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2- T ZE-1-[(3-((1-FRFE-1,1- ) H)-6>- 57 T 25 -Bk oK -4- 25 ) F
F1-4- BRI S FE - 1 H-BK IR -5 (4H)- B

2- T 2E-1-[(3-((1- R - 1,1- — P EFE)H)-3- L - A -4-55) 5 ]-4-
BRI IR - T H-DK AR S (4 H)- i ;

2- T 2E-1-[(3-((1-RE-1,1- Z FERE)YR)-6-FE-FKE-4- )
F1-4- SRR B EE - 1 H-BK Menbk-5 (4H)-

2- T HE-1-[(3°-((1- 3R 2=-1,1- — FE ) $R)-3- F - Bk -4- )
FE1-4-BE PR L EE - TH-BK MR -5 (4H)- i 5

2-T - 1-[(3~((1-FREE-1,1- — I F ) 5)-2- B - IR R -4- 2 ) T 5 -4-
WEBA 3 - 1 H-BK MR -5 (4H)- B ;

2- T H-1-[[2-[(4-(1-3R F-1,1- L A L) R B )-6- AR - M 5[ 3,
2-b][1, 2, 4] = Me-5-FE] FF B ]-4- 02 B [ FE - 1 H- DK PAEBRR-5 (4 H) - ;

12
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2- T H-1-[[2-[(3-(1-FR FE-1,1- — I J5k PSR 35 ) R 5 )-6- P R - M JF 3,
2-b][1, 2, 4] = M-5-F] I ] -4- B IR [ 3 - 1 H-BK PRI S (4 H) - 5

2- T FE-1-[(37-((1-FR5E-1,1- — L H L)) 3- T - IR R -4- 2 ) T 2 14-
WE IR I - 1 H-BK M- 5 (4H) - ;

2- T -1 [(3-((1-R F-1,1- — F 5 H B0 ) 400 )-4>- T 25 - B 3R -4- ) R
F£1-4- 8RR S - 1H-IK IR - 5 (4H) - B 5

2- T EE-1-[(B-((1-FR ZE-1,1- — F B H 3 )3R0)-3- = 38 Y - B AR -4- 2
F1-4-BRPF R FE - TH-DK IR -5 (4H)- i 5

2-T B 1-[(37-((1-FR FE-1,1- — 5 F 3E)30)-3- il 226 - R R -4 - 2k ) T B -4
R R I 25 - | H- DK MR- 5 (4H)- i ;

2- T EE-1-[(B-((1-FRZE-1,1- Z L H R )3R)-4°- T - B R -4 -2k T B J4-
WEEA [N - | H- DK MAERR - 5 (4 H) -

2- T 2E-1-[(3-((1-(PY Me-5-FE)-1- £ 5 FR ) 50)- B 2R -4- 25 ) B K )-4- R B A
IR - 1H-BK PEIER-5 (4H)- i ;

25 AEAAYIIRRIESR | B 24 £ —BUTIRHILED -

26, L), HAEDE S F TR M a5 B — AR ESR | &
24 FREMALGY), FOT 5 —FaRE TR VT 6 M 4L 4 BB
ERLE B

27. 49 HEY), A LW EZNEFTRITED—MRMEXR 1 &2
24 FE—TFTR ML EY), HE—FECETMEE THIRLEWES
- UK 2y
- BREER
- [ AR 7 AN /B R AE [ I o
- P I 2y B R I 25
- P /PR 2
- UL

13
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- P

- TR LR R

- HTiB)7r ’ARBIBKTh RN 2 I 254
- Ty

- 1M 2

- HT 877 BOARIR I B U R

- I 5K AN/ BT R M 2

28 BUFIEESK 26 8L 27 MIZyMALa4, KA T 5ERMESMEHRIF K
fE FERRR MLARRERS . BOAKBEFAEREAL. O MEER. AERHE. R
Foo RVEBR . REBFERARPL. AR, EEMN/EH TR
A0 I RS

29 AUFIBESR 26 5%, 27 MIZSAEY, HF T 6T I ASRepe A/ak & L )5
30. BURIESR 1 2 24 {F— TR 10 5 A —Fib & W0 2E 4 T ya 7 AR
Y SAEAR IR B BE IR ILBGRERS . SHAKORREREAL . O I 0 .

JEREAE. RILE. RMEH. BRERIRG. MeZmR. FEM/
B T BRI S A0 U XU O 41 A P O S

14
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B HIBR MR B AT IR

AR K 2 BURBK MR ER AT A . BEENIN A SY L R HE
T, REEANMSPERSIFRAE. KRG K &1XEA74
VIR T 1%

ARK\NPFERM AR BT T ERAVSINIRES FXE. KK
B H4L &9 £ 31 PPAR GE AL D BOE 2 BUE R, 4570 & PPAR
BoEMER, UAMERTKE I AT ZEETIER. RARAFHDN S FH
it T 5 g AN RE 2R AU 2R SR/ B R R R RIR VR TR B A A
JRR L

BT EN1H PPAR BB R, Ak BRILE YT T-5 B8 BRI/ B0 26
AR R AF SR B A b PR JERERE . I AGREAS . BRAIERIVEST, LA
JORE T B S A O ML XU R e 1 2 B DSBF) . 240 PPAR (. vFI8)5
XA F F(Kota BP 5%, 2005): MR EAIKISZAERKIEAE, 540 TR
(fibrates) BUMEMELE —FH2K, M THH A T X LR VETT (Lefebvre P 4,
2006), ¥ H HATAF PPAR W5 Fl——& Bt 1 BRI G B I s 71 5
PY—BRKETF KA TR XK. PPAR FIREHE =AARRIMELR
%MJ PPARo.. PPARY. #1 PPARS (11#% 4 PPARR), % B B4 [FHIZEE i,

XEZRET R EEREFEREK, H5REERPRA/EE N8R
A B 5 158 ABOE - |

A, ARHMAEY S B RKE AT ZAMR. MEEKEI
—MHER-MEEKRERSE (RAS) FEAR\BK, BEXNIMERLEZ.
I K E 1k B IME SRR 1B E BKKETEACE)KTIE, ME
Rk F ILEIS RIBER A AT AT2 F%5 SR = A AR (de Gasparo
M 4§, 2000). AT1 Z4&T 24 MFESEMEERE 0 HNEEAEFEA.
AT1 ZAREB0E B BOE A A 0 B BRI R i s . A, Fgie
WA

AR BB e R FT LAY, H P PPAR/AT14% Jo/E FALEE A4 56 K

15
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FIvRITHERR. BEPRF. IEREAE. IMfERERS (LDL (IRFPEARE ). MHERE
FHM="F. {& HDL JEFRF (HFERED) SFHRMEKFAR. &
1 & & R A 5 10 L A& B Kl F(Mensah M, 2004), HAFANME S TE A0 I

XL B K 7 R R IE GRS N 7E 2004 5, EEEKIEERT,
HR 7 FEAMAAMITRZG Y. VURRSRZ04) . F0 e H i = I8 S 4 i A
PERF BT IR T 43.6% AR, s ML 228 T 30.1%H) AR (Fox-Tucker
1, 2005). 4FAE Fah ik E A RO T 140/90 mm He) & i H B 6 Fb
SFRATIRYT . RUERF). P RHWTHR), M8 5K R AR BRI F5HIF
MR B o-FEETF

sk, ENZFRAEFETRERE R, FlankE. ALK
MR R E. FERREFWEEM: FTXERRNRNFEEEE
AL RS . B, HAE O I R AR KU D7 T B A R B AL

S 48 [E Br 3 Bk S FEAE 4L ¥ & ((International Atherosclerosis Society,
2003), LM R R TWAAEFKF LT LR HERBETERPREHR
WAT . FELMELRBFZOMR. Mok, Mo EABIKERR .

B, XEBARIER T M AZ KB 738 IRk .35 5D O 5 0 RO
L%, HHB\R T RIERGTT H S EE T AR LB, FRO
MERFNERERMENNER, XEMFERTE.

H A7 IR Y7 SKug — 7 T T ER& & T 4 Y LR A R Ma e ke R &
(Morphy R #1 Rankovic Z, 2005), HEK ] ge5E™EMREEH G,
I It P DU R AR T 2R 288 0 T WU B9 XU (Denke MA, 2003)), F3—7
H7ETFFRIXFER Y. KL NN =0 Z%5) 114,
FA T T RS A —FE A 7 G 2 H R R XM AT A
PRI o I8 0098 FR XU 3 o VF B R B & PR DL BE R iR L B RIVR 7Y
(M AGRERS . BEIRISE).

PPAR #BhI FHILE BKE I ZAKBHRYHEE L8N AR H
R . BRAERIIGARIT SR, 7E s I s v H v = B i A8
FE i DURF AR MY 4B BR & T T A L Th BE B 58 e s> T ZEARIE )
(Koh KK %, 2006). U JURFIEALT-FUF & KR 11 85 5 M i LR 7E />

16
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B B R (Vera T %%, 2005). THH1E WO 2004/017896 & T PPARa/y
BN AT1 M8 RK R Z AR HNEES, THTRERE. RE5aiE
LEIIVRIT -

Benson % (Benson SC %%, 2004012 F|EL A B ME B E I Hpitt
FiFI X BE PPAR BBhFIHEREI S FH TR AMSSENIS. &k,
ERFIME ERE I FHIiEFEEETE PPARy (Benson SC, Pershadsingh
HA, Ho CI, Chittiboyina A, Desai P, Pravenec M, Qi N, Wang J, Avery MA F/l
Kurtz TW, 2004, Kurtz TW, 2005). Z3N4EHF T PPARy, KE/~H PPARa
5 PPARSHISLIE . WML — WA(PPARyIIBN ) BN T-2E 2 7K b 1 i %
SRERMMES, HiBTEFRD AT1 AR RIEFE S AR B2 A=
SEHSRMGIMEER. sIOREELRGRTER. RN BT 31T A
i (Kintscher U %%, 2004), & F]HiE WO 2004/060399 F1 WO 2004/014308
R T B PPAR BEhFIMIME Bk & 1 2Rt &4, HE
PR DA SO B RS B B AR PLER S I O TR T 7 T NG

BT E1# PPAR #3IF/AT1 #EHEH, AxAFERK S FXIT5H
R ORI ESS ZEEL AN /B 5 I A SR R AR 8 S AE AR SR RAE . BB R
7 MARRERS . SHBGEREREIL., O MEZR . EHE. MLk, RERR(EE
S, BRI, WETHRIR. BESENET, UEBEREL
I RS 1) A AR o AN % IH ()AL B 00 T I A R R /8 v L R (G
5 I ERE RS A 56 B 0 5% 1) T I s R /B8, 5 88 PR 9 A S BTG 5% K & 1L ) ) 1)
VETT LA N

X H AR B EE A K LI, AR EARE T FERA
(D EIDK IR 2 BURAT A4

X
2 X;

R3 Z X1
R2 L1 X4
N;YiN\X/ Ny
R
@)
HrAp.

17
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Rl RARARTEEEE . hedE. ez, bk, M. B, 5%,
TR IRITEBIINE

R2 1 R3, MFEAR, MIMFREETEpEE. HE. RE 37

B# R2 # R3 7] 5EA T EE B B B

Z RZEBRIR T
XEZFFHAF 12 6 MR TFHRINESRE X ErRTFHEF 22641
Bk SR B B bR A
L1 FoR:
(i) e, BL
Zu

i) &%, |
i) R e XK RADERE:

D

X1, X2+ X3+ X4, A1 X°5, FHEEAR, LRSS EIR
F. NO, fE. Ko e, GEE. Ptk F5E. FHEbiHE. -OR4. -SR4,
-NR4RS5. -SOR6. F-SO,R6 £H], BLFFI, Hrp X1, X2, X’3. X4,
X5 2—RL2;

L2 R7R: ,

(i) e, =L

(i) I (CO),

(i) HAEBRT, B

(iv) TEHE (CHy);

W X EHF 1 AMBRETF, L1 L2 e E IR RIS

X1, X2, X3. X4, F1X5, MHRSAR, BRI EET
NO,. FE. fF. Fpedk. IHEE. 3k, . J7HkiE. -OR4. -SR4.
-NR4R5. -SOR6. E#-SO,R6 FEHF]. Z4¥F. BR-Y-E BIFH, HAF X1. X2,

18
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X3. X4. X5 ZEFK 2> —R2-Y-E BEA;

R4 F1 RS, MFASAR, MR RAER TSGR, b, G,
KL, JHEE. SELRA. YIS, B

R4 f1 RS AT 5 ENFTERNER F— &I BHR;

R6, BARBCRERAT, MOrHhRRGEE . Mpedk. mak. i, TE.
FEpE Ik BAREE

Y RABABRIARMTEFE. EEF RIREF. B8R T, SO, SO,.
SeO. SeO,. Bt NR, HH REBERERT. Bt Mhedk. A, i,
Ak, SELTE. BRI

E Ronfedk. e, A, SiEs, HEA8ASHE 1 8ET
AN Y1 ZERAHY—NEE T W ERER,

Y1 RAREEMRIEF. BNR BREH], REFSARTEREE. Fhed.
WFE. Ik, . BUSERE, fR SR TS

W XKN: ,

() # B (-COOH) B B (-COOR4) . #i fig (-COSR4) . Bt Jiz

(-CONRA4R5). fRARELIZ(—CSNR4RS). JE(-CN) 744y, KX

(ii) R LB 2(-CONHSO,R6), BL

(iii) rgmg, BY

(iv) FeEm, B

(v) % (-SO;H), B

(vi) (-SO;R4) T (—SO,NRARST AW, B

(vii) Bk B (—CONHNR4R5),

R4. R5. F1R6 w1 LATid;

CATR R BIR A SLE TRt GEXTB R MR, STELRAA) . SN
RS, JLARHE. BRI, &, kEY. By, EERBR
RIEREY

EARET, RigmERBEE, BB, B8R, XAKE
ORI, BURESREUCH, BB 1 & 24 MREBEF, HRIE 1 £ 10 MRR
FHIWPE, 2%, ERE. RAE. ETHE. BTHE, SUTE, T,
REE. FRE. FoE. 83 aE).

19



200780035207. 0 oM P 3E6/329m

RIBHERIBIMEMWERE EEEL—NXR), HE2EHN. X
PRI B A, BURBIREURE), BF 2 2 24 MJEF, iz 2 2 10
MFEBRTFBIWNCIEEE 1-RIGREE. 2-IWEZE. - TIEE. 2-TH/RE. 1%
B, 2-RIEE. 3-HE-3-THE).

RigRE ZIAMAMKEE (BEEL—1E8), HEEHN. X
WEIEFRIRI, BARBUERIARE, BF 2 & 24 MRIRETF, ML 2 = 10
MRRFBIWN CHEE . AR, 2-TsREE. 1-THREE, 2-TH3k, 1-k
B, B 2-BUREE). |

RiBeE 2 R il AR F (M) SRR o F I EsE . RiG<hed”
SN TR SCRIRNE N BlmFEE. Z28%. FREAERE. REEAE. E
TEE, RTEE. HTEE, ATEE. HDEE).

Rt R RE TR F(RBE)EEE S F R ERE. KB
XN FRISCA K E X . B, ATLLSHERMRE. Z/mE. ERmRE.
BRI, ETHE. RTHRE. STHRE. FTHREMCORE.

RIEFHERIBARB AR S EE, HERF 6 & 14 MR T
B LAEAR, FEAREERD - IMRERRET. iR BE. BRRE. KA
B, BEERE, HEMHETRNO)IR. ik, RIEAKAKITHEIEE
I R (Bl 1-ZRE Y 2-253E). BRI, 2-. 3- BR4-BRERE).
B, 3R, FRERARBCRERI .

REHRFERBEF —AHETMEDE. 0. FEMRIR TR
REBERAKTTEE. SRR, FHIREEL>—IRERT. &
(n_ERTE ). BEE. TR, A E (W e ). SemE (e X),
BREEEEAE. BN, FATLCAS|IEMLRERE. REMREE. mEnEdt. nhMIt
(pyrazyl). =MEFE. MEAEEE. mEmMpIL, DRPRIL. (1,2,3,)-F0(1,2,4)- =P
MEERAL. MEREIL. DUMBEL. BRMHIE. WEMIL. FREMREL. BEMIL. RAEM
. FREM I,

RIEFHEE R B H R ER R . RiB<pek fedy 5
SR F /T SCA I S FERIER 22, T AR

RIBZH RIS LI . REME . RS RIER, H
RBARBCRRAK, BE P EETARET, SImE. . M. 5A

20
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e, BN EDS—NRISCE XHst . mE. FE. EE. 3kt
MALEE KRR FRAC. FFRtEntnet. Rmist, My, FREmMIt,
ME ML BRI, FIFORMREL, MGIMREL. SRIFRRMEIL. BEM =ML,
AL, IRAEEE. WRMEZEE. 2-SAR-URPE-1-%E. A0 2-FA-mEngbe-1-5.

RIEH eI R AR R, HEZBRERBURE, HFIEAHF
¥, —&EE 3 ZE 24 MRREF, HiE3 2 10 MxIRT. HEEFH AR
WO, BRE. BREE. B TE, R, KA E(norbornyl).

ARG 1 F RN RN, HRRARBURIAK, fJURAER
H—ANREF BIWE. . RHERT), WK, AR ERE .
WA LA R, SR, BT E.

RIBHE"ZIA. B A,

FEAREF, TR gAML

it IFERA T IR, FARERDL—ARIRT. ik B
ek, I, BE. MRBE. REE. ERE. B, RARE, SEH
FENOYE feEUR. FEIk, HmEMURERLE, FHlREFMARE, Fi
#-CF3.

X #REHER 1. 2. 3. 4. 5. B 6 MRIETFHIRERE X RrE
SEELE 2. 3. 4. 5. B 6 MRIR TGRSR E.

KR\H—A BRI KRB0 EY), K L1 RrAEFWTE
XHI AN -

y
Hed X1, X2, X3, X4, F1X°5 WHiSCrE Lo
i, XOLEWESE L1 ZH, frid L1 238250 2 XiRd0):

21



200780035207. 0 oo 1 3E8/329m

(D)
Her X1, X2, X4, F1 X5 Waisepre X, M X3 #as L2 ZH.

ey
He X°1.X°2. X4, F X5 RS T IHEE §B(-NO,); =% F 2 (-CF3);
A, A, BikeE, TR, ZEREE, M X3 £#5 L2
FH .

€1y)
HP X1, X2, X4, X5 RARARF, X3 KnxL2 EH.
KRHE 7 —HEE BRI &, Hp L2 K.
AR —MCE R 7 A E XA &8, Hrp L2 RoR3tirgd, m
L1 Za LB X ADEH] .
ERFEPER, L1 R EFrE XHRADER, M L2 R T X
TR A . BRI, ARBAW KBNS

22
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Ry 2

'1 X' 2 X1

e

I5 X' 4 X5

(IID)

Hr1R1. R2. R3. Z. X. X1, X2. X3, X4. X5, X’'I. X2, X’4, f1X’5
WIRTSCATE Lo

AR R — T REROLEW, b L2 REEE (CO).

RE—AMEER G, AKRPYEEROLED, K L1 X BT
E X ADER, T L2 RaRkEE(CO).

EZEMREM, L1 Xrw e XHRXADER, L2 #aExd T X
KT R HIERE (CO). Bk, RRBEW RBERAVNED:

(Iv)

H R1. R2. R3, Z. X, X1, X2. X3. X4. X5. X’1. X’2. X’4, f1X’5
RTS8 Xo

AR T — ﬁmﬁﬂ’mﬁﬁ&ﬁf(nwﬁw Hp L2 RZrERT. B
RigHh, Ak EBROLEY, Hb L1 2w ERre XH DR,
i L2 REIRT

EZEMEH, L1 Raw Bpre XHRADER, 1 L2 RN T X
AFILE IR F. Bk, AKRPYERER(VILEY):

23
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(V)

HrA R1. R24 R3. Z, X, X1, X2, X3, X4, X5, X’1, X2, X4, 1 X’5
WHISCETE Xo

AR B R — g W R BXOLEY, i L2 Ronsia 7. &
RiEH, AR\ REXOLEY, HF L1 FZnw b XHRADEHE,
M L2 R R FEN R EREARTRIET).

EEZEREM, L1 Rpw e XHADER, L2 XXy T X
b F XL IR R F (EAL P BR B RIBR IR ). Bk, A& B KB (VD)

WE:
R:ﬂ(z . . L] n=0,1,2

(VD)

Hr R1. R2. R3. Z. X, X1, X2, X3, X4, X5, X’1. X2, X’4. FIX’5
AT ST RE X

AR A —RIER TS REAOWEY, HF L2 R EFE, B
frikith, AKBWEEXONEY, HP L1 Raw LRrE L AnEEH,
T L2 K- I

HEERE, L1 Rrm e XHAADER, 0 L2 Roatxf T X
AL XA FEE. B, Ak REA(VIDLEY:

24
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(VID)

Hrf R1. R24 R3. Z. X, X1. X2, X3. X4, X5. X’1. X2, X4, F1X’5
WFTSCHTSE Mo

AR AR 7 — MR T T LB, Ho L1 Ronttired, m
L2 Wi EArsE M.

ik, AR ENONEY, HP L1 L2 FRRA L0,
JFHEFH X B — L ERR T

Rk, AR EE(VIDLEY):

R; 2z X, X2
R27/—<N g Q/xs
(VIID)
Hrad R1. R2. R3. Z. X. X1. X2. X3. X4, 1 X5 waisxxprE X, ¥
B X gy scire R U ERIRT .
AR S —MEFR W EAROWEY, HP L1 R T e X

(IDZEHA:

(D)
Ha X1, X3, X4, F1 X5 WEIsCAreE X, M X2 o L2 #H].

25
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prigh, KOLEWEF L1 27, frid L1 ZFEEF 0T € XHA):

X' X'

D
He X1, X3, X4, M1 X5 FREREF, X2 Rx L2 EH.
KRR 7 —IEE LEAOWED, Hrb L2 RZoRdtir.
ARBEH—AMLER Y BRI &Y, HP L2 #RILMiE, m
L1 Fwn b XDzt .
BEEMREM, L1 R Epre X@DZER, L2 s T X
AL F AL A e . Bk, AR EEROX)LED:

(IX)

Hrh R1. R2. R3, Z. X, XI. X2, X3. X4, X5, X’1, X3, X4 f1 X5
WS o
AR B — e R TR LE RO &4, Ep L1 BT E XH

RIX)EH:
SN
X'

(X)
Hep X1 X2 WmErsepreE Lo
i, KONEYEF L1 #H, frid L1 ZAAEF 0T g XHAX):

26
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SN
=
X'

(X)

Heh X2 T XFrE N, T X1 #aL2 ZEH.
ik, XOWEWEE L1 ZH/, frid L1 ZEBEF W F € XHHEX):

S—__N
=
X'z

X)
Hep x2 ZHE, M X1 #Rp- L2 ZEH.
KPR S — I REXOWEY, H L2 Zrdthri.
KR\ — MR T Y KEAOLEY, Hb L2 Zondtird, m
L1 R b pre X RX)ER .
EEFEHEM, L1 R Eire XHRXOER, X1 Rx L2 ZH],
L2 ZEF S e, Hitk, AR REAXDLED:

‘RZ

(XT)

Hrp R1. R2. R3. Z. X. X1, X2. X3. X4. X5. F1 X2 wiwj3cfrsE Lo
ARFF—AN B8 REROLED, RREJD). IV)s (V)s (VD
(VID. (VIID). (X). Bi(XD), H Rl Rapidk. gk, B, RE, 55
B, R1RpEARBORBCHIEEE, EHEHE EUEREA 1. 2.
3. 4. 5. B 6 AMRETF. R1ATLUE AT AL B 245 F IO H BRI IR

27
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B, R1 A[RNEHRERHMARERNRA TR, RTH, o2& §
. A, BFRE. EEEMRER, RIRRFTE

AR F I —A B4k 8 KB ROWEY, B FHES ZAID). (IV)s (V).
(VD (VID. (VI (X). BY(XI), HAF R2 FR3, MHEIEAR, iR
AMUERA 1. 2 3. 4. 5. Bl 6 NMREFIGE, S05ERE, SEH
H R2 f1 R3 54 &Mk —RERIS, HNEEEEE 3 2 8 MKRT
M. B R2 # R3 H5ENFRESHBMTERIIFA R ER 3. 4. 5. 6. 7.
ok 8 MR T .

BEfUEH, R2 M1 R3, fHEEARE, MSLHFERSER T, P 4E
L ARAE, B3 R2 M R3 514 a M —EERESR 5 86 MrRTH
W, R RAEI O

AR AN BT R LEROWEY, AR &), IV). (V)
(VD). (VID. (VIID). (IX). 3(XD), HH Z RR-ERETF

KR —NBEAEFEY RERONED, BRI &), (IV). (V).
(VD). (VID). (VIID). (IX). B(XD), Ho X Rk, HPE#AEH 182
AR, PRIk IEER

AR —ANBAEHY EXOREY, BRI XA IV). (V).
(VD). (VID, (VID). (IX). By(XD), HH X1. X2. X3. X4. 1 X5, HH[F
BAR, MOIHMEBERERT. IERTF (REREED. i (LR E.
ZE. BTED. EE MMEFEE). B (CN). fHE (NO,). BUWEIE
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TR 5

A EDREAN, ATRNIRE, SRR EEAAN
R RH ) TT BT H % |

IRYE 7 —Fh & %, RIBASE AN ZRRBTE, RN H
o, A (XX ) S - T oA 8 XKD Y fe 2k R R Be—— 3 R,
R2.F1 R3 #n_E 5 O H R°0 SRR ke 4E(C1-C4), Hl & BAX VDL EY,
HA R1.R2. M R3 W ke X, 3 HHEH Z RAFIRF(Bemhart C, Perreaut
P, Ferrari B, Muneaux Y, Assens J, Clement J, Haudricourt F, Muneaux C,

Taillades J, 1 Vignal M, 1993) (5% 6).

R, R P
N Ro, Ro RZH
HN)S‘/ 2+ 0 ! E—— N _NH
2 1.0 _ [
0 'R1/C\O’R° I
(XXI) (XXI1y (XVI)
TR 6

H+ R0, RI. R2. F1 R3 W1 ks XAyl XXDFAXXI A1) 2 7
B, AIRNLIRAR, BT iR R AU B B R T BT ) T AT

RIS =T E:, BT Rl W ke X H Hal B R E. HIER
J5 738 (XX A BEEE 59 5 Ho 4 R2 A1 R3 40 _E g XA 2 (XX & 2
BERZ B RN, & ERXVDAEY), HP Rl R2. R3WEEX, HZ
RAARTOTE 7)

Ribﬂ/ NH, Q k2 H

N 0 Rl/ © \Hal N Y M
Rl

(XX1) ~(XXHD (XVI)

TR T
HA R1. R2. F1R3 W1k A s (XKXDF (XX & 40 2 B Y,
AT NIk, BN IR R A AT R B R R BN B R AT
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RXVID &1 il &

FEAGEFBEEARNRBRAAEREZMHTOTE 8), MHENXXIV)
&Y, H X, L1, L2. X1. X2. X3. X4. F1X5 fi ke, &EH X1,
X2. X3, X4. B X5 HED—DE Y-EBER, $H&BERXXVIILED,
HA X, L1 L2, X1, X2, X3. X4, F X5 W ke, #HF X1, X2, X3,
X4, B X5 WEDS—NE Y-ERER, FHEP LG RrEEEA, Fi
K%, AAMRREFHEART, SEBEBLE, BRI P REEE R
5

X2 X2

X3 X3
X4 X1
/L1 X4 /L1 X4
HO~ x \Lz Xs LG~x \Lz Xs
(XXIV) (XVII)
E SR

BEA LG-EHEUMAXXIVa)ylb §——HHd X, L1. L2, X1,
X2. X3. X4. F X5 WHIXFrE X, X1. X2, X3, X4, 8 X5 HHEHE
b—A g Y-HBER, YRAIERTERIEF FR 9)—Z HH RN,
PRBBERXXIVILEY, HP X, L1, L2, X1, X2, X3. X4. f X5
BT E X, #EF X1, X2, X3, X4, B X5 WED—AE Y-ERER. B
W OB KR, ABREMRERER E FER; HH LG RrEEE
H, Flanik e E@E. ], &), HETERGEEER AN & S 58TEL
FITFAERIE T FREBE R L A, 8 0 R I AR B R R R 2L

A CAAATE @ R AR 5 B 2 7005 AT LG-B A 486 SO
Wik RETRAGM & P, &5 LB, WERM. LiF. B2
FH 2 FR IR R VA 7)o IR R R T IS E AL IR B R £ (I Bk PR A B
IR frfE Tk T, XL RN A LAZE-25CHA 250 CZ [AJ AR T ik
-10°CHAE M S 2 [ FRE B R AT .
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XZ X2

X3 X3
X1 X1
/ L1 x4 + LG‘E' / |_1 X4
HO\X \Lz Xs HO\X \L2 Xs
(XXIVa) | (XXIV)
IE

R(XXIValb & ——H# X, L1, L2, X1. X2. X3. X4. F1X5
FEX, ER X1, X2, X3, X4, XS WE DA Y-H BEH, HF
Y RAEBETF—RRMM, AIENIRTE, BRIz A 1R
NRBAPFIERTHI S

XFTRXVIDE &R, ik —2 5 R4k

SHFERXVIDLE—HF L2 Roadtmgm L1 #RoaRaAnst
F, H# X1, X2, X3, X4, F1 X5 W EwEX, ks ass
EEHIN A Suzuki R (Zou'Y 4%, 2004).

STl RXVIDL &Y —H b L2 RRERFEGUR 7T L1 Bom
KRADER, HP X1, X2, X3, X4, X5 W bkwX, Frifi
SAFEREBIN A REZEARR M (Sawyer IS &, 1998).

