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FREA 4] B L OBl TRENDEE MRS A O BARE L TIE, FEL(36)
~(61) DILEWHZHETOENDLD | ZRHITIRESNDSE DO TRV,
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[0050]

[0051]

[0052]

B EFLL PR ELL, IV ELIT0. 5~2. OE EHTHD,
BEABARIEL T, 2L, 2, 2" — 7V A T F b VSR T HS
o A B AN TR A A S O THWAZ LS TE, 2O INE, X[1]T
REINDL ERIEESEH LA EES R LA EOAFITO0E Sk LT
B EFLL PR ELL, IV ELIT0. 5~2. OE EHTHD,
JEEEAN LT, Bl IR, 7T HOT U N RN NS
o AN IE B A G DE CTHWAZELTE, ZomEE, Ll1]cks
D EREMEE G b S EE A AL G E DG FHI00E BB L THY

B LA DM ELVY,

7e¥s, RRLEGBARANT. BAE A BRAA AN L OUEHEA O B e &b 1 FE LR
HEDHETHWAZENTED,

AFEPDOHESVER AT, £ ORFZEMZN ESEL AT, ZEAZ
ML ThE,

ZEAEL TR, BlAIL, ERR¥ ) BN RF ) E AT L — T L Y DER s
JEJTINFRNTL—F VA, A—t— T FNATa—)VEPRFF LN, LEFIL
BHREEA A EDOE THWDLZEL TE, 2o, N[1]TREND ZFHEME
AT LS EEATERRE A EDOEFT 100 SR LTOo. VH &L T2
AFFELVY,

Fo AFEHAOESPER SN TIE, JREDE A2 ESELAT, 4
EEEAIZ RN TH &,

BHEMREREL L, NAT L Iany T2 DAFT e = rnny 70 ATy
TxZ)VIuny Ty JAuRF VAT v rany O auy T UM NI AT L
AT VT VAT NV IR LT T ATV AN LT VATV E =L
XLV TU VT2 VDALY T T 22 VN R LY T DT L ak sy
TR AT Y AT AT T N, N —ER(FIAF AU T T AT LR
AF NNV T I NIATF LI NAIZ S — VDO TP AR B =V N raay 7
vy —zar 7 ae L NANE LU Ty =T RE VNN LU T |y —

AZPVERY TREAN AR LT |y =S VVRF LT RE AN AR S LT,
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v — (N=EY Y= T RENV N AN S T ROT T N BT =)
NURARIGZS o A I AT ) 2= AT T N RIS L
2= AN TN T T = 2= ANH T IR FHY =)L UTY )b F
FTTI AVH T AL )L AN H T IEVIV OB R AW 1, 1
— VAT NAYLT 1, 3=UAT YL T EDIRFECEY, TARFBE W5
Foins,

BEFREANTEE R 2 A SO THWAZELTE FosmEE, [1]TF#
SND EREMEEGH LA EE AR E G E DA EHTO0E EICA LTl
HELL FFEL VY,

SHIT, AT DO EEVERR SR AR EE B )& U TR IS
M58 TED, ZO%E AR A G A LR IE TR A ZE 2 U< THhE
DI,

AHAEBEE L QX B, ThoeRar s U4 S Som—T U, P
v MvEy UV CEOTEBIRACKEIR N, N—=UAT LRV LT IR, N— 2
F b —2— ) R EDRME I Wil = T v | BER T TL | LR T L E DT A
TR ; 3— ANV TR U EEAT L 2— AN T RE A U EEAT L 3— AR
TR A VBRI L, 2— AN R A UL, 3— L T Rt A iR T
b, 2— LR RE A VBT L EO T LA AT VI o L) a— L
VAT N =T )L S TN L AT =T VD T a— LT LR L
T—F VR T L ) a— )L ATF ) —F )L e F LS a— L )L
=7 VEFL T AT VT )L m— T )L U7 RE L ) a— L A
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DIV — )V )T NF )V T—T )V EAT VAR, 7 a~F ) AT VT Lk
ATFNATF IR 2= T B ) FED T NARIRE R FTHND,

ZNHDOAREIEE, BANTH WA Z LS 2R AL, B2 A S THWAZEL T
ED, INHD P THMERBR BT | BRI ~ DL BN E DBLE NG T e 7
Va—)LE AT )L e—TF ) 7L 73— )L ) AF )L e —T 7T —, H
fem oL S rmaaFt o REELN,

72 RGO EAPER SR, A EoBIfEZm ESE5HT, St
mEPEAIZ AL ThH LW, AmiEreAlE L Tid, 7y =2 R miEteAl, V= —r
SRR A, = SR R A & D326 B, FRCERES R0, Al
EDOBFESE D ROBENNT v F R FETEERI D F L,

7w F PSR O BARBIE LT (CUF, pdnd) . =7 by 7 EF301, EF30
3. EF352((#f) b—rrarug vl A5 77y /F171, F173, R—30 (KA A
AT ER) &) 717 —RFC430, FC431 ((ERAY—x 4 (BR) 8 | 74
EH—RAG710, B—71-S—382, SC101, SC102, SC103, SC104, SC10
5, SC106 (AE 1 (1) B 3T HNDD ZIHIZIRESNDH D TIT W, 72
B, s AL, IR A S O THWAZ LS TED,

AFE I O A VEMR AL OFRET TR BRE ST, A PEIR AR &
R T 28 02— FIZIRAE L TH LWL, IBRIEA L ThEW, TERIEA T 58
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[0063]

