TH 3
EER (1) TRINZEEHLEDEEXT B, TERBATRT
N3 2O0HENEFLND,

[0155] [1554]

e Vo T T WV

Cr - (] e, e T R A " ~CH;

- / Kl Aesione. : ' R
Pyrijinium Chiorochramaie

) \ X . CHRCl
O CHypR i e B L O Q Qi HO

{3‘

_ o CHATE

‘ eI e e

OHERimes Q - O-R=CHO Gy ivCiag
Fi,

T

[0156]
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[1£55]

HQH . E}R‘“ﬂf posich
E}ww—gj

) p—
C}R 0-—.—.-@_;{;.%3 ST

THF/HO

[0157] &F7/, RIERHPELDZLEER (4) TRINDIZEGHLCLEDZENT 25
Bid, FTERBATTRINDIHENZEITLN DS,
[0158] [1556]

H 4 LE o s o
’ AT/ KO0 Acetone
=, =N . - e
HO Q . Q wﬁnm{z—.ﬁﬁim Oy e (3
: BaClnfAveons

Pyrifisdom Chlorachromats

;{amcgzwww@eﬁﬂcﬁgﬂmﬁ e . t:s%icf~af»~{3"-mﬁmsi§ﬁ

Br
err Y i
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THFI0 o
[0159] L£&X (4) . VRUWHEREETHL2EEMHILEMEEKRT 2HEIE

. FRERBATRINDZAENETONS,
[0160] [1857]

o YR e O

=(:E"
OOH
oo

BnChy HSGH Gl

THE

[0161] <R TF7IXvIBOENR>
VVIVEAET NIAIRVBEZEKPEORIGICEY. RYTIv Y
BESDICHL>TR., RADERFEERAVDIENTES, —MHICK
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[0162]

[0163]

IUTIVERET NSHIR VB ZEKYRS & A ERBEPR TR
2HETHD, DPIVERHET NSALVRVBIHEKYME ORGIE. B
BEPTHEBRNBEZICET L. DDOEIERMIREELLRVWKRTERNTH 3,
FERBICAVIERBES LTIE. £ERULERY 7Iy VBIERT S
HEDTHNIEFTFICREI N, IS, RYT Iy VENAELLQVWER
BETHoTH, ERLAR) 7I v VBIHFH LAWERT. EEEREIC
BELTEALTHLW, b, ARARPOKDIZEERLBEREEL,
SICIRER LR T Iy VBEMKIFBIEZREREADDT, BRBE
KRS B EDERWS I ENFFE L,
FRERISICAWSEEAE S LTI, flAE. N, N=IXFIRILLT
SRON, N=UAFLFPEMPIR N, N=JIFILKRILLTIR, N
—AXAFIRIVLTIR, N=XF)—-2-FKFAOYKYy, N—IFIL—-2-F
Oy Ry, 2=EAOY KV, 1, S=IUAFL—2—-IFJYI /v, 3
—ARMFI—=N, N=IUAFNLTFONRVTIR N=AFIATOSI% L
 UAFIVRAIWEFD R, FRIAFIVRER, EVDV. TAXAFILRIVKY
CAFYAFIANERY R, y—TFOSI b 4AVTOELTIVO—
e ARFURAFURYE ) —)b, IRVFU IFILTINT RNV, AF
W ZIr by XFIVIFIT D AFIVAVYTINT N AFILA
v7OENLT Ny, AFILEILVILT, TFILELVILT, XFLbEOVIiL
T77ter—b TFLEOVILTTET—M IFILEOAOVILTTET—
. TFIVAERN=I, TFIAINEN=I, TFLVTYD-I, TFL
YOV A—-WVE/TET—M IZFLVIYVIA-LE/ AV TOELI—F
W, TFLYYYI-NLE/TFILI—FI, FOEELYSY)I—)L, 7O
ELyZYd—LE/7EFT—r 7OELYSZYI—=IE/AFILI—FT
., 7oLy ) a—-iLvE/IJFLI—FTII, ALY Y=L —t
ert—JFNI—FII, DALY A=LE/AFILI—=FTI, 7
ALY )=V E/AFINI—FTILT7ET—F N PITFLVJYI-L
CVIFLYTYOA-WE/ TETM VIFLYT)OA-TAFIT
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[0164]

—F, JIFLYI)A-NULIIFII—FI, PFaELyTY -
B/ TFET—RNE/AFIVI—FTI, I7AELYTYI-IE/AFII
—FI, YLV Ya-ILE/IFILI-FII, ALY S YO
—IWVE/T7ETFT—NE/JIFALI—FII, DTOELYS)O-ILE/ TO
Elz—Fi, oLy JYa—-iE/ 77— E/ OELI—F
We 3=AFN =3 —ANF2TFIT7EFT—r, MY TOELYY)O—
WAFII—=FI, 3—AFI—3—AKFITH /=)L, 4V 7TOEL
I—FI. TFNAYVTFINI=FTI, VAVTFLY, PINTET—F
TFIVTFL—b, TFII—FI, VA4V TFILT by, AFIo0
AFtEY, TOEBVI—FIV, INFINI—FTI. PFFHY n—~F
. n—RUFY n—F0F5Y DIFILI—FTI, 7Ok /v
CIFLYA—RR—bN FOELYH—FRIR—b, HABAFI. ABITF
. BEBEX FIL. BFERTFIL. BEEEn — T F )L, BER T OEL V) a—
E/IFNI—FTI. EIWEVEEAFIL. EWEVEBIFIL. 3—X MY
TOEFVEAFIL, 3-IhFTSOCAVEEXAFILIFIL, 3—X+F
7OEFVEBIFIL, S—IhFTFOEFVEE 3—XMEPSOEA
VB, 3—ANFITOEFVEETIOEL, 3—XANFTOEEFVEETF
W V0545, 4—bROFY—4—XF)—2-RVEH /)Y, 2-IF
W—1—A~"FH /) —IVEI’ETFLNDE, INOOERARIZERXITRES
THEALTH L,

VTPIVHRDET NSHNRVBZEKYIRD & 2 BEAEPTRIES &
2HEER. VTIVHRAEERBEICOBD D WVITBRIELBREBEL
T RSAHANRUBIEKDRD ETOEE. XITERBREICOED 5V IE
ARERIETHRNT 28%,. BICT S ARV ZHEKMRS & BHBRIEIC
DEHDZWEBEITLBARICSTI VR ZRNT 5 HE T N> HIR
VEBZEKMRD EIV T I VP EERBICHRMT 2AEREOVWTNIRTD
W, Fo, YT IVEOARXET NS AR VEBZEKMRS DMEREOL
BN HRBFEIE. FORELALREBTREIETH L ERICIERKR
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[0165]