Bk BR 2k 354 BN ] Friedel-Crafts & W R IKEBERXVIDLE
Yy, Hb L2 RoRgkEM L1 FaXADER, HP X1, X2, X3,
X4, F X5 kg X

PRIE A s R BRER BN A L2 RoaHeEm L1 RaNADEH],
Hb X1, X2, X3, X4, X5 W b5g Xl (X VDL & g 8%
WJE N, LIRS H A L2 RoRTEFEM L1 #aaNADER, Hd X°1.X°2,
X’3. X4, F X5 ke XWX VIDLED
KA AV B %

FEAGS T B ARNRBINEBEANFEENERT, KXHHEK
(XXVFTEY—H S X6, X7. X8, X9. Ml X10, MEZHARE, M
RAEHKERT. BREMBREEZER. NO,. IF. . e, HE.
Peib, IS, FFHESEHE. -OR4. -SR4. -NR4R5. -SOR6. -SO,R6. Z%FF,
Hrp X6, X7. X8, X9. 1 X10 Z—# RG R NEE, HlinxE. WL, 3
MREE—S5 B XXXV F R EY—HT X1, X2, X3, X4,
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X5 wp bEEX, L2 2L H RG R YA 4 5 38 B R —— SR
1t Suzuki RUBECR N, RIETFHITE (LFE 100, 7 LMRIEHERIHIE
BEAMEY, HP X, X1. X2, X3. X4, M X5 mEbe X, #HA
X1, X2, X3, X4, 3 X5 fEL—/ 2 OR4 £, FAFHERENFH
B, L2 ®adtmrg, L FaRADERA, Hi X1, X2, X3, X4, M

X'5 w ke S
X Xz
) 7 Xg ' X, y X3
R3 Z « 3 R3 z X1
Rz Xg 1 R2 L4 X4
NN~ X ) + X4 - N N~ X/ L5 Xs

I 10 RG~ L2 X5 R
1 1

(XXV) (XXVI) (Ib)

HE 10

WA B AN RBP4 T mE=RLMEFEET, B
ITERI)VE—H A L1, L2, X, X1. X2, X3. X4, f1X5 1 LsE
X, FEFA X1, X2, X3. X4, B XS FHED—AZFERENM ORS ZEH K
FHEARRN, aJUMEI AR KA EMLEY, HP L. L2, X,
X1. X2, X3. X4, X5 ke X, #EHF X1, X2, X3, X4, B X5 (&
HS—ANEFRFET OR4 £H
XXM E Y E 2

RAEHF R1L R2. R3, 1 Z 401 b5 @AV AFATEFIER
(XXVIDFTAEY)——H A X, X6, X7 X8, X9. M X10 kX, LG &
INEEER, FlInEAKE (M. R, SO)BEEARSIEEEEAR N 5B
35 A AE T AR5 an AR R e 2 B R R B e —— 2 (A R 21 486
Tk (WFFE 1D, REFAERRAEXNXXVNEY), HF X6, X7,
X8. X9. M X10, MHEHAR, MR REAHKERT. BREIREE
Bl NO,. & hedk. Fipedt. MmEE. I, HE. FESE. -OR4. -SR4,
-NR4R5. -SOR6. -SO,R6. Z%¥F, X6. X7. X8. X9. M X10 Z—RHH
R R A SRR R Y R N
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X7

X X
Ry 2z X ? Ry 7 Xe
)
Rzﬂ R27/——< Xo
LG Xe —_
N NH + ~x Ng N~

\r X40 Y X X10

Ry R

(XVI) (XXVII) (XXV)
HE 1

A ARG S B AN BB 2 Fh o7 KRBT R 8 & e N . DLk i)
FRETREG WM -G FEE. 45, B, INEWRR. 2. - FEA
B T IX 2R R N TEVE A S AL IR E R BR 2 (DR R S BB R 8D
T #AT. XL N AT BAZE-25°CHI 250 CZ A HIIRE T . hik-10°C R
70139 75 22 1) FRIELE R BEAT |

RXXVDFAXXVIDIL E——HAF L2, X, X1, X2, X3, X4,
X5 tn b XHH X6. X7, X8. X9. M X10, MMFEAR, FIHFR
SHRNERT. BEMBEERER. NO,. . . Hhek. B, R,
FHE., EEEE. -OR4. -SR4. -NR4R5. -SOR6. -SO,R6. ZR¥F, X6,
X7+ X8, X9. F1X10 Z—# RG RN, FlulxE. WL, SR
AL &Y, AR, BRI A @ B R A 7 B 1k
HATHI %

P P 13 A
Cpd= &Y
Ctrl = X1&
Ang. 11 = MEEKR 1
P= ZhikE
-  mpk =mg/kg/H
- LDL-fHE® = KZERER HERE
HDL-RHE R = &% B G & B e [E i
- VLDL-JEERE = HR{% 3 B A 25 1o A g
B 1. BIEA KR RLEYIE] PPAR BEM B AR SMEOY
15 IS 4T R SR LR (COS-7), BTN BEEEHY) Gald HxBTHY
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DNA % & Z5 #3575 7] PPAR KRG AR ) 45 & S AU LI R B 1 I e 3R TR
M, {ESMTHr PPAR HOMGE.
7£ 0.01 A1 100uM Z I8 5B T 5F Gald4-PPARa y. FASHR & fRJIR T

RUEY . ELELXHTHNEFESET, BrREYE TR RICHN RS
SRz AMILE., FRETFES, R EYEAR PPAR BUHME R
R .

K la: 7 0.01 F1 100 pM Z [E B FE T Gald-PPARo M

Gal4-PPARyHk & AR A R AL &9

&l 1b: HXHTA KRB EYH PPARoF] PPARy (AFRIFIE) ¥

JEPE R EC50 (uM). ECS0 X R T 3R18 8 KNV 50% I H4L&

YR E . EC50 %, ARFMWEDX T AR

& 2: ARIEAR\EUEYIIAMEEKE I AT SR (7§45 5 K51
P

FTAFFHER R T ARKHRHEY 5 NILE RIKE 1T AT Z AR
RS bR S G N T ELEIFR NS REAR T ER)
FETNENREENIERFRELEEZANER. X TEMENAS K]
LAY, WEBUE L TR B . 1C50 R 50% K2 Mo AL
WY R R)VEAFTHRINEYIRE. 1C50 B, Fridtb &YX T AT1 %
(LN Y ey

& 3a F0 3b: RIEARKIHRMLEYXTI0EEIKE T AT1 2R FETIHI Y
() SE A JE 4 A PR
FRATFHI R G 45 8RR Ron i T V60 %M 30 bk _E Ry A L& K 5k

% 11 AT1 2RSS FISHE AT IR A R &Y 1. 21, 53 F1 80
RN .. BT ENSEESRELEDFESHBERIK . 4R
EEIRE X RNERE 7 RS,

Bl 3a: 0.3, 3 130 pm AR BHEVIRIEBIFNENE.

& 3b: 0.3+ 3 130 um KA KR BUEDRIFETDENE.
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Bl 4a & 4f: WRHEA I B IS0 00 B AR T 3 ) 44 A1 PR A
T EAHMEEA E 1 E2 WA A AN/ BRE2/E2 /D R)FERTEN
AR BRI A YD B3O |
FEHAARRBPREY ORIGTT-C R )G, EILlERE E2/E2 /MR
BRI 3% A E A H i =K. XESHS A ESIMGRAA RS
YET MDA BN ST LR Tl ERNER S HARRLESYIHE
HEAHW. DU EATHFERE BN .
&l 4a: FLL 25, 50. 100 F0 200 mpk M FH 4L &Y 1 V8T 7 KRG
1l 25 A ] 1 7K~
Bl 4b: AL 25, 50, 100 F1 200 mpk i KIAEY) 1 RI7 8 RIGH
1 3% H i = BE 7K P
30 38 o PN B A 0 B SR A LR b K ig TURR /B R AR R BE R SRk, TP
MAKHAMHLEDH IR . N TFSEREF G THALRN 36B4, TxT K
2L 18S) MIRIEKFE, XNEEERREKFHEITIRHEL. RETHE
FESEF, RMAENE 5 (R KA RG-S Y-S KRS )0 B 4115 2] 1)
FEXHERFMEZRMLE . FERTFER, FridihayRdHriEE
KR . B RN % LR A5 BT BE
B 4c: HLL4 A3IE (25, 50, 100, F1 200 mpk) FEFRLEY) 1
Y697 7 RJ5 PDK4 (A B & R S B i 1) R AR A 4) 7E B2/E2 /) R
AR )RS
- KE4d: HLL4 AFIE (25, 50, 100, F1 200 mpk) KL EY) 1
YBIT 7 RJE ACO (BrAE 5N A FALER) 7£ E2/E2 /D RIFAH AT KR
ik
& 4e: HLL4 DHIE (25, 50, 100 FA 200 mpk) JfiF &) 1
1697 7 R Ja ApoCII (B8 F H C3) 7F E2/E2 /M RATHL P IR IE
& 4f: FHLL4 AHE (25, 504 100, FA 200 mpk) HiHKEY) 1
1897 7 RJ5 PEPCK (JilE N IR B R AR Bl 7E E2/E2 /) U AL
i () RIK
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& Sa & Se: 1R#EA KRB EYITE ApoE2/E2 /) iR, B P Jig 4 JoR ) 44 A VF

fir

FERFHIEEA E § B2 RSP AEN/D RE/E2 P R)F &N TE
A K A D IR
TERARHEL S O RGT-ER2ZJE, EMASRH E2/E2 MR
B R E A W =K. XESHSE RN ESIMCRAARPE
YIVeIT BB 2N SEOT IR Tl EME R H A RANE YA
EREW. LR ENI RN .
- K 5a: FLA10. 30 F1 100 mpk i FHBIHEY) 21 VEFT 7 KI5 HIIMM K
A [E B 7K
& sb: A LA 10, 30 1 100 mpk i H FIEY) 21 V65T 7 RIETEANE]
1 3% A B 5 ) L ] B 4 A
B Sc: FHPA 10, 30 F1 100 mpk A EFIMb-E4) 21 V87 7 RERILK
Hl = EE K P

63 o B P2 4 v o e R A/ B R A M B R R ik, TP AR

AL B Y TE RE R FERUAE T R E TN X T 5% 36B4 FEFE I RIE
KT, St I E M RIEAKFRATIHRMENL . REWTEHESET, BAEME 5
KK A Y05 S A XS 50 i X A 15 B AR XE 9 S 3B 2 18]
tbZ., ZFESEFERE, TRLEDREFHERREREZ .. BEERE
N A SR A S B S

& 5d: FILA 10, 30 F0 100 mpk MEA BIL-EH) 21 1697 7 KJ5 PDK4

(TR MR i S B B 1 [RI F R 4) 7 B2/E2 /b R AL iRk

[ Se: A LA 10.30 F1 100 mpk KA B &4 21 Y897 7 KI5 ACO (B

i A SRS 7E BY/E2 DRIFAL T ER

&l 6a % 6h: X} db/db /> BBFEATHRYEAS I B B 4k -9 B0 0 R s AR P i 2 5
42 2 R4 .

Wik EA R AREY O iRGYT 28 KGR EHERE. HM=E Kk
W& MR A AR S A, RN ARSI, XESH
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5 HX BB CRAAR & WiaIT KI3hH))18 211 S 80817t Frill 2
Mz AR S YD BRAR AN LA AT % ok i FR AR B o
6a: FH LA 10, 30 #1100 mpk HiF A4 &) 1 V677 28 RJF ()M H%
H i = FE K
[/ 6b: FHLA 10, 30 #1100 mpk A K& 1 i8Yr 28 RJ5 HILAS
7}(—\:|z
&l 6c: FHLA 10, 30 A1 100 mpk A B &) 1 #8677 28 R HIHEIN
6d: fLA 10, 30 #0100 mpk HEFH I &) | 167 28 K ()l &%
=0 .

B B 7 A K i A/ B R AR R R L, ALK
B B4 & WI7E RE R FE R PL R NE P K DR X T 575 36B4 ZERIHRIX
IR, ST&FEE R RIEAKPIFATIRENL . RETHEESE T, BIHEME 5
KK EYE S RAEXHE 5 )R i X7 B4 18 2 59 A XS E 5P 3948 2 (8] 1
&, ZESETFER, AP REFHERREIERSL . BFELSRE
NN B AL A 18 B K F 3 SE .
6e: FAILL 10, 30 F1 100 mpk ji A FI-E4) 1 Y897 28 KJ5 PDK4
(75 B P S B B ) [R] PP Y 4) 76 db/db /) BRAT R BRI
6f: FLL 10. 30 F1 100 mpk Ji F k&4 1 ¥8JT 28 KJ5 CPT1b
(NBREERI B BEBE 1b) 7F db/db /D AT A F R RIA
- HE 6g: HPL 10,30 1 100 mpk JiH BIEY) 1 Y697 28 K5 ApoCIll
(EJEEH C3) £ db/db /D RATAH LR F KR IE
6h: LA 10.30 F0 100 mpk j#i F 454 1 697 28 KJG FGb (4]
PR B4 7E db/db /N BRJFA LR P HIRIE

B 7a 2 7i: MRYEAS A B B4 S YT B AE M R B AR S VF
EARALED D IREST 28 RG2S EE R Hwm=E &N E
RAEEPENRERKF, BRFNARE LSRN . XESHS
RN WICR A R WAL & V06T B 300)18 22 B AT U Pl & 2= 57
ARSI FEIERON . LAR e AT B & AR BT R
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K 7a: FI L 100-mpk B9 EY) 21 1897 28 K B3 H v =8
IKF
K 7b: H UL 100 mpk FEF B4 59 21 657 28 KJa (I 57K

- Bl 7b: AL 100 mpk FEHHEY) 21 65T 28 R/FHISE M

- B 7d: HPL 100 mpk A H4LEY) 21 1697 28 KJa R & 2

TR U B AR AP 2R v K g R A/ EpE R AR B R F ik, iPr AR
HUESDERREFRBFAETRNETRIIIN. N TSEER G THAR
7 36B4, MXTTHEEALR N 18S) KIRENKTF, XT&ZFKFREKFHAT
L. REVEFEREF, BEXNE 5@ RAKAEDEFRAHENES)
A AR ZNAANER FREZ MR, FRETFER, dis
YR EFEREBL . BAGRRT AN B L LR AR FHHERE.

P 7e: FH LA 100 mpk HEF ML &9 21 3657 28 KJ5 PDK4 (NI
P S BRS R [F A AL 4) 7E db/db /> BATALS R RIE

7f: FLL 100 mpk KA 4k &) 21 697 28 KJ5 CPT1b (RBE
HEEEEE RS 16) 7 db/db /D BUHF LR FRIE

B 7g: HILL 100 mpk JEFH L&Y 21 69T 28 K5 ApoCHI (HiiE
H#H C3) 7 db/db /M RIFHA P HIRIE

B 7h: FHLL 100 mpk JiFH @A) 21 3697 28 RJ5 FGb (T 4EE H
& B %%E) 7 db/db /N BFHALA P HFRIX

& 7i: FLL 100 mpk K BILE 9 21 897 28 RJG PEPCK (Mg
Hi B B R SR I B )7E db/db /) R B RE T Y 22 P 3R IE

] 8a = 8b: A Mk At A IR il B B K 3R 1 5 L S B 4 AT
- Kl 8a: Wistar KIRFEEEFMEZKZ N FHLEY 1 (1. 3. 10,
F1 30 mpk)EAK N VEIT T BBk (PRI &
PA mmHg RAHEGRRRUIEEAERAAKARNEDENE
(I3 Bk & |
Kl 8b: Wistar XREEEMEZKE O HFHKEY 21 (1. 3. 10,
A1 30 mpk)F Bk X VG T B 3h ik R (P 2
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LI mmHg RRHIERRRUEEFEEAARAROLEDENE
3Rk IE . ‘

- E8c: EESMAMEEKEI (LL 50, 100, F1 200 ng/kg iifH)
FAALEY 1 (20 mpk)FRBK AR IT T BIBh Ik & Z(AP) K &
DA mmHg RR4ERRRNERWAERME N IERKE 1T #HK
W45 25 JE B 1 CE I s I R )FAZE LA 20 mpk #R Ak 4 it A A< &
Bk 0 T BB ) 2 I O B KR 22 -

9. 10, 0 11: RIEAR BB AV COLERT M B AR M

B 9: FLL150mpk M FI4L-&4 1 1697 14 RJEHIIIE H i =Hg/K
j’Z

XL 2 7K 5 5 B3GR A R BR G- 038 9T B30 40)13 B )
KT B Z RN B A K A BERE RN .
B 10a: 7E 355 M6 F 1ML 55 55K 22 11 (50 ng/kg) Z. BT, X AIAL-&4 1 (150
mpk)¥A¥T 14 KK SHR K B3T3k E(P) U &

LA mmHg RRMERRREIT 14 RENERISNKE.

- E 10b: 7E=WKIELLFR KPR M8 B9k E 11 (50 ng/kg) 2S5, TEH
&4 1 (150 mpk)iGJT 14 KB SHR K B #4730 ik & 2 (AP) &

ML mmHg RN RR RN ENEEME N EMEERKE NSZ )50
B E RS ILE)Z BRI sk EZ .
Bl 10c: 7E = JREESER Bk YA 5 3K 2 11 (50 ng/kg) 25, 7R
&4 1 (150 mpk)IGJT 14 K SHR KR BT EZ (AP &

LA mmHg FRHERFERMBHAEZME S MERKE I LE4)5
& K& (8 & )2 B S 3k EZE .

B 11a: 7ELL 150 mpk A BIEY 1 ¥6IT 14 KJ5 ACO 7E SHR K
BAT A 1 RIE

- [E 11b: 7ELL 150 mpk MiFAMI4LAY) 1 ¥8F 14 KJS PDK4 7E SHR
K RATH A HIFRIX

e 2 F R FIXKE, RIEXTT 5% 36B4 EFHRIEAX FEEMR

IEIKSERHAT AR
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RETHFESE T, BHENESERHRAS YT S ES) M B
ST A BB AR FHEEWLE . ZFESE TS, idiaw
RFEHEAREML . BREGRE S NHSLRARINTYERE.

12: EISEFAR K BAE YA TR PMA HIIE T S 4% 40 B i) MCPL
ik, PRAMTEM AR BB W B R MR

I B A K Ak A AL TR 24 /NI SRR PMA (BRURER 12-AE
HIREE 13-LFRES, 5S40 MM AE R RN E AT ) B 40 BRI 434431 3k K
THP1 HiZ4 A MCPI(EZA B EA-)D W, AR ALEWH
PR . MCP-1 FIRIEFFERE, BRRFANEYNE RIERNVEZ .

- H12: A 10um AR HNYEYETT 24 /NS THP1 HA% 40

H () MCP1( 58 1% 40 B s A0 B 5 - 1) 70 Wk

B 13 i & A A Ok B4k S A B 3 LPS R HUVEC (A5 ## bk Y
A1) MCP1, 1L8, VCAM 1 ICAM 5k, RSMFH A K B4 & 1)
BEMER lpg/w LPSEZHE, HRRAMAM)MLEE 24 P
HUVEC (A Br &k A B2 41 2) i MCP1 (A iz 4 gt B B-1). ’IL8 (B4
BANE 8). VCAM (MLEMMEE )W, P AKHLEDRITIRA
o RERICY T WFEREL, REPLEYINERIERNVBEZ .
Bl 13a: A 10um MIAR\LEDIRTT 24 /NG HUVEC HHY
MCP1 43
B 13b: 7EH 10pum F1 S0pM A K B4 & 407697 24 /N & HUVEC
FR ) TL8 4334
B 13c: 7E A 10um F1 50uM HIA K BH4L& 1677 24 /MY & HUVEC
H ) VCAM 433
B 13d: 7EH 10pm F1 50uM B4R BA4L & 16T 24 /Mt fE HUVEC
H1 i) ICAM 431

it i
502 BT 25 HT(ANOVA). HEAT R FZTH IO SEH BFSE. 1R
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WS p FME, RIEXTBARERRGER: p<0.05 (BFE*); p<0.01 (BFE**;
p<0.001 (B ***),

'TL'BE [

T 5 SE it 25451 15 BA A & BRI AN BR il A 2 B .

FERX LS, Xt AT I A AT AR AT . 1 S MP) LR
REAH, FEBRIESEUN, ENELELSRMLEYUNER TEITNE.

T2 A B (TLC) M BB I HPLC (R Z80BAR (i) 32 = B AL L

TEPE HEBUR (58 fAE) BT A 4N B B (IR

it ESI - MS (BB 5 B F 0 F- ) B, MALDI - TOF (& /504 Bhif
SRR/ B FAL-RATIE D), AT B 4T .

TETALEE G, 7200 B¢ 300 MHz T, 123 NMR i, FriRsifibia#)
T8 — 34T DMSO-dg CDCl; BL I EE-d4. T 548 54 F T/
Treit. s Fondld, d RBRPE, dd RAWENSHE. ddd FRWMAX
B W43 B 1% (dedoubled dedoubled doublet). t B/n=FEIE. td RR=FEXN 5
Z41¥ (dedoubled triplet)s q K/ EIE, quint R EIE. sext FR/NEIE,
m R~ % EIE T, £ I (massive).

LG, S R RRER I — AP R

FE1A: EOCKHAEEMNRE( AR)MARSESHRBREMK I K LR
o RNIEEYWTE OCT B 96 /IS, KI5, REVEHETTK BT,
HE-SCHEE TR H. TET AR L E B (ethyl imidate
hydrochloride)7Ti€, FF7E 20°C FH ZBEEE% . 75 P,Os E7EF, TETF IR ae
T A

HiE1B: FE0CKAEEHBEO LE)IMARHSRSER@6.3 JZE)BEMEL
KB . RNIBREPAEZR THAE 18 /M. RNBEWERE TEK
HAET RSP TR |
S, LR ER LB bR
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fﬁlH HCI
\/\/C\o/\

FRNNE, R EHRO—RPBOTE 1A), HI&BRBERK.
KR 76%
IR: vC=N: 1650 cm™
NMR 'H (DMSO-dy): 0.87 (t, 3H, J=7.3Hz); 1.23-1.35 (m, 5H); 1.56 (quint, 2H,
J=7.3Hz); 2.62 (t, 2H, J=7.3Hz); 4.42 (q, 2H, J=7Hz); 1117 (s, 1H); 12.11 (s,

1H).
THBM.2. ZTAMZEHR
NH  HC
ACo™

WK, R EXHAB—RPBROTE 14), H&RBEEHKR.
W : 27% '
MP: 112-114°C
NMR 'H (DMSO-dy): 1.15 (t, 3H, J=7.3Hz); 2.38 (s, 3H); 4.42 (q, 2H, J=7.3Hz);
11.10 (s, 1H); 12.12 (s, 1H).
SEHE1.3. NI R ZE R E

TR, EREHRN—RPROTE 1A), HI&REEHK.
R 29%
NMR 'H (DMSO-dq): 1.18 (t, 3H, J=7.3Hz); 1.27 (t, 3H, J=7.6Hz); 2.62 (q, 2H,
J=7.3Hz); 4.21 (q, 2H, J=7Hz); 11.20 (s, 1H); 12.02 (sl, 1H).
SHEFI1.4. T TR B R

lﬁlH HCI
A
TR, B EXHRN—RPROTE 1A), H&REERK,
WER: 31%
MP: 74-79°CNMR 'H (DMSO-dq): 0.87 (t, 3H, J=7.3Hz); 1.27 (t, 3H, J=7.6Hz),
1.62 (sext, 2H, J=7.3Hz); 2.60 (t, 2H, J=7.3Hz); 4.42 (q, 2H, J=7.6Hz); 11.19 (sl,
1H); 12.11 (sl, 1H).
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LHEF)1.5. 3-FET TR LAEHRE

NH HCl
pY.
\O/\

I 3-FETH, #%REGHERN—8RPTROTE 1B), Hl&RBE0HR
Ko
K#: 99%
NMR 'H (DMSO-dq): 0.92 (d, 6H, J=7.6Hz); 1.18 (t, 3H, J=7.6Hz); 2.04 (m,
1H); 2.51 (d, 2H, J=5Hz); 4.42 (q, 2H, J=7.6Hz); 11.42 (s, 2H).

LHEF]1.6. ANEF WE IR OB SR

R R R, @B LR —RPROTE 1B), fl&alatn
Ko |
R 83%
NMR 'H (DMSO-dg): 1.10-1.21 (m, 4H); 1.23 (t, 3H, J=7.6Hz); 2.22 (m, 1H);
4.39 (q, 2H, J=7.6Hz); 11.10 (s, 1H); 12.18 (sl, 1H).

SLHIBIN.7. 2-FRE LT ER CEEEhER

i 2-FKELKE, BEEXHRN—RSROTE 1B), Fl&REEH
Ko
WE: 96% .
NMR 'H (DMSO-dq): 1.30 (t, 3H, J=7.6Hz); 4.02 (s, 2H); 4.40 (q, 2H, J=7.6Hz),
7.24-7.42 (m, 5H); 11.82 (sl, 2H).
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SEHB1.8. 2-(Ewy-3-35) 2 W &R 2. Be th iR &6

= NH HCl
ngg\o/\

i 2-(EW-3-F) O, R EXHRBRR—KRSEROTE 1B), H# R
HERR.
W 99%
NMR 'H (DMSO-dq): 1.26 (t, 3H, J=7.6Hz); 4.02 (s, 2H); 4.42 (q, 2H, J=7.6Hz);
7.12 (dd, 1H, J=4Hz, J=1Hz); 7.20-7.50 (m, 2H); 7.52 (d, 1H, J=1Hz); 7.59 (q,
1H, J=3Hz, J=1Hz).

SEREB2.  HEEREREN—RIER

£ OCTHEERR (1 1E)MAREGENE (FENLE), HHR
EY TR RRBATIER . REZHIMALRBR . ERIFHT B RN
EY) 12 NI TEWUE T IRGE R NRE Y, R LEBEMAEAE Y. IR
BRW W, FH B
EHEBI21. 1-BEAWHRR P B R

0

HO H,N  O—

AR ZRRAN TR, HEE PR, FlEREERnRK.
WER: 91%
Rf (& FHe/HEE 9/1): 0.5
MP: 157-159°CIR: vCO: 1742 cm’
NMR 'H (DMSO-ds): 1.68-1.84 (m, 6H); 2.04 (m, 2H); 3.71 (s, 3H).

EHERI2.2. 1-BAEARHRK LERERRE
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FHARERMNLEE, ZETR—RPR, HEREEHnK.
KR : 82%
Rf(ZEHH/HFEE 9/1): 0.5
IR: vCO: 1736 cm’™
NMR 'H (DMSO-d): 1.22 (t, 3H, 7 Hz); 1.70-2.13 (m, 8H); 4.17 (q, 2H, 7Hz);
8.83 (s, 3H).
SEHER2.3. 1-2 &M CHRR R P AR

.
HO  H,N O—

R -FERCORRBRA TR, KRR —RPR, flIFRE K.
KR: 69%
Rf(ZRFHe/HEE 9/1): 0.5
MP: 210°C
IR: vCO: 1741 cm™
NMR 'H (DMSO-dy): 1.38-1.97 (m, 10H); 3.73 (s, 3H); 8.82 (s, 3H).
SEHER2.4. 1-HER TRTF AR

MO
. HCI HoN 00—
A -2 ER TR, RER—RPE, H% Bt

W 81%
Rf(ZE HEE/HEE 9/1): 0.5
IR: vCO: 1746 cm™
NMR 'H (CDCL): 1.70 (s, 6H); 3.80 (s, 3H).
2.6, DL-2-2K 5 H &M F Bk sh iR b

HO  H;N  O—

il DL-2- & HZRAM F B, ZHRATE — RS BHATHIE
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W : 67%

Rf(Z& HFH/HEE 9/1): 0.5

MP: 207-209°C

IR: vCO: 1742 cm™

NMR 'H (DMSO-dq): 3.69 (s, 3H); 5.23 (s, 1H); 7.43-7.55 (m, 5H); 9.17 (s,
3H).

LHEB2.6. 2-FFHE-2-ZFE TR FES b AR £k

/Q{O
HCI HyN

0
/

T 2-8E-2-Z T RR R, AT — S BT 8%
W 47.5% |
RE(ZHHFHE/HEE 9/1):0.5
NMR 'H (DMSO-d¢): 1.01 (t, 6H, J=7.6Hz); 1.97 (q, 4H, J=7.6Hz); 3.80 (s,
3H).

STHGI3. 14 DK PR ) — R 5 R

BT RSP T, o 3P R R R h IR S N s AR B TR
HHAZEFHRER. GIESNEMBRETE, FERETER. MR
Ba(1 HE)M ZH R LER(0.06 XE)ER T MATEAREE(N 48). RNVIE
EYERR TR 6 It BAEVERBETER, FHRBYEERET
BT .
S 3.1. 2- B 3442 B TR - 1 H- B M4EWK-5 (4 H)- B

0

T -BERRRER R IR E (e 2.)MZLER OB R
HEEr) 1.2), HEATR RS BHITH S FYUEEREITEN (B
W " HEL/HEE 982, RIGRE 97/3, RIGR 96/4). KET=Y), HE M.
W 20%
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NMR 'H (CDCL): 1.60-2.15 (m, 8H); 2.16 (s, 3H).
SE%3.2. 2- 7. FE-4-BB IR R HE -1 H-BK I -5(4H)-
<} 0
N < NH
A 1-BEA SRR PR LS 2. HOAHIERR LH5E 8K
LB 1.3), REETR—BPBETH & . FYERERITEN Gtk
W ZE B/ HEE 982, SRJGER 95/5, ARG 90/10). KB, hmK.
K. 20%
NMR 'H (CDCL): 1.34 (t, 3H, J=7Hz); 1.75-2.04 (m, 8H); 2.50 (q, 2H, J=7Hz).
SETE13.3. 2-TH 25-4-B2 3R 1R EE - | H-BK Pk - 5 (4H)-Bd

O

N;NH
] 1-BERNHRR P BRI Ll 2.0 T EER LA H R
R 1.4), ZEAR—RPBHATH & HOEERETEN Gk

W ZR /R 08/2, RIER 973, ISR 96/4). KB, k.

W, 32%
NMR 'H (CDCL): 1.05 (t, 3H, J=7Hz); 1.75 (sext, 2H, J=7Hz); 1.80-2.02 (m,

8H); 2.49 (t, 2H, J=7Hz).
SEjEf)3.4. 2- T H-4- B R R - 1 H- DK MeRbk-5 (4 H)- B

L
' N?NH
I 1-FERRRR T ERRRE CEHG 2.)MREAR LB
HELE 1.1), RERR—RPBRHITHIE . mOLERETEN Yk
W ZEFE/REE 95/5). HAEY), hmiEk.
WE: 88%
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Rf(ZEH Lt/ HEE 95/5): 0.25

IR: vCO: 1725 cm™

NMR 'H (CDCL): 0.95 (t, 3H, J=7.3Hz); 1.4 (sext, 2H, J=7.6Hz); 1.66 (quint,
2H, J=7.9Hz); 1.80-1.94 (m, 8H); 2.46 (t, 2H, J=7.6Hz); 9.38 (s, 1H).
SLJ13.5. 2- T Ke-4-82 IR O - 1H-BK Mepbk-5(4H)-

L
‘ N;NH
R 1-EES IR P IR (e 23R TSR LB R
HBELHA 1.1), HBATR—RPBEHITHI S mYLEREITEN iR
W ZEFE/FRE95/5), IERBANAEmEK.
K. 49%
Rf(ZS bt/ HEE 95/5): 0.25
MP: 123-125°CIR: vCO: 1732 cm’™
NMR 'H (CDCL): 0.95 (t, 3H, J=7.3Hz); 1.39 (sext, 2H, J=7.6Hz); 1.40-1.73

(m, 12H); 2.48 (t, 2H, J=7.6Hz); 9.32 (s, 1H).
L] 3.6. 2-T FE-4, 4-— F -1 H-BK MERK-5 (4H) -

0
i -2 &R TRFEERREE CEHf 2.4 ERR LB R (5L
gl 1.1), LR — B BHITH & . YLRERH#TEN QR =
FHBYFEE 95/5). KRB, HAimE.
W 28% |
Rf(ZA FHE/FBEE 95/5): 0.25

IR: vCO: 1733 ¢cm’!
NMR 'H (CDCL): 0.94 (t, 3H, J=7.3Hz); 1.32 (s, 6H); 1.39 (quint, 2H,
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J=7.6Hz); 1.65 (sext, 2H, J=7.6Hz); 2.46 (t, 2H, J=7.6Hz); 9.64 (s, 1H).
SEHE]3.7. 2-T FE-4-FE 5 1 H-BK MEDR-5 (4H)- T

Q
N;NH

i DL-2-2 2 H &R FER Hh B 2h (St 2.5)M R LR PR Z Be Eh R
CEHEB) 1.1), HEETR—RPBHEATH & . mYLEREITEN (GRlR:
R R R 95/5). BT, NEBBMK.
WE: 5% |
RE(ZHAFHe/HEE 95/5): 0.25
MP: 211-220°CIR: vCO: 1732 cm’™
NMR 'H (DMSO-dg): 0.92 (t, 3H, J=7.3Hz); 1.33 (sext, 2H, J=7.6Hz); 1.65
(quint, 2H, J=7.9Hz); 2.57 (t, 2H, J=7.3Hz); 5.13 (s, 1H); 7.20-7.70 (m, 5H); 8,

66 (s, 1H).
S 451 3.8. 2-57 T H-4-02 PR I - 1 H-BK MEk-5 (4H)- B
0

3

R -EEAAHRR PR SRR (e 2.)f 3-FETEERSL
Feib R ER (S 1.5), HBETR—BPBIITHI & . FHELERFEITEN
Ve : & he/FEE 98/2, RIGRE 97/3, RIGRE 96/4). RE=Y), A
FEIH.