NMRAEME LT,
[2]~A A

JU -8 Spectral Haze Meter (TC~1800H) % FHV T 4 /L A ~A R fE %]
ELZ,

(3174 LDVET —afd

V57— al JIELE (RETS—100, K& () ) 2 TR 590nm o
VET—aAAaEflE LTz,

(S pe i1 ] AP S E AW (E3) DA

WHEE100mIT AT T AT, 4—3 T ) —4" —eRafd i B 7= /—/L5, 0g(
25. 6mmol) , 6 — 7 2 E—1—~FH /) —/14. 6g(25. 6mmol) | JKEEHVD LT,
0g (50mmol) , BILOTERB0mIZMZ TRAWEL, 64 CT24RFFRFEL 72
INHPOSS Tz, BOGK T WE T THEIEEZEEL, seaomiMEIRE13-, %
D%, ZOFEKEK7OMIZRAEL, YT )L —T )L 50mla Nz CHit L7z, #i
L3772,

SR UT- A B, K~ 7 % 5B INZ CTREBEL TR L7412 UE T T
W R A BRERZ, ZO BRI =L 3mUTIEMEL S VBT
GRS TT 4 (BT VB IL60, 0. 063—0. 200mm, ALkl EH
W~y SEEEET L =1,/ DICEORE R LT, 22 TRLNT IR HIE I E
WEL, BEaERe. 9g%2157-, ZORERENMR THIE L7-R R 2 L MR, 2
OFERID, ZOABEERD, FROB AT — ARSI LAY (A1)
THOHZEN RSN (IFEI1%) .

"H-NMR(DMSO—-d6) & :1.26(m, 6H), 1.69(m, 2H), 3.37(t, 2H), 4.03(t, 2H), 7.06(d,

2H), 7.69(d, 2H), 7.85(m, 4H).

[0064] [fk31]
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KAy : - > < - >
- N = (CHa10H
Acetone \ / \ /

(A1)

[0065]  RIT, HEEFE200ml= 17 T A )Y =y arnnsn<w—h (LT, PCCE
PR, ) 2. 2g(10. Ommol) 5L UCH Cl 30. OmIZMNA THEFF IR A LIZIREET,
LRLTRLAZ PG (A1) 2. 95g(10. Ommol) ZCH Cl (50. Oml)iZ
WEL Ttz T L, 40°CTO. SIFMESBITHEL 72, £Dt, 7T AaDBEITf)
B LTEA AR Z RN RIS =T L — 7L 90mlE I A TR L7
%, BT T CIRBEA R LU IRk WM e R 2 157,
ZOBWEREE T L 3mUTIEMEL SV TN AT LI~ T T 4 (BT 53
H17 60, 0. 063—0. 200mm, AL7#E8L R ~F iR T L =1
/1) TR, Z2TRONIZEE O N2 EL | BEER2, 82z, Z0
[ A2 NMR THIE L7 B2 LR ITR T, ZORERNG, ZOBEE R FReo
B AT — DORENDT BRI G (B1) THAHZED RS2 (I=93%) .
1H—NMR(CDC13) § :1.84(m, 6H), 2.50(m, 2H), 4.02(m, 2H), 6.99(d, 2H), 7.53(d, 2
H), 7.91(m, 4H), 9.80(s, 1H).
[0066] [{k32]

Nc,o—(sz)ﬁ(;)H
PCC. CH2CIR
> NC O=—(CH,)sCHO

(B1)

[0067] BT, MEAVEMAES0mIF A7 T A2, LR TR LS (B1) 3. 0
g(10. Ommol), 2— (FrEATF L) 7 Z7U/LEEL. 65g(10. Ommol) ., Amberlyst (
Bgkpate) 15 (m—2n =R ~N—2%h pEf4) 1. 6g, THE16. Oml, ¥ bAX (1
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[0068]

[0069]

[0070]

1. 9g(10. Ommol) , BLUHIK4. OmIZ A THRAMEL, 7T0°CTTREBIHEE
LTRSS, BOSHE T SOSIZRBITIERL Tk 30mlEREL, 221y
TF L T—F L 50mlZ N A2 CTHEHH L 72, fhiix3IelfT -7z,

% OAHIE I, WAKGRIE~ 7 R D DE N2 TR | JEIER L7 5 DR
WS E L AR EEE, ZOEREZFRTT L 2mI S RL, A
FNAT LI 5T 4 (BT 52 VA7 60, 0. 063—0. 200mm, ALl
T A~ R T =2 DICEDRE R Uz, S TRL IR O %
WAL, AEEIRL. 5gh iz, ZORERENMR THIE LRGSR, 200 [ flH
23 B DOBEA M EE Y (E3) THLZED MRS (NER41%) ,
1H—NMR(CDC13) § :1.57(m, 6H), 1.85(m, 2H), 2.60(m, 1H), 3.05(m, 1H), 4.01(t, 2
H), 4.54(m, 1H), 5.63(m, 1H), 6.23(m, 1H), 7.00(d, 2H), 7.52(d, 2H), 7.68(m, 4H).

Fo, ZORASMERAMEE Y (E3) DR S BLE LR A 84 CTH IR
RAEL 720 | BEIRIFIZ6 1°C TR AH (R~ Ty Z74H) ~HIERE L7z,

[1k.33]

Br

COOH
S,

Amberlyst 15

THF / IO
— — O O
NC——<\_/>—<\_/>—(')—((_?H2)5—<I
(E3)
(&Rl 2] AR AL E M (E2) DE AL
[1k:34]

Et3N

Acryloyl Chloride
NC O=—(CH,)y—0OH =————————g-
THF (Dry)
(@]
I
z O—((Hy);—0O
N(' o (E2)