[0166]

[0167]

[0168]

[0169]

[0170]

BEETHELL, ISICERNICRIGIEABEDFEFEREERBDIEEDF
ERELTHLW,

VTPIVHRDET NSHNRVBZEKYIRD & & RIS & 2BOREIE
. BIZIE-20C~150C, FFELWE—5C~100CHOEHTH 3.
T, RIS, A2, RIGRICEL TS PI VR ET NI AR VBT
FKIRD EDEEOBREN 1 ~5 0HEY I FFE L. 5~3 0EEWH
SYHFF LW,

LEROEERIGICEITD. PPIVROOEBEILRIINTET NS HI
NV ZHKMRD DEETEINBODLEEIE, BLOETEIRYTIVIEBOD
DFEICHELCTERTES, BEODERERIMERKIC, ZOEILLELT.
OICEWEEENT DRI FPIVvIBOAFERAILSAY., I7F LWEH
HRIARSIEO0. 8~1. 2TH 5,

AFEBICAWOLNZRY TIvIBEENT 2HERR LEOFERICRES
N, —MWARY Iy IBOEGRAEERKRIC. LBOT MSHILRY
BE_HAKMICRA T, WIST2BEDT M AIVKRVEEXIET MZ ARV
BINSA RREDT M AR VBBEEFRERAW., RHOFETRGIE
DIETERBTIRYTIVIBERDIIENTE D,

FREULERVT7IVIBEAIRNIETTRI)IAINETEHEELTR
RVTPIVIBOBREEDEIMBATZRA I MME, RUT7I v IBO
ARSI ARINT A I MEL BTSN, b, RYT7TI v V8L
LRSI RADS I NERIZ, bTLETOO0%BTHIHEILRL,

RUTIVvIBEBRRPTHRAINMIEZHBEOREEIF. 100CT~4
O0TC, ¥FL<KIFT120C~250CTHY., 141X RFERIGICEY ERHRT
ZKERMCRELRDLITD T EHFE LU,

RYTI v VBOMEA I RMeiZ, RYT7Iv IBOBRIC. EEMEME
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4BFEIERIGI B,

RIGETHR. HSZA 714V —2RVTRBABRE B L. RISEBICE
BBTIFI300g%MMA, #K300gICTE5EH%EL. BB IR
DLICTEBRIE L, 2BICTHEBY /72U LERYKBRWEE, O—% 1)
—INRL—=F—ICIYBREEZREL., YU ATV AZLIOTMNTS T4
— (BRBRE BRI FIL N-—AFHU=3:1) ICTHEETSZIETH
MOYT7IVELTERROMEI 3, 0g (109, 5mmo | : IRE7
9%) %Fr,

(GBI2) 2— (2— (2, 4—YF7I/27x/%Y) TFI) 4VA
YR=I—1, 3-SFVDERK

o]
,©:0\/\N
H;N NH» Q
0
HO™ BT K-N o
@F TEA ,©:0\/\Br 0 ’@o\/\r‘ H;, Pd/C(10%) O 2
—— [— . ’
~ _— N
ON no, THF60°C NO, DMF,80°C , NO, g THF, 60°C /@
24h 3h 24h H:N NHz o
Yield:93% Yield:93%

Vield:75%
B—TIR:2—- (2, 4—y=-bO7z/FY) JOEIYVOERK
500m I O7SRIICI/HEF. BREAE, BEREZMYMIT. 2,
4—v-—pbOzidarRvEY (0. 0g:268. 73mmol) ., 2
—JO®ETd /= (41, 79g:322, 4mmo |) #RYEY, TH
F300g&hN)TFILT7ZTY (32, 6g:322, 4mmo |) ZMA
 ZRFEAKTO60CILT24BERBI 7,
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[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

R THR REBRICEEBIFLEZ200gMa, MK300gsAL
T3[E., fEMBIIREAKI 00 gl THEEEESRL., BKMEBT /R IALT
EIgXtr,

2L, O—% ) —INRL—Y—ICTAREEREL. YV ATIVITELY
75v2ahTb (BEBRE :BFBIFIL N-—AFxHU=5:1) [LTH
BB ET. BEYPTHEELL O IEMIK (72, 749 : 8KI 2%
) EiST,

E2TfRR:2— (2— (2, 4—o=—hO7z/FY) TFI) 4AVAUR
——=1, 3=YFVDEH.

500m I MO73XAOICERF. BREAE. BREZWMYMIT, H1
IRICTEONhAE2—- (2, 4—Y=rAO7z/FY) 7OFEISYY (50
. 0g:171, 8mmol), Z9IWAZXRKRAYDL (31, 8g:17
1. 8mmo |) #fYEY, DMF300m | #mMx. BEFEKT8O0
CIKTIFEARMB I,

RIGERTH, RISBREK : X5/ —ILDEARAE (10009 : EELL
21 1) ITEE, BRERTHIEE, SoNnEYE 2 BICTEIRL, X
&/—=I300m | ZMAMBSESEEITII&ICLY, ENYTHIABE
B (67. 19 :FE9I3%) 2575,
BITR:2—(2— (2, 4-I7X/7x/)%Y) TFI) 1VA VR
——=1, 3—YFVDERK

1000m I @MAOZ3RIIC=ARAY Y., ERFERYMIF, E2T]ET
Bonky=—hOk (50, 0g:140. Ommol) ., 10%/85<
LH—RV%EE., OgRIYERY, THFA500 gz, HOERBHAT
W, BILKRAXFHESKICL., 6 0CIKT24EBARIGI B,

RS TE#RBELZE. T umA YT aDAY TSV ITAINI—TINSY
DLA—RVEREL, O—4F ) —T/NRL—49—IC L YBREREEITL,
EPEAL )/ —IL300m | ITTIMERSET B ETENDIYTIVTHD
FLUOBEGF (31, 29 :8FK75%) %1875,
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[0222] (&m#BI3) 2— (2— (2, 4—-YF73X/7x/%Y) TFIN) —TH-
RyVAYFI))v—1, 3—-IFVDER
[0223] [1t61]

o
L0
HN NH, O 0

O

AL, S i g
PV ~N
o~ NHo K;coJ ,©:o\,\u ‘ Ha, Pd/C ’[:(Ox/m
DME BT > ‘
zoin ¢ 24h NG, O O DMF, RT H;N NH, O O