KR 39%
NMR 'H (CDCILy): 1.32 (d, 6H, J=7.6Hz); 1.61 (m, 2H); 1.71-1.96 (m, 8H); 2.10
(m, 1H).
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SEHE3.9. 2-FE R4 BBER R HE - 1H-K Menpk-5 (4H)- B
< J (0}
NH

3
i 1-HE AR PR RS (LA 2.1)M 2-FHEZTWER L
FEERBR AL (SEHER 1.7), HMATR—BOPBSATHI%S . LT B
(UERRW: —S bt/ HBE 99/1, KGR 97/3). IR\ Y), AHEBIM,
K. 28% |
NMR 'H (CDCL): 1.74-2.07 (m, 8H); 3.75 (s, 2H); 7.22-7.41 (m, SH).

L1 3.10. 2-FR A 25 -4- 4B 3R [ 25 - 1 H-BR MR -5 (4H) -
<J O
v Ni”
i - AR AR SRR 2 (oWl 2. DA REFTER L
Be b BR AL (B 1.6), FHERATR —B T BHITHIS . UL ERETEN
(PR : S P/ HEE 95/5). A=Y, hmk.
W 31%
NMR 'H (DMSO-dy): 0.95 (m, 4H); 1.50-1.84 (m, 8H); 2.12 (m, 1H).
SEE53.11. 2-(WENY -3-55)-4- BRI R JE - 1 H- DR MR- S (4 H) - W

O
NH

N

e

S\

FH 1-BEARRGLRR PO CEle 2.0)F 2-(BW-3-£)2 T
HIR LBE R ER (LM 1.8), AR —R P BHEATHIR . YLK
ITENT (BERR: & B/ EE 99/1, R)G 2 97/3). K157, A,
WK 21%

NMR 'H (CDCL): 1.78-2.05 (m, 8H); 3.85 (s, 2H); 7.02 (dd, 1H, J=4Hz,
J=1Hz); 7.20 (d, 1H, J=1Hz); 7.38 (q, 1H, J=3Hz, J=1Hz).

90



200780035207. 0 oM E17/329m

SEf13.12. 2-T %-4, 4- = Z. - 1H-Pk Metk-5(4H)-
0
ffH 2-FF-2-2F T BRFERERER L (LR 2.6)F LI ER LR
ERCEREE 1.1), BR8P BEITHIE . TYERERBITEN BE
VE: 100/0 2 98/2 B S FHke/HEE). 3RBF=), Mk,
K. 43.3%

NMR 'H (CDCL): 0.76 (t, 3H, J=7.6Hz); 0.93 (m, 6H); 1.4 (m, 2H); 1.74 (m,
6H); 2.25 (t, 1H, J=7.3Hz); 2.52 (t, 1H, J=7.7Hz).

a4, HIS BRI — D R

RIETHIE, ETEEMNN-“REKRGEET, &H 2-FEARF
FeFl A G pEEE UL R N, il be B ER AL 4 -

TERHESAT N, N-ZREK (1.1 ZB)EM TN (10 HE8)H.
FZAHIE OCHIBRZEMIMALET 28 (1.1 18). R)5, BWENA 2-
FHERR (1 48)ZHAME-70C JBEYTE-T0°C R HiHE 15 440 7E-70C
TEHMASENZIARTEY 2 H8), ABRNEBEEYEIRHNEE
B, B 20 Nt ARG, B0 HC12N LUK BB ME pH, KB ZER .
MR ERAERUKE . BIZRHEKEE, SmBmT5%, JIE, IHFER
ETEK. RBYEERHBTENT.

SLHER4.1. 2, 2- T FR 5Tl [ R R s
'\/\><n/°\
(0]

i 2- IR P ER 1, 3-ZIA K, R ER—RPBEHITHIS.
T BAERHATENT (BB O . RE~Y, AERHEOM.
W 79%

Rf (G Oke/ LR ZBE 98/2): 0.32
NMR 'H (CDCIL): 1.20 (s, 6H); 1.62 (m, 2H); 1.78 (m, 2H); 3.15 (t, 2H, J=7Hz);
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3.69 (s, 2H).
L 4.2, 2, 2- - 8- - R F

o]
A 2-FERBRFERFR 1, 6-Zl 2k, HER LR —RPBRHBITHI%.
TP AEFERHATEN (Ve H ko). RE™Y, AL,
WE: 82%
Rf (P e/ LB LB 98/2): 0.43
NMR 'H (CDCL): 1.15 (s, 6H); 1.10-1.60 (m, 8H); 1.8 (m, 2H); 3.19 (m, 2H);
3.65 (s, 3H).
SEitif4.3. 2, 2- — FA HE-3-FL- T R FP i
| O\
=Y
i 2-FENRFEM AL, B R —RPBEHITHE. E
YIGTERIHAT BT (BER: H Ok, RERICH/ZRLEE 9/1). RE
P8, TR
W#: 51%
Rf GA 48/ LR ZBE 98/2): 0.45
NMR 'H (CDCL): 1.35 (s, 6H); 3.35 (s, 2H); 3.72 (s, 3H).

SRS, R E CERUDN PR

EREER 2-GREFRE)LHE, RN TR HIER LERNY): ik
W ERE, RERLHEERIEE R,
BB At

& B A1 HEMESERRUATEDER( SE)E LT RER
IINBRER SR HO BV . R MBS WTERIG T 12 /it REVRANEZ
B, HIN SREERIL, REHLRLEEER. SINENELRRET
B, JFFEMIETERER. REVEERGETEN.
kA
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SERTHEIB M SRYM=FB (1.2 YAB)EMT -EF K. RENE
EWMIEIMAER (12 HYB)ZEAHZE 0C. RNIBAWERTHH: 5 i,
RIGTERETFTEER. REVESRERIHTEN.

S5, 2-(2-(2-1R ZEE) R E F)-2- FE WK LB

5.1.1 2-Q2-Q-FRELE)FEE)-2-FENK LE

HO (o}

M 2-2-FE ZF)EMA 2-IRF TR LHg, %R iR — R E BT
% . PR RERGETEN PR b LB LB 70/30). R,
AT .

K. 68 %

Rf (PR 24t/ LR B8 7/3): 030

IR: vCO: 1733 cm™

NMR 'H (CDCL): 1.23 (t, 3H, J=7Hz); 1.65 (s, 6H); 2.93 (t, 2H, J=6.2Hz); 3.85
(t, 2H, J=6.2Hz); 4.21 (q, 2H, J=7Hz); 6.68 (d, 1H, J=8.3Hz); 6.93 (t, 1H,
J=6.4Hz); 7.05-7.19 (m, 2H).

5.1.2 2-2-(2-IRZEH)KEF)-2-FENRK LB

Br o}

M 2-Q-Q-F R ZIE)YFER)2-FENRLE (el 5.1.1), #%HE LR
— IR BT R % . REERITEN (R b/ LR LB
95/5). IKAGF=H, AL,
W 33 %
Rf GR Wbt/ B8 ZBE 9/1): 0.40
IR: vCO: 1736 cm’™
NMR 'H (CDCL): 1.22 (t, 3H, J=7Hz); 1.65 (s, 6H); 3.19 (t, 2H, J=7.9Hz); 3.62
(t, 2H, J=7.9Hz); 4.22 (q, 2H, J=7Hz); 6.66 (d, 1H, J=8.2Hz); 6.92 (1, 1H,
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J=7.3Hz); 7.15 (m, 2H).
SEHEI5.2. 2-(3-(2-IR LB )R EF)-2- WK L
52.1 2-(3--FBELE)EHI)-2-FENK LB
O

HO\/\OO%O/\

M 3-Q-F2F ZFE) KM 2-IR 7 TR L8R, # R EIR— R EP R#AT
4% PEMAERERGEITENT (BEN: 5T/ LR CBR 70/30). R,
T |
K. 71 %

Rf A2t/ LR L8R 6/4): 0.45

IR: vCO: 1732 cm™

NMR 'H (CDCL): 1.22 (t, 3H, J=7Hz); 1.57 (s, 6H); 2.75 (t, 2H, J=6.7Hz); 3.81
(t, 2H, J=6.7Hz); 4.24 (q, 2H, J=7THz); 6.65 (d, 1H, J=8.2Hz); 6.71 (s, 1H); 6.81
(d, 1H, J=7.6Hz); 7.13 (t, 1H, J=7.9Hz).

522 2-(3-(2-IRLE)YREE)-2-FENK LB
O

B’\/\©/°7<LO/\

M 2-(3-2-F R ZH)KEHE)2-FENR B (SLHf] 5.2.1), # R Eid
— RO BHAT R & . PEARERGEIT BT (SRR Ok LR LB
98/2, SRIGRIF O/ LR LR 95/5). RBF=Y), AT t.
KR 29 %
Rf A O bt/ LR ZHE 98/2): 0.3
IR: vCO: 1734 cm™
NMR 'H (CDCL): 1.26 (t, 3H, J=7Hz); 1.63 (s, 6H); 3.10 (t, 2H, J=7.6Hz); 3.53
(t, 2H, J=7.9Hz); 4.24 (q, 2H, J=7.3Hz); 6.72 (m, 2H); 6.83 (d, 1H, J=7.6Hz);
7.18 (t, 1H, J=7.6Hz).
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SLHE15.3. 2-(4-(2-1R &7 KA E)-2-HE N L B5
53.1 2-(4-Q-FRELE)EEHE)-2-FENRK LB

(0]
0 o
PSR
M 4-Q-F2FH ZF)ZEM N 2-IR 7 TR O, &R iR — RIS T#HAT
Hl4% . FEYREERIEATENT QR bt/ LR LB 70/30). K1),
h TC L o
WE: 97 %
Rf A Ot/ L ZBg 7/3): 0.2
IR: vCO: 1732 cm’™
NMR 'H (CDCL): 1.26 (t, 3H, J=7.3Hz); 1.59 (s, 6H); 2.8 (t, 2H, J=6.7Hz);
3.81 (m, 2H); 4.24 (q, 2H, J=7Hz); 6.80 (d, 2H, J=8.5Hz); 7.1 (d, 2H, J=8.5Hz).

5.3.2 2-(4-(2-IR L) EFE)-2-FHENRK L85

0
Noasa
Br

M 2-(4-Q-FH 2 F)REIHE)-2-FERNMR LB (L] 5.3.1), # B Eid
— IR S BT H & . PR EERITEN (U b/ L8 LR
95/5). IKF=H), AL,
M. 88 %
Rf G4 Ot/ LR 28R 95/5): 0.30
IR: vCO: 1733 cm™
NMR 'H (CDCL): 1.26 (t, 3H, J=7Hz); 1.60 (s, 6H); 3.10 (t, 2H, J=7.6Hz); 3.53
(t 2H, J=7.9Hz); 4.24 (q, 2H, J=7.3Hz); 6.80 (d, 2H, J=8.5Hz); 7.08 (d, 2H,
J=8.5Hz).

sSiifle.  H1& I ERERUDH —BPR
RIE T, EETIEPHI&ZSGERERLY:
ik 6A: [FREGENEFRENB ERIRE . O-kEN L R
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Suzuki R, U, 75 FHEMEAT 5 BB,
B LA

SR M SRS E NSRRI % R7E Z RS TP B
NBEG 4 NEIRR. KRR AYIZE R T B 12 M. IRATA

MEEHE, A IN RRERRL, REHNCRCEER. §HFNAIZZM
BT, IHERETER. BREDEERITEN.
Suzuki WV

W DU (=K B8R (PA[P(Ph); [ )RTAEYD (0.01 248)F1 5L 8T HI % 11 O-%e 31k
Y (1 JE)SHTHERMEG7 HB)—EMAZE 1200C, ERHNER.
SRIGIMABREZEIVETR (2N) (1 48) ME&EMMER(.15 48). RNEEY
£ 120°CHERE 30 474, RE, RERE 60°C, FH/NOMALZEE. REDR
FIBRE L 80, HRHERER. 2EBEHNENE. KEHABEREE K.
EHMENEEMBRET R, HAERETER. REWESERIITEN.
FE 2 R4

N-IRBFFABEE (1.2 HE). TEAZEFEE0.08 X&) FI LAl % 1k
KEBEMAEY (1 YEYERTEN. EXEGO W)Y, KNEEYEIR
PiRE. FERIR TR 15 98 )E, BEWTHES, FAFEEHEREL. B
YR HEZE, KGR KEAZEFRREER. 4HFNEIELR
FREETIR, HAERETER. REVEERFTEN. dar=w0 o
TR R E TS B R b R B F AT AR — B A AR

J57% 6B: HHEENIRE . Suzuki RN ZJEHT O-fdktk. KRG, 7%
FEE AT B AR
Suzuki X v

ERAAT, MEEHMR (1.25 YE)MEENRB(1 J8)7E 1,2-=
A3 Z 52 (100 HE)F MEBMMA T (ZF B A (PA[P(Ph)s]y) T4
(0.034 X&), RNBEWERIG TR 12 /M. TIAK, FEBEEVMHZ
BRI =K. EHNEVEERBRHTE, FEBRETEK. REY
SRR AT EMN .

B A4S
FEMMABREREI (G HE)Z 6, 7€ 80°CF, MLRHIF/MELERIR( LE)
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£ R EFBIZ AR I A ERRATED (4 BB). TEHRIMARL
FTHEY(4 JE)FIRBRIT(4 HB)ZH, RNEESWTE 80°CRHH 12 /i,
% RRAYITE 80°C T BEFE T3 SMT 20 AN . = I BRRSAERUR TR . Bk
WY LR CERFKZ A5 BE . KERH LR CBRES: . SHFHNAIELR
BReN T, U8, HEBKETER. REDEERHEITEN.
HERK

[6] 5C RU 45 BRI AT A1 M E)7E D FALTR(80 4 &) KIE i
TN N-YETEIHEETE (1.2 24 B 2,2 BE-—-5 TS (AIBN)(0.015 4 &),
R NVRAYIAE 80°C T HEH: 15 40 8h, RJEMA AIBN(0.016). RSP T
PEEE 12 /8. RMBEWAEHEZR. TIEIBAINTNE, EBERET
EER. REYERT 95, FABMRARRBRMKERLE, AEH
thkikgk. EHNENEZEMBHM TSR, S8, HFERETER. RED
SRERHATEN .

J7ik 6C: A EMRERIEMER. Suzuki RN JFHHT O-fitb.
SRIG, 75 AT B hZERIL.
Suzuki WV

[ VR PR 2R (1 BB ZMESR(30 HE) T VAN & & R R E TR
(1.1 &), [WEEELPPPh);])ATAER0.03 ZHE)FRRHA(G H8).
RIREYITE 100C T 16 M. BEE, BHRERE FEER. REY
BRT OB B IR EKEER . EIFNENESmBRMTE, I8, &
WUE TR REYARERETER.
B AR |

[ SERT IR 4 -FEREH( H8)TE ZFHEFBEPRER, AR
FRAR(4 2K E). RIFWAE SO°C IR . REZHMAKATEY, FHRMN
TREWIFE 80°C N HiHE 48 /NIT T JETRER AR, T — AL BUIRAERUE T & K .
WEYIVERT 48 L8 KEE S . KESMBRM TR, T8, FER
ETEK. BREDEERBTEN.
AR

) G B A R R R EATAEYI(1 JE)E N RWHRB0 HE) T HIEE
I N-IRIBEF BT IZ(0.95 HB)F 2,2 -BE- -7 T F(AIBN)(0.5 H&).
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RN IREYIAE 80°C FHHEE 6 /M. RNIBEYWHZRER. T IEEEIK
TN, WIHRARETEER. REYEHET &89 5%, IFHBMRARERMN
KBTS, REHBKESE. SHOENIELMERMTE, S8, HE
WETEK. REYERERHITEN.

FiE 6D: HHAIEN 1,2,4-=M-3-50FE. &R BAEERNERIF=
M(thiazolotriale). AL JERHMTHEE REMIEIR. ARG, H N-IRIEHMEL i
M=k,

1,2, 4-= W3- i B 44, Rl B M 3 — i

EEET, 1 1,2,4-Z8-3-5EE0 JE)ETLKIEFTREBRZER DA
2-RER . 215 . RINIBEWAERIR THEE 12 /Nt IEPTE BT,
H ZBEvEs, HET RSP T,

BRIE R

SR HI S MBS AR T E/K THF . SBREKB R, SRtinANEE
B8R, WERNIBESY 2 M. IMAKZIE, A 2N 8B, R
JEIAK, REEEDBHE 15 28, S8, MERERE THK. REYE
LIEFEL &

VRALRT A Y il £

[ S AT & RE(1 B LIE P INEIFAE 0°C PRI =253
M), EHRE S A2 E, £ OCTaHbInA N-RIFHB T ZG HE).
RNREYEER THHE 12 /M, REEBETEK. RBYER TR
B & B e b i T uEn A4k .

SLHER6.1. 2-((4’-VR F LB 2K 2 ))-2- R L TR R L B8 N 2-((5-1R -4
YR BB IR -2- 30 ) 2- F R TR R L B8

6.1.1 2{2-%%#:%%)-2-@%%@&@?

G%A

fEFH 2-IR A 2-1IRF T MR AHE, %R B — B PROTIE 6A)AT
H & FORERBITEN (EHW: R CTh/OR Ll 95/5). KRB,
ATEM
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WE: 47 %

RIGA e/ SR LBE 9/1): 0.55

IR: vCO: 1734 cm” |

NMR 'H (CDCL): 1.27 (t, 3H, J=7Hz); 1.63 (s, 6H); 4.26 (q, 2H, J=7Hz);
6.84-6.89 (m, 2H); 7.17 (td, 1H, J=6.7Hz, J=1.5Hz); 7.54 (dd, 1H, J=6.7Hz,
J=1.5Hz).

6.1.2 2-(4-FFEBK-2-F5)58)-2- F RN LBR

| |
O °\})ko/\

f#H 2-Q-IRFEE)-2-FENRLE (LHEH) 6.1.1)F 4-HZREMREE,
R B3R Suzuki R (J5E 6A)HEATHI% . L EEREHATEN (YRR
Wby &5 7/3). R, ALEM.

K. 58 %

Rf GOk —RHEe 7/3): 0.30

IR: vCO: 1735 cm™

NMR 'H (CDCL): 1.27 (t, 3H, J=7Hz); 1.44 (s, 6H); 2.41 (s, 3H); 4.25 (q, 2H,
J=7.3Hz); 6.89 (d, 1H, J=8.2Hz); 7.08 (t, 1H, J=7.3Hz); 7.23 (m, 3H); 7.35 (dd,
1H, J=7.3Hz, J=1.5Hz, ); 7.49 (d, 2H, J=8.2Hz).

6.1.3 2-((4’-1R FFBEFR-2-F0)H)-2- F HERNR LB 2-((5-1R-4-1R F 2
BRIR-2-55)R)-2- F RN IR 4. B8

~ o
Br O i’o iy O i
8 [
i 2-((4°- FF LB -2-20)R)-2- F RN 4B (SEHf) 6.1.2), & E
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BR— R RN (% 6A)ATHI& . FFREERBITENR (BEHE: 2

B/ CBR CBE 95/5). KRG, ALtEM (P& YriEeY).

BRE: 61 %

Rf ATt/ LB 285 8/2): 0.70

IR: vCO: 1733 cm™

NMR 'H (CDCL) (B5&FH _LIERIMATAD): 1.26 (t, 3H, J=THz); 1.65 (s,

6H); 4.24 (q, 2H, J=7THz); 4.56 (s, 2H); 6.87 (d, 2H, J=7.6Hz); 7.08 (t, 1H,

J=7.3Hz); 7.15-7.25 (m, 2H); 7.33 (dd, 1H, J=7.6Hz, J=1.8Hz); 7.55 (d, 2H,

J=7.6Hz).

NMR 'H (CDCIy) (35 &F# L IRICHIFTAEDD): 1.29 (t, 3H, I=THz); 1.65 (s, 6H);

4.29 (g, 2H, J=7THz); 4.57 (s, 2H); 6.78 (dd, 1H, J=8.2Hz, J=2.9Hz); 6.88 (d, 1H,

J=2.9Hz); 7.17 (d, 2H, J=8Hz); 7.33 (d, 2H, J=7.6Hz); 7.50 (d, 1H, J=7.6Hz).

SLHE516.2. 2-((4- 1R P LR 2 -3- 3 )480)-2- F L TR R Z FiR A1 2-((6-1R-4-
VR BRI R -3- 28 ))-2- A N R 2. B

6.2.1 2-(3-?;%%%%)-2-%%%@2@50

Br O P
ot

T 3-REYA 2- IR T TR OHR, &M iR — IR BROTIE 6A)#AT
4% FEYARERIATEN (BERW: 5/ BB 91 KRG,
T
K. 85 %
Rf ATt/ LB ZBE 9/1): 0.50
IR: vCO: 1736 cm™
NMR 'H (CDCL): 1.26 (t, 3H, J=7.3Hz); 1.61 (s, 6H); 4.25 (q, 2H, J=7.3Hz),
6.77 (d, 1H, J=7Hz); 7.03 (s, 1H); 7.08 (m, 2H).

6.2.2 2-((4-F FLBER-3-F)5)-2- F RN R LB

ogOA
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1 2-(3-IRFEFE)-2- F R LB (SEHER] 6.2.1)F0 4-H R ER , 3%
B iR Suzuki K7k 6A)AT & . PR EERIETENT (SEHE:
Obe/ —F 5% 82, RIGRFERIRCH 7/3). KRG, AITEMH.
WE: 41 %
Rf (FF EL5/ T 7/3): 030
IR: vCO: 1733 em™
NMR 'H (CDCL): 1.28 (t, 3H, J=7.3Hz); 1.66 (s, 6H); 2.42 (s, 3H); 4.27 (q, 2H,
J=7.3Hz); 6.81 (m, 1H); 7.13 (m, 1H); 7.22-7.33 (m, 4H); 7.48 (d, 2H,
J=8.2Hz).

6.2.3 2-(4’-IR A FEBEHK-3-F)E)-2-FHE R LB 2-((6-1R-4’- 1R &
TR -3-55)R0)-2- L N R 2. g

0 e lo) P
® % " ® %
v Br

i 2-((4°-FF 2R R -3-30)8)-2- I ETNR 4 B8 (LR 6.2.2), &M E
B — R R N (15 6A)IEATHI& . A FEERBITENGERE: Ok
/B 97/3). RABF=H, ALt (FHMHILEYWERIRED).
BWE: 57% ‘
Rf A5/l 97/3): 0.25
IR: vCO: 1732 cm™
NMR 'H (CDCL) (& LIERIIIATAED): 1.26 (t, 3H, J=THz); 1.66 (s,
6H); 4.27 (q, 2H, J=7THz); 4.56 (s, 2H); 6.81-6.86 (dd, 1H, J=8.2Hz, J=2.6Hz);
7.12 (t, 1H, J=1.7Hz); 7.21-7.26 (td, 1H, J=6.5Hz, J=1.4Hz); 7.30-7.35 (m, 1H);
7.46 (d, 2H, J=8.5Hz); 7.55 (d, 2H, J=8.2Hz).
NMR 'H (CDCI,) (55 &R _LIRLEIFTAED): 1.29 (t, 3H, J=THz); 1.62 (s, 6H);
421-430 (m, 4H); 6.67-6.73 (dd, 1H, J=8.8Hz, J=2.9Hz); 6.86 (d, 1H,
J=2.9Hz); 7.10-7.14 (d, 1H, J=7Hz); 7.26-7.32 (d, 2H, J=8.5Hz); 7.48-7.53 (d,
2H, J=8.8Hz).
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SEHEf516.3. 2-((4°-1R BT -4-F)R)-2- FE AR 218
6.3.1 2-(4-{RAFEH)-2- FE WL L5

O
O O/\
ot
HH 4R 2-IRF TR OHE, B LR —RBABEROTE 6A)#T
Fl% . FEMEEERITEN (PR Ot/ LR LR 95/5). KRG,
AT EM.
WE: 60 %
Rf A Ot/ LR ZBE 9/1): 0.55
IR: vCO: 1734 cm™
NMR 'H (CDCIL): 1.24 (t, 3H, J=7.1Hz); 1.58 (s, 6H); 4.19-4.26 (q, 2H,
J=7.5Hz); 6.73 (d, 2H, J=9.1Hz); 7.33 (d, 2H, J=9.1Hz).

6.3.2 2-((4’-FRIEBF-4-F)F)-2-FERNKR LB

5ot

i 2-(4-IREFF)-2-FARERRZER (SLHf 6.3.1)F 4- R,
I B Suzuki RMN(T7i% 6A)HEAT % . PEIEREIRIEATENT (PR
e/ R 73). KB, ANTGEM.

WE: 61 %

Rf (B 2pe/ & H e 6/4): 0.30

IR: vCO: 1722 cm’™

NMR 'H (CDCL): 1.27 (t, 3H, J=7.1Hz); 1.67 (s, 6H); 2.41 (s, 3H); 4.25-4.32
(q, 2H, J=7.1Hz); 6.93-6.96 (d, 2H, J=8.7Hz); 7.24-7.26 (d, 2H, J=7.7Hz);
7.45-7.49 (d, 2H, J=8.2Hz); 7.48-7.53 (d, 2H, J=8.2Hz).
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6.3.3 2-((4’-TR LB -4-50)5)-2- R N LB

M 2-((4°-F B R -4-36) ) -2- P AR LRSI 6.3.2), &M E
R — IR R N (7 6 AT HI & . PEUIERERIHITEN (EhidE: S C
b/ LR LG 95/5) . RABEY), hTcE.
WE: 58%
Rf (A Cfe/ —E HEE 6/4): 035
IR: vCO: 1730 cm™
NMR 'H (CDCL): 1.26 (t, 3H, J=7Hz); 1.66 (s, 6H); 4.26-4.33 (q, 2H, J=7Hz);
4.56 (s, 2H); 6.93-6.96 (d, 2H, J=8.7Hz); 7.24-7.26 (d, 2H, J=7.7Hz); 7.45-7.49
(d, 2H, J=8.2Hz); 7.48-7.53 (d, 2H, J=8.2Hz).
S Hi1516.4. 2-((4°- VR F LB IR -3- 38 &) 2- AR TN R T i

OH

5] 3-IREN AN 4- PR R ENER, 8 L3R Suzuki 458 HECH % 6A)BHAT
H%. PEYLERHTEN WK Fok RERICH/ LK LB
95/5, RIGR 9/1). FKEB=H), MiFEM.

ME: 77 %

Rf ATt/ LR ZBE 9/1): 0.30

NMR 'H (CDCL;): 2.44 (s, 3H); 6.82 (d, 1H, J=8.5Hz); 7.08 (s, 1H); 7.18 (d, 1H,
J=8Hz); 7.27 (d, 2H, J=8.2Hz); 7.31 (t, 1H, J=8Hz); 7.50 (d, 2H, J=8.2Hz).

6.4.1 4 -FIFLBLIKIL-3-M)

6.4.2 2-((4-FFEEELA-3-FE)R)-2- FE NN T Be

gl
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] 4- R BRI EE-3-y (SEHERY 6.4.1) F1 2-1RA T BRAUT B, %M L
BEEFEALR N (B 6B) #ATHI&. FYIRERHTEN G #2
be, MIERICH/ZBRZEE 982, RER 99/1). RE™H), KT,
WZR: 40 %

NMR 'H (CDCL): 1.51 (s, 9H); 1.66 (s, 6H); 2.44 (s, 3H); 6.88 (d, 1H,
J=8.5Hz); 7.17 (s, 1H); 7.21-7.38 (m, 4H); 7.52 (d, 2H, J=8.2Hz).

6.4.3 2-((4°-15 FFEL IR 3040 )-2- FR L P A T I

Wr

1 2-((4- FFEEBRIE-3- ) R)-2-FE BN T s (LMY 6.4.2), M
iR — R R N (T 6B)HEATHIS . EERE, LR MIRE R
1 F T B TR AR T — P it
K. 90 %

NMR 'H (CDCL): 1.45 (s, 9H); 1.62 (s, 6H); 4.56 (s, 2H); 6.88 (dd, 1H,
J=8.2Hz, J=2.6Hz); 7.14 (s, 1H); 7.21-7.26 (d, 1H, J=6.5Hz); 7.30-7.35 (t, 1H,
J=7Hz); 7.48 (d, 2H, J=8.5Hz); 7.56 (d, 2H, J=8.5Hz).
S 516.5. 2-((4-IR PR3- 2R L

6.5.1 2-G-IREEE)LIF

Br\O/o\///N

5 3-IRE AN 2-R 255, #IR LR —BERPTROTIE 6A)ITH%
PEMI A RERGHAT BT (Yol : R Ob/ LR LZHE 5/5). RB-H), ALt
Mo WE: 93%
Rf (ZRF e/ LR LB 98/2): 0.70
IR: vCC: 1589 cm™
NMR 'H (CDCL): 4.76 (s, 2H); 6.92-6.95 (m, 1H); 7.16 (s, 1H); 7.22-7.24 (m,
2H).
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6.5.2 2-((4’-EF'%EHE-3-%)§L)LH§

Dy

i/ 2-G-REER) LEEEMEE 6.5.)H 4-FEEMER, #%H LR
Suzuki & (7% 6A)BHITHIE . FEHIEEERGHATEN GEHE: $akd/a
PR ZHE 85/15). RAB=W), ATCEM.,

Wz 70 %

REGAC5t/ LR ZBR 8/2): 0.50

IR: vCC: 1588 cm™

NMR 'H (CDCLy): 2.43 (s, 3H); 4.83 (s, 2H); 6.90-7.00 (m, 1H); 7.17 (d, 1H,
J=1.8Hz); 7.24-7.36 (m, 3H); 7.40-7.45 (t, 1H, J=7.9Hz); 7.50 (d, 2H, J=7.9Hz).

6.5.3 2-(4’- IR FEEBE-3-H)YR) L IF

o

i 2-((4-FFZEEBER-3-F)E)LIE (CERERY 6.5.2), 1M Eid—R
R 6ABATHI& . FEYRERTEN (IR FCkd/ LR LR
/1. REF=Y, FHEEOEE.

E: 16 %

Rf GR 2t/ LR ZTE 8/2): 0.80

IR: vCC: 1588 cm’

NMR 'H (CDCL): 4.57 (s, 2H); 4.85 (s, 2H); 6.98-7.03 (ddd, 1H, J=8.2Hz,
J=2.6Hz, J=0.9Hz); 7.15-7.21 (dd, 1H, J=9.1Hz, J=2.6Hz); 7.30-7.36 (dd, 1H,
J=6.4Hz, J=1.2Hz); 7.42-7.47 (t, 1H, J=7.9Hz); 7.47-7.52 (d, 2H, J=8.5Hz);
7.55-7.60 (d, 2H, J=8.2Hz).
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SEji1516.6. 5-((4°-1R F LB IR -4-FE)5)-2, 2- — FF - BR FP g

6.6.1 4’-FEERRE-4-F)
| O OH

] 4- IR 2EFD 4- TR, I LR Suzuki R N(F7i%k 6C)HEAT I
%o YR EERBATENT MW HCOk/CBRLER 91). B, H
e E A,
WZE: 49 %
Rf GA e/ LR ZBg 8/2): 0.37
NMR 'H (CDCL): 2.44 (s, 3H); 4.83 (s, 1H); 6.94 (d, 2H, J=8Hz); 7.30 (d, 2H
J=8Hz); 7.50 (t, 4H, J=8Hz)

6.6.2 2,2- " FAEL-5-((4- P ZRIBRA-4-25) ) LR P g

V\>§(\

i 4-H R -4-Ty (SEHEB 6.6.1)F1 2,2-— B -SR-S R FH s
(SEHED) 4.1), B LR — RIS BROTE 6C)ATHI% . MEERHET
EHQENB: FOh/ LR OER 9/1). RE=Y), NEEM.