BB EFRRICL TR IZ T MM LS9 (A1) 8. OgZ, F)=F /LTI 1. 5m
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164 @mOBHTEIICTHE 10mUC RS H TS THEEL . KIBICEHH AT,
THF10mUZIEREL720. 9mIOME T 7V A L& 1553 N TR L7z, i F#
 SOGTRWEZ 3053 IR L . KB EBR B L CEIRICR U B3R A el <t
L= TEAS A8 LTz, £HN 28I O THEZ KIS,/ 48 5L CHi b AT
Lo 50mlEIINL £ DA BEE | fafRIE/K T RY 2K B 50ml, 0. 5N —
HCI1 50ml, SR &K S0mIT THARGEFL | fifg~ 27 R0 L THE S | TRIEE
HELU AR E ST, A8 ) — VXA LE (E2) 1. 7gaf3r,
1H—NMR(CDC13) § :1.50(m, 4H), 1.73(m, 2H), 1.85(m, 2H), 4.05(t, 2H), 4.20(t, 2H
), 5.82(d, 1H), 6.15(m, 1H), 6.41(d, 1H), 6.99(d, 2H), 7.55(d, 2H), 7.66(m, 4H).
[0071] [&EpI3]EHAMER LAY (EL) D& K
[{k.35]

Br-(CH2)3-OH
NC OH o N O—(CH,);—O0OH
K2C03 /7 Acetons

(A2)

[0072]  WEEFES00mIF AT TR, 4—3 T ) —4" —eRaF 7z /—/19, 8g(
50. Ommol) , 3—71E—1—71/—/L7. 0g(50. Ommol) , REEHVUT 113,
8g(100mmol) , BLOTEF150mlZ Mz TRAWEL ., 64°CTASRERRIFIHL
IO ROS STz, ROGK T WUE T OB EZ R LU, B OOMmIEE K157,
FDh, ZORBEEAK140mIZRA L, V2T —TF L 100mlz N Z T LT,
HIEBET T o7, SR L= AR X, BOKAREE~ 7 R0 D% N2 Tzl | I8
L2 RRITE T T2 E L AR E5, ZoBiRE~F4 /FifgoT
=2/ 1OIRGTEEE IV, FfsaICE0R Rl A aBEIRS. 7Tgaf37-, 2o
RZNMR THIE LT B2 LD TR T, ZORE R G, 2o A AR PR
G (A2) THLZ LRSIz (IERT0%) .

IH—NMR(CDCIS) 6 : 2.09 (m, 2H), 3.90 (t, 2H), 4.20 (t, 2H), 6.99 (d, 2H), 7.52 (d,
2H), 7.66 (m, 4H).

[0073] [{k:36]
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[0074]

[0075]

[0076]

Et3N

Acrvlovl Chloride
NC O—(@CH)—0H @——————————-
THF (Drv)
0
NC O0=—(CH,);—0 —_—
v (E1)

ERTELNET B b A (A2)12. 0gZ N =T LTI 7. TmlEd EOBH
TEHITTHRF4OmUTIEMFS B TR THERL KIS DM AN T, THF40mlIZ
AR LTz4. 6mIDHALT 7V v 2 1553 W30 T F LTz, i T8, 30 RIFLFE
L. KB &BrEL TEEIZR LR PO E et TIT I U7 TE ARG FR 218 )i
Uiz, fbNTZ B THEZ 3,/ A £ L TH{EATF L o 50mlz IR INL . 04
HeE % B EE K 35T Y KB 50ml, 0. BN—HCI 50ml, fafiiftEk50
mUZTHERGEFL | Bt~ 7 R0 L THIRE | IRIEE B L TR Z G-, =
5 )= ZEHH R LG (EL) 6. 0gZ15372,
1H—NMR(CDC13) § :2.20(m, 2H), 4.10(t, 2H), 4.40(t, 2H), 5.81(d, 11), 6.15(m, 1H)
, 6.41(d, 1H), 6.99(d, 2H), 7.55(d, 2H), 7.66(m, 4H).

[1] —HaetEE A LS
[SEHaE11eE4 (21) DE R
(WEE®(QL) DERK
[{k.37]

) Er-{CH3)g-Br
HO CHO) ——————— OHC O=—{(CHy)y=—0 CHO
I\ZC(-)j (Ql)

Acetone

WHEMES00mlFT AT T AT, 4—ERRF LA TILTER12, 2g(100mm
o), 1, 6=V 7 EAFF 12, 2g(50mmol) | REEHIT 216, 0g(116mmol)
L BIOTERNA150mIZ MA TREHEL . 64°C TASKF MR LR DD LS8
77,

BOGH WA UT= % B N T2 EL, B e ol iR 15. 4g%
372, ZOBEENMR THRIE L7 R A2 L MR, ZORRNG, ZORIEDS,
FREDE AT — DRSNS TR A (QL) THLHZE DRSSz (U294
%)
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[0077]

[0078]

[0079]

IH—NMR(CDCIS) § :1.49 (m, 4H), 1.77 (m, 4H), 4.12 (t, 4H), 7.10 (d, 2H), 7.86 (d,
2H), 9.87 (s, 2H).

) bEW (Z21) DA

[{k.38]

:(Br
COOH
OHC O=—({CH),—O CHO =8
SnCl, £ Amberlyst g5

Qh THEF / HyO

)

I}—@—U—((Hz)s—t)w (Z1)