[0224] 5—T#: 2— (2—EROFVIFIL) —TH-RVYAYF/YY—
, 3 (2H) =7V
300m | OEA7SRAOIERTF. BREAE., 71—V - A4 —I%
BAEREBL., 7749L>—1, 8—YHILRVEREKY (25. O0g: 12
6. 2mmo )&EBYEY, MLIVA#200gmMa. RIC2—TH/—I
V(7. 7g:126, 2mmo | )&2W>< YA 3 0O DM LK.
YUYy (5. 0g:63. Tmmo |) #MA. 2 0BEARBI T,
[0225] RISKRTH. RINAREMKEXY /) —ILOBEEBES 009 (EEL :
1:1) (TFEX, BRETEIE, BHERIER, Bh%E 2B%. A5/
—)300 gICTMBESEEITW, BREETREIEZETENATH
2EHEAEMAKEI3 0. 0g(124, 4mmo |  INEKIIY)AEEB,
[0226] £28=T#&:2— (2— (2, 4—y=-_hO7zx/FY) TFI) —TH-=R
vAYFI)r—=1, 3=-IF
300m I WA ZAIICEHERF. BEREAE, EREEZMYNIT. 2,
4—v-rozidarRvEY (11, 6g:62. 2mmo |) &HE1T
RICTEAL2—- (2—eROFYIFIIL) —TH-RVYAYFIYY
, 3 (2H) —Y#>v (156, 0g:62. 2mmo |) ZAYERY., TH
F200 gIilTHABIE., M)IFLF7IY (9. 49g:93. 3mmo |
) A, ERFEI T T2 4BAERIE L, RIGESESICEVCEROLH
HLTL %, REBRZHERR. RIGBHRZZ2BT B &ICLYEDEGZ
@R L, #EYPEEEXS /=3 00m | ICTMEAMEEETL, HEEIRX

/l/

7
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[0227]

[0228]

[0229]

[0230]

[0231]

B EICLYBENME LTEBEER22, 39 (88. 0%) %157k,
B=TRR:2—-—(2— (2, 4-Y73/7x/%Y) TFI) —1TH-R
vAYERIY) -1, 3-SFVDERK
500mLO7SRIIC=AAY Y, BERFERYMIT. B2IETHE
Shnfy=—bOk (20, 0g:49. Tmmol) ., 10%/X5CHALA
—R>%&2., OgflWEY, DMFA300ghlx. BOERBEBREZITL.
BICKRAZRFTHESICL, ERICT24ERLBI 7,

RS TE#RBELZE. T umA YT aDAY TSV ITAINI—TINSY
DLHN—RUERBREL, BEEAS /L1000 gIlHAL. BEEEHRH
I, BONEYEGRZABICLYEIIL, X4/ —)L200m | IZT
2EMBESHTDHIETERDY TIVTHIA LY IBEK (12, 3¢
D IRET 2%) =R/
<iRmBECAF D>
LRICBITBBREIEUTOESY TH 5,

(B8 —f&K#D)
BODA:E>y#40Ol3, 3, 0l#44>—-2, 4, 6, 8—Fh5HLK
VB K
CBDA:1, 2, 3, 4—>707%YF MShIRVEBZHEKY)
PMDA : 00X Y v NBEKY
TCA:2, 3, 5—hMYALRFI>yOXRYFILEBEE-1, 4, 2, 3
— ZHKY)

(¥F7xV)
p—PDA:p—7xI=L
DBA:3, 5—-Y73 )
3AMPDA:3, 5—%
IR
ADABP : FRICRIRVYY I/ VEBREEBTZVTIYV
BABP : FRRICRIRVYY I/ VEBREETDZVTIY
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[0232] [1£62]

o) 0
HzNNHz HZNQOOQN Hz

4DABP BABP

[0233] DA—1~DA—3 : 881 ~3 TCESNETEOSTAHILRES IV

[0234] [1£63]
NHZ o% H;N ’@NHZ o@ /@NHZ

- DA-2
DA-1 DA-3

[0235] DA—4 : FERDSTVAIEETST IV
[0236] [1t64]
0O

@)%)H
HsN NH->

DA-4
[0237] DA—5 : FTROARIBMEST I
[0238] [{£65]
e

1

OJ/EL
HaN NH

DA-5
[0239] DA—6~DA—9 : FTROEERAMY
[0240]

2

///
\
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[0241]

[0242]

[0243]

[0244]

[0245]

[1£.66]

CsHy4
CrH1s

/[:;ri:jj/ /E:;ri::j/[:ir HgN

C}f
O

o]

© HoN

DA-8

DA-6
HN NH; HQNQNHQ DA-7

CsHys

O

é DA-9
H,N NH

<BiE>
NMP :N—XFJ—2-FQY Ky
BCS: 7JFitvavi7

<AhnE>
3AMP : 3—FaYLFIV
<EAMILEY>
FTEARMI1, RM2TRINZEAHLEY
[1£67]
RM" RM2

<RKRUA I ROHDFEDRE>

KBy a—RNEHE BERSLVEEI/OTN/ST714— (GPC) %
& (SSC—-7200) .
H5L:Shodex#H&®hHS5L (KD—-803, KD—-805)
AZLEBE:50C

BEER N, N —IXFIRILLATIR GRMElE LT, BIEUFIL—
K##p (LiBr-H,O0) #30mmo | /L, V) VEE - #KEESR (o — 1Y)
V) A30mmo | /L, FhZERAOTZSY (THF) A10ml /L
)
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[0246]

[0247]
[0248]

[0249]

BE: 1. Om | /&

RERERAZBEY Y SIL : RY —#& TSK ZEERYIFLVAFY
1K (HF8%9000, 000, 150, 000, 100, 000, 30
, 000) . R, RYT—FRSM)—#E RUTFLVT) - (
SFE #12, 000, 4, 000, 1, 000),
<KYAZTRDA I NEEROAE>

RUAMIRMR20mgENMRY Y TILE (EHFRZHME NMRY Y
TV TFa—TRIVEF—K ¢5) ILCAN, EKRIEIAFILAIEF
Kk (DMSO—ds. 0. O5%TMSEA&) 1. Om | &#%KmML., 8BS
BENNTTERICHAEIE L, COBRREEAEFT—9 LHENMRAIE
2 (JNW—ECA500) ICT500MHzD7a Yy NMRAERIEL =
o 41X NEEIF, 43I NMARTELELLAWESICHRTZ O N2E%E
JOMYELTRSO, ZOFObYOE—VEEESE, 9. 5~10. O0p
pmMIBEICENE7I v VBBONHEICHET 2 OV E—VEEEE %
AWUATORICEL > TRDEL, BBTRNICEWVWT, xBEFPIvJBEONH
EmFo7/ObrE—IEEE. yIFEEOMNVOE—VEEE, aldR
D7 Iy 8 (41X NMEEDFO%) DFBEILEIFE2TIVIBONHEDS
OMTEICETZEETO N OEREESTH S,