WE: 82 %

Rf At/ LR LB 8/2): 0.56

NMR 'H (CDCL): 1.30 (s, 6H); 1.79 (m, 4H); 2.43 (s, 3H); 3.72 (s, 3H); 4.02 (4,
2H, J=6Hz); 6.99 (d, 2H, J=8Hz); 7.29 (t, 2H, J=8Hz); 7.50 (d, 2H, J=8Hz);
7.55 (d, 2H, J=8Hz).

6.6.3 5-((4’-1R R IR -4-2)5)-2, 2- P &- NI T Ba

O\/\><”/o\
0
Br O

fH 2, 2- Z FEE-S-((4- FEEERR-4- 2080 IR Tl (SEHMif 6.6.2), 1%

106



200780035207. 0 oo 5E93/329m

B iR —BRILR B (T v 6C)IEATHI& . FYIREERHFITEN (PEhiK:
Wkt LR CER 9/1). AR, ABEEE.
WR: 61 %
RfGAC4T/ LR LBR 8/2): 0.45
NMR 'H (CDCL): 1.25 (s, 6H); 1.76 (m, 4H); 3.70 (s, 3H); 4.00 (t, 2H, J=6Hz);
4.56 (s, 2H); 6.98 (d, 2H, J=8Hz); 7.46 (d, 2H, J=8Hz); 7.53 (t, 4H, J=8Hz).
SLHE516.7. 5-((4-1R PR AL AR -3- )52, 2- — A k- TR T B

6.7.1 2,2- " FEE-5-(4°- - IR -3-FE ) R H s

i 4-F R IE-3-B) (SCHE 6.4.1)F0 2,2-— FFERE-5-A- [ R H g
(SEMEB] 4.1), B LR —RERPBOTE 6C)HATHI% . FYRER#HAT
EHreiim: F g/ LB LB 98/2). KRG, MEBH.

KK, 82 %

Rf (FF 24/ LR LFE 8/2): 0.57

NMR 'H (CDCL): 1.30 (s, 6H); 1.72 (m, 4H); 2.40 (s, 3H); 3.68 (s, 3H); 3.99 (t,
2H, J=6Hz); 6.85 (dd, 1H, J=8.5Hz ; J=2Hz); 7.10 (t, 1H, J=2Hz); 7.20-7.38 (m,
4H); 7.49 (d, 2H, J=8.2Hz).

6.7.2 5-((4°-1R FIEEIRAR-3-2)%)-2,2- — F - IR F B

{2, 2- T HEE-5-((47- FF FE B R -3-20) &) LR B (SEHEp) 6.7.1), 3%
M _EIR— R R N (7 6C) BT % . FEYRERHITEN (BEHR:
Kok, REENCE/ZBZE 99/1, RIGE 982). KE=Y), AXE
I
WZ: 50 %
Rf GR Wbt/ LR LBE 8/2): 0.44-
NMR 'H (CDCIL): 1.25 (s, 6H); 1.40-1.55 (m, 2H); 1.65-1.80 (m, 2H); 3.65 (s,
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3H); 4.00 (t, 2H, J=6Hz); 4.53 (s, 2H); 6.88 (dd, 1H, J=8.5Hz ; J=2Hz); 7.10 (t,
1H, J=2Hz); 7.20-7.38 (m, 4H); 7.49 (d, 2H, J=8.2Hz).
L f516.8. 5-((4-VR F BRI R -2-Fk)40)-2, 2-— W - IR R R
6.8.1 4°-FREERIKIE-2-
g

O OH

R 4-IR 25 2-F B R FNIR, R A Suzuki R N(J77% 6C)BEAT
Hl4% . PN RERGEAT BAT (VeI : FRTLE, R 5 2T Ot/ LR LBk 95/5,
RIGR 9/1). KB, RihZ.

K. 86 %
Rf R e/ LR ZBE 8/2): 0.55
NMR 'H (CDCIL): 2.40 (s, 3H); 5.25 (s, 1H); 6.99 (m, 2H); 7.18-7.50 (m, 6H).

6.8.2 2,2- " HHEE-5-((47-F FEBEIR-2-2) ) IR FH Bis

(] Mo\

(o}

i 4-FFEEBRIEEE-2-Fy (2R 6.8.1)F0 2, 2- — B 3E-5-fll- R R IR
(SEHfl 4.1), LB LR —BERP BT 6C)ATHl % . AR BT
EQERE: bt/ 2Es 98/2, RIG R 95/5). 3RE=Y), AFEEBM.
WZE: 69 %

Rf (A Ot/ LR ZWBE 8/2): 0.55
NMR 'H (CDCL): 1.15 (s, 6H); 1.63 (m, 4H); 2.40 (s, 3H); 3.65 (s, 3H); 3.92 (1,
2H, J=6Hz); 6.99 (m, 2H); 7.15-7.38 (m, 4H); 7.45 (d, 2H, J=8Hz).

6.8.3 5-((4’-JR FFEEBEIR-2-F))-2, 2-— F - I R T iR

N w><ro\

o)
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5 FH 2, 2-— A E-5-((4°- R L BR 2020 YR )R TR B (SEMf) 6.8.2), %

W _ER—BORL R N 6CEAT % . FEMAREIRIHAT BT (e
O/ Z B8 Z S 100/0 & 96/4). 3KAE=Y, REfu.
WK 49 %
Rf ATt/ LBR ZBE 8/2): 0.45
NMR 'H (CDCL): 1.15 (s, 6H); 1.62 (m, 4H); 3.60 (s, 3H); 3.95 (t, 2H, J=6Hz),
4.54 (s, 2H); 6.99 (m, 2H); 7.20-7.45 (m, 4H); 7.55 (m, 2H).
SHi516.9. 8-((4-1R F FEER-2-3))-2, 2- — & - R F R

6.9.1 2,2- " FREE-8-((4’-F EBER-2-2)F)FE R H s

Ot

1 4-FRBERR- -8y (LR 6.8.1)F1 2, 2- — FJE-8-fft-= 1% 1 i
(RG] 4.2), B LR —BEURS BT 6C)ATHI% . FmHAERBAT
EHTER: FCkt/ 2B ZES 98/2, RIGR 95/5). RIEH), AFHEBM.
R : 85 %

Rf GFCkE/ LR ZBE 8/2): 0.55

NMR 'H (CDCIL): 1.15 (s, 6H); 1.20-1.30 (m, 2H); 1.42-1.55 (m, 6H); 1.70 (t,
2H, J=7Hz); 2.39 (s, 3H); 3.65 (s, 3H); 3.95 (t, 2H, J=6Hz); 6.99 (m, 2H);
7.15-7.38 (m, 4H); 7.44 (d, 2H, J=8Hz).

6.9.2 8-((4’-IR FRERZ-2-F5)5)-2, 2- —FF E- R F e

{7 2, 2- Z FHEE-8-((4- FREE IR -2-F0)S) F R B (SEHEf) 6.9.1), %
IR — R RN (T 6C) T HI & . FEMAERHITEN GEREK:
ok, RERARCHR/CEZE 982, SRIGR 96/4). KE=Y), AHEE
o
W 48 %

Rf GRCbt/ LR LS 8/2): 0.45
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NMR 'H (CDCLy): 1.15 (s, 6H); 1.18-1.59 (m, 8H); 1.70 (quint, 2H, J=7Hz),
3.64 (s, 3H); 3.95 (t, 2H, J=6Hz); 4.55 (s, 2H); 6.99 (m, 2H); 7.15-7.38 (m, 4H);
7.44 (d, 2H, J=8Hz).
S Haf516.10. 3-(4-1R LB -3-25)4)-2, 2- — FH - R H e

6.10.1 2,2- " FRHE-3-((4°-FREBEAR-3-3) )N Y

aac e

18 4-FREBEER-3-| (SEHB) 6.4.)F0 2, 2-— FFE-3-BL-TR R F g
(SN 4.3), R LR —RERPBROTIE 6CYHATHI % . YRR IAT
ENT R 5/ LR LB 98/2). R, AR,

R 70 %

Rf At/ LR ZBE 8/2): 0.50

NMR 'H (CDCL): 1.20 (s, 6H); 2.38 (s, 3H); 3.53 (s, 3H); 3.95 (s, 2H); 6.95 (m,
2H); 7.10-7.50 (m, 6H). |

6.10.2  3-((4’-¥R B IERRIR-3-2E)5)-2, 2- — - N L A R

15 2, 2-ZBEE-3-((4°- B R-3-3) )RR B (SEHER] 6.10.1),
PR _EiR — R AL R B (5122 6C)BEAT HI% « FEIERERGHAT BN (e :

Kok, RERRCE/ZBLE 982, RIERE 95/5). R1EFY), M
B,
W 74 %

Rf GR Wt/ LBR Z.TE 8/2): 0.46
NMR 'H (CDCJy): 1.15 (s, 6H); 3.55 (s, 3H); 3.95 (s, 2H); 4.58 (s, 2H); 7.00 (m,
2H); 7.20-7.50 (m, 6H).
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SEHE)6.11. S-VR FAZE-2-(4- FHE B3 )-6- FR ZE-EML HE[3, 2-b][1, 2, 4]
=
6.11.1 5-ZEFEERE-2-(4-FEHEFE)-6-FF Z-EMIE[3, 2-b](1, 2, 4]=

4
(o]
PN
°JISM
N\ _
| ”h

o)
/

1/ 5-(4-FFEEFRE)-2H-1, 2, 4- =3B E LB L8R 488, %8
LRI R N (T 6D)BEATHI % . REBWEY, ABBEE.
WK 52 %
Rf (PR bt/ LR R 70/30): 0.6
IR: vCO: 1706 cm’
NMR 'H (DMSO): 1.33 (t, 3H, J=7.3Hz); 2.84 (s, 3H); 3.82 (s, 3H); 4.35 (q, 2H,
J=7.3Hz); 7.05 (d, 2H, J=8.8Hz); 8.02 (d, 2H, J=8.8Hz).

6.11.2 5-FBFEFH2-(4-FEIEFER)-6- FE-BEM I3, 2-b][1, 2, 4] =M
HO S
g
N\ _
et

0
/

A 5-ZEEPRE-2-(4-PEERE)-6-F Z-BEMIF[3, 2-b][1, 2, 4]=
e (SEHE 6.11.1), MR _ERIBIRRMN(FFE 6DY#ATHIE. mYEEEL
EhES Rt RENEY, hBfmEE.
W 34 % |
Rf A O/ LB ZBE 60/40): 0.2
NMR 'H (FE#-d4): 2.55 (s, 3H); 3.86 (s, 3H); 4.76 (s, 2H); 7.01 (d, 2H,
J=8.8Hz); 8.03 (d, 2H, J=8.8Hz).
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6.11.3 5-IRFE-2-(4-FEFFI)-6-FF F-BEM 3, 2-b][1, 2, 4] =W
r S
P
-

0
/

] 5-FR 3 T I 0-(4- FUELBE SR IE)-6- FEE-EMEIE[3, 2-b][1, 2, 4] =M
(SEHER) 6.11.2), B _LRRIRY(TE 6D)EITHI & YRR HTE
T (CERRR: M OS5/ 288 70/30). KE=Y, hEEaE g,

WE: 35%
Rf GF 2t/ LB ZBs 70/30): 0.4
NMR 'H (DMSO): 2.53 (s, 3H); 3.82 (s, 3H); 5.15 (s, 2H); 7.05 (d, 2H,
J=8.8Hz); 8.00 (d, 2H, J=8.8Hz).
SifEfe.12. 5-YR FEE-2-(3- AR FL)-6- FHEE-WEME (3, 2-b][1, 2, 4]
=m
6.12.1 5-ZEFEPRHE-2-(3-FEERE)-6-FFAE-BEMIF(3, 2-b][1, 2, 4]1=

At
(0]
N
(o) S
By
N\ _
| N/b/o\

fFH 5--FEEEE)-2H-1, 2, 4- =3 REMNA LB LR L0, &R
IR R (72 6D)EAT R . KRB EY, NBEBEEE.
M. 33.3 %
Rf Gh 24t/ 2R ZBE 70/30): 0.5
IR: vCO: 1694 cm™
NMR 'H (DMSO): 1.43 (t, 3H, J=7.2Hz); 2.95 (s, 3H); 3.91 (s, 3H); 4.41 (q, 2H,
J=7.2Hz); 7.01 (m, 1H); 7.39 (m, 1H); 7.72 (m, 1H); 7.80 (d, 2H, J=7.6Hz).
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6.12.2 S-FREEHIE-2-3-FEIEFE)-6-F F-BEMIF[3, 2-b][1, 2, 4] =M

HO S
/I <n
N\
N7 o

i 5-Z8FZEPE-2-G-FHREFRE)-6-FE-BEMIF3, 2-b][1, 2, 4]=
M (SEREB] 6.12.1), HEB _LRER RN (% 6D)HATHI& . PR RERHE
ITEMN (BERM: & F /B 982). AT, ABEEE.
K. 55.4 % |
Rf F C%¢/ LR 21§ 70/30): 0.15
NMR 'H (CDCl3): 2.53 (s, 3H); 3.91 (s, 3H); 4.78 (s, 2H); 6.98 (m, 1H); 7.37
(m, 1H); 7.27 (m, 1H); 7.78 (m, 1H).

~

6.12.3  5-JREHEE-2-(3-HE HEIFKIL)-6- FF BE-BEM I3, 2-b][1, 2, 4] =M
r S
Pl
N= O

i 5-FRFFIE-2-(3- FE I RE)-6- FHHE-BEM I3, 2-b][1, 2, 4]=M
(CEHERT 6.12.2), XM LRI R N.(F7¥2%: 6D)EAT 6l . P ERERGHAT R
r (eI Mg/ 2B 2B 70/30). R1GF=Y), Mg ARk,

WE: 31%

Rf GR 4T/ R Z B8 70/30): 0.5

NMR 'H (CDCL): 2.60 (s, 3H); 3.91 (s, 3H); 4.67 (s, 2H); 7.00 (m, 1H); 7.39
(m, 1H); 7.72 (m, 1H); 7.78 (m, 1H).

SEHR7. HIERFBTERN KPR
FRFENEENREERFEA, 73 54 MPRPH R EPBEF

IR, Friedel-Crafts B2 E AT HEE B RN EFEMN, REHAT O

. RE, FHREHTEHERL.

Friedel-Crafts Bift

113



200780035207. 0 W P 2100/32975

EOCT, MEAE (1.1 HE) FEFHE (10 HE)THIFEBRET INABL
A (1 4E). RMNBEWERTHR 12/ . RE, RNBEWEDLN
NIKTTEIBKIR, REH ZBRZEEXER. SFNENELMRETE,
FERE T RYE . REYERERHITEN.

EREN |

TE 0°CF, ] 45 By 861 4% 1) F U AT A 07 R0 P BB T In N =3R4k
W Q4E) . RMBAYEZEETHH 24-48 /Mif. R/E, BEYTEKH
“HRRZANE. BVESRBRETHRFTERE TR REDEER
BATEMT
By O-FeFEdt

[ SERTHIAAE (1 YERMSENRWGTEY 2 BB)ELEDHE
WINABRIRE 3 UEWEFH. RMBEEYIERR FHH 12 . BE
YWANMEZR, B IN RRERRL, REHIBIEER. &AL
E&WmBRETER, HERETER. REDEEREITEN.

LR AL |

B N-RBEFABE T % (1.2 ¥E), TENHMEFBE (0.08 HE)MERHE
2RI R IE S ERATAEY (1 HB) S0 RS BAEEIR(500 W) R EIA
Pibk . FEER TR 15 045, RAWEHIRE, FHRAEHES. B
EYAENERE, FRKEE. KEAZSFRER. §FNEIELR
BSBET 1R, JFEEWRUE TEE. BREBYAERHITEN.

SEHERIT.A. Q-((1-ZEBEPEE-1,1- “HEFE)F)EE)4-(RFE)F
) H B

701 (2-FEEERE)( ) H R

0 (SN

{0 2- A X A, 148 iR Friedel-Crafts & NV #H1T & o
PR TR BHATIEN (WK Ok LR LER 95/5). R, ALE
o '

KR 28%
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Rf A CH/ ZFFHE 9/1): 0.32

IR: vCO: 1661 cm’’ |
NMR 'H (CDCL): 2.50 (s, 3H); 3.75 (s, 3H); 6.97-7.09 (m, 2H); 7.22-7.26 (d,
2H, J=8.2Hz); 7.32-7.38 (dd, 1H, J=7.6Hz, J=1.4Hz);); 7.42-7.52 (td, 1H,
J=8.5Hz, J=1.4Hz); 7.71-7.78 (d, 2H, J=7.9Hz).

7.12 Q-FFEFRE)T FZE)

(o) OH

18 (2- A EE R IO AR B8 BB (SETEMEY 7.1.1), 42 IR Bk 2 AR AL
TFEBATH & . YIS RERHATEN (R O/ LR LR 95/5). 3k
By, AT,

ZALE Y AE I RTIR Friedel-Crafts R M(SEHEG] 6.1. )RR~ #Ir=4

W 30% "

Rf A fe/ —FF 5 9/1): 0.32

IR: vCO: 1627 cm’™

NMR 'H (CDCIL): 2.52 (s, 3H); 6.85-6.93 (t, 2H, J=7.9Hz); 7.05-7.11 (d, 1H,
J=8.5Hz); 7.22-7.35 (d, 2H, J=7.9Hz); 7.45-7.52 (t, 1H, J=8.2Hz); 7.55-7.69 (d,
2H, J=7.9Hz); 12.09 (s, 1H).

7.13 Q-((1-ZEFEHFE-1,1- — FE P E)R) R R E)F il

o
! o%o/\

i FH Q- EE AR E) T FRE)FE (SRR 7.1.2)M 2-IR7 T R LBS, #
LR O-dEL HERITHIS . FYLERFTEN QB ok
LR LG 95/5). PRABY), REEHAK.

W 40%
Rf GACUE/ ZBR LHE 8/2): 0.35
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MP: 40-45°CIR: vCO: 1732 cm’™’; 1659 cm™
NMR 'H (CDCL): 1.24 (t, 3H, J=7.3 Hz); 1.36 (s, 6H); 2.42 (s, 3H); 4.21 (q, 2H,
J=7Hz); 6.77 (d, 1H, J=8.5Hz); 7.07 (t, 1H, J=7.6Hz); 7.23 (d, 2H, J=7.9Hz);
7.33-7.43 (m, 2H); 7.73 (d, 2H, J=8.2Hz).

7.1.4 2-((1-Z8FEHRIE-1,1- — B FE H I ) K FE)-(4-(UR FF 2R A58 ) I

HRQ-((1-Z8FEHRIE-1,1- ZFEFEE)RE)( FRE)FEE (L
%) 7.1.3), B ERBAFEHITHIS. FYUSERBEITEN GEHE: 3F
Ckt/ZBR 2B 9/1). AR, M.
WE: 60%
Rf A Ot/ LB LBE 8/2): 0.70
IR: vCO: 1734 cm™*; 1663 cm™
NMR 'H (CDCL): 1.24 (t, 3H, J=7Hz); 1.33 (s, 6H); 4.21 (q, 2H, J=7.3Hz);
4.52 (s, 2H); 6.75 (d, 1H, J=8.5Hz); 7.09 (t, 1H, J=7Hz); 7.39 (t, 1H, J=7.3Hz);
7.44-7.48 (m, 3H); 7.80 (d, 2H, J=8.2Hz).
SLHERI7.2. (-((1-ZEFEBE-1,1- R EFE)E) X E)4-(RFE)X

)

7.2.1 G-FEERE)CH R EE)TE

1§ FF 2SN 3- A L RS, 128 IR Friedel-Crafts & NV AT il %
FEMARRERGEAT BN (WE: P Ok/ SR B 9/1). REGY, NEB
T
WE: 72%

Rf A4/ LR ZHg 9/1): 0.32
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IR: vCO: 1657 cm™
NMR 'H (CDCIL): 2.45 (s, 3H); 3.86 (s, 3H); 7.13 (dd, 1H, J=7.6Hz, J=1.8Hz);
7.27-7.30 (d, 2H, J=7.3Hz); 7.32-7.41 (m, 3H); 7.75 (d, 2H, J=8.2Hz).

722 (3-FELIE )W ) T

8 (3- AR R A8 )0 2R IE) . (SEREf)] 7.2.1), $5 MR Bl &= WAL
JEBATE % . POARERHATEN (ERR: FOR/ZMLR 82). 3
/=4, hIEEHAK.

KE: 60%

Rf (FF Ce/ 2R ZBE 9/1): 0.20

MP: 113-115°CIR: vCO: 1638 cm

NMR 'H (CDCL): 2.42 (s, 3H); 7.12 (m, 1H); 7.22-7.31 (m, 4H); 7.40 (m, 1H);
7.61 (s, 1H); 7.72 (d, 2H, J=8.2Hz).

723 (B-((1-ZFFEHEE-1,1-— FH FH)F )R E) i 2K 35 H

SV S W

1 P (- RO PR AR ) B (SEMA] 7.2.2)71 2-IR R T R .1, #%
R O-feEAL FIEHATHI & . OLEREITEN GERBE: F b/
LR LG 9/1). RB=Y), AWEEM.

WR: 87%

Rf (FCbt/ LB LB 8/2): 0.35

IR: vCO: 1737 cm™; 1657 cm’™

NMR 'H (CDCL): 1.24 (t, 3H, J=6.9Hz); 1.62 (s, 6H); 2.43 (s, 3H); 4.22 (q, 2H,
J=7.3Hz); 7.07 (d, 1H, J=7THz); 7.25-7.42 (m, 5H); 7.70 (d, 2H, J=8.2Hz).
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7.2.4 (3-((1-ZAFEBREE-1,1- — I JE AR )8 ) 3R 38 ) (4- (R AP 362 25 ) R

AV iy

FHG-((1- ZEFEEHIE-1,1- FE P E)F)RE) T R FEE) T (SEh
#7.2.3), LB ERRWFERITHIE. =HEER#ITEN SRR 3
Ot/ LR B8 9/1). RIEF=4), AT,

W 16%
Rf A2t/ L8R Z.Bg 8/2): 0.30
IR: vCO: 1735 cm™"; 1660 cm’!
NMR 'H (CDCL): 1.24 (t, 3H, J=7Hz); 1.63 (s, 6H); 4.22 (q, 2H, J=7Hz); 4.54
(s, 2H); 7.07-7.11 (ddd, 1H, J=7.9Hz, J=2.6Hz, J=1.2Hz); 7.26 (d, 1H, J=1.5Hz),
7.36 (t, 1H, J=7.9Hz); 7.44 (dd, 1H, J=7.9Hz, J=1.2Hz); 7.51 (d, 2H, J=8.2Hz);
7.77 (d, 2H, J=8.2Hz).
SEHEBIT.3. (4-((1-ZEFEPE-1,1- R EF T X E)4-(RFE)E
) H
7.3.1 (4- B EEZRE)(O F 25 3E)

joVen
O

A5 FE B AN 4- PR F AR, $%8 _b3 Friedel-Crafts J% AT 8%
FEETERBITEN GERW: X O/ LR LB 9/1). RE~=, hEaE
[ 445
R 75%
Rf A Ot/ LR Z.Tg 9/1): 0.32
MP: 77-79°CIR: vCO: 1644 cm™

NMR 'H (CDCL): 2.46 (s, 3H);); 3.90 (s, 3H); 6.97 (d, 2H, J=9.1Hz); 7.29 (d,
2H, J=7.6Hz); 7.70 (d, 2H, J=7.9Hz); 7.83 (d, 2H, J=8.8Hz).

118



200780035207. 0 o B 1 2105/32975

7.32 (4-FBFEFERER)CH I EEE) F
\' ' _OH
o
7 FH (4- PR AU 2R ) O AR R R )RR (SEiEfpl 7.3.1), #%0R Eid & H AL
FEBAT & . PRYRREREATEN . MOkt LB 7/3). 3R
/e, ABEHK.
W 86%
Rf (PR e/ LR ZFg 8/2): 0.17
MP: 148-150°CIR: vCO: 1642 cm™

NMR 'H (CDCL): 2.46 (s, 3H);); 6.66 (s, 1H); 6.93 (d, 2H, J=8.8Hz); 7.29 (d,
2H, J=8.8Hz); 7.70 (d, 2H, J=8.2Hz); 7.78 (d, 2H, J=8.5Hz).

7.3.3 (4-((1-Z8FEPREE-1,1- — HE RS ) K I R F 57

. 0
joVenne
(0]

A (4-FRFEREE)CT FREE)FE (CERf 7.3.2)8 2-IR7 T R LB8,
%R Bk O-fe W EATHI S . YR ERFTEN GEhE: Hahy/
LR TR 9/1). REB=Y), HBEAREE.

W 79%

Rf GACe/ LR ZHE 9/1): 0.28

MP: 82-84CIR: vCO: 1737 cm'l; 1648 cm’™

NMR 'H (CDCL): 1.25 (t, 3H, J=7.3Hz); 1.68 (s, 6H); 2.45 (s, 3H); 4.25 (q, 2H,
J=THz); 6.87 (d, 2H, J=8.8Hz); 7.28 (d, 2H, J=7.9Hz); 7.69 (d, 2H, J=7.9Hz);
7.75 (d, 2H, J=8.8Hz).
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734 (4-((1-ZF EHFE-1,1- — FE P E)E)-FEE)@-GRF )R ) F il

(0]
jeVeane
(0]

1 F (4-((1- ZEFe e FE-1,1- R R SO R E) O R R (56
% 7.3.3), W ERRWFTERTHIE. =HLERSEITEN QihE: 3
Ot/ LR L8 9/1). RG24, AT
KE: 63% |
Rf (FF e/ R ZBg 9/1): 0.25
IR: vCO: 1734 cm™; 1653 cm’!
NMR 'H (CDCL): 1.19 (t, 3H, J=7Hz); 1.38 (s, 6H); 4.20 (q, 2H, J=7Hz); 4.48
(s, 2H); 6.83 (d, 2H, J=8.8Hz); 7.45 (d, 2H, J=8.2Hz); 7.61-7.70 (m, 4H).

SEHERIS.  HIRCRERE)FERN MBS R
W I JEAH R B R R ) CREE) R, ZE— D Pl CREE ) FER
EERT, FEHHERERBETER L 6) (1 28), £=RL
R (30 ¥E) THBEBEERMIMA=ZLERER 2.6 58). K5, RNESY
TESOCTHEHE 1 /M. TEMAKZHE, REESEVRNEZEZR. AHUETE
KR LB A BL. SRR EMRM TSR, T, HERET
HR. FEYARRERGHITENT

S 1518.1. 2-[3-[(4- R F)FEE R FEE-2-FERNR LR
O/KrO\/
(o]

A G-((1- LR RE-1,1- T HEF E)H) R E)-4-(OR ) F5)-H
W (LG 7.2.4), W ERERETEHITHE. FOEERBITEN
BB MOy LR LB 95/5, RJER 9/1). PRIB=Y), AEAM.
WZ: 84%
Rf (PR O/ ZBR Z.H8 8/2): 0.35
NMR 'H (CDCL): 1.19 (t, 3H, J=7Hz); 1.58 (s, 6H); 3.90 (s, 2H); 4.13 (q, 2H,
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J=THz); 4.48 (s, 2H); 6.62 (m, 2H); 6.80 (d, 1H, J=7.9Hz); 7.01-7.21 (m, 3H);
7.30 (d, 2H, J=8.2Hz).

SEi)8.2. 2-[2-[(4-1R F )T HE R EH-2-FE R LB

oy e
(0]
0\‘)\0/\

5 (((1- Z B R B - 1,1- — F 2 36 ) ) B 3 )-(4-(IR Y 38 ) K 3 )-
Wi (SEHaf) 7.1.4), =B ERERTERITH & . FOARERIFITEN (U
TR R . O/ 2.8 10/0 & 9/1). KB, R,
K. 49%
Rf A C5t/ LR L8R 8/2): 0.34
NMR 'H (CDCL): 1.22 (t, 3H, J=7Hz); 1.49 (s, 6H); 3.98 (s, 2H); 4.22 (q, 2H,
J=7Hz); 4.50 (s, 2H); 6.62 (d, 1H, J=8Hz); 6.90 (d, 1H, J=7.9Hz); 7.00-7.31 (m,
6H).

SE ) 8.3. 2-[4-[(4- R 35 TR R FEA-2-F ENR LB8

¢

8 (4-((1- L8 E P EE-1,1- Z H B H ) 8- R 58 )-(4- (IR 1 2k ) 28 5 )-
i (SEWER 7.3.4), I LR RTBE#ITHIS. FHEERETEN (O
Bidli: RO/ 2B ZEE 95/5). RAEFY, HEEM. |
WE: 49%
Rf GF bt/ LR ZBE 8/2): 0.35
NMR 'H (CDCL): 1.21 (t, 3H, J=7Hz); 1.58 (s, 6H); 3.90 (s, 2H); 4.21 (q, 2H,
J=7Hz); 4.50 (s, 2H); 6.78 (d, 2H, J=8Hz); 6.90-7.40 (m, 6H).

121



200780035207. 0 w1 2108/3291

L9, HIEREEFRERMAERATERN — KPR

FiEOA: FHAENFERRMAEMEEFER, 724 MNPBRPHIE
FEEFRER, BERUTRREN, REMTHEEML. O-EN Fi#
1775 HEN B HEIR. |
Bkt

TEEMAAT, MEERPEE B Z8)7E ISk RE s imA
GiEH AR (1.4 B8, BLHO (0.11 H¥E). N, N-ZHFEHERH
FREY (032 ¥E)FNHRBRH(Q2.1 ¥8). RNIBEAYTE 110CHFE 24 /N, ¥
WG, IREYEKA 8 B2 M AR BVEHESMER QN)DEE,
SRIG KIS, REEWMBMTER, S, HERETEKR. REYE
RERSHEAT R HT - |
ZHIEN

EEHAAT, GarH&ENRFEEMITEYERT 8P k. E8H
IMAZRUIIEZF T 2 HE)THEBERBBZE, RMBEWARINE
0C. RMNBAYAE OCHF: 30 48, RIEEZRPH 3 DT, AR5, BRE
YItE KM —EF ez mai. BVEM 2N S5 mmits. KERNK
ZpH1, FAZEHKENR. #HEIE, MR TE, JFERE T
B O-%edtdl,

FSERTHI AR (1 AE)EZFERBRPIEBEMAS ¢ S48,
BIFRAE 80°C THIRE, HBRWMANRIATAEY) (4 L4B). RNIBEYTE 80C
THEEE 20 /B IEIREBRERE, T W EPBIZERE TR KEYEL
M CEEAA K Z A5 E. BVEEHRBRMTE, S, FERENEKR.
FEY R RERSIHEAT BT .

G AN

7] SE ATl 2 B R = (1 M E)ED S KB I N-IR3EH
R RE (0.95 HEYM 22 BE-—-FTH (05 HE). RNBEYITE 80°C
THHE 1 B, AHE, RNBAEYHITIEEHFERETEAK. KBS
T &R, FHMARBRYKERLER, REHEKEER. BIESR
RN T 1%, T8, HERETER. FYEERETER.
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795 9B: S IE I PR RS OBE TR, 74 NS B
SEEFNERER. BERETEREN, RESTRENL. 05tk
JERHAT IS AL A R
e \

EEHART, MAE MR F R 28 7E I AR L I
SENFRERD (1.4 ¥8). BULFT) 0.11 H¥E). N, N-ZHEHEAR
EEREL (032 MEVNIBRBRMEQ.] HB). RAIREYIE 110°CHHE: 48 /N,
WHE, RAWEKTZBZEEZ AR BHERSEMWMER QN
%, REARKYE, RELWMBMTE, T8, HERETFER. RHE
B REBHEAT IEHT .