WMAVEFFE100mlF A7 72312, ER LTI LS (Q1) 3. 3g(10
. Ommol) ., 2— (FEEAT /L) 77U LEES. 3g(20. Ommol) . Amberlyst CE&%7E
B 15(2—24 R =2k fii44) 3. Og, 7RhIERRT 70 (LLF, THES W
9)32. Oml, HifbA X (11) 3. 8g(20. Ommol) , BLOHIAKS. OmlZ Mz TRA
&L 70°CT24ARFHHRL TRISSET o, BOGHE T RSz I g LTk
60mIEIEA L, 2y F L= —F L 70mlE Nz Thit L7z, HiHE3E 172

o, B OB, MKRLEE~ 27 27 D2 TR | JREE R L 7= % 0%
T DIREL B L e o R Z 4z,

ZOEEEREE =T L10mUIIE R VDTN AT LI~ 7T 4 (AT 32
H17 60, 0. 063—0. 200mm, AL7#E8L R ~F iR T L =1
S DIZERERIL, AERER2. 6g2137-, ZOREEZNMR THIELZR R, Z0H
GE AR HROBEASMERE S LAY (Z1) THAZE MRS (ILFRE5%),
H—NMR(CDClS) § :1.54 (m, 4H), 1.80 (m, 4H), 2.94 (m, 2H), 3.35 (m, 2H), 3.97 (t
, 4H), 5.47 (m, 2H), 5.68 (m, 2H), 6.30 (m, 2H), 6.88 (d, 4H), 7.26 (d, 4H).
[ 2]1v&4 (22) DE R
(DG (P2) DAL
[1k.39]

Bl‘-(CHg)é-()H
HO CHO > OHC O={CH,)s==CH
K,CO3 Acetone (P2}
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[0080]

[0081]

[0082]

WHEZX100mIFT AT T AT, 4—ERRF LU X T LT ERG. 1g(50mmol
), 6—7FE—1—~FH/—/19. 1g(50mmol) , REEHYY 413, 8g(100mmol
) BEOTERA100mlZ A TRGHEL , 64°CT2ARF ML RGPS S
Too BOSHKS T 14 WUE T Ol 5L, daoii¥iE R a1, 20tk 2o
REAKTOMIEZRIRA L, T L= —F L 50mlE Iz Thi L7, #iHE3E T-
77,

IR UT- AR % . MoKEREE~ 7 3w B N2 TR L B L 72 #R 2L FC
BIEA R LU RS To, Zo B REFE =T L SmUTEREL VAT LA
FUITTINTTT 4 (FT VB 60, 0. 063—0. 200mm, A7 FH
W ~F S HEE T V=2, DICE ORI, Z 2 ORIV IR DRI
WEL, BT, 4g%2157-, ZOBERENMR THIE L7ZR R 2 L MR, 2
OFERDE 2O AGBERD, EROE AT —ARENL PR EH (P2) T
DL EDMfEFESIVIZ (IER67%) o
"H-NMR (DMSO-d6) 6 : 1.55 (m, 4H), 1.62 (m, 2H), 1.84 (m, 2H), 3.67 (t, 2H), 4.
05 (t, 2H), 7.00 (d, 2H), 7.84 (d, 2H), 9.88 (s, 1H).

(2)LEM (Q2) DERK
[{k40]
Acryloyl
e O i . ] Chloride ()H(‘_Q—O_((“Hz)o_o —
OHC O=—(CH,);=—0OH =————— \Ir
(P23 Et;N, THF o (Q2)
50ml= 0 77Aaiz, Ert TELNTLEW (P2)2. 2g, )T /L 731, Tml

L TFeRaR ULy (LUF, BHTEVN) 0. 2mg, BEOTHF10mlZEAL
TR LTz, ZOBHRIZ, BE¥E T 7 27U (acryloyl chloride) 1. Om1%TH
F1OmNZEE ML 722 1553 R TR R L7z, £ OBR, =17 723K (OK
I20°C) CHAILIZ, i FL=th, EOFEORE T30 LIZ%, 77 A2%
KRBT, SRR EBRL  SOICER TR L TGS 7o, ZO UG
AL | IR Z 3,/ A0 B E TRIL ML TroH AT L 100mlZ A, =
DOVEWZ , FFREE T N AFRHE100ml, 0. SNOHTEE100ml, fafiaH#k100
mIDNETHIFL , fiilie~ 7 R U LTI LTt WA R L, AR E 157,
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[0083]

[0084]

ZOEEEREEE T A 3mMUTEMEL , VAT N AT a7 4 (AT 53 0H
77160, 0. 063—0. 200mm, AL 8 EHHE : ~F P kT L =21
NCEORERLU 72, 22 CRLNTZIRIRD OB B R L. ABEER2. 0g& 57z, 20
AR ZNMR THIGE L7 R 2 LU NIRRT, SO, Zo A EERS, Eiio
B AT — BRSNS PRI EAE Y (Q2) THHZ LN RS (IR T2%)

"H-NMR (CDCL) 6 : 1.48 (m, 4H), 1.75 (m, 2H), 1.85 (m, 2H), 4.05 (¢, 2H), 4.18 (¢
, 2H), 5.81 (d, 1H), 6.14 (m, 1H), 6.37 (d, 1H), 6.99 (m, 2H), 7.82 (m, 2H), 9.88 (s,

1H).
LB (22) DE
[fk41]
- : Bl -
)(-)k COCH RNY J-LO
OHC O—(CH)s—0" = - > O—(CH,)—0" >—
=6 ] Sn’l, =0
Q2) Amberlyst 15 1)

THF/H,O

MAVEALEB0mIT A7 72T, ERlTRLIE T IR G (Q2) 2. 0g(7mm
o), 2— (FaEAT L) 7 Z7UIEEL. 2g(7. Ommol), Amberlyst CEgkpAIE) 15 (2
—2 TR =24k FESA) 1. 2g, THES. Oml, #{tAX (D) 1. 4g (7mmol)
 BIOWIAK2. OmlZ Mz TRAMEL, 70°CT24ARERFHRL TGS T2, KUk
T % BOSRZE TR L THiAK60mIERA L, £2icy I Lo —7/L50ml
AT U7z, B E8EH T 72, Mt oA EE I, WAREE~ 7 22T 2%
INZCHEKRL | IR U718 ORI S IR A B R L OB O [E K457,