AIFEER (%) = (1—a-xy) X100
(EHEHIT)

BODA (4. 50g. 18. Ommol), p—PDA (0. 97, 9
mmol). DA—1 (2. 71g, 9mmo 1) . DA-6 (4. 57 g.
12, Ommo ) #NMP (51, O0g) AL, 6 0CT4RREKR
B/ %, CBDA (2. 31g, 11, 8mmol) &ENMP (9. 3
g) ZMZ. 40CT1 OFARBIER) 7I v I/BBARERTT,

CORYF7IvIBAR (50g9) ICNMPAINZ 6. SEERICERL
Fotk. A4 I RMeflies U CEKEEE (10, 19) . RUEUYY (7. 9
g) ZMMA. 80CTA4BARNItEL, CORNABREXSY/—IL (60
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[0250]

[0251]

[0252]

[0253]

[0254]

Om ) IZBAL. BohiBM%E=RER L, CORBM%EAXS /) —ILT
L., 100CTREEZELRY A MWK (A) 287k, 2ORYAZ
NDA I NMERIZTE%THY., BHEHSFEIF17800, EEFHHT
21340300 THo7,

BoNARYAIRHPER (A) (6. 0g) ICNMP (44, O0g) %M
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP&#%®)6. Og. NMP(4, Og). BCS (40. O0g) #Ma., =
BETOSREBRE T EICLYRERERR (A1) 257,

(EHE2)

BODA (4. 50g, 18. Ommol)., p—PDA (0. 97, 9
mmol)., DA—2 (2. 68g. 9mmo |l) . DA-6 (4. 57 g.
12, Ommo ) #NMP (51, 3g) AL, 6 0CT4RREKR
B/ %, CBDA (2. 31g, 11, 8mmol) ENMP (8. 8
g) ZMA. 40CTI1 ORBRMBIBRI) 7y I/BAREE,

CORYT7IvIBEAKR (60g) ICNMP%EINA 6. SEERICHFRL
fot%. 4 3 RIbfRi s L CEKEBE (10. 29g) . RUCEUYY (7. 9
g) ZilA. 8O0CTA4BAEARMIEL, CORIGAREAY /—IL (60
Om ) IZBAL. BohiBM%E=RER L, CORBM%EAXS /) —ILT
WL, 100CTRIEERZELRY A MWK (B) 287~ 2ORYAZI
NDA I NMEERIZTE%THY., BHEHSFEIF16600, EEFHHT
21339300 THho7,

BoNARYAIRPKR (B) (6. 0g) ICNMP (44, O0g) %M
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP&#%®)6. Og. NMP(4, Og). BCS (40. O0g) #Ma., =
BETOSREBRET I &ICLYRESRERR (B1) 257k,

Ffe. LERORREAF (B1) 10. 09l LT, EEMLEEHRM
120. 06g (EFLICHLTIOEEY) AwmML. EETIEEEB®RL
TR It, RERAHF (B2) zRAL K,
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[0256] &F/, LEO®ERKEMAEF (B1) 10. 0gicw LT, EGMIELEMRM
2%0. 06g (EFAICHLTIOEEY) AwmL. EETIHFEEBE®RL
T3t RERAF (B3) ZzRALK,

[0256] (3=MEHI3)

BODA (4. 50g. 18. Ommol), p—PDA (0. 97, 9
mmol)., DA—3 (3. 13g. 9mmo 1) . DA-6 (4. 57 g.
12, Ommo ) #NMP (52, 6g) AL, 6 0CT4RREKR
B/ %, CBDA (2. 31g, 11, 8mmol) &ENMP (9. 3
g) ZMA. 40CTI1 ORBRMBIBRI) 7y I/BAREE,

[0257] CORYT7IvIBA®R (509g) ICNMP%EINZA 6. S5EEWICHRL
fotd. 4 I RIbfli s L CEKEREE (9. 99g) . RUEYIYY (7. 649
) ZMA. 80CT4REARMBIE, CORMBREXY/—IL (600
ml) IZBAL. BONEBIEZRE L, CONBIEXS /) —ILTH
L. 100CTRIERELRYAIRMEK (C) 28k, CORYSL IR
DA I MEEIZT4%THY, BFEHLFER 16300, EBFHLFE
iZ37600TH>7,

[0258] H‘onrR)A4IRHER (C) (6. O0g) ICNMP (44, Og) %&m
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP3#®)6. Og. NMP(4., Og). BCS (40. Og) #MA. =
BTOREBR TSI &ICLYRERRF (C1) 25k,

[0259] &F/., LEO®ESKEAEF (C1) 10. 0gicw LT, EGMHELEMRM
120. 06g (EFLICHLTIOEEY) AwmML. EETIEEEB®RL
TAFEItE, RREREF (C2) ZRAML I,

[0260] (ZEMEHI4)

BODA (1. 5g. 6mmo ), DBA (1. 83, 12mmo |)
. 3AMPDA (2. 18g, 9mmo )  DA-6 (3. 43 g. 9mm
ol) ZNMP (35. 79g) HITAEREL., 6 0CTA4IERMI /1,
CBD (3. 46g. 17. 6mmol) &ENMP (10. Og) #mA.
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40CT2RARBIERL, ZD%®. PMDA (1. 31g, 0. O6mm
ol) ENMP (9. 1g) #mMx. ERET1 ORBEERIERIT7IvVY
BRI & 157,

[0261] CORYTIvIEEAR (509) ICNMPAMA6. SEEB®ICERL
Fth. A I RBfRiE S UCEKEREE (11, 1g) . REYYY (3. 4
g) #MA. 50CTIRBRBIEL, CORINAREXY /—I (59
Om ) IZBAL. BohiBM%E=RER L, CORBM%EAXS /) —ILT
L., 100CTRIEERZELRY A MWK (D) 287k, TORYAZI
RDA4 I REXRIZT78%THY., BFEHHLTFEIF21300, EEFHLT
21351600 TH>71,

[0262] H/Bo5hRYA4IRMK (D) (6. 0g) ICNMP (44, Og) &m0
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP3#®)6. Og. NMP(4., Og). BCS (40. Og) #MA. =
BETOSREBRE T &ICLYESRERR (D1) 257k,

[0263] &/, LEOKSREEEF (D1) 5. O0gicw LT, ®EEREHF (B 1)
5. Og%xRA&L. SIHAEERR TSI & TRAEREHF (D2) ZHRAEL .