X HHAL |

EEEART, EE&N P aERBTEY( YB)ERT _&F
gt WEMMAZ BT SRR 2 4B P HBRERZN, RNE
LSHYIAHIE 0°C. RIIBEYITE 0°C BiRE 30 435h, RIBTEZEHIH: 6 /AT,
WRIG, IREWEKN R BRI . GYUEH 2N SRR EE % .
KEBMWE pH 1, FHA-EFRER. SHFEIE, SRMMnTER, HE
WETF#HE .

By O-fA,

FSERTHIAIOEY (1 4B = FEF B BN ARRS 4 X
), BIPNTE S0C T HE, FBEHMABRKATEY @ 4B). RNEESY
76 80°C FHikk 20 /M. ST IEBHERAT, TERUE TR KR PEPEN. BREY
1E 2B ZEERA K 2 M. BHUELTHBMTER, TI8, HERET
HE. EYRRERHATEN.

GE3 008

4] S5 BT 4% AL =01 24 B 7E DU SAL TR T VI N-3s B8
BRI (0.95 ¥E)F 2.2-BR-Z-F T (0.5 ¥8). RNIEEWE 80°C
THE 1 AN, BEE, RERSYHT T EHERE FER. REYR
BT R, FATRRBAK RIS, BB KR, BHIES
BB TIR, TUE, HERETEER. FEYRRTEN.
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SEiE59.1. 2-[4-((4-IR P R F)E ) KA -2-FERNRH T fs

9.1.1 1-F&HE-4-(hf FF R 2 ) K
(0]
T,
1 4-FF R IR R 4-TZE B, 3 ERBRP IR (O3 9A) #AT
%o PEMARERITENT BEHE: bt/ LR LER 95/5). KRG, N
SRENETE
KZE: 85%
Rf A5/ LR LBE 9/1): 0.55
NMR 'H (CDCL): 2.33 (s, 3H); 3.80 (s, 3H); 6.79-67.02 (m, 6H); 7.10 (d, 2H,
J=8.2Hz).

9.1.2 4-(X B ZRE )R B
M 1-FEAE-4-CE R RAE)Z CEREf] 9.1.1), &I RIREHEMNTT
% 7 9A) #ATHIR . REF~W, FNKERE .
WE: 95%
Rf A2t/ LR ZHE 8/2): 0.32

NMR 'H (CDCL): 2.30 (s, 3H); 4.86 (s, 1H); 6.72-6.95 (m, 6H); 7.10 (d, 2H,
J=8.2Hz).

9.1.3 2-FFEE-2-((4-(FF B 2R )R )RR R AU T s
oy O><m<
{1 4-Cht R IRy (EHER 9.1.2)R1 2-1R % TR T B, &R L

BEEEAL R (J7i% 9A) HEATHIE . FYARER#HTEN ER: 2
Wi/ LR OHig 9/1). RGTH, AWM BRI,
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W 71%
Rf A5t/ LR LBE 8/2): 0.65
NMR 'H (CDCL): 1.46 (s, 9H); 1.55 (s, 6H); 2.32 (s, 3H); 6.81-6.95 (m, 6H);

7.11 (d, 2H, J=8.2Hz).

9.1.4 2-[4-((4-IRFE)VREF)FHEA)-2-HENRM T B

R 2-FEE-2-(4-CF R E )R EF)N RN T B (EHip] 9.1.3), %
M ERRA TR O3k 9A) HHATHI% . F=YIERERGHITEN (BEHE:
Ot/ LR B8 95/5). IR1EF=4, T ELE .,
W 67%
Rf Gh bt/ LB LBE 9/1): 0.45
NMR 'H (CDCIy): 1.47 (s, 9H); 1.58 (s, 6H); 4.50 (s, 2H); 6.81-6.98 (m, 6H);

7.32 (d, 2H, J=8.2Hz).
SEHE19.2. 2-[3-((4-1R B ) R FLF ) FEFL A -2- FHE AR T BE

9.2.1 1-F&EZE-3-(X R ZE) R
JOACH

i 4-FEEBF 3-HR RS, $%E ERBMEP R (073 9A) #EATH
%o EYIRRERHTENT (R A COk/ZBRLER 91). RESW, A
A
W 93%
Rf A 4/ LR L BE 9/1): 0.55
NMR 'H (CDCL): 2.33 (s, 3H); 3.76 (s, 3H); 6.42-6.70 (m, 3H); 6.92 (d, 2H,
J=8.2Hz); 7.08-7.25 (m, 3H).
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9.2.2 3-(X H A E )X By
Jench

M 1-FEEE-3-O0 AR )R (SERER) 9.2.1), % iR HEATT
(¥R 9A) BHTHI% . ES~, hiEm.
W : 98%
Rf 3h Ot/ LR LHE 8/2): 0.32
NMR 'H (CDCIL): 2.32 (s, 3H); 5.19 (s, 1H); 6.45 (s, 1H); 6.55 (d, 2H, J=8Hz);
6.92 (d, 2H, J=8Hz); 7.05-7.20 (m, 3H).

9.2.3 2-FFE-2-3-Cht FAEE)RES) N T 8
O
Jonorad

8 3-Cof PR L) KBy (SEMif) 9.2.2)F 2-IRZ T BN T Bk, B L
RIEFEAR N (5% 9A) #HATHI% . UL ERIITEN GHR: #a
Wi/ LR B 95/5). 3R1GF=Y, AFEAERE A,
MK : 63%
Rf (F b/ LR ZBE 8/2): 0.65 |
NMR 'H (CDCL): 1.41 (s, 9H); 1.55 (s, 6H); 2.32 (s, 3H); 6.45-6.65 (m, 3H);
6.90 (d, 2H, J=8.2Hz); 7.08-7.20 (m, 3H).

9.2.4 2-[3-((4-IRFE)RER)RELA]-2-FEANRMT B
(o]
Jonoree
] 2-FFEE-2-G-CF HREIT) R ES)NBR T B (SEHif 9.2.3), I
B ER BT (5 9A) #ATHI% . FEYLERGEITENT (UEE: 3
Ot/ LR ZBE 95/5). IR1B=H, AR A,
K : 66%

Rf A bt/ LR LB 9/1): 0.45
NMR 'H (CDCI;): 1.42 (s, 9H); 1.57 (s, 6H); 4.50 (s, 2H); 6.45-6.70 (m, 3H);
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6.95 (d, 2H, J=8Hz); 7.05-7.25 (m, 1H); 7.35 (d, 2H, J=8Hz).

SEHE9.3. 2-[4-((4- VR FEE) R A0 ) R BL 41 )-2- B U R AL T i
9.3.1 1-FEEIE-4-C0F B ZRER) A
S
JOROE
T 4-FRERREER 4-HEK P EE, &R ERBRERG T (U7 9B) 1
1TH1% . FFERER AT BT QIR FRC5/ LB LBR 95/5). 3K1497™1),
B AEFEE.
WZE: 75%
Rf RO bt/ LR LR 9/1): 0.45
NMR 'H (CDCL): 2.28 (s, 3H); 3.82 (s, 3H); 6.85 (d, 2H, J=8.2Hz); 7.04 (d, 2H,
J=8.2Hz); 7.12 (d, 2H, J=8.2Hz); 7.37 (d, 2H, J=8.2Hz).

9.3.2 4-(Xt B IR AR ) K My
S
JOROY
i 1-FEIE-4-p-FRER)E (L) 9.2.1), R LRERELTT

i (51 9B) HATHIE . KRG, KHKERE .
WZE: 69%
Rf GACht/ LR LBE 8/2): 0.34
NMR 'H (CDCL): 2.30 (s, 3H); 5.64 (s, 1H); 6.81 (d, 2H, J=8.2Hz); 7.01-7.21
(m, 4H); 7.30 (d, 2H, J=8.2Hz)

9.3.3 2-FHFE-2-(4-%F F R EEM) R I F) NS T Ba
Ol O>§r><

R 4-CoF FZREERR) AR By (SERtf] 9.1.2) 2-1R 7 T BRABUT e, &M L
BRIEEN RN (5 9B) #ATHI% . HYILERITEN Gthi#: %2
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Yo/ LBR TG 98/2). IR1BY), A B,

WHE: 86%

Rf (A Ce/ LR ZBE 95/5): 0.65

NMR 'H (CDCL): 1.42 (s, 9H); 1.59 (s, 6H); 2.30 (s, 3H); 6.80 (d, 2H,
J=8.2Hz); 7.08 (d, 2H, J=8Hz); 7.15 (d, 2H, J=8Hz); 7.28 (d, 2H, J=8.2Hz).

9.3.4  2-[4-((4-1R F )R IR )R EEH ]-2-F RN T Ba
Br\/O/ \©\0>§0(0><

) 2- 2 2-(4- 2] -(F R AR E ) AR T B (SLHif 9.3.3), &
M R T (518 9B) #HATHIE . FYILER#EITEN (ERW: 37
Tt/ LR LR 95/5). 3RBIY), MREEEE.
W 36%
Rf (A bt/ LR LFR 9/1): 045
NMR 'H (CDCL): 1.45 (s, 9H); 1.60 (s, 6H); 4.45 (s, 2H); 6.83 (d, 2H,
J=8.2Hz); 7.10 (d, 2H, J=8Hz); 7.25 (d, 2H, J=8Hz); 7.35 (d, 2H, J=8.2Hz).

L IE519.4. 2-[3-((4-1R FF 3 ) R I A ) AR HL 4 ]-2- FH R N R A T B

9.4.1 1-FERIE-3-(0 R EERR )&
JoRSH

i 4-FF R RBREEAN 3-MUK FHEE, %M EARBR LTV (U7 9B) it
1T % . FEYEEERIEAT BN (e FFC5t/ LR LEE 95/5). SR,
35 R
KZ: 33%
Rf R Cht/ LR ZBE 9/1): 0.45
NMR 'H (CDCL): 2.36 (s, 3H); 3.72 (s, 3H); 6.65-6.95 (m, 3H); 7.02-7.25 (m,
3H); 7.30 (d, 2H, J=8Hz).
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9.4.2 3-(3f 2RI ARy
JoncH
B 1-FREL3E-3-(0f AR (SEHEf) 9.4.1), $eIB ik 3 LKy
W (7 9B) HEATHI%. PAEREY, NG,
W 72% ’
Rf (A C e/ ZBR LB 8/2): 0.34

NMR 'H (CDCL): 2.35 (s, 3H); 4.90 (s, 1H); 6.61 (d, 1H, J=8Hz); 6.65 (s, 1H);
6.81 (dd, 1H, J=8Hz, J=2Hz); 7.02-7.23 (m, 3H); 7.35 (d, 2H, J=8Hz).

9.4.3 2-%%—2-(3-(2‘1Eﬁz*ﬁ’fn%)z:%ﬁ)ﬁﬁﬁéﬂTﬁa

foavtaa

R 3-Cht BRIy (SEHED) 9.4.2)H0 2-IR B TR T e, &M L
WREEFAL RN (3% 9B) BHTHI% . FEYLmidtiT BN (ERE: #a
Yol LR . BE 98/2). REFEH, AT,
W 74%
Rf GF e/ LR 28R 8/2) 0.68
NMR 'H (CDCLs): 1.39 (s, 9H); 1.51 (s, 6H); 2.35 (s, 3H); 6.68 (dd, 1H, J=8Hz,
J=2Hz); 6.76 (t, 1H, J=2Hz); 6.83 (dd, 1H, J=8Hz, J=2Hz); 7.05-7.19 (m, 3H);
7.29 (d, 2H, J=8Hz).

944 2-[3-((4-‘?,%Eﬁ%)ﬂ*x%ﬁ)ﬂ*s%’fm]-z-ﬁﬁo%ﬁﬁ@ﬂTﬁ‘a

Joaorse
i 2-FFE-2-(3-(f FE R AR R EL) N BN T B (SEHEf 9.4.3), #
B ERRA TR (D51 9B) HHTHI& . FEYRLERHEITEN R 3
Ot/ LR B8 95/5). RBF=Y), A,
W 64%
Rf A O/ LR ZHE 9/1): 0.48
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NMR 'H (CDCIL): 1.40 (s, 9H); 1.53 (s, 6H); 4.45 (s, 2H); 6.68 (dd, 1H, J=8Hz,
J=2Hz); 6.76 (t, 1H, J=2Hz); 6.83 (dd, 1H, J=8Hz, J=2Hz); 7.05-7.19 (m, 3H);
7.29 (d, 2H, J=8Hz).

SEHER10.  H R IRER) — DB
5 10A: SEMREABZ F#ITIREE G MEIR
Friedel-Craft Jx ¥

EEMARAT, 710 548H, R CAHK=8ME (125 Y8)7E
CRFEFHEBEERMASERRE (1 48). RNBEYE 0CHHF 1
NP KRG, BRIMAZE K FHEPHBRER (1.05 B38). RNMBESYHR
2 M, REBRAKF. 2BH. &FNEIERKESE, KnRE
T, HEBETEKR. REYEERIEITEN.

PREEE R JR

EEHEAST, M7E 0CAEIRISERTHI & HE (1 JE)E SRR
BRI = FALHE 2. BFBC &9 (diethyletherate) (2 4 &), REZBRHIMAZL
kbt 3 UE). RNBAYEZE T 24 /M, REMAK. BHLE
KIS, SRBRETER, FEBETEAR. REVERERHETEN.
7715 10B: HAERRRES FEB LR, H& R,

TEEEAAT, RERTEYTE Z P P B R F st 2
BZ(1.5 HE). FEMASEMLH  UE)ZH, REVWE 0CHH. MR
EMAEZERTHE, REH M HRBERIE pH2, REH LR OERE
., ANZRBKEES, @RRETER, FERETER. BREYVLER
BATEHT
J7% 10C: &1 RERRAL .

£ 0°C MFE (1 BE)EFXFHBEBEMAZRLN (1 58). RN
REWAZETHRE 12 /0. BRNDEIANKS, K5 HFEZEER. HH
FEAMBRETE, S8, HERETER. FRAZRATEY TR EM
BB gt
J7v% 10D: 5 A& B2 H IR F R
A2 1) B R VR A
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2 (148), N BREFBETME (1.1 38)MNTEHEFE 0.01 48)
S e RIS AE 75W BT I T B BE: 24 D, RNIBEYIH
KYEE, REREAKEER. BIESRBRSETSR, S8, FERETER.
FEYE T E A ST A
B YT AT e el

SATHIEFRFR (1 JE)FBLE 0.1 JE)VEESA FTEB T
SR . WIRAE-40°CHEFE 15 min (FUK/ZEEH), RIEMAFESRE1.1
HE). RNIBAVREAER 0CHEMA 2.5M TR BT 2
NI IREVA SR HRER. GHERSKEE, @mReT8, i
WE TEK. REVEERHETEN.

SRTHIEIEE (1 XE)AMT K THF. RNEAPTEMAZ LA
KB, RESHIMANSENEHE HE). RNBSYEEBHEEE
AR 12 /DI REMAK, REMA 2N SEMER, RE
IAIK, REWHFE 15 /8. dIEHUTE. ZRIER, HHEEY, ML
RN %IRRT AT 100)

7715 10E: F A& REE.
R RE S AL

FEREMRTERRCEAKREY. IMANRE, A MATREREMN
(sodium hydrogensulfite), JFH & NIR-EYIFEZE THHE 1 /D 30 404F. 0
A 10% TRERENER, HERAYH CBER. HHLERHEMIKERPER
Tk, SMBRETER, JI8, HEBETER. mUEBERH#ITER.
LA |

R ATIR (7 10C)

J7E 10F: FHAEREFR

EESAT, MR JE)ELKEERER S KIS RZEREMA 2M Ji
BRIER — " lg (boron dimethylsulfite) 7EPY Wk H AR . RNIBEWEE
ERCRE 48 /AT, R VISR, FRBYEMETK, FHFAZSEHEER. H
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MU EKYES:, LRBRET R, HERETHRK. AWM EREM
Bk,

B R4k
AR (7 100)

SEiE$110.1. 3-1R-4-Z F B 3-10-6- 2 F K Bk
10.1.1 1-(2-1R-4- FEFERE) ZHIF 1-(4-1R-2-FFEERE) 2

(o} Br Br
0

] 3- IR IR AN Z B, $ B8 LR Friede-Craft ¥% (575 10A)EATHi
%o PEYGRIRHATEN VB BB 2B 2B 98/2 E 90/10). 3K
B 1-Q-RA-FEERE) LW, ALEH, HRE 1-4-R-2-FEREERE)
LR, A EEREE,
WE: 55 % (1-(2-1R-4-FEHERE)ZE)A 18 % (1-(4-IR-2-FEEXHE) L
i) |
Rf (A Wil 2.8 288 95/5): 0.33 (1-(2-1R-4-FH ALK IL) ZFHFN 0.5 (1-(4-1R
2-FEERE) LE)
NMR 'H (CDCls) (1-(2-1R-4-FFEZEZEE) ZH): 2.60 (s, 3H); 3.82 (s, 3H);
6.85 (d, 1H, J=1.9Hz); 7.13 (s, 1H); 7.58 (d, 1H, J=5.0Hz).
NMR 'H (CDCl;) (1-(4-JR-2-FEFEFF) ZHi): 2.61 (s, 3H); 3.94 (s, 3H);
7.15 (m, 2H); 7.64 (d, 1H, J=8.3Hz).

10.1.2 3-JR-4-ZFE K HEF
Br

/\©\0Me

4 I (1-(2- -4 FR L) ZU ) (SSHE 10.1.1), HHE L3R JEL 7 i
GTiE 10AVEATHIE . EYEREET R Q. 7 mEk/ 2. M 2
98/2). 1=, ATBMH.
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K 93 %

Rf (A B/ LB L8R 95/5): 0.5

NMR 'H (DMSO): 1.10 (t, 3H, J=7.5Hz); 2.67 (q, 2H); 3.71 (s, 3H); 6.80 (dd,
1H, J=8.3Hz I J=2.8Hz); 6.93 (d, 1H, J=2.8Hz); 7.05 (d, 1H, J=8.3Hz).

10.1.3  3-}R-6-Z.FE K F

Br

; OMe

EFH1-(4-1R-2- FEFEFER) L) (LM 10.1.1), ZHB EREFEITE
(FFiE 10A)HEATHI & . FEYLBERSATEN (. AWmBt/ L% 88
98/2). IRBEF=Y), AT,

WE: 82 %

Rf (A& L8 ZBE 95/5): 0.8

NMR 'H (CDCL): 1.14 (t, 3H, J=7.5Hz); 2.54 (q, 2H); 3.74 (s, 3H); 6.92 (d, 1H,
J=1.7Hz); 6.96-7.02 (m, 2H).

SEHE110.2. 3-VR-4-TA L ZE BN 3-VR-6-75 H 25 H Bk

10.2.1 1-(2-1R-4- FEEFTE)N-1-FIf 1-4-R-2-FEEFE)RF
-1-Hd

(0] Br Br

0

] 3-IRFK BRI A B, 4B 1R Friede-Craft ¥ (J77% 10A)i4T 5
Fro FEYIREERGHATEN (UElARE: AMEY/ 2R LB 99/1 & 95/5). 3K
13 1-Q-1-4- I N-1-H, HERHEEE, B 1-@-R2-FaE
REYR-1-H, JEERE .
E: 33 % (1-(2-1R-4- FFEFE R E)H-1-F)F 23 % (1-(4-1R-2-FHEEEKIE)
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H-1-)

Rf (A B 2B 288 95/5): 0.15 (1-(2-1R-4- FHEE FE 2K ) A -1-F)F1 0.33
(1-(4-W-2- A I F ) -1-B)

NMR 'H (CDCl;) (1-(2-1R-4-FEZE R E)N-1-F7): 1.18 (t, 3H, J=7.3Hz); 2.91
(q, 2H, J=7.3Hz); 3.81 (s, 3H); 6.85 (dd, 1H, J=8.6Hz F J=2.5Hz); 7.11 (d, 1H,
J=2.5Hz); 7.47 (d, 1H, J=8.6Hz).

NMR 'H (CDCl3) (1-(4-1R-2- FEFE R )R -1-01): 1.24 (t, 3H, J=7.2Hz); 3.00
(q, 2H, J=7.2Hz); 7.03 (dd, 1H, J=8.6Hz 1 J=1.9Hz); 7.18 (d, 1H, J=1.9Hz),
7.61 (d, 1H, J=8.6Hz); 12.44 (s, 1H).

10.2.2 3-JR-4- P FE 5 F

‘ Br

i 1-Q-IR-4-FEEXE)N-1-00 (EHEF 10.2.1), B ERERTT
BOFE 10A)HTHIE . FEYSERGHATEN (e : A B/ LR R
98/2). IRE=Y), ATLEM.
WER: 77 %
Rf (3 1 Bk/ LR ZBE 95/5): 0.4
NMR 'H (CDCL): 0.95 (t, 3H, J=7.3Hz); 1.53-1.68 (m, 2H); 2.60-2.66 (m, 2H);
3.76 (s, 3H); 6.78 (dd, 1H, J=8.6Hz J=2.6Hz); 7.07-7.11 (m, 2H).

10.2.3 3-YR-6- N 2K A Tk

Br

; OMe

I 1-4-IR-2-FEEXE)R-1-0 (LR 10.2.1), #ZHE ERIEJRTT
ROTEE 10A)BHTHI& . FYSERTEN (GEME: Ak LR 28
98/2), KM=, ATEIM.

WZ: 82 %
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Rf (1 1B/ ZBR ZBE 95/5): 0.4
NMR 'H (CDCl;): 0.91 (t, 3H, J=7.3Hz); 1.48-1.62 (m, 2H); 2.48-2.54 (m, 2H);
3.79 (s, 3H); 6.93-6.98 (m, 3H).

SEHE10.3. 3-1R-4-B T EIEFRER] 3-10-6-F T 27K Ik
10.3.1 1-(2-1R-4-F A EERE)-2-FHN-1-FIM 1-(4-1R-2-FFEHE
FF)-2-FEE A -1-F

(0] Br Br

ffFH 3-IRZE BRI T S, B LA Friede-Craft ¥ (J71% 10A)4T
W% FEAERHEITEN G AME/ LR OB 99/1 & 98/2).
SRR, AERE A,
W 10 % (1-(2-1R-4-FHE FEZIE)-2-F F T -1-F0)F1 16 % (1-(4-1R-2-F A
FEREL)-2- - 1-d)
Rf (A B/ ZH: 288 90/50): 0.3 (1-(2-1R-4- F A FE A I )-2-F ZL /- 1-Fi)Fn
0.4 (1-(4-1R-2- A FEZIL)-2- FEE A -1-H7)
NMR 'H (CDCls) (1-(2-¥R-4- @ FEFK K )-2- FEF-1-B1): 1.15 (d, 6H,
J=6.9Hz); 3.28-3.45 (m, 1H); 3.80 (s, 3H); 6.85 (dd, 1H, J=8.6Hz J=2.4Hz);
7.11 (d, 1H, J=2.4Hz); 7.33 (d, 1H, J=8.6Hz).
NMR 'H (CDCls) (1-(4-¥R-2- FH A FE K F)-2- FE W -1-M): 1.12 (d, 6H,
J=6.9Hz); 3.35-3.52 (m, 1H); 3.87 (s, 3H); 7.10-7.14 (m, 2H); 7.40 (d, 1H,
J=8Hz).

OMe

o)

10.3.2 3-VR-4-F ] K

Br

i 1-Q-1R-4- AR 2-FHEF-1-07 (EHEH] 103.1), R Lk
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B R IT IR 12 10A) BT & . F=IEREBGHATENT (PeliR: AWk L8
LHE 98/2). KB, AT

MR 82 %

Rf (A B/ LR L85 90/50): 0.7

NMR 'H (CDCL): 0.90 (d, 6H, J=6.7Hz); 1.92 (hept, 1H, J=6.7Hz); 2.54 (d, 2H,
J=7.2Hz); 3.71 (s, 3H); 6.73 (dd, 1H, J=8.5Hz J=2.7Hz); 7.02 (d, 1H, J=8.5Hz);
7.07 (d, 1H, J=2.7Hz).

10.3.3 4-1R-6-F¢ ] FER H R

Br

OMe

I 1-(4-1R-2-FFEERE)-2-FER-1-l0 (EHEF 103.1), ZHE LR
BRI 10A)BHTHI% . YRR HEATEN (L Ak 2%
LB 98/2). KRB, ATCEM.

K. 89 %

Rf (7 B/ 2.8 ZB 90/50): 0.75

NMR 'H (CDCL): 0.87 (d, 6H, J=6.6Hz); 1.78-1.94 (m, 1H); 2.41 (d, 2H,
J=7.1Hz); 3.79 (s, 3H); 6.91-7.02 (m, 3H).

SEHE$110.4. 2-VH-4-FRFHEE
Br

OH

i 2-1R-4-FKME, &R RO 10BHITHI& . SRR
HEATENT (PR BEE: AME/ 2B 288 90/10 & 80/20). KEFY), MNA
o B 44
K. 95 %

Rf CA B/ LR 288 70/30): 0.25
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NMR ‘H (CDCLy): 5.95 (s, 1H); 6.87 (dd, 1H, J=8.5Hz, J=2.4Hz); 7.17 (d, 1H,
J=2.4Hz); 7.54 (d, 1H, J=8.5Hz).

SHH05, 41 (R0 TR

Br

OMe

i 4-¥R-1-GREFEE)-2- AR, R El A 7507 10C)#1T
Hl&. RE=Y, FHEERE.
KK 69 %
Rf (F i HE): 0.75
NMR 'H (CDCL): 3.92 (s, 3H); 4.53 (s, 2H); 7.05 (s, 1H); 7.10 (d, 1H,
J=7.5Hz); 7.22 (d, 1H, J=7.5Hz).

SEEf510.6. 4-1R-1-(RF 3)-2- 27K

10.6.1 4-R-3-(IR 22K R FH g

COOMe

Br

Br

] 4--3-HRFR PR, ZR LR B HERETECTE 10D)H#T
Hl&. PR ERKPES M. RE~Y, SATEE.
. 76 %
Rf CA B/ LR ZTE 90/50): 0.45
NMR 'H (CDCL): 3.95 (s, 3H); 4.64 (s, 2H); 7.68 (d, 1H, J=7.5Hz); 7.83 (d, 1H,
J=7.5Hz); 8.13 (d, 1H, J=2.5Hz).
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10.6.2 4-YR-3- £ 3K H R Y iR

COOMe

: Br

R 4-R-3-GREAFE)FF BT P 10.6.1), HE LRFAHAN
BEAT AE AT e A B T V(O v 10D Tl & . PR IEIT BN (UE
FRBARE . AIMEK/ 8 2.8 98/2). K1IG=Y), AT,
WE: 54 %
Rf (A i/ .88 ZBE 90/10): 0.53
NMR 'H (CDCL): 1.28 (t, 3H, J=7.5Hz); 2.83 (q, 2H, J=7.5Hz); 3.93 (s, 3H);
7.62 (d, 1H, J=7.5Hz); 7.72 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.92 (d, 1H, J=2.5Hz).

10.6.3 (4-1R-3- LB FE R

Br
A 4-3R3-3-CEF PR TR CERIPY 10.6.2), %8 LRIERITVACTIA
10D)BEAT % . IRAG=9), AT,
WE: 75%
Rf CA B 2.8 2B 90/10): 0.28
NMR 'H (CDCLy): 1.26 (t, 3H, J=7.5Hz); 2.04 (s, 1H); 2.84 (q, 2H, J=7.5Hz);
4.64 (s, 2H); 7.07 (d, 1H, J=7.5Hz); 7.25 (s, 1H); 7.53 (d, 1H, J=7.5Hz).

10.6.4 4-1R-1-(RFF)-2-4FER

HH(4-1R-3-ZEER )P IE CERB 10.6.3), M ERBRUTTIEOTE
10C)BATH % RF™=Y, NI,
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WE: 79 %

Rf (1 1HI£): 0.36

NMR 'H (CDCly): 1.28 (t, 3H, J=7.5Hz); 2.80 (q, 2H, J=7.5Hz); 4.47 (s, 2H);
7.12 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.29 (s, 1H); 7.54 (d, 1H, J=7.5Hz).

SEHE10.7. 1-VR-4-(R R 56)-2- A FL 2R
10.7.1 4-YR-3-TAZE A R H Big

COOMe

Br

i 4-IR-3-GRFE)EFRRFES (P 10.6.1), M _ER A HEEE
WIRBHAT e BAL B 7R (715 10D THIl& . FEYISEREITEN Gk
W AMEYZEEZES 98/2). RAEFEY), AFAM.

WR: 33 %

Rf (A7 EF): 0.45

NMR 'H (CDCly): 1.01 (t, 3H, J=7.5Hz); 1.62-1.77 (m, 2H); 2.77 (t, 2H,
J=7.5Hz); 3.93 (s, 3H); 7.62 (d, 1H, J=7.5Hz); 7.72 (dd, 1H, J=7.5Hz, J=2.5Hz);
7.90 (d, 1H, J=2.5Hz).

10.7.2 (4-VR-3-TR L 2R3 F i

HO

S

Br

i 4-1R-3-INEEFR PR (SSHEA 10.7.1), #&E EIRE R0
10D)iHAT Hll & . KR, AFEEM.
WR: 73 %
Rf (2 HE%/ LR ZBE 90/10): 0.73
NMR 'H (CDCl,): 1.02 (t, 3H, J=7.5Hz); 1.60-1.75 (m, 2H); 1.90 (s, 1H); 2.73
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(q, 2H, J=7.5Hz); 4.65 (s, 2H); 7.06 (dd, 1H, J=7.5Hz, ]=2.5Hz); 7.23 (d, 1H,
J=2.5Hz); 7.53 (d, 1H, J=7.5Hz).

10.7.3 4-7%—1-(?%513%)-2-1‘%?%2*:

BE)\/\
Br

{F(4-R-3-THEZEEHEE (LS 10.7.2), #B_ERRNL TR
10C)HEATHI#% . FKE~Y, ATLEMH.
W, 96 %
Rf (f HIB¥): 0.5
NMR 'H (CDCLy): 1.03 (t, 3H, J=7.5Hz); 1.61.1.76 (m, 2H); 2.73 (t, 2H,
J=7.5Hz); 4.46 (s, 2H); 7.11 (dd, 1H, J=7.5Hz J=2.5Hz); 7.27 (d, 1H); 7.53 (d,
1H, J=7.5Hz).

SEHE10.8. 1-1R-4-(R FFE)-2- A LR
10.8.1 (4-¥R-3-FE IR ED) H iE

HO

o8

Br

R G-FEERE)FRE, &R LR RRI TR 10E)#HATH & .
PG RERGHATENT (ER: A B 2R L B8 95/5). R4, JXKt
[ 425
W : 86 %

Rf (A B/ ZFR Z g 90/10): 0.57
NMR 'H (CDCL): 3.66 (s, 1H); 3.73 (s, 3H); 4.61 (s, 2H); 6.64 (dd, 1H,
J=7.5Hz, J=2.5Hz); 7.01 (d, 1H, J=2.5Hz); 7.34 (d, 1H, J=7.5Hz).
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10.8.2 1-1R-4-(GR B ) 2-FE R K

Br
i j\o/

Br

ffFH(4-R-3-FEERE)FEE (S 10.8.1), B ERBALITEOT
5 10C)iATHI & . KRG, KB,
W 88 %
Rf (A HEE): 0.7
NMR 'H (CDCly): 3.82 (s, 3H); 4.58 (s, 2H); 6.76 (dd, 1H, J=7.5Hz 1 J=2.5Hz);
7.02 (d, 1H, J=2.5Hz); 7.48 (d, 1H, J=7.5Hz).