O BRSOV 3mSR, S VBTN AT LI NS T T4 (BT
H7 60, 0. 063—0. 200mm, ALI7FERL TR~ S fEiE T L =2
S DIZEVRE L7, 22 TRONZEIR DI ZE L L, BEBEIRL. 0g&fiiz,
ZOEEENMRTHIELZRER, 2o BeaE RS, Bo RS RS EY (22)
THHZEDPHERII (INFE40%) .
"H-NMR (CDCL) §: 1.48 (m, 4H), 1.75 (m, 4HD), 2.94 (m, 1H), 3.39 (m, 1H), 3.95 (
t, 2H), 4.17 (t, 2H), 5.45 (t, 1H), 5.68 (m, 1H), 5.83 (m, 1H), 6.13 (m, 1H), 6.30 (m
, 1H), 6.40 (d, 1H), 6.88 (d, 2H), 7.26 (m, 2H).
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[0085]

[0086]

[0087]

[0088]

[SEh B 31 LAY (23) DAL
(DEEW (Q3) DAL
[fk42]
PCC
CH,Cl,
OHCOO_(CHZ)G_OH —_— OHC‘—@—O—(C‘Hz)_;—(f‘HC)
P2) (Q3)
BHEAFX100ml = 10757 A22ZPCC2. 2g(10. Ommol) . :J;soto“CH201225m1

N THARR G LI2RET, ERt oLz EERiba& (P2) 2. 2g(10. Om
mol) ZCH Cl (25mD) IZHEfifL7FRWZ R T L, 40°CTO. SIFHSHITHIFRL I,
Z D% 7 TAADBEAE LTEA A VIR Z RO Z RIS = F b m—57190
mlZ& A TR L7z | UL T TR B8 £ L CL Bk O 2 R 4 1572
o ZOMEEFEETF A ImMUTEFREL , SIBTNAT LI T 5T 4 (T 25:3)
H7 60, 0. 063—0. 200mm, ALI7FERL TR~ S fEiE T L =2
/1) TR, Z2TRONTEEIE O RZ R EL T, AR, 202457, =
DO FEARZNMR THRIE U726 R Z L FIORT, 2O RN, ZOMARE A, L
DE AT — LRENS PRI LAY (Q3) THLZ LD RSN (I=£54%)
"H-NMR (CDCL) §: 1.55 (m, 2H), 1.73 (m, 2H), 1.85 (m, 2H), 2.50 (¢, 2H), 4.07 (¢
, 2H), 6.99 (m, 2H), 7.82 (m, 2H), 9.80 (s, 1H), 9.88 (s, 1H).

2B (Z3) DAL
[{k43]
f1 (7
OHC‘.—@—()—((H )—CHO — COOH I)_Q_O_((H \ _(-1
(Q3) ~\111b::11\ stos (Z3)
THF/H,O
WHEMESOMIFT AT 7 A3z, Et iAoz PR EE® (Q3) 1. 1g(5mm

ol) . 2— (T aEAT L) 77U fE]. 7g(10. Ommol) . Amberlyst CEEEREAE) 15 (2
—h TR =2t L 4) 1. 6g. THE16ml, {2 X (1) 1. 9g (10mmol)
CBIOWKAMIZ N Z TIREWEL . 7T0°CTORFEEHR L TRIGSE -, ST
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[0089]

[0090]

% ROSHRZ RIS L TiAK40mIEEE L, 22V =F L —F L 70mlE
Z THIH U7z, A EBmIT o 72, Hhii e o A1, KGR~ 7 XU LE2 Nz
THEERL | IR U722 OO IR B L TR WS B D[R 21572, 2o
EAZHERR T L 10mUCH REL , S Y B T NAT LI~ N5 T 4 (753 V 07
/60, 0. 063—0. 200mm, /L7t R~ R L=2,1)
IR T, 28 TR DR A E 5L AAER0. 3gaf57. 20
[ A2 NMRTHRIE LR R, 2o AaERR, BOBESHER A EEY (23) T
bHZ DRSS (IEE14%) .

"H-NMR (CDCL) §: 1.51 (m, 4H), 1.78 (m, 4H), 2.60 (m, 1H), 2.94 (m, 1H), 3.05 (
m, 1H), 3.34 (m, 1H), 3.96 (t, 2H), 4.55 (m, 1H), 5.44 (m, 1H), 5.62 (m, 1H), 5.69 (
m, 1H), 6.24 (m, 1), 6.30 (m, 1H), 6.89 (d, 2H), 7.24 (m, 2H).

[FEhaGlalvE4 (24) DE R
(DALEY (P4) DERL
[{k44]
Bl’-(CH:)l 0-()H
HO CHO - - OHC—@—(_)—(CHE)IO—(_)H
K-COs/Acetone
(P4)
BHEFZ100mIF A7 FA2T 4—EREF R X7 L7 ER4, 6g(38mmol

). 10—7aE—1—F4/—/19. 0g(38mmol) , kEHVT 510, 5g(76mmol)
L BIOTERA100mIZ A TREHEL . 64°C T2AR MR LR D0 RS S8
oo PO T # WU T CRBEAE L L | B oM B R E 1572,

O BRSOV OmUTEREL S VBTN AT LI NS T T4 (BT
H7 160, 0. 063—0. 200mm, ALI7FERL TR~ fEiE T L =2
S DI, 22 TRONIERO DR EEA R L, AAER9. 3g&fHi,
ZOBEERENMR THIE L7 AE R A LU FIORT, ZOERNS, 2o BafEkn, =
DB PRAK — DRSNS PR LG (P4) THLHZ LR RS- (IR88 %
)o
"H-NMR (CDCL) §:1.40 (m, 12H), 1.58 (m, 21D), 1.80 (m, 2H), 3.67 (t, 210, 4.05
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[0091]

[0092]

[0093]

(t, 2H), 4.20 (t, 2H), 7.00 (d, 2H), 7.84 (d, 2H), 9.88 (s, 1H).