[0264] (ZEMEHI5)

TCA (3. 4g, 15. Ommol), 3AMPDA (2. 54g, 1
O. 5mmol), DA-2 (3. 57g. 12. Ommo ), DA-8 (
3. 929, 7. 5mmo |) ANMP (56. 4g) ATHEL, 80T
TORBERIEIEADB, CBDA (2, 899, 14, 8mmo |) &N
MP (8. 8g) #Mx. 40CT1 OBBRIGIERY PI v IEAKSE
B

[0266] CZORYFTIvIBER (459) ICNMPZEZMX6EERICHRL &
A I RbfEs L CEKER (5. 59) . RUEYTY (2. 9¢9) %
Mi. 50CTIRBRBItEL, TORINEREXY/—I (550m |
) ICHEAL. BoNnBMERE Lz, CORBEMEXY /) —ILTHEL
. 100CTHERZELR)M IR (E) 266Gk, CORVAIRDA
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[0266]

[0267]

[0268]

[0269]

[0270]

I REEXIZL49%THY, BFEHESFEIR16200, EBTHSFERS
3000THo7%,

JTonfRY A1 I RHMKR (E) (6. O0g) ICNMP (44. Og) %N
Z. 7T0CICT1 SIsEBHR L TRABIE L, COBRICIAMP(1wt%
NMPA#®) 6. Og, NMP (4. Og), BCS (40. O0g) Mz, =
BTHORNERHET S I EICLYRRERR (E1) 287k,

(Ejkeh6) BEM—S

BODA (2. Og. 8. Ommol) . DA—5 (1. 6g. 6. Om
mol)., DA-2 (2. 4g, 8 Ommol), DA-7 (2. 6g. 6

Ommo |) ZNMP (34. 3g) ATHEMEL., 6 0CTIRARIGE
#7705, CBDA (2. 3g. 11, 8mmol) &ENMP (9. 3g)
ZMA. ZERTI1IORBRBIBRI)T7Iv IBAREZET,

CORYTIvIBAKR (309) IKNMPEINZ6EEWICHERL %
A3 N E U THEKEREE (5. 69) . RUEYTYY (8. 79) %
A, 50CT3IRERINIEL, CORIGBREASY/—IL (400m |
) ICHAL., BoniBMER L, COMBYMEAY /) —ILTHEL
. 60CTHERELRYA I MR (F) 2687k, TORVAIRDA X
FEERIZE 1% THY ., HFEHLFER21200, EEFHHLTFERDL 3
0O00THo7,

JTonfRYAIRHMKR (F) (3. 0g) ICNMP (22. O0g) %N
Z. BOCICTHEEEE L TABIEL, COBEKRICSAMP (1wt %N
MP®#®&)3. O0g. NMP(2. Og). BCS (20. O0g) ZmMx. =&
TOSRERK I I &ICLYRRERAF (F1) 26k, k. LEORS
EEF (F1) 10, OgiwLT. EAMEEMRM1%20. 069 (&
Bl LT1 0OEEY%) AL, EETIREREL CUSFIE. RRAME
m#Fl (F2) ZRM L1,

(E5eh7)

BODA (3. 5g., 12, Ommo )., 3AMPDA (1. 2, 5.
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[0271]

[0272]

[0273]

[0274]

Ommol) ., DA—2 (2. 4g. 8. Ommo l) . DA-9 (2. 8g
. 7. Ommol) ZNMP (37. 6g) FITAMAL. 6 0CT4ERBK
hEtE/%, CBDA (3. 0g, 7. 7Tmmo |) ENMP (5. 9g)
ZMA., 40CT1 ORAERIGIER) PI v VBAKRER~,

CORYT7IvIBEAKR (30g) ICNMP%EINA6. SEERICHFRL
fotk. 4 I RIbfli s L CEKEEE (5. 79) . RUEYTYY (4. 44
) ZMA. 80CTARBRBItEL, CORIGAEREAY/—IL (400
ml) IZBAL. BONEBIEZRE L, CONBIEXS /) —ILTH
L. 100CTRIERELRYAIRMEK (C) 28k, CORYSL IR
DA X FEERIZT73%THY., BEHHFEIF21300, EETHHTE
I$45600THo7,

BonizR)A4IRHEK (G) (3. 0g) ICNMP (22, 0g) &0
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP&#%®)3. Og. NMP(2. O0g), BCS (20. Og) ZmMA., =
BTOREBR T &ICLYRERRF (G1) 25,

(tb#fsl 1)

BODA (4. 50g., 18. Ommol)., p—PDA (1. 95, 1
8mmol) . DA-6 (4. 57g. 12. Ommo |) ZNMP (44.
Og) FICAML., 40CTIHAERIGIE/%, CBDA (2. 284,
11, 6mmo |) &ENMP (9. 3g) #MA., 40CT1 ORFERMEI
HRYT7Iy VBERREE,

CORYT7IvIBEAKR (60g) ICNMP%EINA 6. SEERICHFRL
fetk, 4 3 NAbfliE e U CHKEREE (11, 5g) . REYYY (8. 9
g) ZilA. 8O0CTA4BEARMIEL, CORIGAREAY /—IL (70
Om ) IZBAL. BohiBM%E=RER L, CORBM%EAXS /) —ILT
L., 100CTREEZELRY A MWK (A) 287k, 2ORYAZ
RDOA4 I REXRIZT73%THY., BHEHLTFEIFT17200, EEFHLT
21339300 THo1,
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[0276] H/BohRYA4IRMK (H) (6. 0g) ICNMP (44, Og) &m0
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP3#®)6. Og. NMP(4., Og). BCS (40. Og) #MA. =
BTOHREB®RI A &ICLYRBERE (H1) 257k,

[0276] F/., LEO®ESKEAEF (H1) 10, 0gicw LT, EEMIELEMRM
120. 06g (EFLICHLTIOEEY) AwmML. EETIEEEB®RL
T3t RERRHF (H2) ZzRALX,

[0277] (Lb&&fl2)

BODA (4. 50g. 18. Ommol), p—PDA (0. 97, 9
mmol). DA—4 (2. 97, 9mmo |l) . DA-6 (4. 57 g. 1
2. Ommo ) ZNMP (50. 8g) HIZEMEL. 6 0CT4sERML
X7/, CBDA (2. 31g. 11, 8mmol) &ENMP (10. 5
g) ZMA. 40CTI1 ORBRMBIBRI) 7y I/BAREE,