SLHEF10.9.  1-1R-4-(R FFIE)-3-F 2
10.9.1 (4-1R-2- 2R 5 R

HO

o

Br

i 4-R-3-FEXHR, B ERERICR T ECTE 10F)#THI%&. 3K
/=y, AT,
W 75 %
Rf (f7 B/ Z R Z.B5 90/10): 0.75
NMR 'H (CDCl,): 1.95 (s, 1H); 2.33 (s, 3H); 4.63 (s, 2H); 7.22-7.36 (m, 3H).

10.9.2 1-1R-4-(R B EE)-3-FH

¥

Br
W (4-1R-2-F R R (STHIf 10.9.1), IR BRI (T i
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10C)#HATHl#% . KRG, MM,

MK 98 %

Rf (£ v EE): 0.5

NMR 'H (CDCl,): 2.42 (s, 3H); 4.48 (s, 2H); 7.20 (d, 1H, J=7.5Hz); 7.33 (d, 1H,
J=7.5Hz, J=2.5Hz); 7.38 (s, 1H, J=7.5Hz).

SEHE10.10. 1-VR-4-QRFHE)-2-=H P E
10.10.1 (4-1R-3-(ZH/ )R IE) F i

HO

Y

Br F

i 4-R-2-=FTPEEFR, B ERRERFECTE 10F)#HATH]
%o REEY), hBaBEE.
K. 93 %
Rf (A B/ R 288 90/10): 0.3
NMR 'H (CDCl;): 4.69 (s, 2H); 7.36 (d, 1H, J=7.5Hz); 7.66-7.68 (m, 2H).

10.10.2 1-R-4-(REFFE)-2-=F HZHE

Br
: F
F

Br F

8 FH(4-1R-3-(Z )R 5L ) F R (SETtf) 10.10.1), 32 B8 _EIR VR4 7 7%
(73 10C) ATl & RE=H, RHAARELK.
E: 92 %
Rf (f v EK): 0.57 |
NMR 'H (CDCL): 4.45 (s, 2H); 7.42 (d, 1H, J=7.5Hz); 7.69 (m, 2H).
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SEHEBN10.11. 1-1R-4-(IR FF 5E)-2- R FE 2
10.11.1 (4-1R-3-THF A ) H iE

HO

o

Br

i 4-1R-3-THEE R, 1R ERRRIEIF A IECTE 10F)ATHI% . 3k
/ey, AEAEE,
WE: 95%
Rf (A WME/ 218 2B 70/30): 0.48 |
NMR 'H (CDCL): 2.52 (t, 1H, J=5Hz); 4.75 (d, 2H, J=5Hz); 7.42 (d, 1H,

J=7.5Hz); 7.71 (d, 1H, J=7.5Hz); 7.84 (s, 1H).

10.11.2 1-VR-4-(IR FF &E)-2-THFEE R

Br
: NO,

Br

i (4-1R-3-FHE R L) B (SEHERY 10.11.1), 3% LR RIL T 7
10C)#ATHI % . RG=Y), MEARE K.
W : 90 %
Rf (B 2.7 2B 95/5): 0.34
NMR 'H (CDCl;): 4.48 (s, 2H); 7.49 (dd, 1H, J=7.5Hz, J=2.0Hz); 7.71 (d, 1H,
J=7.5Hz); 7.90 (d, 1H, J=2.0Hz).
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SEREGI1L. H% RSB UMEAT A — /P B
SEHEFI11.1. (1-CFE I E)-1H-Pg me

N—N
\

<N,‘N
kO
O

FEESAT, U (1 HE)F 2M N ZHFRFERE)EZEN(] LE)
7E VY SRR R VAR AR T Jo K DY SR « R NIR-AITE 0°CHiHE 30 208,
RIG, IAFEREFER (1 4E). BEVWEEHEE 3 M. RERED
MR CBRER . 53FEIE, FREKEE, @RS T%, FERE
TH#HK. REVZERHITEN CERK: FB/ZBZE 80/20). KB
=Y, Aot .
R 43%
Rf (f VHBk/ 2R ZBE 70/30): 0.48
NMR 'H (CDCly): 4.67 (s, 2H); 5.96 (s, 2H); 7.29-7.40 (m, 5H); 8.61 (s, 1H).

SEHEB11.2. 1-(1-(FHZE B 2E)- 1H-DU e-5-35) 15 -1- 1%

N-—N

/ Y
ko/\O

EREAT, -CFEEFR)-1H-I9M (1 HE, SEHEF 11.D)ER T
KVUERRRE, NG, AHZE-78C. ZIEMAIETE# (158, IM, £C
B, R RMNMIBSYLE-T8CHEE 15 43%k. REMARE, HHRNE
EYE-T8CHLEE 15 70%h, REEAFRE THH 45 7080, MASALERIA
BB, RNBEYHCRIEERER. EIERBKER, SRRETSE
HER. REBYERERGETER GEE: Amb/ LR B 80/20). 3K1E
=8, hICE .

WE: 75 %
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Rf (f it/ .18 2B 70/30): 0.48
NMR 'H (CDCL): 1.04 (t, 3H, J=7.5Hz); 1.97-2.12 (m, 2H); 3.04 (d, 1H,
J=5Hz); 4.69 (s, 2H); 5.02 (q, 1H, J=5Hz); 5.92 (s, 2H); 7.35-7.38 (m, 5H).

SEHER11.3. 1-(1-(F & 25 )-1H- 0 M- 5-58) P 8 1Y) F T BR i

N—

N
\
MN/N
(0]

N O

sl k

ERERAF, 1-(1-CFEEFE)-1H-JYM-5-F)H-1-88 (1 HE, Ll
Bl 11.2)F FEBES(1.2 X 8) BT oK H k. BRAHE-10C, R
JFEMIAZZEE (1.5 ¥8). RNBESWESEETHH 2 M. RNES
YH & B 5ER, HFEBERLKER, @RMRETRIEK. KE
FEY, hIC .
W 99 %
NMR 'H (CDCL): 1.10 (t, 3H, J=7.5Hz); 2.28 (m, 2H); 3.08 (s, 3H); 4.71 (s,
2H); 5.87 (t, 1H, J=6.8Hz); 5.96 (s, 2H); 7.29-7.36 (m, SH).

S 12, KPR ET A ) — BB R

JIVE 12A: [M-EERBKMEMAER (1 HE)TETOK LI RS BUIMABRKIR
W aE). RNBESYESR M 15 28, REMARMITED, K
RNEEPAE 90°C M HLHE 12 /M. REYCHEZR, FEREWERL, %
JFHZRERR. §3FANE, £RRETR, HEMETER. &E
W BT Z AT

J7i% 12B: ) S IEHIBK PR (1 2 B)ANRAATAEY (1.5 HE)EN, N-
T HE BT RERIAKRRS 2 H8). RMBAYAEZEE FHF 12
M. WHIFERUE T 2K, HFRREMER T CRIE/KREYT. 78
EHRE, FFRH3KIER, RELMBRMTER, S, JFFERE TR,
AT E T

J7i5 12C: £ 90C T HARAATAEY (1 BE)MIY T EmMMREE (0.125
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MEVEFRPRER . REMATERHE 40 787 HIKMEMER (1.15 HE)
MEENFAEKP R 7€ 90°C NRIZIMH LR EY 1 /DS . RJE,
B RAR S YR RSB 1 AN, EEIAKZE, HBE&E, MKERFERX
W, GHMENERBKER, REELWRBMTE, dulEitEk. RH¥
YA RERCHATERT -

ik 12D ERAAT, £ 0OCTRKM (1 ¥8) ELFTHEEY
HIMAE S 3 HE). BEWHHEE 20 408, REIEFBHMANRLAT
AEYIELIEF BB . KNBAYESR TR 12 /0. SREIMAK, IF
EROHE BEVHEBT K _EREREY. 2EEIE, HHEKEE,
RIGEMBA TR, T8, HFERETRY . RBEDEERFTENT.

SEHEG12.1. 2- T HE-1-[(3°-((1- ZEFE B -1, 1- — R H I F) B K -4-
) B 3 1-4- 88 2R R FE - 1H- 0K M bk -5(4H)- B F0 - 1-[(67- ¥R
-3 -((1- A EEREE-1,1- )5 B -4 ) 2 )-2-
T H-4- é;,’iﬂ I - 1H- K MR- 5 (4H)- B

:z«,b :4»,#

A 2-T%-4-mj%}7ﬁﬂz%-1H-%%W-5(4H)-@lﬂ (SEHEf 3.4)LL K 2-((4°-
VR R LB IR -3-38) ) 2- R EE A R ZL R AN 2-((6-1R-4-1R FH 2R R -3- 2 ) 4)-2-
FERNRLE G 6. 2)FREY, REATR—RISBROTIE 12A)#47H
Ko TYAEBGHATEN GEME: S H 5/ HEE 982, RERACH/
N 85/15). REB=Y), HLEW QMLEVIHIREY).
WE: 69%
Rf(ZEHH/HEE 98/2): 0.34
IR: vCO: 1732 cm™; 1633 cm’!
NMR 'H (CDCL) G5 & _EIERLHIATAEY): 0.87 (t, 3H, J=7.3Hz); 1.23 (¢,
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3H, J=7.3Hz); 1.33 (sext, 2H, J=7.6Hz); 1.57 (quint, 2H, J=7.6Hz); 1.64 (s, 6H);
1.82-2.05 (m, 8H); 2.34 (t, 2H, J=8.2Hz); 4.26 (q, 2H, J=6.7Hz); 4.72 (s, 2H);
6.82 (ddd, 1H, J=8.2Hz, J=2.3Hz, J=1.2Hz); 7.09 (t, 1H, J=2.1Hz); 7.19-7.23
(m, 3H); 7.31 (t, 1H, J=7.9Hz); 7.52 (d, 2H, J=8.2Hz).

NMR 'H (CDCL) (55 & ¥ _LIRALHIRTAEYD): 0.87 (t, 3H, J=7.3Hz); 1.23 (t, 3H,
J=7.3 Hz); 1.33 (sext, 2H, J=7.6Hz); 1.57 (quint, 2H, J=7.6Hz); 1.64 (s, 6H);
1.82-2.05 (m, 8H); 2.34 (t, 2H, J=8.2Hz); 4.26 (q, 2H, J=6.7Hz); 4.74 (s, 2H);
6.70 (dd, 1H, J=8.8Hz, J=2.9Hz); 7.09 (t, 1H, J=2.1Hz); 7.19-7.23 (m, 2H); 7.36
(d, 1H, J=8.5Hz); 7.50 (d, 2H, J=7Hz).

SEHiIF12.2.  2-TH-1[(4-((1-ZRIEHEE-1,1- = B F ) F) B 4-
B ) P B )-4- 08 PR IR A - 1 H-IK Mk -5 (4H) - B

e 2-T B-4-BR 30 AL - TH-PK Mm-S (4H)-BR (SEHER 3.4)F0 2-((4°-1R
HIECR-4-50)58)-2-RENBR OB (SEHE) 6.3), IRER—KRIPE ik
R2AYHATHIE . PR ERBITEN GERE: FOh/LB LB 91 &
6/4). IRMB=H, ALBIM.

B 35%

Rf A Cbt/ LR ZBE 5/5): 0.70

IR: vCO: 1730 cm’™

NMR 'H (CDCI,): 0.86 (t, 3H, J=7.2Hz); 1.27 (t, 3H, J=6.9Hz); 1.25-1.40 (m,
2H); 1.52-1.65 (m, 2H); 1.64 (s, 6H); 1.75-1.90 (m, 2H); 1.90-2.10 (m, 6H);
2.34 (t, 2H, J=7.2Hz); 4.22-4.29 (q, 2H, J=7.2Hz); 4.71 (s, 2H); 6.91 (d, 2H,
J=8.8Hz); 7.20 (d, 2H, J=8.2Hz); 7.45 (d, 2H, J=8.9Hz); 7.51 (d, 2H, J=8.2Hz).
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SEHER]12.3. 2- T FE-1-2-(4-((1- ZE FE PR EE-1, - EFEHF)EE)
ZFE]-4-4R3F JL- TH-BK MEB- 5 (4H)-H

oy
NN o >
E“@ox&o

iR 2-T 2-4- 4238 L - TH-BRPRIE-5(4H)-B (K] 3.4)H0 2-(4-(2-1R
L) REFE)-2-HENR LB (SEHiF) 5.3), HERIA—RIPE (7 124)
BT % . PR RTINS (R —E T /T 73). A,
I TC I
K 9%
Rf (A Ot/ LR L TR 6/4): 0.30
IR: vCO: 1730 cm™; 1629 cm’!
NMR 'H (CDCL): 0.91 (t, 3H, J=7.3Hz); 1.27 (t, 3H, J=7.3Hz); 1.34 (sext, 2H,
J=7.3Hz); 1.45-1.64 (m, 2H); 1.59 (s, 6H); 1.65-1.83 (m, 2H); 1.83-2.00 (m,
6H); 2.07 (t, 2H, J=7.9Hz); 2.83 (t, 2H, J=7Hz); 3.63 (t, 2H, J=7Hz); 4.25 (q,
2H, J=7THz); 6.78 (d, 2H, J=8.5Hz); 7.00 (d, 2H, J=8.5Hz).

STHB12.4. 2-T H-1-[(2-((1- ZAFE - 1,1- 2 FF 3L F B ) ) B 36 -4-
B ) R 2 )-4- 08 BF L 2 - 1H- 0K M bk -5 (4H)- B F0 1-[(5°- R
-2-((1-Z R EE-1,1- — I 3 H R 30 R R -4- 3k ) H 2 )-2-
T HE-4- SRR R - 1H- K PRI 5 (4H)-

H
Q/fs 7R

R 2-T 244230 - 1H-BK M-S (4H)-B  (SERE 3.4)LL K& 2-((4°-
RFERKR-2-Z)E)-2-FENR LS 2-((5-1R-4-1R PR R-2-F)5H)-2-
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FREARRZES CEHEf 6. DFIREY), HRETR—BPTROTIE 12A)BE1THI
%o PEYARERIITEN GERWR. —8F /R LE 9/1). B,
MM QMLEPRIEEYD.

BWCE: 48% |

Rf (Z&E /L8 LBs 9/1): 0.3

IR: vCO: 1737 cm™; 1633 cm™

NMR 'H (CDCLy) (% & LIERALMATAEYD): 0.85 (t, 3H, J=7.3Hz); 1.23 (t,
3H, J=7Hz); 1.33 (sext, 2H, J=7.3Hz); 1.40 (s, 6H); 1.57 (quint, 2H, J=7Hz);
1.81-2.03 (m, 8H); 2.34 (t, 2H, J=7.9Hz); 4.23 (q, 2H, J=7Hz); 4.74 (s, 2H);
6.87 (d, 1H, J=8.2Hz); 7.07 (t, 1H, J=7.3Hz); 7.15-7.21 (d, 2H, J=7.9Hz),
7.20-7.26 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.29-7.34 (dd, 1H, J=7.6Hz, J=1.8Hz),
7.52 (d, 2H, J=8.2Hz).

NMR 'H (CDCL) (35 &3 LR HIRTAEY): 0.90 (t, 3H, J=7.3Hz); 1.23 (t, 3H,
J=7Hz); 1.30-1.43 (m, 2H); 1.40 (s, 6H); 1.60-1.72 (quint, 2H, J=7.9Hz);
1.81-2.03 (m, 8H); 2.43 (t, 2H, J=7.9Hz); 4.23 (q, 2H, J=7Hz); 4.88 (s, 2H);
6.95 (d, 1H, J=8.2Hz); 7.07 (d, 2H, J=7.9Hz); 7.38 (dd, 1H, J=8.8Hz, ]=2.6Hz);
7.45 (d, 1H, J=2.6Hz); 7.57 (d, 2H, J=8.2Hz).

SEEf112.5. 2- T ZE-1-[[4-[G-((1- LA FEHRE-1,1- — HEHFE)H )R )
FREC)IREE ) 2 ]-4- 4RI L - 1 H- DR MEIER -5 (4 H)- i

B e
-

A 2-T &-4-08 30 S 2E-1H-DK k-5 (4H)-BR (SEHERT] 3.4)F1(3-((1-Z
SEEPREE-1,1- — F R B3 R ) (4-(R )R I (SEHER)] 7.2), 1%
iR — BB O5iE RABTHEIG . FYLEKHITEN K. —&
e/ LR B8 8/2). 3RIGF=H), NI,

WEK: 14%
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RE(CETH/ZZEE 8/2): 030

IR: vCO: 1729 cm™; 1659 cm™

NMR 'H (CDCL;): 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.34 (sext, 2H,
J=7.6Hz); 1.50-1.68 (quint, 2H, J=7.9Hz); 1.63 (s, 6H); 1.70-2.05 (m, 8H); 2.32
(t, 2H, J=7.3Hz); 4.23 (q, 2H, J=7THz); 4.77 (s, 2H); 7.08 (d, 1H, J=7.6Hz);
7.25-7.42 (m, 5H); 7.78 (d, 2H, J=7.9Hz).

SEHEf512.6. 2- T F-1-[[4-[(2-((1-Z 5 FE Bk FE-1,1- — B H B F)RE)
PRIE 1A FE ) F L ]-4- BB A [ EE - | H-BK P4k -5 (4 H)- B
(0]
W 5%

2T 3E-4-BRBR L FE - 1H-BK MEmk-S(4H)-BR - (SEHER) 3.4)F1(2-((1-Z
SEEEPRIE-1,1- R E)E)FF)A-(QR P ) )R (SSHER 7.1), 3R
AR —BP B (7 R2ABHMTHIE . FFOLBRHITEN GER®%: —&
gt/ 98/2). IK1B=Y), AT,
WR: 81%
Rf(Z& P HE/HEE 98/2): 030
IR: vCO: 1729 cm™; 1653 cm™; 1633 cm’™
NMR 'H (CDCL): 0.87 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.28-1.40 (m,
2H); 1.31 (s, 6H); 1.58 (quint, 2H, J=7.6Hz); 1.80-2.01 (m, 8H); 2.27 (t, 2H,
J=7.6Hz); 4.20 (q, 2H, J=7Hz); 4.74 (s, 2H); 6.75 (d, 1H, J=8.2Hz); 7.08 (t, 1H,

J=7.3Hz); 7.21 (d, 2H, J=8.2Hz); 7.37 (td, 1H, J=8.7Hz, J=1.7Hz); 7.44 (dd, 1H,
J=7.3Hz J=1.7Hz); 7.81 (d, 2H, J=8.2Hz).
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SEiR12.7. 2- T HE-1-2-C-((1- L\ E B EE-1,1- ZHEFIEE)AE)
O FE]-4- 82 3R I F - 1 H-BK e -5 (4H)-

e ~
[ SRt

fH 2- T EE-4-UR 3 2L - 1H-PK MR- S (4H)-BR (SR 3.4)H0 2-(3-(2-1R
LEYREF)2-FERNM LA (L) 5.2), IEBRIE—BPER 77k 124)
BATHI & . YRERSATEN GEME: ZS R/ CBRLBE 5/5, RE
K P/ 91). FETEY, AT,
W, 18% |
Rf(ZE TR/ LR ZBE 5/5): 0.45
IR: vCO: 1726 cm™; 1630 cm™
NMR 'H (CDCI;): 0.91 (t, 3H, J=7.3 Hz); 1.26 (t, 3H, J=7Hz); 1.25-1.39 (sext,
2H, J=7.6Hz); 1.50-1.61 (m, 8H); 1.65-1.85 (m, 2H); 1.85-2.02 (m, 6H); 2.08
(t, 2H, J=7.3Hz); 2.82 (t, 2H, J=7.3Hz); 3.64 (t, 2H, J=7Hz); 4.24 (q, 2H,
J=7Hz); 6.67-6.69 (d, 1H, J=6.4Hz); 6.69 (s, 1H); 6.75 (d, 1H, J=7.6Hz); 7.16 (t,
1H, J=7.6Hz)

SEHE]12.8. 2- T HE-1-[[4-[(4-((1-ZEFEE R FE-1,1- —HEFIHE)EE)
| PREE\ AR IR B 2 )-4- R B I - 1 H- DK D4R - 5 (4 H)- B

fEH 2-T Z-4-423F EE- 1H-BK Membk-5(4H) -8B (SEHEB 3.4)F1(4-((1-Z
FFEPREE-1,1-Z B D)) AR E)(4-(IR F 1) R ) FE (SEHif) 7.3), #H8
R—RPE ik 120)3HTHI& . YLERBITEN GER®: —&
e/ HEE 98/2). 3R1G4), AL,
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W 79%

RE(ZEFH/FEE 98/2): 0.30

IR: vCO: 1729 cm™; 1653 cm™; 1633 cm™

NMR 'H (CDCIL): 0.87 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7Hz); 1.23-1.40 (sext,
2H, J=7.6Hz); 1.50-1.66 (quint, 2H, J=7.6Hz); 1.67 (s, 6H); 1.75-2.06 (m, 8H);
2.32 (t, 2H, J=7.6Hz); 4.23 (q, 2H, J=7THz); 4.76 (s, 2H); 6.85 (d, 2H, J=9Hz);
7.25 (d, 2H, J=8.2Hz); 7.75 (d, 4H, J=7.2Hz).

sCiE]12.9. 2-TH-1-2-Q-((1- 28 EHBE-1, - —HFEHEFOER)
2, FE]-4-B2 IR - 1 H-BK MIHE -5 (4H)- B

A 2-T 2-4-08 38 G- 1 H-BK MEWR-5(4H)-Bl  (SETRER] 3.4)F0 2-(2-(2-1R
LIEREFRE)2-HENR LE (SEHF) 5.1), BR8P E 5k 124)
BAT R PP ALERHATENT (Ve : &5/ FEE 97/3). B,
HTC i
K. 20%

RE(ZEFH/HBEE 97/3): 0.30

IR: vCO: 1733 cm’™'; 1624 cm’™ |

NMR 'H (CDCL): 0.91 (t, 3H, J=7.3Hz); 1.23 (t, 3H, J=7.3Hz); 1.35 (sext, 2H,
J=7.6Hz); 1.58 (quint, 2H, J=8.2Hz); 1.67 (s, 6H); 1.73-1.94 (m, 8H); 2.21 (4,
2H, J=7.3Hz); 2.91 (t, 2H, J=7.3Hz); 3.69 (t, 2H, J=7Hz); 4.23 (q, 2H, J=7Hz);
6.64 (d, 1H, J=7.9Hz); 6.87 (t, 1H, J=7.3Hz); 7.03 (dd, 1H, J=7.3Hz, J=1.4 Hz);
7.11 (td, 1H, J=8.5Hz, J=1.7 Hz).
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SEHEF12.10.  2- T F-1-[[4-[G-((1- R ZEBREE-1,1- — 5 L) E) K )
B L AR ) F 2 ]-4- 1234 O 5L - 1 H-BR MR- 5 (4H)-Ei

i

i H 2-T%-4-¢5%%E%JH-W%WI&-SMH)-@EJ (SEHEF 3.5F(3-(1-Z
SEFEIRIE-1,1-Z I L)) R )(4-(IR P BRI E (L] 7.2), 15
Hid— ST (riE RABITH&. FYLSERSTEN GhE: =
e/ FEE 98/2). R1G77Y), AR EM.

KR 78%

Rf(ZF F5e/F B 98/2): 0.30

IR: vCO: 1,728 cm’™; 1, 660 cm™; 1, 636 cm™

NMR 'H (CDCL): 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.3Hz); 1.36 (sext, 2H,
J=7.6Hz); 1.52-1.80 (m, 12H); 1.62 (s, 6H); 2.33 (t, 2H, J=7.6Hz); 4.22 (q, 2H,
J=7Hz); 4.75 (s, 2H); 7.08 (d, 1H, J=7.6Hz); 7.24-7.28 (m, 3H); 7.33-7.40 (m,
2H); 7.78 (d, 2H, J=8.5Hz).

SEHB12.11. 2-T 24, 4-THE-1-[G-((1-Z8HHRHE-1,1- — FEFE)
S0 BR2K -4- ) B 2L ]-1H- 5K ME bk -S(4H)- B AN 1-[(6°- %
-3-((1- SR REE-1,1- A F )50 B R -4- ) FF B )-2-
T -4, 4-Z B EE-1H- DK PR -5 (4H)- B

R 2- T %64, 4-Z FF3-1H-DKPEIE-S(4H)-BR (SEHEf 3.6)LA & 2-((4’-
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VR R BR324 ))-2- L AR ZL AN 2-((6-TR-4°-1R B LA -3- 38 ) 4))-2-
RN B CEHf 6.2)RREY, HBAR—KRIE O5iE 12A)81T
Tl . FYRERIEATEN (CEhR: ST H/FEE 98/2). RE~Y, N
MR A ML ERRAEYD).

W : 57%

Rf(ZEH e/ L8R LBs 5/5): 0.60

IR: vCO: 1728 cm'I; 1635 cm™!

NMR 'H (CDCL) (35 & _LIERIGHIRTAED): 0.88 (¢, 3H, J=7.3Hz); 1.25 (1,
3H, J=7Hz); 1.35 (sext, 2H, J=7Hz), 1.39 (s, 6H); 1.61-1.68 (m, 2H); 1.64 (s,
6H); 2.34 (t, 2H, J=7.6Hz); 4.26 (q, 2H, J=6.7Hz); 4.71 (s, 2H); 6.82 (d, 1H,
J=8.2Hz); 7.09 (s, 1H); 7.19-7.37 (m, 4H); 7.53 (d, 2H, J=8.2Hz).

NMR 'H (CDCL) (35 & ¥ LR KT AEH0): 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 3H,
J=7Hz); 1.35 (sext, 2H, J=7Hz); 1.39 (s, 6H); 1.61-1.68 (m, 2H); 1.64 (s, 6H);
2.34 (t, 2H, J=7.6Hz); 4.26 (q, 2H, J=6.7Hz); 4.73 (s, 2H); 6.70 (dd, 1H,
J=8.2Hz, J=2.8Hz); 7.09 (s, 1H); 7.19-7.37 (m, 3H); 7.53 (d, 2H, J=8.2Hz).

SCEB12.12.  2-T 54, 4- " HE-1-[[4-[3-((1- LB FEPBFHE-1,1- A EH
FEYR) A ) PRI AR L) 5 - 1 H- DR MR- 5 (4 H)- B

W ﬂ:“
e

fER 2-T %64, 4- W EE-1H-BKMIR-5(4H)-B1 (SCHEfl 3.6)F1(3-((1-Z
SIEIREE-1,1- T I RS FR)G-(R P )R I (SEHif) 7.2), iR
R —P R (7 120)TH1& . EYLERHITEN GRK:. —&
HGE/FEE 98/2). 3R1G™=4, AT,
MK 34%
Rf(Z& e/ EE 98/2): 0.25
IR: vCO: 1731 em™; 1686 cm™; 1636 cm™
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NMR 'H (CDCL): 0.80 (t, 3H, J=7.3Hz); 1.16 (t, 3H, J=7Hz); 1.25 (sext, 2H,
J=7.9Hz); 1.31 (s, 6H); 1.51-1.61 (m, 2H); 1.54 (s, 6H); 2.26 (t, 2H, J=7.3Hz);
4.14 (q, 2H, J=THz); 4.70 (s, 2H); 7.01 (dd, 1H, J=7.3Hz, J=2.1Hz); 7.20-7.33
(m, SH); 7.71 (d, 2H, J=8.2Hz).

SEHF12.13.  2- T FH-1-[[4-[G-((1- LR HEHREE-1,1- — FRFI)F)FEE)
R AR FE ] B )-4- 2R 35 - 1 H-BK MEIK -5 (4 H)- e

<W¥aat
;o

R 2-T Fe-4- K FE-DREbR-5(4H)-B (SEHER] 3.7)FN(3-((1- LR EE IR E
-L1-THERESORE)-GRFE)ZRE)HE (LR 7.2), IEERTIE—K
ST, 7k RABHTHIE . FPYSERBITEN GERE: ZS R 5/ FEE
98/2). IKTEF=H), ALREMH.

. 83%

Rf(ZE HET/FEE 98/2): 0.34

IR: vCO: 1734 cm™; 1657 em’™; 1666 cm™

NMR 'H (CDCL): 0.84 (t, 3H, J=7.3Hz); 1.15-1.29 (m, 5H); 1.46 (quint, 2H,
J=7.3Hz); 1.57 (s, 6H); 2.28 (t, 2H, J=7.6Hz); 3.25-3.55 (m, 2H); 4.26 (q, 2H,
J=6.7Hz); 5.29 (s, 1H); 7.01-7.11 (m, 2H); 7.27-7.45 (m, 7H); 7.60-7.82 (m,
4H).

155



200780035207. 0 W B P 2142/3297

SEEFI12.44.  1-[G0-((1-BUT EFEEPEE-1,1- — H I H 3)F) B R -4-F) H
F1-2- TN FE-4- B2 A 3 EE - 1 H-PK PAEIbK-5 (4 H)- e

s
%o+

i 2-TNEE-4-45FF Ak - 1 H-BK MAR-5 (4 H)- B (SEHiE) 3.3)F0 2-((4-1R
H R R -3- 28 ) 0)-2- R EE N R T B (SEHEf) 6.4), 1ZBATA—RAPE (07
% 12B)iATHIE . YR ERHEITEN QEREE: HROE/ LKL 8/2
£ 1/1). KRG, AR AM.
W& 38%
NMR 'H (CDCL): 0.85 (t, 3H, J=7.3Hz); 1.45 (s, 9H); 1.62 (s, 6H); 1.68 (sext,
2H, J=7.6Hz); 1.85 (m, 2H); 1.92-2.10 (m, 6H); 2.32 (q, 2H, J=7.3Hz); 4.73 (s,
2H); 6.85 (dd, 1H, J=8.2Hz, J=2Hz); 7.12 (s, 1H); 7.18-7.25 (m, 3H); 7.32 (,
1H, J=7.9Hz), 7.55 (d, 2H, J=8Hz).

SLHEFI12.15.  1-[(3-((-BUT EEEPREE-1,1- — 3 B 38 B -4- 1) H
3)-2- 2. K418 R E-1H- ﬂzkﬂ%ﬂﬁﬁ 5(4H)-FR

Q«,’

15 2-Z%A-@?ﬁfﬂé%-lH-ﬂJkﬂ%Wl‘-SMH)-Eﬂ (LR 3.2)F0 2-((4°-1R
PRI -3-28)50)-2- R TN AU T s (SEEHI 6.4), AT R—BP ]’ (7
15 12B)HATHIS . PR EERGEITEN G E: /LR LE 8/2
2 1/1). KEY), AR A,

W 70%
NMR 'H (CDCI;): 1.20 (t, 3H, J=7.3Hz); 1.45 (s, 9H); 1.62 (s, 6H); 1.85 (m,
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2H); 1.94-2.08 (m, 6H); 2.39 (q, 2H, J=7.3Hz); 4.72 (s, 2H); 6.83 (dd, 1H,
J=8.2Hz, J=2Hz); 7.09 (s, 1H); 7.15-7.25 (m, 3H); 7.30 (t, 1H, J=7.9Hz); 7.52
(d, 2H, J=8Hz). |

SEHEBI12.16.  1-[(3-((1-AUT EFEIREE-1,1- — R BB R -4- ) F
F]-2- F e -4-B2 R [ FE - 1 H-PK LK -5 (4 H)- e

fFH 2-FF B -4-8R BRI - 1H-PK MERRR-S (4H) -8 (SEHE 3.1)F0 2-((4°-1R
BRI OR -3-28) 3 0)-2- AR T Be (SEHE) 6.4), 1ZMATd—RAEPE (07
% 12B)HHAT RIS . IR RERHAT BT (PEIRBREE: POt/ 2R SER 95/5
2 20/80). IR1GF=H, ARG AW,
WZ: 30%
NMR 'H (CDCL): 1.45 (s, 9H); 1.60 (s, 6H); 1.80 (m, 2H); 1.90-2.08 (m, 6H);
2.11 (s, 3H); 4.72 (s, 2H); 6.83 (dd, 1H, J=8.2Hz, J=2Hz); 7.09 (s, 1H); 7.19 (d,
1H, J=8Hz); 7.23 (d, 2H, J=8Hz); 7.30 (t, 1H, J=7.9Hz); 7.52 (d, 2H, J=8Hz).