2)bEW (Q4) DERK
[{k45]
Acryloyl
- @_ ) ) ] Chloride (_)H(_‘—Q—(J—((‘Hgm—(') —
OHC O {CH,}jg=OH i 2 j(
(P4) Et;N, THF | (Q4)

200ml=H 77222, LR THRLNALEY (P4)9. 3g, V=T /LT I5. 8m
1, BHTO. 2mg, BLOTHF50mIZ{EA L TRz, ZOWMKEHE T, 727V
JUIEZ IR (acryloyl chloride) 3. 5ml%& THEF 30mUZIRAR L 7= % 1555 T
i T Uiz, ZDBR, =R 77222k OKIE20°C) LT AILTZ, i Tk, €OEE
OARRETI05r MIBIHR LTt . 77 A& KIBG LT, SR EHRL  SHIZERT
BIRFRIEHE L ThOSES 7o, ZORISRZIER L | JEHE S,/ A0D% frE TR IR
LCODHAEAT L 100mIZE N2 72, ZO%H% | fafnREE T Y AE# 100ml,
0. BNOHEEE100ml, FFIEHE K 100mIDNETHEIEL ., filik~ 27 %37 L THIRL
Tt VR AR R LI SRR,

O BRSOV OmUTEREL S VBTN AT LI NS T T4 (BT
H7 160, 0. 063—0. 200mm, ALI7FERL TR~ fEiE T L =2
S DI, 22 RO DIRBEA LU S EaEIRT. 5gz itz
ZDOBEZNMR THIE L7z B2 UL FIORT, ZOREND ZOW AR, -
OB AT — HITREND TR LA (Q4) THLHZEN RSz (68 %
)o
"H-NMR (CDClS) 6 : 1.40 (m, 12H), 1.71 (m, 2H), 1.80 (m, 2H), 4.05 (t, 2H), 4.18
(t, 2H), 5.80 (d, 1H), 6.14 (m, 1H), 6.40 (d, 11), 6.99 (m, 2H), 7.84 (m, 2H), 9.88 (

s, 1H).
(L& (24) DERL
[{k.46]
- : Bl -
)(])\ COOH O O JLO
C’HC‘Q_O_(CH:,MU'U = ;)_Q_O_(CH:MU'( =
Q4) Amb;rlyst 15 (Z4)

THF/H,0
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[0094]

[0095]

[0096]

BRI IR AEAES0mIO T A7 F AT B TRLNZTRIIEE G (Q4) 3
. 3g(10. Ommol) , 2— (FREAF /L) 77UV, 65g(10. Ommol) , Amberlyst
CBERpitE) 15 (r—2 =R ~—2Fh Fiii44) 1. g, THF15. Oml, HfbAX(
1D 1. 9g(10. Ommol) , FBLUMIAK3. OmlZ Mz TRAMEL, T0°CT24REMIH
PRUCROGESE Tz, BOGRE T # . BSOS U8R L Tk 100mIERA L, 22
IZY =T m—T L 50mIZ Nz TR U 7=, S i SIa T 72, Hit % o4 E 12
KBRS~ 7 D DRI A TRBRL | W U728 OB B 5L
BN D [ IR 15T

ZOBWEREE T L 3mUTIEMEL SV TN AT LI~ T T 4 (BT 53
H7 60, 0. 063—0. 200mm, ALI7FERL TR~ S fEiE T L =2
S DI, ZZ RO DR B R L, AGERL. 4g245%7-,
ZOBEENMR THIE LR, 2o B aEED, RO/ AT — LIRSS
HOBEEVER LAY (Z4) THHZE D RS- (IEE35%) .,
"H-NMR (CDCL) 6:1.30 (m, 12HD), 1.65 (m, 2H), 1.78 (m, 2H),2.94 (m, 1H), 3.39
(m, 1H), 3.95 (t, 2H), 4.15 (t, 2H), 5.45 (t, 1H), 5.68 (m, 1H), 5.83 (m, 1H), 6.11 (
m, 1H), 6.30 (m, 1H), 6.40 (d, 1H), 6.88 (d, 2H), 7.26 (m, 2H).
(MBS 158 (25) DA AL
(DG4 (P5) DAL
[1k47]

O i o
K203 -

NC (:)H Br—(C"H, )y < ] N('_‘O_ L), j
) O Acetone (CHa)y _<(j)

(P3)

WHEMEL100mMIT AT TR 4—2 T /=4 —eRadi bt 7e /—l4. Tg(
24mmol), 2— (A—7rETF)L) —1, 3—VAFYT5. 0g(24mmol) | KEED
U7 56, 6g(48mmol) , BLOTER100mIZMA TRAMEL ., 64°CT24WERH]
WU BB ROG STz, BOSKE T, JBUE T CRELA R B L a0l iE Az
iz, ZOBEEZERIGE =T LO6mUTEHEL S VDT NI TLIa~ T TT7 4 (T 5
A IL60, 0. 063—0. 200mm, AL7FERL BHIE : ~F /gL
=2/ IICEORER LT, ZE TRBIZIRIROE I B L AAERT. 5g%4
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[0097]

[0098]

[0099]

2o ZORBEKRENMR THIE L7 2 LU TR, ZORRG, 2o | EAR
. EREDOB AT — LREND TR LG (P5) THHZ &M RS L2 (UL=R9
7%) .