[0278] CORYTIvIEEAR (509) ICNMPAMA6. SEEB®ICERL
fotk. 4 3 NMbfiliE e L CHKEREE (10. Og) . RUCEYYY (7. 7
g) ZilA. 8O0CTA4BAEARMIEL, CORIGAREAY /—IL (60
Om ) IZBAL. BohiBM%E=RER L, CORBM%EAXS /) —ILT
WL, 100CTRIEERZELRY A MWK (B) 287~ 2ORYAZI
RDA4 I REXRIZT7T6%THY., BHFEHHLTFEIF18300, EEFHLT
21351300 THo7,

[0279] BwBohARYAIRMEK (1) (6. 0g) ICNMP (44, Og) &0
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP3#®)6. Og. NMP(4., Og). BCS (40. Og) #MA. =
BETOSREBRE T &ICLYRERERR (1 1) 257k,

[0280] (Lb&fl3)

BODA (3. 5g. 12. Ommol), p—PDA (0. 6g. 6.
Ommol)., 4DABP (1. 3g, 6. Ommo |l), DA—6 (3.
Og, 8. Ommo |) Z#NMP (32. Og) HITAEMEL., 6 0CT4HE
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BRmI /%, CBDA (1. 5g, 7. 7Tmmo |) &NMP (6. 0
g) ZMA. 40CTI1 ORBRMBIBRI) 7y I/BAREE,

[0281] CORYT7IvIEA®R (30g) ICNMP%EZINZA6. 5EE%ICHRL
fotk. 4 I KRBl s L CEKEREE (6. 49) . RUEYYY (5. Og
) ZMA. 80CT4REARMBIEL, CORMBREXY/—IL (380
ml) IZBAL. BONEBIEZRE L, CONBIEXS /) —ILTH
L., 100CTRERELRVSAZIRHMEKR (J) 28k, TORYSL IR
DA X FEERIZT72%THY., BEHSFEIFT19300, EETHHTE
X4 1300THo7,

[0282] #®oHhRVAIRHK (J) (3. 0g) ICNMP (22. O0g) %
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP&#%®)3. Og. NMP(2. O0g), BCS (20. Og) ZmMA., =
BTOREBR T &ICLYRERRF (J1) 26k,

[0283] &F/. LEO®&SKEAF (J1) 10, OgicwLT. EEMIELEMRM
120. 06g (EFLICHLTIOEEY) AwmML. EETIEEEB®RL
TAFEIE, RREREF (J2) ZRAM L,

[0284] F/., LEO®ESKEAEF (J1) 10, Ogicw LT, EEMHIELEMRM
2%0. 06g (EFAICHLTIOEEY) AwmL. EETIHFEEBE®RL
TAFESE, RREREF (J3) ZRM L,

[0285] (Lb&fhl4 )

BODA (3. 0g. 12. Ommol), p—PDA (0. 7g. 6.
Ommol). BABP (2. 4g. 6. Ommo|l) ., DA—6 (3. O
g. 8. Ommo |) #NMP (32. Og) HIZERL., 6 0CT4EH
RitxH7/%. CBDA (1. 5g., 7. 7Tmmo |l) ENMP (6. Og
) ZMA. 40CT1 OFERIGIER) 7I v VBARES .

[0286] CORYT7IvIEEA®R (30g) ICNMPAMA6. SEEB®ICERL
fotd. 4 I KRBl s L CEKEREE (5. 8g) . RUEYTYY (4. 44
) ZMA. 80CT4REARMBIE, CORMBREXY/—IL (360
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ml) IZBAL. BONEBIEZRE L, CONBIEXS /) —ILTH
L. 100CTRERELRYA I RHPER (K) 28k, CORYSL IR
DA X FEERIEZT73%THY., BEHHFEIFT19300, EETHNTE
X4 1300THo7,

[0287] H/BohRY 43I RMMER (K) (3. 0g) ICNMP (22, O0g) &m0
Z. 7T0CICT1 SHREEEHL TARIEL, COBRBICIAMP(1wt%
NMP&#%®)3. Og. NMP(2. O0g), BCS (20. Og) ZmMA., =
BETOSREBRET &L YRERERR (K1) 257k,

[0288] &/, LEDEREAEF (K1) 10, 0giiw LT, EGMHIELEMRM
120. 06g (EFLICHLTIOEEY) AwmML. EETIEEEB®RL
T3t RERRHF (K2) ZzRALX,

[0289] &F/., LEOESKEAEF (K1) 10, 0gicw LT, EGMHIELEMRM
2%0. 06g (EFAICHLTIOEEY) AwmL. EETIHFEEBE®RL
TR It, REREHF (K3) ZRAL X,

[0290] <P S ARSI/ OEE>
(£ 8)

Ehefl 1 THELhEREERR (A1) ZRAVWTTRICRT LD ARFIRT
RETIVOEREEZT> -, RS TEONWCREEDR (A1) %2, BR
A ZHAT1T00umX300umTSAY/ AR—ZABPEFNEFNS umd |
TOBBNY —VAHEINTWS | TOBBERD | TOEICAEYd—
L. 80CODEKRY hFL—FTOOMWEEIELALEZ. 20 0CORRARER
XA —T VT3 0EBKZTW. FBE1 00 n mOREEREEREZEKL

[0291] /. RIBEEF (A1) ZBB/AS—UHAEHRINTWAW I TO@EIC
ZEvd—kL, 80CHKRY NTL—FTOOREIBEIEALEZ, 200TC
OERBRBRAA —7 T3 0oEREXZTW. RE1 00 nmDRBEEME
"R L =,

[0292] LEERO2HMOERICOVT—HOERDESRERELIC4 umDE—XR
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[0293]

[0294]

[0295]

[0296]

[0297]

R—Y—%EIH LB TOLEHSY—ILE GARFIRABE (LY 1 TOIRE
UREE. SHARHE NS MR Y RN-1500T) ZEIRIL 7, JRWT.
D—HDERDEREMENSMER I NRMOEZRANIC LT, FTOER SR,
YEik, Y- EEBEIETRELEERLE, COZEEILICKREM
LC-6608 (XIL/HBEEMRRA) ZREENEICL>TEAL, HREtEIL
R L 7,
BoONREEIVICTEVODCEEZEMULIRRET., ZOREEILD
ARSI 25 nmNLIRZT 4 NF—, XiE365nmD/NY R/ T 4
W —%BLUVZT1EJRBF L, TO®KR., TRICKRTFIRTIHERE
ZRAEL, UVERRBROKREBEREZLL®R L, £/, UVERFEOEILICD
WTEREIOTLFILMEEAE L, BREKRTICRT,
<HEZEEORESE>