LHPM12.47. 2-TE-1-[3-((1-ZE BRI 1,1- = 5 )8 B2 -4-
55 ) B ]-4- R B - 1 H- DK PRIR -5 (4 H)-

N

8 2-T He-4-ZEFe- 1H-BE -5 (4H)-B7  (SEHEF] 3.7)A R 2-((4°-11
FHEBEE3-F)E)-2-F RN 2B 2-((6-18-4"- 18 F 2E-BR 2 -3-50)F))-2-F
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AR ZE LR 6.2)REEY, HEIR—RIE ik 120)H1TH]
o FEMIRRERGHAT AT (R S B/ FEE 98/2). KRG, AW
T,

K. 52%

Rf(ZEFHE/HEE 95/5): 0.30

IR: vCO: 1732 em™; 1642 cm™

NMR 'H (CDCL): 0.82 (t, 3H, J=7.3Hz); 1.10-1.22 (sext, 2H, J=7.3Hz); 1.23 (,
3H, J=7Hz); 1.40-1.51 (quint, 2H, J=7.3Hz); 1.64 (s, 6H); 2.34 (m, 2H);
3.33-3.52 (m, 2H); 4.26 (q, 2H, J=6.7Hz); 5.32 (s, 1H); 6.77-6.81 (dd, 1H,
J=8.2Hz, J=1.8Hz); 7.09 (s, 1H); 7.15-7.45 (m, 9H); 7.75 (d, 2H, J=8.2Hz).

SEH5112.18.  2-T F-1-[[4-[4-((1- ZE F 3 FE-1,1- — 3 A FHE)FR)
PREE | ZEFE ] B FE]-4- 5K 3 - 1 H- DR MER -5 (4H)- B

} WZJ

T 2-T H-4-FE - 1H-BK Mebk-5(4H)-BR (SEif] 3.7)F1(4-((1- 28 3
PRAE-1,1- Z H 3 F ISR AL ) (4-(IR A 28R ) I (SETtfgl 7.3), ¥ AT
— OB B (J77k 120)i4THI% . PP ERIITEN CEHW: & H
FHEE 98/2). R1G=4), ATLEMH.

WE: 17% |

Rf(ZE FHe/FHEE 98/2): 0.25

IR: vCO: 1735 em™; 1647 cm™; 1599 cm™

NMR 'H (CDCIL): 0.82 (t, 3H, J=7Hz); 1.17 (sext, 2H, J=7.9Hz); 1.23 (t, 3H,
J=7.3Hz); 1.43 (quint, 2H, J=7.3Hz); 1.66 (s, 6H); 2.27-2.33 (t, 2H, J=7.6Hz);
3.33-3.53 (m, 2H); 4.23 (q, 2H, J=7Hz); 5.33 (s, 1H); 6.83 (d, 2H, J=8.8Hz);
7.25-7.41 (m, 5H); 7.60 (d, 2H, J=7.9Hz); 7.70 (d, 4H, J=8.8Hz).
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SEHF12.19.  2-T HE-1-[3-((1- LA IR IE-1,1- = FF 3 F ) H) B R -4-
Fo) B L ]-4- 42 FF © FE - 1H- DK MOk -5(4H)- B F1 - 1-[(67- R
-3-((1-ZEFEREE-1,1- B B0 ) AR -4 ) T & ]-2-
T E-4- w%'ffa% 1H-IK PEWE-5(4H)-Fd

@@.b %,h

i 2-T %-4-4%% E%-lH-ﬂzkﬂélém-smH)-Eﬂﬁ (LB 3.5)PA K 2-((4-
TR EBIK-3-F)E)-2- FRAR LB 2-((6-1R-4"- 1R HF - B3 -3-3%)
F0)-2-HENBRZER CLif 6.2)MEEY, RBATER—BIER 5k 124)
BHATH & . EEEREITEN (K —S P/ FEE 98/2). 3579,
MM E A QMUEDFREY).
W= 83%
Rf(Z& Bt/ 8 .88 5/5): 0.60
IR: vCO: 1727 em’; 1634 cm™
NMR 'H (CDCL) (& LAERALKIATAEY)): 0.87 (t, 3H, J=7.3Hz); 1.25 (t,
3H, J=7.3 Hz); 1.26-1.38 (sext, 2H, J=7.6Hz); 1.42-1.88 (m, 12H); 1.64 (s, 6H),
2.33-2.40 (t, 2H, J=8.2Hz); 4.25 (q, 2H, J=6.7Hz); 4.71 (s, 2H); 6.81 (ddd, 1H,
J=9.1Hz, J=2.9Hz, J=1.5Hz); 7.08 (t, 1H, J=2.1Hz); 7.17-7.24 (m, 3H); 7.31 (t,
1H, J=7.9Hz); 7.52 (d, 2H, J=8.2Hz).
NMR 'H (CDCL) (G5 & _LIRILHIRTAEY): 0.87 (¢, 3H, J=7.3Hz); 1.24 (t, 3H,
J=7.3 Hz); 1.26-1.38 (sext, 2H, J=7.6Hz); 1.42-1.88 (m, 12H); 1.62 (s, 6H);
2.33-2.40 (t, 2H, J=8.2Hz); 4.25 (q, 2H, J=6.7Hz); 4.73 (s, 2H); 6.68-6.72 (dd,
1H, J=8.8Hz, J=2.9Hz); 7.09 (t, 1H, J=2.1Hz); 7.17-7.24 (m, 2H); 7.36 (d, 1H,
J=8.5Hz); 7.50 (d, 2H, J=7Hz).
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SEHB112.20.  1-[(57-0R-20-((1- ZEFEBRFE-1,1- = FF L FR IR ) B BE 26 -4-3E)
I 3E]-2- T 3 -4- 42 38 C 25 - 1 H-BK K-S (4H)-Ba A 2- T %
1-[(20-((1- SR FE R EE-1,1- — B R ) B 450
F]-4-82 38 C 5 1 H-DK MEWK-5(4H)- B

=
T Tage

R 2-T H-4-823F 25 1 H-DRPAIHE-S (4H)-BR (S 3.5)BA K 2-((4°-
R EBIE2-F)E)-2-FERR LB 2-((5-1R-4"- 1 HF JE-Fr K -2-3%)
S)-2-FENRKZEE CLHB 6. DIEEY), ZRITER—BPE (5% 124)
ATl o P A RERSEATEZNT (PEBGH: e/ B 95/5) R1G=4),
ATEM QMLEWRIRAEYD.
R 48%
Rf(ZSE HE/HEE 98/2): 0.25
IR: vCO: 1728 cm'l; 1635 cm™
NMR 'H (CDCL) (%5 &3 _LIERIHIARTAED): 0.88 (t, 3H, J=7.3Hz); 1.28 (t,
3H, J=7Hz); 1.34 (sext, 2H, J=7.6Hz); 1.42 (s, 6H); 1.45-1.81 (m, 12H); 2.36
(m, 2H); 4.24 (q, 2H, J=7.3Hz); 4.73 (s, 2H); 6.88 (dd, 1H, J=8.2 Hz, J=0.9Hz);
7.07 (td, 1H, J=7.3Hz, J=0.9 Hz); 7.18 (d, 2H, J=7.9Hz); 7.22 (m, 1H); 7.31 (dd,
1H, J=7.3Hz, J=1.5Hz); 7.53 (d, 2H, J=8.2Hz).
NMR 'H (CDCL) (35 & IR IRTAE): 0.88 (t, 3H, J=7.3Hz); 1.28 (t, 3H,
J=7Hz); 1.34 (sext, 2H, J=7.6Hz); 1.42 (s, 6H); 1.45-1.81 (m, 12H); 2.36 (m,
2H); 4.24 (q, 2H, J=7.3Hz); 4.73 (s, 2H); 6.76 (d, 1H, J=8.2 Hz); 7.18 (d, 2H,
J=7.9Hz); 7.22 (m, 1H); 7.43 (m, 1H); 7.53 (d, 2H, J=8.2Hz).
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SEHEB12.21.  2- T FE-1-[(4°-((1- ZE PR IE-1,1- = PR HF ) F)BEE 4-
%)EF'%] 4- m;!aﬂ L 2E- 1 H-BK MRk -5 (4H)- B

T,

R 2- T H-4-BEFR UL 1 H-BK M-S (4H)-B  (SEHEM) 3. 5)%11 2-((4-8
H LB IR-4-25)0)-2- IR OB (SEHtf) 6.3), B Aid— P |’ vk
12A)#ATH % TIERERHEATEN (B : FEbt/ZBRLb 91 £
6/4). IR1FF=H), ALBM.
WK 28%
Rf(ZSF LT/ HEE 98/2): 0.25
IR: vCO: 1726 cm'l; 1635 cm™
NMR 'H (CDCL): 0.85 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.33 (sext, 2H,
J=7.6Hz); 1.46-1.78 (m, 12H); 1.62 (s, 6H); 2.33 (t, 2H, J=7.3Hz); 4.24 (q, 2H,
J=THz); 4.68 (s, 2H); 6.89 (d, 2H, J=8.5Hz); 7.18 (d, 2H, J=8.2Hz); 7.43 (d, 2H,
J=8.5Hz); 7.49 (d, 2H, J=7.9Hz). :

EHF12.22.  1-[(5-IR-2-((1- Z 8 I B HE-1,1- = FF 58 PR D )- 400 ) B 2 4
FL) R ]-2- T 2E-4- R EE- 1 H-BK Mempk-5(4H)- B A1 1-[(-2°-((1-
CEERE-1,1-ZHEF IR ) B ER4-F)FR]-2-TH
-4-ZRFE-1H-BK MRt -5 (4H)-

it St

fH 2-T 2-4-ZKFE-1H-BK M-S (4H) -8 (SEHEH) 3.7)A K 2-((4-71
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FEBIR-2- )8 )-2- F R LB 2-((5-1R-47-18 F BB 3K -2-50)5)-2- FF
HEAMRLEE CCHER 6.H)IEEY, RBAA—RIPER 5k 12A)H&h
BIEY . FEHEEEREIT BN (UEl: Z S/ EE 95/5). 3R1G47,
AEEm QMLEYIRREDD.

BER: 48%

RE(ZSEF LT/ HEE 98/2): 0.25

IR: vCO: 1732 cm™’; 1645 cm™ |

NMR 'H (CDCL) (35 & LI ERMUKFTED): 0.86 (t, 3H, J=7.3Hz);
1.20-1.42 (m, 11H); 1.42-1.60 (quint, 2H, J=7.3Hz); 2.31 (t, 2H, J=7.6Hz);
3.3-3.5 (m, 2H); 4.24 (q, 2H, J=7.3Hz); 5.32 (s, 1H); 6.90 (d, 1H, J=8.2 Hz);
7.08 (t, 1H, J=7.3Hz); 7.17-7.45 (m, 9H); 7.76 (d, 2H, J=8.2Hz).

NMR 'H (CDCL) (G5 &H_LIRWEIRTAEY): 0.98 (¢, 3H, J=7.3Hz); 1.20-1.42
(m, 11H); 1.80-1.95 (quint, 2H, J=7.3Hz); 2.79 (t, 2H, J=7.6Hz); 3.3-3.5 (m,
2H); 4.22 (q, 2H, J=7.3Hz); 5.32 (s, 1H); 6.79 (d, 1H, J=8.2 Hz); 7.17-7.45 (m,
9H); 7.82 (d, 2H, J=8.2Hz).

LHEF12.23.  1-[(3-((1-BUT EEFREE-1,1- = B 3% B 30 ) B 2R -4- 25 FH
FE]-2-(2- F JE) A 25 -4 -8R R 13 2 - 1 H- DK Wbk -5 (4 H) - B

Ny
%o%

i 2-57 T ZE-4-58 38 L EE- 1 H-DK MER-5 (4 H)-Bl] (SEitf) 3.8)F0 2-((4’-
VR BE IR -3-20)80)-2- FE NI T B (Ll 6.4), HHBAId—RI R
(7% 12BY#HATHI & . FYEEREITEN GERAE: Fok/ 2k 28
91 & 7/3). KR Y), AFEBM.,
WZE: 47%.
NMR 'H (CDCI): 0.96 (d, 6H, J=6.7Hz); 1.45 (s, 9H); 1.71 (s, 6H); 1.90-2.20
(m, 10H); 2.50 (m, 1H); 4.89 (s, 2H); 7.02 (d, 1H, J=7.3Hz); 7.21 (s, 1H); 7.25
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(d, 2H, J=8.2Hz); 7.31 (m, 1H); 7.42 (t, 1H, J=7.9Hz); 7.60 (d, 2H, J=8.2Hz).
HPLC: 4lifE: 98%.

SEHEGI12.24.  2-FFEE-1-[30-((1-BUT A EKRE-1,1- ZHEFE)F)BKE
-4-FE) BRI L )-4-BRER R B - 1H-BK PRI 5 (4H) -

b

A 2-FFFE-4-SR PR - 1 H-DK k-5 (4H)-F (SEHEH] 3.9)F0 2-((4-1R
B R-3-25)80)-2- AN T BE (MR 6.4), IHBAIA—&PE, (07
% 12B)AT RIS . L ERGHEAITENT (VB : H O/ LRI 9/1) .
KR, AEEM.

WZ: 7%

NMR 'H (CDCL): 1.45 (s, 9H); 1.65 (s, 6H); 1.90-2.19 (m, 8H); 3.72 (s, 2H);
4.49 (s, 2H); 6.88 (dd, 1H, J=8.2Hz, J=2Hz); 7.12 (m, 1H); 7.21 (m, 2H);
7.28-7.40 (m, 2H); 7.52 (d, 2H, J=8Hz).

SCHEB112.25.  1-[(37-((1-BUT A EEHRFE-1,1-— FF B LR B R -4- 2 Ff
F1-2-FR A 2E-4-32 FA [ FE - 1 H-BK PR - 5 (4 H)- e

%o%

165 2-BF PR 5 -4-UBFR - 1 H-BK IR -S(4H)-B (SSHEf5] 3.10)F0 2-((4’-
YRR IR-3-25)80)-2- F RN T i (KB 6.4), HBATA—KIE
(71 12B)iATHI& . HFYIAKEREITEN (CRK: H o/ 28 2 Hs

163



200780035207. 0 w1 2150/32975

95/5). IRIEF=Y), MR,

WK 30%

NMR 'H (CDCL): 0.85 (m, 2H); 0.88 (m, 2H); 1.45 (s, 9H); 1.52 (m, 1H); 1.61
(s, 6H); 1.78 (m, 2H); 1.88-2.05 (m, 6H); 4.85 (s, 2H); 6.85 (dd, 1H, J=8.2Hz,
J=2Hz); 7.11 (s, 1H); 7.19 (d, 1H, J=7.9Hz); 7.22-7.33 (m, 3H); 7.53 (d, 2H,
J=8Hz).

SEHER12.26.  1-[(3°-((1-U T EEHRIE-1,1- — HEFHE)E) R -4- ) H
FE]-2-(BENy -2- 58 ) B BE-4- 23R IR - 1 H-BK MEnbk -5 (4H) - B

N ilo
C ) N

i 2-(WEWy-2-35)-4- BB PR 0 2E - | H-BK MK -5(4H)-BR (S2iif5] 3.11)F0
2-((4°-1R I BEEE-3- 20 )-2- AL TN T B (SEHll 6.4), 3R PR RTIE— MR
S| 7k 2B THI% . FEESERITENR GURK: Ao k/2]Z
Be 5/9, RIGR 95/5, SRIGR 9/1). RE=H, Kk,

WK 20%

NMR 'H (CDCL): 1.50 (s, 9H); 1.68 (s, 6H); 1.89-2.20 (m, 8H); 3.75 (s, 2H);
4.59 (s, 2H); 6.90 (d, 1H, J=8.2Hz); 6.99 (d, 1H, J=4Hz); 7.08 (s, 1H);
7.12-7.19 (m, 3H); 7.22 (d, 1H, J=7Hz); 7.31-7.40 (m, 2H); 7.55 (d, 2H,
J=8Hz).
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SEREBI12.27.  2-T E-1-[[4-[(4-((1- ZE FE IR FE-1,1- R FE ) ERE)
FA R 2R 8 B ) -4 - 42 20 T 26 - 1 H- K MR- 5 (4 H)- B

(@] /—
Ve

{ N~
we
A 2-T Z-4-1RFF G EE- 1H-DK MER-5(4H)-B - (SEHEH) 3.4)F0 2-[4-[4-1R
FEANE) SR EA]-2-FERNKRLEE CEHif] 8.3), #HEaTd—RIP] (5
2B AT % . PR BTENT LR R Ofe/CROlE 91 &
7/3, RJEFRE 9/). REY), ABEEM.
K#: 30%
Rf GA O/ LR LB 7/3): 0.25
NMR 'H (CDCL): 0.84 (t, 3H, J=7.2Hz); 1.24 (t, 3H, J=7Hz); 1.40-1.55 (m,

6H); 1.57 (s, 6H); 1.50-2.10 (m, 6H); 2.31 (t, 2H, J=8Hz); 3.88 (s, 2H); 4.24 (q,
2H, J=THz); 4.64 (s, 2H); 6.75 (d, 2H, J=8Hz); 6.94-7.12 (m, 6H).

SLHEf112.28. 2-TZE-1-[(4-(4-FEFEHRIE-4, 4-"FET-1-H)8)BEE
-4- L) P 3 )-4-BRBF I R - 1 H-BK MR- 5 (4 H) -

] 2- T E-4-BRFA L FE- |H-BK PRI -5 (4H)-B (SEHEf5) 3.4)F0 5-(4- 1R FH
F-BRR-4-FR50)-2, 2- WAL LR B (SEHER 6.6), IEEATA — PR (7
% 12BYBEATHI% . YAETERHTEN GERE: Ak 2R 2B /3,
NG RUEMBEE: N Okt/LBRLES 82 & 7/3). KBF=Y), AL EBH.
W : 45%
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Rf (LR LB CHE 6/4): 0.30

NMR 'H (CDCL): 0.88 (t, 3H, J=7.2Hz); 1.24 (s, 6H); 1.27 (m, 2H); 1.36 (sext,
2H, J=7.6Hz); 1.59 (quint, 2H, J=8.4Hz); 1.75 (m, 2H); 1.90-2.10 (m, 8H); 2.34
(t, 2H, J=8Hz); 3.68 (s, 3H); 4.00 (t, 2H, J=6Hz); 4.72 (s, 2H); 6.96 (d, 2H,
J=9.2Hz); 7.21 (d, 2H, J=8Hz); 7.50 (d, 2H, J=8.8Hz); 7.52 (d, 2H, J=8.4Hz).

SEH612.29.  2-T E-1-[(3-(@-FEFEPIE-4, 4-Z“FET-1-F3)F)BE
-4-F5) 5L ]-4- BB 30 L - | H- DK MEmbk-5 (4 H)-

2y ety

X

i 2-T Be-4-BB 3R AL - |H-BK MEmK-5(4H)- B (SEE ) 3.4)F0 5-(4°-I—
FE-BR-3-HA5)-2, 2- - IR R (SEHEW) 6.7), IIRATR— P ]’ (05
% 12B)iHATHI% . PPYIREERIEATENT B Ok LR 28 7/3).
PRAFTEY), hEE,

WK : 40%

Rf Gh O/ L8R ZWg 7/3): 0.25

NMR 'H (CDCI;): 0.85 (t, 3H, J=7.2Hz); 1.12 (s, 6H); 1.20-1.40 (m, 2H);
1.45-1.68 (m, 8H); 1.75-2.05 (m, 6H); 2.32 (t, 2H, J=8Hz); 3.60 (s, 3H); 3.90 (1,
2H, J=6Hz); 4.69 (s, 2H); 6.96 (m, 2H); 7.15 (d, 2H, J=8Hz); 7.20-7.30 (m, 2H);
7.50 (d, 2H, J=8.4Hz).

SEiEB12.30. 2-T B-1-[[4-[(4-Q-BU T EERE-1,1- — I FHIE)ER)
SR B W 25 )-4- 18 R I - 1 H-DK MRIbK -5 (4H) -

{ ¥
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i1 2-7T HE-4-BR PR I EE- 1H-BK MEMK-5(4H)-Bd (KB 3.4)H0 2-[4-(4-1R
R IE )R IR ]-2- P EN BT B8 CEMER) 9.1), LEETE—BRBE OF
% 12B)iHTHI% . YA RERFITENT G Ok LR LR 7/3).
R, AREEE T,
WE: 11%
Rf (A e/ ZBR 2B 7/3): 0.30
NMR 'H (CDCI;): 0.87 (t, 3H, J=7.2Hz); 1.33 (sext, 2H, J=7Hz); 1.48 (s, 9H);
1.55 (s, 6H); 1.50-1.65 (m, 2H); 1.80 (m, 2H); 1.87-2.08 (m, 6H); 2.32 (t, 2H,
J=8Hz); 4.65 (s, 2H); 6.85-7.00 (m, 6H); 7.10 (d, 2H, J=8Hz).

SEHEB12.31.  2-T FE-1-[[4-[(4-(1-RUT EERE-1L,1- —HEFEE)ERE)
F )R FE ) 2 ]-4- 1235 © - TH- DK MEBHR- 5 (4 H)- B

{ ¥

fEH] 2-T Z5-4-153F CLEE-1H-BKMEWR-5(4H)-BF  (SEREF) 3.5)F0 2-[4-(4-1R
PIAREF)F LA 2-PEANRT B (SEHER 9.1), HEATR—RFPE 7
R R2BYEATHI% . PSR BATENT (W FCk/ LR AR 8/2).
RS, AT .
WE: 18%
Rf A Cke/ LR ZHg 7/3): 0.30
NMR 'H (CDCL): 0.89 (t, 3H, J=7.2Hz); 1.34 (sext, 2H, J=7Hz); 1.40-1.50 (m,
2H); 1.48 (s, 9H); 1.55 (s, 6H); 1.50-1.90 (m, 10H); 2.32 (t, 2H, J=8Hz); 4.62 (s,
2H); 6.80-6.98 (m, 6H); 7.10 (d, 2H, J=8Hz). ‘

167



200780035207. 0 o B 1 ZE154/3297

SEH12.32. 2-T E-1-[[4-[G-((1-ZE HEHRE-1,1- — FEBRHILFKHR)
FH L AR ] F FE ]-4- MR PR 3 2 - 1 - K PR bk - 5 (4H)- i

O

Bt

X

1 2-T 25-4-BR 3 DL R - 1H-BR MEIK-5(4H)-B (SEHE6) 3.4)H0 2-[3-[4-1R
FIBLRI) R B E(]-2- P EWNR OB (SEMEF) 8.1), EATE— KL ], 5k
12B)iAT il & . FEYRERHMATEN GEMW: A Oh/LBR OB 82, A
JE R 7/3 0 6/4). KBETFEY), ik,

W 20%

Rf GhCbe/ LB LB 7/3): 0.25

NMR 'H (CDCL): 0.85 (t, 3H, J=7.2Hz); 1.20 (t, 3H, J=7Hz); 1.25 (sext, 2H,
J=7THz); 1.45-1.70 (m, 2H); 1.55 (s, 6H); 1.72-2.10 (m, 8H); 2.29 (t, 2H, J=8Hz);
3.90 (s, 2H); 4.17 (q, 2H, J=7THz); 4.65 (s, 2H); 6.60-6.70 (m, 2H); 6.79 (d, 1H,
J=8Hz); 7.02-7.20 (m, 5H).

SEHEFI12.33. 2- T F-1-[[4-[G-((1- ZR FE R IEE-1,1- T FREREIE)EE)
FA L R 3 Y ) -4- 1R 2 2 - 1 H-BK MR- 5 (4 H)-

o]

X

fEH 2-T 2-4-123F CEE- TH-PK MR- 5 (4H)-BH (SEHE) 3.5)F0 2-[3-[4-1R
IR )RR )-2-F RN OE (CLif) 8.1), HEId—RIPER (Fik
12B)itATHl % . FPAERHITEN GERHE: RO/ LRl 82 &
6/4, RIGAE 9/1). KRB, AR,

PR
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KE: 16%

Rf GFCbt/ LB LBs 7/3): 0.25

NMR 'H (CDCI,): 0.86 (t, 3H, J=7.2Hz); 1.20 (t, 3H, J=7Hz); 1.28 (sext, 2H,
J=7Hz); 1.48-1.60 (m, 2H); 1.55 (s, 6H); 1.60-2.05 (m, 10H); 2.30 (t, 2H,
J=8Hz); 3.89 (s, 2H); 4.18 (q, 2H, J=7Hz); 4.62 (s, 2H); 6.60-6.70 (m, 2H); 6.79
(d, 1H, J=8Hz); 7.00-7.20 (m, 5H).

SEHEB12.34.  2-T FE-1-[(4°-(4-FBEIEHRIE-4, 4-—HET-1-F2)F)BE
-4-F5) FF 3 ]-4- 42 34 2 3 - 1 H-BK M- 5 (4H)- B

Q( YT

.

i 2-T 2E-4-32 25 O FE- 1H-BK EWK-S(4H) -8 (SZHE) 3.5)F0 5-(4- 1R
F-BRR-4-H50)-2, 2- - IR FFES (SEHE) 6.6), IBTR— P ] (57
% 12BY#ATHI% . PEERERGHITENT (Ve Mok LR 485 98/2,
SNE R 911 F1 8/2). IR1BF=Y), M.

WK 16%

Rf (LR LB/ 4T 6/4): 0.30

NMR 'H (CDCI;): 0.87 (t, 3H, J=7.2Hz); 1.22 (s, 6H); 1.27 (t, 2H, J=7.2 Hz);
1.35 (sext, 2H, J=7.6Hz); 1.45-1.63 (m, 4H); 1.65-1.88 (m, 10H); 2.36 (t, 2H,
J=8Hz); 3.67 (s, 3H); 3.97 (t, 2H, J=6Hz); 4.69 (s, 2H); 6.94 (d, 2H, J=9.2Hz);
7.18 (d, 2H, J=8Hz); 7.47 (d, 2H, J=8.8Hz); 7.50 (d, 2H, J=8.4Hz).
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SEHEB12.35. 2- T F-1-[[4-[G-(1-F T EFEFEE-1,1- — HEFHE)RE)
SR L ]-4- 423 O 5 - 1H-BK PAEIbk-5(4H) - B

%ong%k

{FH 2-T 2k-4-822F 2L - 1H-BRPMEIRR-5(4H)-B (SR 3.5)H0 2-[3-(4-1R
HZREE )RR -2-FEAR T B8 (CEMER) 9.2), #REANE—KPE, (07
% 12B)iHATHI % . PR ERFITEN CERW: O/ SR LER 9/1).
RIFTEY), AT,

W 19% |

Rf GA O/ LB 2B 7/3): 0.30

NMR 'H (CDCI;): 0.89 (t, 3H, J=7.2Hz); 1.30-1.85 (m, 14H); 1.40 (s, 9H)
1.55 (s, 6H); 2.32 (t, 2H, J=8Hz); 4.65 (s, 2H); 6.51 (s, 1H); 6.60 (d, 2H, J=8Hz);
6.95 (d, 2H, J=8Hz); 7.10 (d, 2H, J=8Hz); 7.17 (t, 1H, J=8Hz).

SEHEB12.36. 2-T FE-1-[[4-[(3-(1-FU T EEPIE-1,1- “FEFEE)FR)
SR EE ] H 2K ]-4-BR 3R S 2 - | H- K MAIbR -5 (4 H)-Bd

ARk
oy

X

i 2- T Fe-4-BR 20 - 1H-DK MEE-S(4H)-BR (SEHEH 3.4)F0 2-[3-(4-1R
HEREF)AER]-2-FEARNT B8 CERG) 9.2), HRATR—KRLPER (7
% 12B)iHAT il & . PR ERATEN QBB O/ LR LB 9/1).
RAGFEY), A,

WK 51%
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Rf R Cki/ LR Z B8R 7/3): 0.30

NMR 'H (CDCL): 0.88 (t, 3H, J=7.2Hz); 1.32 (sext, 2H, J=7Hz); 1.42 (s, 9H);
1.50-1.68 (m, 2H); 1.55 (s, 6H); 1.70-2.08 (m, 8H); 2.32 (t, 2H, J=8Hz); 4.65 (s,
2H); 6.52 (d, 1H, J=2Hz); 6.61 (d, 2H, J=8Hz); 6.98 (d, 2H, J=8Hz); 7.13 (d, 2H,
J=8Hz); 7.15 (t, IH, J=8Hz).

SEHEFN12.37. 2- T H-1-[[4-[Q-((1-Z R EPIE-1,1- PR R EHE)FHK)
B R L ) Y R 1-4- BR A 3 2 - | H-DK PREIER -5 (4 H)- e

N\%O OO
{“3?
&

fEH] 2-T Z-4-4R 30 2 1H-BK MERik-5(4H)- B0 (SEHEF 3.4)F0 2-[2-[4-1R
RN R A ]-2- P ENR LB (EHEf) 8.2), HRITR—RIPE U5k
12B)#tAT % . PYEERHATEN (BEMEEE: O/ LB LE 10/0
2 7/3). K=Y, HTCEM.
W 34%
Rf (LR ZERN LT 6/4): 0.45
NMR 'H (CDCL): 0.85 (t, 3H, J=7Hz); 1.23 (t, 3H, J=7Hz); 1.11-1.38 (m, 2H);
1.40-1.52 (m, 2H); 1.45 (s, 6H); 1.70-2.10 (m, 8H); 2.29 (t, 2H, J=8Hz); 3.96 (s,
2H); 4.21 (q, 2H, J=7Hz); 4.64 (s, 2H); 6.60 (dd, 1H, J=9.2Hz, J=2Hz); 6.88 (t,
1H, J=8Hz); 7.00-7.30 (m, 6H).

SEHEF112.38.  2- T EE-1-[(20-(@-FHEFEBRKE4, 4-“HRT-1-H)E)BEE
-4-FE) F 3 )-4- 02 3F O 3 - 1H-ﬂ)k%m 5(4H)-

s
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8 2- T 25-4-B 3R 2L - 1H-BK MEBbk-5 (4H)-BF  (SEHEf] 3.5)F0 5-(4°-1
FE-BRR-2-3E400)-2, 2- B IR S (SEHER 6.8), ILMBATIR— P B’ (07
% 2BYHATHI& . YIS EREATENT (iR HChi/ LRI 98/2,
R AE 9/1 1 8/2). RB=H, MWK,

WZ: 12% |
Rf (A Cht/ LB ZBR 7/3): 0.28
NMR 'H (CDCL;): 0.87 (t, 3H, J=7Hz); 1.14 (s, 6H); 1.33 (sext, 2H, J=7.2Hz);
1.45-1.90 (m, 16H); 2.36 (t, 2H, J=8Hz); 3.62 (s, 3H); 3.93 (t, 2H, J=6Hz); 4.71
(s, 2H); 6.93 (d, 1H, J=8Hz); 7.02 (t, 1H, J=8Hz); 7.17 (d, 2H, J=8Hz); 7.29 (d,
2H, J=8Hz); 7.52 (d, 2H, J=8Hz).