"H-NMR (CDCL) & : 1.63 (m, 2H), 1.73 (m, 2H), 1.87 (m, 2H), 3.86 (1, 2H), 3.9 (
m, 4H), 4.91 (t, 1H), 7.00 (d, 2H), 7.51 (d, 2H), 7.68 (m, 4H).

(2) & (QB) DEHL

[1k48]

DIBAL

O 1IN in hexane O
NC O O O=(CH>, ] —_— OHC O O O={CH,). ]
"_ ( 3)4_<0 CH2CI2 (dry) ? 4_<O

(P3) (Q3)

MAEMES0mI = N7 7R3, BHRERHR N T Ll oL g &9 (
P5)1. 5g(4. 6mmol) , BLUW/rrAZ L 10mlIZRE L TEM LT, ZOWIKRE
BT . DIBAL (1IN, ~FH489%) 7. OmlZ SR T150 M TR L7,
L%, | CORERIRERL TGS T2, Z0% ., LD 7 T F-Dl=sb  AX )
—/L (4. Oml), A% /—/L /K (1,1, 6. 0ml), BLOHEEE10% KIEHE (20ml) %
PEREL DB 2 12 FLiz, £0%, V=T o —7/150mlz Nz T LT,
I SIEI TS 72,

SR LT AR I, MK R~ 7 % T DR N A TR, IR L= ICE T T
AR L L, BN, 3g2ts-, ZOBERENMR CHITE LM R %2 DL FIOR
T, ZOFERNS, ZOWAERD, ERROBRAF — MIRENS PRI LAY (
Q5) THHLZ LD RS (R8T %) .

"H-NMR (CDCL) 6: 1.60 (m, 2H), 1.75 (m, 2H), 1.82 (m, 2H), 3.85 (t, 2H), 4.05 (
m, 4H), 4.90 (t, 1H), 7.00 (d, 2H), 7.60 (d, 2H), 7.70 (d, 2H), 7.95 (d, 2H), 10.05 (s
, 1H).

(3 L& (Z25) DEHR

[1k49]

Q O C ()()H
OHC O—(H;)—< j —
(CHak Sl Amberlystls O=(CHzly
THFH2O

(Q5) (Z5)
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[0100]

[0101]

etz IMEVERFE30mID T A7 T A=z, ER AL TR LS (Q5)0
. 7g(2. Ommol) , 2— (Z2EAF /L) T ZULIEO. 7g(4. Ommol) , Amberlyst (8
gRpE) 15 (m—24 =R ~—2fk BESL44) 0. bg, THES. Oml, ¥ kAX (1) 0

. 8g(4. Ommol) , BIOWIAKL. OmlZINx TRAHEL, 7T0°CTORFIHH L C
POSERTz, BOGHKS T BOSHZ SRR L THKB0mMIEEA L, £2icy7nn
AZ L B50mlZNZ CTHI U7z, fhiE3Iaf T -7, M % oA IR, MoKt~
T H0 DN A TR BUEIER L 72 B OB DA B L B o
[ A2 1572,

ZOREE ~FH L S HERTT L =2 105 E e L. A EGER0. 4g% 15377,
ZOBEENMR THIE LR, 2o B aEED, RO/ AT — LIRSS
HOEEVER LAY (Z25) ThHZED RS- (IE45%) .,

"H-NMR (DMSO-d6) 6 : 1.5 (m, 2H), 1.65 (m, 2H), 1.73 (m, 2H), 2.59 (m, 1H), 2.9
0 (m, 1H), 3.05 (m, 1H), 3.45 (m, 1H), 4.01 (t, 2H), 4.49 (m, 1H), 5.70 (m, 1H), 5.7
5 (m, 1H), 5.83 (m, 1H), 6.05 (m, 1H), 6.15 (m, 1H), 7.01 (d, 2H), 7.40 (m, 2H) , 7.
55 (m, 2H), 7.70 (m, 2H).

[2]EA RS B L OFEDOESY (7 1V L)

728, AR OS] L O T H L7ALEMIL PR L B0 THD,

[{k50]

()_(LH7)}_()
()—(LH-,)() .
om0 ™

I)—@—() (LH»)(-OW {(Z1)
_)J\()_((“Hq() ()/LL_ (Aldrich#t) (C1)

Q

r

(E1)

<
r

E2)

O
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[0102]

[0103]

[0104]

[FEHaB16 ] mAPER AR B L OEDESY (7 1/14)

HAMER LAY (E1) 80mg, AV {ELEW (E2) 20mg, FEHaf1 THS
N UEREMEEAMAL AW (Z21) 3. Omg, JEEABIAAITHDLT S U AF — il
AT F27 369 (Fsh4) 1. Omg, BEOFHTEER THHF C4430 ((ERLAY—
T AR D) 0. Bmghsra~F4 0. 4glEfEL, EATER SR Z L
77,

COHEAPEMR AL Z | AR B IR BAR OOHE A B T B 2 A — R (10
00rpm, 20V ICEVEBAR L, RSO CORY ML —h ETEOMR 7Y _—2 1
7otk BILFETHM LI, ZolE Hf EOBEATERBED TR SIRETH -7, =
ZTCHW RS EL A R, ITTOR A T A BAROITO M., WAL AL Al (B PE
LT3 (BR) BSE—1410) Z AL a—MILVBARL , IRE230°C THERK L T
S100nmDWRZ TR LTt T8 7Pz L 726 D TH D,

WAZ, W EBBC AT FE I R ST I | 28 SR RPH R CL KR T
N T4000m)/ em’ DIRE DN MR L CHEA MRS ERYEZ ES L, 155
N7 AV AE, R0, 8 n mTHY | ENARIECBMEI CRIEEL=L2A, 711
L5 TR ACHRL A L TS ZE 2B LTz, LT £ DU F T —TalfEidl3
INmTHY | ~AAfEIL0. 2TH-T,