F9. N ISA M JORZTNOREIC LEE—HORBHIR. HERH
BOIETERINDAEEBICSVWT., —HORAROBICHR I EEHE
Lo COEZSAYV/ AR=—ZADBPEHINTWVWS | TOBBD/NY—2H
JOXZNICHLT45° OAEICASLDICLE, ELT. LEBORE
TIVICBEEZ6V, BEEH1 kHzOEMELENL., XERHBICLST
BHRAINZ2IBENENT2ETOELEA ORI —-FICTRYRAH. EFE
HEIMOL TWARWEDIEE%Z 0%, =4 VOELZEML. & LAEED
BxE100%&E LT, BEHNT10%HM59 0%FETEIT ZDIIHHBHME
EINEREE L,
<ZFLFIN NEDRIE>

ZETVHHBLCD7FSAH¥—LCA-LUV4A2A%RERLL,

(EREHIO~1 4., LL&pFI5, 6)

REfEE (A1) ORDYIC, FhEFh, RIS S REREF %
AWUAHIERS 8 & BikDBEET>T. UVERFAFNE TCOREERE,
ROCTLUFIVNAEORAEETR>T, ThODERERTICEEHDTTRT,



WO 2016/140328 68 PCT/JP2016/056665

[5=1]
> = HEEE (msec) TJUFILRAEC )
BB A 325nm 365nm 325nm 365nm
Ealfl8 Al 27 — 89.3 —
E a9 B1 24 29 89 89.2
EFi10 C1 21 31 89 89.3
Ehadl11 D2 25 — 89.1 —
Ehapl12 E1 26 23 89.1 89.3
EieHl13 F1 22 24 88.9 89.1
EiaHl14 Gl 21 22 89 89.2
HEHIS H1 181 192 89.9 90
HEH6 K1 — 101 — 89.7

[0298] <SC—V AR®ESRTE/I DOES>

[0299]

[0300]

(EHEFI1 5)

Ehefl 2 THELNREERR (B2) ZAVWTTRICRT LD ARFIRT
RETIVOEREEZT> -, RS TEONWCREERR (B2) %2, BXR
A ZHAT1T00umX300umTSAY/ AR—ZABPEFNEFNS umd |
TOBBNY —VAHEINTWS | TOBBERD | TOEICAEYd—
L. 80CODEKRY hFL—FTOOMWEEIELALEZ. 20 0CORRARER
XA —T T3 0nFEmKETW. KE1 00 nmOEREAEREZEKL &

T, BREEF (A2) BB/ —UBMEHRINTWAW | TOMEIC
ZEvd—bkL, 80COKRY NFL—NTOOMEIEIHELEZ, 200TC
OERBRBRAA —7 T3 0oEREXZTW. RE1 00 nmDRBEEME
"R L =,

LED2HMOERICOVWT—HOERDRSBEMARLIC4 umDE—X R
R—YP—%EBHHB LR, TOLELLY—ILE (BREBELY A TOIRF
SRR, SHASEHER NS MR Y RXN-1500T) ZEIRIL 2, JRWT. $
D—HDERDEREMENSMER I NRMOEZRANIC LT, FTOER SR,
YEtK V—LFEBLIE TRV EER L, TOREIVISESEM
LC-6608 (XIL/HBEEMRRA) ZREENEICL>TEAL, HREtEIL
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[0301]

[0302]

[0303]

[0304]

[0305]

R L 7,

BoONEBRREIVIC20VODCEXEAMMUIIRRET, COREEILOD
ARSI 25 nmNLIRZT 4 NF—, XiE365nmD/NY R/ T 4
WY —%EBLEUVET S IR LA, ZTOK., EEF8 & AKRAFETRH
BRELRAEL. UVEBREOBREEEEZLE L, 2. UVEHRHEOE
WILDWTEREBDOTLFILMAZRE L, BRER2ICRT,

(EHEFI165~18, th&FHI7~11)

REicmEF (B2) oRbYIC. FhEFh, R1IRIhSREREF %
FAWLAILRES 8 S AHDBEET>T. UVERFTIR TOREERE.
ROCTLUFIVNAEORAEETR>T, ThODBRER2ICEEHDTTRT,
[%2]

- W B R B (msec) JLFILLAC )
BRI AMRM 325nm | 365nm | 325nm | 365nm
EH15 B2 RM1 28 31 89.1 89.2
EEH16 B3 RM2 24 29 89 89.2
EiEM17 c2 RM1 26 33 89.2 89.3
Ehf18 F2 RM1 22 30 89 89.1
HEm7 H2 RM1 192 361 89.9 90
HEHm8 J2 RM1 228 429 89.9 90
H#EH9 J3 RM2 179 381 89.8 90
H#EH10 K2 RM1 297 438 89.9 90
Hedsif11 K3 RM2 311 483 90 90

R1ER2IRTLDIC, MBFICRMEZEZETHPSAE, BBEERIC
RMAEEETSHSC—VADOWTIDBETH>TH., EREFTIE. HRS3
25 nmEIFTR, 365 NnmOBRNMROBNTEFILNEEZRIRT S
ENREER SN, — A, WBHITIE. ROBFILNEZRIETLIEETE
rh o,

Ihid, EBBIORREEFITIE. EEMHLLENBEEN3 65 nmDES
BEIFEAERNLAWED, SYMIRETMEBEIRWVWRRERETI
RMOEERGERBT 2ODDRDRIVAILDNRELRI >, T
SUANREEEZBELTVWTE. TOMRNANMIVZ&ICLY, ARKRICRM
DEERIGERIBTDIENTERDN >ELDEEZILONS, —A. EfEH
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[0306] <

[0307]

[0308]

[0309]

BREAEF T, RERADEMEBETEIRD LI VANDRET B
O, BREAEFRETCESHLEWIESL. FILMNAERR LD EE

oV
N
Q)*l

>|++} [HH NG

FEAR ¥ 5R D FT i >
HEHI1 9)
Ehefl 1 THELNCREERF (A1) ZHWT, EBICRTFERICE
RBELADS3 65 nmDINY RIZT 4 )Y —EBVWTUVET5
BE L THERLEREEIVIC, UVERS VY TE309BRFATEII&ICELY
 RBEINVFICEFETBRMZTORIESELE. 60CORETFTI VO
EEA#60usEIML. 166 7TmsEBOBEELRET S &T. BENE
DL HLWMRFTETWANIZ2BEREERE LTEHELL, ThLDORBRER
3ICRT,

(EfEF20, 21, E&HI12~14)

REEE (A1) ORDYIC. FhEFh, RIICRINSREREF %
AWEUAHMIERSI1 O EEROBIEET> T, BERNERORELZTH
oo TNODBRERIICEEHTRT,

(

}

[%3]
HREEREl | HIMRM | EEEEE (%)
19 A1 82.3
EhHi20 B1 81.5
Elufl 21 B2 RM1 80.8
12 I1 75.4
L #5113 K1 72 4
HH14 K2 RM1 71.8

RKIITRTELIIC, BRFPICRMEEETSHPSAE, BEEEFICRM%E
EEISHSC—VADWTIhDHZEETH>TH, EBHRERTHSD365
NmOUVEZERFLTWSICHEEDL Y, LhRBITIIEEFRFERDOE A
RINfk, —A. EEAITR. BWBERFEERERLE, ThHOBERMS

. ARPORBEAFIERFEROUVERWTE, +907LFILMNEERE
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REXRIPRIRTE L0, EEMEOEVWPSAPSC - VARZRRSETFD
ERICERTH %,
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s5RIA1]

[553K1R2]

[553KIR3]

s R DEIFH
TR (1) TEINRANELEEZET 2EAKEEET AR
e T BRSEEH,
[161]
0
e —X-Sp—N (1)
0

X (1) A, RIBEEHROTEADESZEKR L. S pld&8FES.

SIEBEBRE L BKREFO—BRA 7 vREFICEZIHAONTER
WRERHT1~2007NLFLYETHY., ET7INF LV EETREIGE
B, XIEHERHE. XZBREEEELTERV, XIZBEEEELITE
BEERT, CyldM I REDANRINLVREELTRHRAELTWSDD

BLEH 1 DULOARBINREEEET 5. RE2HL~140ERKE
KEEERL. BIRARIEKEEZERKT 2RERFO—EIIATORT

IKCBXMZAONTUVWTHERL, FLRIRRIEKRODKZRRFIET7 vHR
BRFPHFETA4~1000—MOBHREICEIMIONTERL,
aize® (1) TREINBAHEHBEZET2EEAFD. FAie (1) T
RINDAUEBEEETERY 1 I REIBERTZENRES I RLLT
BTONBRYAIRDORBZIEDNLEITNZDRCED 1 DDEER
THDHEKE 1 ICERHEOREEEDF,

FERX (1) ICRBHEORAHEHBEN TR (I |) TRINDEKIE1
X 2 (ICEEE DR EREC A FE,

[{b2]

o]
® —X-CnH,n—N (I1)

O
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[553K1R4]

[E53KIR5]

[E53KIR6]

[553KIR7]

® () P REEEROEHEAOREEREKL, nid1~12H
LBEIENZEHTHY., XIZERKFSE, —0—. —CO00—-, —0CO
—. —NHCO—, —CONH—, =NH—, —CH,0—, —N (
CH3) —. —CON (CHj3) —, XIi&—N (CH;) CO—%XKY
o CYRAIREDAINRZNKREDTR/ELTWEDRLED 1

DULDORHENEEEET 5. REF=HLS~ 14 DERRKIEKREER
L. BIRRILKZEEZERT 2RBRFO—IBIIATAORFICEZHTRZ
S5MTWTHERL,

gigexk (1 1) AN 1 ~6DEHTHY. CyNUTIIRTERIR
RIEKBRETH->T, 2D0FIFEFNTNA I RALKRZILREAD
HE %R ERES ICREORREMAHFL

[1£3]

00 R0 0 X0 Y PEORSS
Ry F o g Po 3

giEEs (1 1) AOnA 1 ~6DEHTHY., XH—-0—-%%KL. C
yBoandty RVEY, FIHL Y ETIZLUTHDBE
RIE 3 NIKEKIB 4 ICEEHORZBEBEHF,

TEREEHFHDN,. RREZEBEICKRADIE2AHEHAZEBICET 25 KE1 H
LERIES OWThh 1 HICEEORRBE RS

R EEEICEAS ESAIEN. TRk (111 —-1) R (|
| 1 —2) oBBIEN2D< &EH 1 DTHBHEKIEG ICEEHDKSE
e,
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[1b4]

_x1_X2_x3_x4 ( XS ) XG [I 11 _1]
n

(X1Z, 8BS, — (CH,) ,— (ald1~150DEHTH?B) .
—0—, —CH,0—, —COO0—-XIZ—0CO—%&X¥, X2i&,
BEAIE (CHy) ,— (blE1~1 508K THD) #Kd, X3
iE. BIEA, — (CH,) .— (cid1~1508#THB) . —0
—. —CH,0—, —COO0—-Xix—0CO—%%KF, X4g~Rv¥
VR, YoOAFH VR RUBERERNOEEIN S 2MORIRETE
L. ShSOBRREOEBRDOKRERFIR. KEH1~3OT7ILFILE
I REE1~3O7INAFVIINE RRB1~3DT7vR2AETILF
WE, REH1~307vyREFTIAFVIEXIZTYRRTTE
BINTVWTHELL, I5IC. X4E, 25704 RBREET DiR%E
B17~510EHEISBIEINE 2MOEHETH>THLL, X
SRINVEVR, YI/AANFHUVRRUVERENLEIIN S 2{HDOR
REERL, ThODBRRELOEREDOKRRTFIE. REH1~30
TILFILE, REH1~307NLaFVILE, REH1~307v%
EETILFIE REH1~30I7yREETIAFVILEXIETY
REFTEHRINTVWTELIWL, nid0~4DEBHERT, XOIER
R ~18DT7ILFIE, REH1~18DT7vHREETILFILE
RRE1~1807NLAFVILE, RIFRFH1~18D7vHRE
B7NLAFVILEERT, )

[1t5]

X7——X3 i1 —2]

(X713, 84S, —0—, —CH,0—, —CONH—-, —NHC
O—, —CON (CH3;) —. —N (CH;3;) CO—, —C00-X
IE—0CO—%KRY, XL, REHRE~22D7IFIEXIIKE
HE6~18DT7vHREAETIFILEERT, )



WO 2016/140328 75 PCT/JP2016/056665

5 KIR8]

[553KIR9]

EREGHDS. ARGUEEEBERICECAEETICE T 555 KIE 1
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RINBFHRE8 ICREHDORRBEEFH,

[1£61]

R® R® R10 [1V]
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ROEDBEWICEEY SHAWESE, —CH,— N IhoDEICEBRS
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