ZDT AV LERE1I80COFRY NIV —h ECIRERNEAL /22 A VFT — gy
EIX126nmTHY | ~ARHEIT0. 3TH->7z, Fo, L2000 CORY 7L —F 1
TIRFREINEAL 72825 U2 T —Talflid116nm, ~ AfH}E0. 1 Tho7z,
[EHaG1 7] B SPERALR B L OEDESY (7 11 4)

ARG Y (E1) 50mg, ARG (E3) 50mg, FEMifl1THES
N UERMEESMEE Y (Z1) 4. Omg, JEABBAITHLT T A% —h il
AT F27 369 (Fsh4) 1. Omg, BEOFHTEER THHF C4430 ((ERLAY—
T AR D) 0. Bmghsra~F4 0. 4glEfEL, EATER SR Z L
77,

ZOBEEGTER I E W, FEREEI6 & FMBICL T v 2R, b7 4
IV, BEEA0. 8 u mTHY, TN RIS TR L2 24, T L8, J
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[0105]

[0106]

BRI AR L TWD e 2 fEad LTc, ZL T, £DVF T —TafHiE129nm T
HY, ~AXEIZ0. 1THHoT,

ZDT AV LERE1I80COFRY NIV —h ECIRERNEAL /22 A VFT — gy
EiX122nmTHY | ~A R0, 1 TH-o7z, Fo, 200 CORY ML —F 1
TIRERNAAL /2L 25 UZ T — a it 112nm, ~AAfIX0. 1 ThoTz,
el J R AP R AL B L O DESW (7 171 1)

HAEMER LAY (E1) 80mg, EAVEK LA (E2) 20mg., G BALAFA
THLT AT AF— AT H 27369 (FHA4) 1. Omg, BLORmTEHAITH
HFC4430 ((ELAY—Z 4 (HR) B 0. Smgksra~F4 /0. 4glTiiEL, BE
PR B AL A 24572,

ZOEAER SIS E A, FERFI6EFRERIZL TT 4V L5, fFHNT-7 4
IV, BEEA0. 8 u mTHY, TN RIS TR L2 24, T L8, J
BRI AR L TWDZEZ gl LTc, ZL T, £DVF T —afHiE127nm T
HY, ~AXEIZ0. 1THHoT,

ZDT AV LERE1I80COFRY NIV —h ECIRERNEAL /22 A VFT — gy
EiZ42nm THY | ~A XfEiE14. 9ThHoT,

[l 2 J B AP ER AL B L O DESW (7 171 1)

HAEMER LAY (E1) 80mg, EHAMIRELEWY (E2) 20mg, IR MHEEZ RS
WEAMALEY (C1) 3. Omg, HEEHIGAI CTHLT NTAF — AN T F 2T
369 (Fidh4) 1. Omg, BIOSAETENEAR THHFCA430 (LAY —x L (KR) )
0. bmgzt /a4 /0. gL, EEVERS LR 24T,

ZOEA VRS Z A FHREHI6 L [RIBRICL T4V b5, fh 77 4
IV, BEEA0. 8 u mTHY, TN RIS TR L2 24, T L8, J
BRI AR L TWDZEZ gl LTc, ZL T, £DVF T —afHiE132nmT
HY, ~AXEIZ0. 1THHoT,

ZDT AV LERE1I80COFRY NIV —h ECIRERNEAL /22 A VFT — gy
EIZ8InmTHY, ~AXfEIT0. 1 TH o7z, Fiz, IBE200COREY L —k BT
TRFFDINEAL 72824 VAT — v al Eid8 1nm, ~AXfEIZ0. 1 Tho7z,
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[0107] [l 3] EA MMM B L OZEDOESY (7 1V L)

HAMER LAY (E1) 50mg, MRS (E3) 50mg, HaIEE RS2
WHEAMALEY (C1) 4. Omg, EEHGAI CTHLT ATAF — AN T F 2T
369 (Fidh4) 1. Omg, BIOSAETENEAR THHFCA430 (LAY —x L (KR) )
0. bmgzt /a4 /0. gL, EEVERS LR 24T,

ZOEA VRS Z A FHREHI6 L [RIBRICL T4V b5, fh 77 4
IV, BEEA0. 8 u mTHY, TN RIS TR L2 24, T L8, J
BRI AR L TWDZEZ Rl LTc, ZL T, £DVF T —1afHiZ137nmT
HY, ~AREIZ0. 1THoT2,

ZDT AV LERE1I80COFRY NIV —h ECIRERNEAL /22 A VFT — gy
EIX109nmTHY | ~A A0, 1 TH-7z, Fo, 200 CORY 7L —F 1
TIRERNAAL =L 25 VF T — 3 aAfiX90nm, ~1 XfEIZ0. 1 TH-o7z,

[0108]  LREFEMEAI6, 7 LB ~3DFELDERUTTT,
[0109] [3&1]

DET =gl (A A )
AR—=tpL 180°C/1h 200°C/1h
FEHEASG | 139 (0.2) 100% 126 (0.3) 91% 116 (0.1) 83%
FERaET | 129 (0.1) 100% 122 (0.1} 95% 112 (0.1) 87%
Frige {1 127 (0.1) 100% 42 {14.9) 33% -
brEG{FI2 132 (0.1) 100% 81 (0.1) 61% 81 {0.1) 61%
FEBGMES | 137 (0.1) 100% 109 (0.1) 80% 90 {(0.1) 66%
[0110] RUTRENDINC, AR O HiEEESHEL S THLLEY (Z1) 2& T
BRI HAFD T2 7 4L A, 180°C / 1hIBLD200°C,/ 1Th_—7

Bz R SN RN /A S

ERIZNTEY, Fod

HIMED 22 L TNDZED 0D,
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