SCHIF12.39. 2-T B[ ((7-FEIEBIE-7, 7-Z PR 1-5)E)BE
~4-355) R ]-4- BRI 3G AL - 1 H-BK PR -5 (4 H) -

Q{x’

i 2- T B-4- 4RI - 1H-BKPLIE-5(4H)-B  (SEH#1] 3.4)%0 8-(47-IR1 FH
B-BRR-2-H )2, 2- “HE-FR P (SEHEp 6.9), BRTR — KPR (05
% 12B)#ATHI% . A ERIBTEN . FRoky/ZB L 9/1).
PRAFTEY), HE .

WE: 60%

Rf (A Cht/ LR ZHE 7/3): 0.26

NMR 'H (CDCL): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.17-1.43 (m, 8H); 1.50 (m,
2H); 1.60 (m, 2H); 1.71 (m, 2H); 1.82 (m, 2H); 1.90-2.10 (m, 6H); 2.35 (t, 2H,
J=8Hz); 3.63 (s, 3H); 3.95 (t, 2H, J=6Hz); 4.70 (s, 2H); 6.93 (d, 1H, J=8Hz);
7.01 (t, 1H, J=8Hz); 7.15 (d, 2H, J=8Hz); 7.30 (d, 2H, J=8Hz); 7.51 (d, 2H,
J=8Hz).
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STHER12.40.  2-T EE-1-[(2-((4-HFREERE-4, 4-ZHET-1-E)F)EKE
-4-F5) FF 3L )-4- R 30 136 2 - | H-BK PRI -5 (4H) - B

%w

i 2- T BE-4-82 3R [ 2 1H-DKMEIbR-5 (4H)-B (SEHE] 3.4) N 5-(4°-1R
LR R-2-FE40)-2, 2-“HEE- IR B (SCitifl 6.8), EMATIR—MRP IR
(7 12B)tATHl& . FARERETEN GEWW: FOki/ LK LB
98/2, MRJG 9/1 F18/2). KE=Y), Fw. |
KR 41%

Rf A Ot/ LR ZBE 7/3): 0.26

NMR 'H (CDCIL): 0.87 (t, 3H, J=7Hz); 1.14 (s, 6H); 1.33 (sext, 2H, J=7.2Hz);
1.52-1.73 (m, 8H); 1.90-2.10 (m, 6H); 2.35 (t, 2H, J=8Hz); 3.63 (s, 3H); 3.93 (t,
2H, J=6Hz); 4.72 (s, 2H); 6.93 (d, 1H, J=8Hz); 7.01 (t, 1H, J=8Hz); 7.18 (d, 2H,
J=8Hz); 7.29 (d, 2H, J=8Hz); 7.52 (d, 2H, J=8Hz).

SEHEFI12.41.  2-T F-1-[[4-[Q-((1-ZE E PR E-1,1- — PR R E E)FEH)
FRJE | R 35 Y 56 )-4- 1R 3F 2 2 - 1 H-BK MAEIbK- 5 (4 H)- e

O,
{”I
&

8 2-T 2E-4-BR3F QLB - 1H-DK MER-5(4H)-FR (SEHEM 3.5)F0 2-[2-[4-1R
AR REA)-2-FENMR IS (CLid] 8.2), BATR—BPT’ (J5ik
12B)i ATl % . L ERHITEN (SR Fol/ZB Ol 7/3). 3K
By, AL
KE: 16%
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Rf(ZBR LEAA T 6/4): 0.45

NMR 'H (CDCL): 0.85 (t, 3H, J=7Hz); 1.21 (t, 3H, J=7Hz); 1.21-1.40 (m, 2H);
1.40-1.60 (m, 4H); 1.42 (s, 6H); 1.61-1.88 (m, 8H); 2.30 (t, 2H, J=8Hz); 3.95 (s,
2H); 4.21 (q, 2H, J=7THz); 4.62 (s, 2H); 6.61 (d, 1H, J=9Hz); 6.89 (t, 1H, J=8Hz);
6.99-7.22 (m, 6H).

LR 12.42. 2-T H-1-[[4-[G-(1-5 T EEREE-1,1- —HIEFH )RR
i 2 | AR | R 2 ]-4- BB 2R I BE - 1 H- DK MR- 5 (4H)- B

R
Loy

X

S 2- T BE-4-MR IR - 1TH-BK PAIHR-S (4H)- B (SEHEf5) 3.4)F0 2-[3-(4-1R
IR ) A B )-2-HERRAUT B (Lt 9.4), BArd—KAE® (07
% 12B)REHATHI & . PR ERIHATENT  (BERWE: bt/ LR LEE 9/1).
RB=Y), B,

WE: 35%

Rf (FROHE/ R 2. B8 7/3): 030

NMR 'H (CDCL): 0.85 (t, 3H, J=7.2Hz); 1.20-1.35 (m, 2H); 1.40 (s, 9H);
1.50-1.80 (m, 2H); 1.53 (s, 6H); 1.85-2.10 (m, 8H); 2.30 (t, 2H, J=8Hz); 4.64 (s,
2H); 6.73 (dd, 1H, J=8Hz, J=2Hz); 6.84 (t, 1H, J=2Hz); 6.92 (d, 1H, J=8Hz);
7.10 (d, 2H, J=8Hz); 7.19 (t, 1H, J=8Hz); 7.28 (d, 2H, J=8Hz).
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SEHif12.43. 2-T FE-1-[[4-[G-(1- 8T EHEREE-1,1- — FEHE L) FE)
i3 z::%]ﬁﬂ%] 4-BZ TR O FE- 1 H-BK MK -5 (4H)-

Kk
Q@j%

X

1 2- T H-4-BR PR L 3E- TH-BE M-S (4H)-B (SEHEM] 3.5)F0 2-[3-(4- 1%
2R R M) R B4 -2- AR O RN T B (SEHtf] 9.4), #MATd—BR P&, (07
% 12B)iHTHI%G . AR ERHITEN QMW HCl/ LR LER 9/1).
KRR, .

K#E: 21%

Rf A Ot/ Z R ZBg 7/3): 0.30

NMR 'H (CDCL): 0.8 (t, 3H, J=7.2Hz); 1.10-1.45 (m, 2H); 1.39 (s, 9H); 1.52
(s, 6H); 1.55-1.90 (m, 12H); 231 (t, 2H, J=8Hz); 4.62 (s, 2H); 6.73 (dd, 1H,
J=8Hz, J=2Hz); 6.82 (d, 1H, J=2Hz); 6.93 (d, 1H, J=8Hz); 7.08 (d, 2H, J=8Hz);
7.19 (t, 1H, J=8Hz); 7.28 (d, 2H, J=8Hz).

SEHER12.44. 2-T EE-1-[[4-[(4-(1-BUT EIFEPE-1,1- I FEIE)FRH)
R R B 2 ]-4- 1828 O - 1H- DK M- 5 (4H) - Bl

Ledoactyy

vk

i F 2- T 5E-4-42 38 T B 1H-DK MRIR-S (4H)-B (SETt4I 3.5)F0 2-[4-(4-1R
2R AR AR -2- N T B (SCitifl 9.3), RMATR—MRIP] (O
% 12BY#ATHI & . AT ETERE: HCOht/L]& LR 95/5).
AR, RAEAM.

W 12%
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Rf AT/ LBR L8R 7/3): 0.30

NMR 'H (CDCL): 0.86 (t, 3H, J=7.2Hz); 1.20-1.38 (m, 2H); 1.42 (s, 9H); 1.60
(s, 6H); 1.50-1.85 (m, 12H); 2.29 (t, 2H, J=8Hz); 4.60 (s, 2H); 6.82 (d, 2H,
J=8Hz); 7.00 (d, 2H, J=2Hz); 7.10 (d, 2H, J=8Hz); 7.30 (d, 2H, J=8Hz).

SHER12.45. 2- T EE-1-[(3-(Q-FEERE-2, 2- " HEL-1-F)F)BKE
-4-55) B K )-4- MR I [ k- TH-BK MERbR- 5 (4H)- B

o

i 2- T -4 2R R - 1 H-BR MEIK-5(4H)-B  (SEHt5 3.4)F0 3-(4- 1R H
FBCIR-3-EA)-2, 2- N FHER (SEif] 6.10), ZMEETA—MRPE
(7% 12B)iH AT 8 &R : R Oke/ L8 ZEs 98/2, R 9/1 1 8/2).
FEERERCHHATENT . RE=Y), AEEAEM.

WK 34%

Rf GRCbt/ LR LBR 7/3): 0.25

NMR 'H (CDCl;): 0.87 (t, 3H, J=7.2Hz); 1.18 (s, 6H); 1.32 (sext, 2H, J=7Hz),
1.48-1.70 (m, 2H); 1.75-2.10 (m, 8H); 2.33 (t, 2H, J=8Hz); 3.57 (s, 3H); 3.95 (s,
2H); 4.72 (s, 2H); 7.00 (m, 2H); 7.14 (d, 2H, J=8Hz); 7.21-7.35 (m, 4H); 7.44 (d,
2H, J=8.4Hz).

S 512.46. 2-T%-1-[[4-[(4-((1-Z’fn%ﬁﬁ%-l,l-: BB A )R EE)
PR R R L Y B -4- 12 R . 2E- 1 H-DK M- 5 (4 H)- R

2

X

17 2-T -4-123F O - 1H-BK -5 (4H)-B  (SEHEfE] 3.5)F 2-[4-[4-1R
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HIER IR EA)-2-FENR LN (SLHf) 8.3), ik —RIPB® Ok
12B)HEAT %5 . AT ERGERE: O/ OB LB 9/1, Ra
& 812). R, AL,

KE: 60% :

Rf A /LB L8R 7/3): 0.25

NMR 'H (CDCL): 0.84 (t, 3H, J=7.2Hz); 1.24 (t, 3H, J=7Hz); 1.30-1.59 (m,
6H); 1.57 (s, 6H); 1.60-1.90 (m, 8H); 2.30 (t, 2H, J=8Hz); 3.88 (s, 2H); 4.22 (q,
2H, J=7THz); 4.62 (s, 2H); 6.75 (d, 2H, J=8Hz); 6.90-7.15 (m, 6H).

SERE112.47. 2- T EE-1-[[4-[(4-(1- T A IEPREE-1,1- & Eﬁ%ﬁ%);%%)
TR A 2R B8 R 2 ]-4- B2 3R [ 2 - 1 H- K AR -5 (4 H)- il

§ ’

8 2-T 2E-4-08 34 - 1H-BK MEbR-5(4H)-B (SE {7 3.4)F0 2-[4-(4-1R
2R LR ) AR ) -2- AR TR T B (SEHtf) 9.3), AR —RP T’ (O
% 12B)#EAT il % . YRR BHATENTGERE: /LB TER 91, R
JG A 8/2)0 ARG, AT
R 21%

Rf A e/ LR ZBE 7/3): 0.30

NMR 'H (CDCL): 0.85 (t, 3H, J=7.2Hz); 1.18-1.35 (m, 2H); 1.45 (s, 9H); 1.60
(s, 6H); 1.50-1.85 (m, 10H); 2.28 (t, 2H, J=8Hz); 4.60 (s, 2H); 6.82 (d, 2H,
J=8Hz); 7.00 (d, 2H, J=2Hz); 7.09 (d, 2H, J=8Hz); 7.31 (d, 2H, J=8Hz).
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LHB12.48. 2-T F-1-[(4-IREE) F EE)-4- 4B 2 O - 1H-BR MR -5(4H)-
A

Q(O Br
N\, N\/O/

X

3 2- T He-4-02 3K C FE- 1H-BR MEIRK-5(4H)-B (SEitif] 3.5)F0 1-1R-4-(GR
FEE, REATR—KEE 05k 208 TH%. KE~=Y, hTEm.
WZ: 70% |
Rf A4/ LR LTE 6/4): 0.60
NMR 'H (CDCl,): 0.88 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.54 (m, 4H); 1.74 (m,
8H); 2.31 (t, 2H, J=7.3Hz); 4.62 (s, 2H); 7.04 (d, 2H, J=8.5Hz); 7.47 (d, 2H,
J=8.5Hz).

SEHEF112.49. 2-T EE-1-[(4-REF)F -4, 4-Z ZFE-TH-BKMEBE-5(4H)-

\72(0 Br
N\ N\/©/

}

R 2-T%-4, 4-Z L - 1H-BKMEMR-5(4H)-BR (SEHER] 3.12)F0 1-1R
A-(RFEE, HEIR—RESR 7k 120#TH&. YLt
AT (P : HOky/ZBRZES 80/20). KEF=Y, AFEEM.

KR : 40.2 % |

Rf (P Ot/ LR LBs 6/4): 0.5

NMR 'H (CDCL): 0.65 (t, 6H, J=7.3Hz); 0.84 (t, 3H, J=7.6Hz); 1.31 (m, 2H);
1.59 (m, 2H); 1.76 (q, 4H, J=7.3Hz); 2.32 (t, 2H, J=7.3Hz); 4.57 (s, 2H); 7.06 (d,
2H, J=8.5Hz); 7.42 (d, 2H, J=8.2Hz).
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SEHEB12.50.  2- T H-1-[(4-IR-3- B IR 3 ) F 3L -4 MB 3R O B - 1H- DR MR
-5(4H)-H{

2
X

A5 F 2- T FE-4-WBFF - TH-BK MeRbk-5(4H)-B (S2Hif0 3.5)F0 1-8-4-(J8
F3E)-2-F 3, HIRETR PR 5% 120)8HTHI& . L ERETE
e FROk/ 2B 2B 80/20). #AAY), MM,

K. 81.4%

Rf RO/ ZBR B 7/3):0.5

NMR 'H (CDCly): 0.87 (t, 3H, J=7.3Hz); 1.33 (m, 2H); 1.44-1.79 (m, 12H); 2.3
(t, 2H, J=7.9Hz); 2.37 (s, 3H); 4.59 (s, 2H); 6.82 (m, 1H); 7.01 (m, 1H); 7.47 (d,
1H, J=8.2Hz).

EHEF12.51. 2-T H-1-[(3-1RIRIE) F B ]-4- MR IR R - 1H-BK e -5 (4H)-

i Q(V(j
X

8 2- T H-4- IR R [ - TH-DK PEIK-S (4H)- B (SR 3.4)F0 1-9R-3-(1R
I, EA— BB B (5 12037 H1% . YL ERFEITEN
FREEEE . Bk 2R 288 100/0 & 70/30). $REF=Y), AL A,

K. 75 %
Rf(ZE HEE/HEE 95/5): 0.13
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NMR 'H (CDCL): 0.87 (t, 3H, J=7.2Hz); 1.32 (m, 2H); 1.56 (m, 2H); 1.80-2.02
(m, 8H); 2.29 (t, 2H, J=7.5Hz); 4.65 (s, 2H); 7.09 (d, 1H, J=7.3Hz); 7.21 (t, 1H,
J=7.7Hz); 7.30 (s, 1H); 7.42 (d, 1H, J=7.9Hz).

SLHB12.52,  2-TT FE-1-[(4-VR R FL) B L ]-4- 4R 2R G FE - TH-IK MK -5 (4H)-
L

o) Br

X

i 2- T 2-4- 85 3R G - | H-BR PEIR-5 (4H)-B (SET#5) 3.4)F0 1-1R-4-(3R
HIYZK, IR — TR (5 120081 T7H % . YIS ERTENT
Bl O/ ZEE 70/30). RE=Y), RLEM.

MK 45.4 %

Rf FFCke/ LR 2B 7/3): 025

NMR 'H (CDCl,): 0.86 (t, 3H, J=7.3Hz); 1.31 (m, 2H); 1.55 (m, 2H); 1.80 (m,
2H); 1.96 (m, 6H); 2.27 (t, 2H, J=7.6Hz); 4.61 (s, 2H); 7.02 (d, 2H, J=8.5Hz);
7.45 (d, 2H, J=8.5Hz).

SEHER12.63. 2-T FE-1-[(4-VR-2- F AR 2R 50 ) FH R -4-HB PR IR - 1 H- Bk s
Wk-5(4H)- KA

fedoy
E P

fFF 2- T Re-4-42 3R 3 e - | H-BK EWK-5(4H)-FR  (SZ B 3.4)F0 4-1R-1-(1R
FRIL)-2-FE R (SEEf) 10.5), HEBATR—KP], 71k 120)8HTH & .
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FEERE Hxa&ﬁﬂﬁ(ﬁ'ﬁﬂﬁﬁﬁ-‘ F B 28R 2B 100/0 & 70/30). FR1E
), hFtul.

KZE: 69 %

Rf (1 HIBk/ 2R Z.Bg 60/40): 0.38

NMR 'H (CDCL): 0.90 (t, 3H, J=7.5Hz); 1.33-1.39 (m, 2H); 1.52-1.64 (m, 2H);
1.80-2.00 (m, 8H); 2.29-2.35 (m, 2H); 3.87 (s, 3H); 4.65 (s, 2H); 6.86 (d, 1H,
J=7.5Hz); 7.03 (d, 1H, J=2.5Hz); 7.07 (dd, 1H, J=7.5Hz, J=2.5Hz).

SEHEB12.54. 2- T HE-1-[(4-VR-3- ZEEFE L) P AL -4- SR IR 1R FE - 1 H- B Mk

-5(4H)-Hd
\:Z(" N

R 2- T He-4-UR PR R IE- 1H-BK MEMK-5(4H)-Bd  (SEHEH) 3.4)H0 4-1R-1-(R
HHEE)-3-FEF (L) 10.6), FHBATR — B PE] (7% 120 1T#H & . 7=
WA TERCHAT BT : B 2R Z B8 80/20). 5’3&4%#% AT
R 70%

Rf (A B/ LB 288 70/30): 0.35

NMR 'H (CDCl;): 0.88 (t, 3H, J=7.5Hz); 1.21 (t, 3H, J=7.5Hz); 1.29-1.41 (m,
2H); 1.52-1.64 (m, 2H); 1.81-2.06 (m, 8H); 2.27-2.33 (m, 2H); 2.75 (q, 2H,
J=7.5Hz); 4.63 (s, 2H); 6.86 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.03 (d, 1H, J=2.5Hz);
7.50 (d, 1H, J=7.5Hz).
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SEHEf112.55.  2-T E-1-[(4-4, 4, 5, 5-TY B FE-[1, 3, 2] = A LR LA ke-2-
)R IE) FP FE ]-4-BR IR L - 1 H-BK AR IER - 5 (4H)- B

X

i 2- T B -4-8E PR G ZE- 1H-BK MERpk-5(4H)- B (SEHED] 3.4)F1 2-(4-(GR FF
)74, 4, 5, S-IUFEE-1, 3, 2- R ATk, AR —RISER 7
% 1R2C)EATHIE . RIBY), AiREw, H B ARAT T —
etk
NMR 'H (CDCl,): 0.83 (t, 3H, J=7.3Hz); 1.32-1.41 (m, 14H); 1.49-1.55 (m,
2H); 1.77-1.96 (m, 8H); 2.39-2.45 (m, 2H); 4.68 (s, 2H); 7.13 (d, 2H, J=8.1Hz);
7.76 (d, 2H, J=8.1Hz).

SLHEB112.56.  2- T F-1-[(4-1R-3- R FE R EE) B BE - 4- W B TR - 1H- K M
W-5(4H)-Hd

o
E |

i 2- T F-4- 883K R EE - 1H-PK MEK-5(4H)-B7 - (SEHERY 3.4)F0 1-1R-4-(IR
HH2E)-2- AR (SEitfl 10.8), 1ZMEIR—&RP], 5k 120 7H1% .
P AERERHATENT QRS R A B ZER 4 B8 100/0 2 70/30). 3R1G7=
v, AT,

W& 70 %
Rf (A Mt/ 2.8 2.8 60/40): 0.41
NMR 'H (CDCl,): 0.88 (t, 3H, J=7.5Hz); 1.31-1.39 (m, 2H); 1.56-1.62 (m, 2H);
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1.84-2.05 (m, 8H); 2.27-2.33 (m, 2H); 3.73 (s, 3H); 4.75 (s, 2H); 6.46 (d, 1H,
J=2.5Hz); 6.72 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.46 (d, 1H, J=7.5Hz).

SEHB112.57. 2- ] FE-1-[(4-VR-2- FF AR EE) B 3K )-4- MR R R - TH- K M bk
-5(4H)-H

A 2- T FE-4-82 35 G FE - 1 H-BK MEWK-S(4H)-B  (SEREB] 3.4)F0 1-1R-4-(IR
FEE)-3-FIZE (SETEf) 10.9), IR — PR (5 120)1THI&. =4
LRERFITENTGERE: AHE/ LR EE 80/20). 3R1E =4, B EE A,
WZR: 69 %

Rf (f Bt/ LR ZEE 70/30): 0.37

NMR 'H (CDCl3): 0.86 (t, 3H, J=7.5Hz); 1.23-1.38 (m, 2H); 1.49-1.1.61 (m,
2H); 1.82-2.02 (m, 8H); 2.20-2.26 (m, 2H); 2.29 (s, 3H); 4.60 (s, 2H); 6.73 (d,
1H, J=7.5Hz); 7.29 (d, 1H, J=7.5Hz); 7.34 (s, 1H).

SEHEB12.58. 2-T F-1-[(4-1R-3-TA FE IR EE) FH L -4- BB B - 1 H- K MR

-5(4H)-HH

R 2-T Fe-4-UE IR R EL- 1H-BK MR -5 (41D - B (52 3.4)F0 1-1R-4-(IR
HE)-2-INEXR (S 10.7), IERETR—RPE 5k 120)#4THI& . F7
MIARERAAT BT WA AT BT (Ve A B/ ZIR Z B8 80/20).
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RAGEY), Tt

KK 70 %

Rf (B 212 ZBE 70/30): 0.40

NMR 'H (CDCl;): 0.86 (t, 3H, J=7.5Hz); 0.93 (t, 3H, J=7.5Hz); 1.29-1.34 (m,
2H); 1.51-1.1.56 (m, 4H); 1.58-1.63 (m, 2H); 1.76-1.79 (m, 6H); 2.26-2.30 (m,
2H); 2.67 (t, 2H, J=7.5Hz); 4.60 (s, 2H); 6.84 (dd, 1H, J=7.5Hz, J=2.5Hz); 6.99
(d, 1H, J=2.5Hz); 7.47 (d, 1H, J=7.5Hz).

SEHE12.60.  2- T Ao 1-[(4-18-3- =45 25 ) PP 36 ]-4-BE PR R AL 1 - e
k-5 (4H)-

Q(O Br
F
E F

fHH 2-T B-4-0RFF AL - | H-BK eIk -5(4H)-B (SETH 3.4)F0 1-1R-4-(IR
HEE)-2-=F 2R (SEHif] 10.10), IBATR — PR (7iE 120) 3 1TH14%
AR BT B QUK. GMB/ 28R 288 70/30). REFY, ITLE
T o
WE: 81%
Rf (F B/ LR ZBE 60/40): 0.46
NMR 'H (CDCL;): 0.85 (t, 3H, J=7.5Hz); 1.24-1.39 (m, 2H); 1.50-1.62 (m, 2H);
1.78-1.95 (m, 8H); 2.24-2.30 (m, 2H); 4.65 (s, 2H); 7.17 (d, 1H, J=7.5Hz); 7.45
(s, 1H); 7.67 (d, 1H, J=7.5Hz).

184



200780035207. 0 W FE171/3297

SEiEf]12.60. 2T FE-1-[(4-1R-3-TEFE IR FE) FH K ]-4-BE BF I S - T H-IDK Mk
-5(4H)-Hd
Q(O Br
”\EN\/C[NOZ

i 2- T FE-4- 4B PR R FE - |H-BR MR- S (4H)-Bd  (SCitE) 3.4)F0 1-1R-4-(GR
FZE)-2-FH 2R (SEHER] 10.11), AR —PE (7 120317 #1455
AR BT B QIR AMB/ 28 288 70/30). 3RE=Y), W6
i |
R 87 %

Rf (A B/ 28 2.l 60/40): 0.33

NMR 'H (CDCL): 0.90 (t, 3H, J=7.5Hz); 1.32-1.43 (m, 2H); 1.57-1.67 (m, 2H);
1.81-2.05 (m, 8H); 2.29-2.35 (m, 2H); 4.70 (s, 2H); 7.26 (d, 1H, J=7.5Hz); 7.67
(s, 1H); 7.74 (d, 1H, J=7.5Hz).

SEHEB112.61. 2-T Fe-1-[[2-[(4- B EIEF I ]-6- B F-BEMH[3, 2-b][1, 2,
4] = M-5-FE ) -4 - 08 BE I3 B - L H- 10K Pk -5 (4 H)- B

/ S
N,

N\\g
O
/

K
s

R 2-T Z&-4-BRFF IR - 1H-DK AER-5 (4H)-B  (SEHER] 3.4)H01 5-JR FZE
2-[(4- R FEFIL]-6- FHFE-BEIME 3, 2-b][1, 2, 4]=M (SEHEf 6.11), 1%
AR — P!, (5% 12D)#ATH% . YRR EITENGEREEE: K2
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Y/ 2B W 80/20 & 50/50). KRB, ML,

KZEK: 64 %

Rf GR /LR Z.BE 50/50): 0.25

NMR 'H (CDCl3): 0.95 (t, 3H, J=7.3Hz); 1.43 (m, 2H); 1.71 (m, 4H); 1.94 (m,
6H); 2.46 (t, 2H, J=7.3Hz); 2.64 (s, 3H); 3.86 (s, 3H); 4.76 (s, 2H); 6.97 (d, 2H,
J=8.8Hz); 8.09 (d, 2H, J=8.8Hz).

LHEH12.62.  2- T H-1-[[2-[G- PRI HIE]-6- FEE-BEMIE[3, 2-b][1, 2,
4] = - 5- ) L |-4- R ER R FE- 1 H- DK MR- 5 (4H)- R

S
/,\{)\N

e

i 2- T 25-4-88 3R - 1H-DK MAIBR-S (4H)- B (SEHEG] 3.4)F0 5-1R F3E

2-[(3-FEAFEZEIL]-6- FFE-BEMEF[3, 2-b][1, 2, 4]=M (SEHEW) 6.12), %M
AR — P (71 12D)iETHI& . K ERIEITENMCCRMEE: 2
b/ B8 2B 80/20 2 50/50). FRG7Y), MTLEM.
WEK: 64.2 %
Rf (R Che/ SR 288 50/50): 0.2
NMR 'H (CDCl3): 0.90 (t, 3H, J=7.3Hz); 1.39 (m, 2H); 1.69 (m, 4H); 1.90 (m,

6H); 2.40 (t, 2H, J=7.9Hz); 2.58 (s, 3H); 3.84 (s, 3H); 4.68 (s, 2H); 6.92 (dd, 1H,
J=1.8Hz, J=7.2Hz); 7.31 (t, 1H); 7.65 (m, 1H); 7.71 (d, 1H, J=7.6Hz).

K
J

SCHEI13. IR B — RS R

T 1BA: R A ERRUATE YN S ERR RN .

A5 PR P b T 45 R ERAR S BT IR J7 vk (SR 10)I & AR ROR R, 1% JF
7o b BT A5 B R
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FEEEARAT, BRE (1 YBE)FBRTHEARM. RNREEHAINE
-78°C, REZFEWMALETZEE (1.1 ¥E). E-7T8CHIEEY 1 /DEF. fn
AR =5 A0E, REAEZE THRERPMIBEY 16 /M. 585 KK
BRlE, REERET, EEEBSERNERR. RBWERTK, A
BAYITZE OCH IM BRI E pH 2, REMZMZEER. HHE
RKIEE, 2@MBRETIRFAEZETRIERR. REYEHT AMEE, If
HIREWE-18C T —R. SIEFTEEIKVIE, HERSETEMBE—T
SRS OL R .

Suzuki & V.

KIR0 H&E, MLl BEURE Ld iR &), RERRUATEY (1
2 1.5 58), UL (0.03 38), AFLE IMKRAKER 1 3ER3 4E)
GBI 1, 4- 208kt . RMIBAYFERIR FHEE—R. 1,4-ZBRAERET
ER. BREVBMRT L8 BRI S. BVESmBM T, Tk,
HERE TR =OEEREITEN.

J7% 13B: F G B RRILATAE YR BB i LR 3 B RE R R
Suzuki R NV 2 J5 AT R EN R E R .

Suzuki & WV

BIIRO U8, W ATEEIRE LR TE 13A #Hl&), RERZRUATE
¥ (1 48), DU (0.03 H¥E), RERL IMBRREKBBR (1 JE)H%EEBEIN
1, 4-Z0EHE . RMNBEWERIR FHBE—H. 1, 4-IEEERETEER. &
BYVEIET LR OB KIS . BVELRBRM TR, T, JFaEm
ETFEKR. ORERHETEN.
= HEN RN

SR AR R EEUATEY( LE)BBRTEN .. BEWE 0CAH,
REBEHIMAZRUE 2 F 9 X8B). RVEAWEEBAEERR, RE
EERTHE 8 MY, KIREWEIAKY, FH_EHKEER. GHIES
MR8, T8 HERMETEK. =OESERETEN.

oS
=]
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SEHER]13.1. 2- T E-1-[(3- BB AR -4-F5) I B ]-4- 48358 2 25 - 1 H- DK s
k-5(4H)- A

o

5 2-T 2-1-[(4-TR IR EE) F K )-4- 1530 O 2E- 1H-BK MM -5 (4H)- Bl (LT
] 12.48)H0 3-F2 LK FEMRRR, HMATIR Suzuki RN (J7E 13A)EAT 4%
FEAREIREAT BT E R . SROb/ ZBRZES 82 & 7/3). AW,
R TC
KR 41.4%
Rf A ¥/ LR ZHE 60/40): 0.4
IR: vCO 1712 cm™ |
NMR 'H (CDCl,): 0.77 (t, 3H, J=7.3Hz); 1.25 (m, 2H); 1.67 (m, 12H); 2.38 (t,
2H J=7.9Hz); 4.74 (s, 2H, J=1.7. 7.9Hz); 6.86 (dd, 1H, J=8.2Hz); 7.05 (m, 1H);
7.1 (m, 1H); 7.19 (d, 2H, J=8.2Hz); 7.32 (t, 1H, J=7.2Hz); 7.5 (m, 2H,
J=8.2Hz).

SE i 5113.2. 2- T F-1-[(6°- -3 -F2 FE B IR -4- 56 ) A 3L ]-4- 12 2R & -1 H-
IK D4R - 5 (4 H) - B

13.2.1 2-TH-1-[(6°-F-3-FREREA4- )P R4 B D
- 1H-BK PEM-5(4H)- B

(K
s
3,
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A8 F 2-T - 1-[(4- IR 5 ) F 2L -4- BB 2R UL - | H-PK Membk -5 (4H) -8R (&7t
Bl 12.48)F0 6-38-3-FF FFE R IR, AR Suzuki RN (J7V% 13B)#HAT
Fle. PSR EERTENQEREE: H bt/ LR 2B 82 & 7/3). Hh1E
=Y, Aot .
K. 66.6%
Rf F 2t/ L L8R 70/30): 0.3
IR: vCO 1721 cm™ |
NMR 'H (CDCl3): 0.88 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.67 (m, 12H); 2.37 (t,
2H, J=7.9Hz), 3.83 (s, 3H); 4.73 (s, 2H); 6.84 (m, 1H); 6.92 (m, 1H); 7.08 (t,
1H, J=9.1Hz); 7.23 (d, 2H, J=7.9Hz); 7.52 (d, 2H, J=7.9Hz).

13.2.2 2-T%-1-[(6’9’$’k-3’-‘ié%ﬁ%z*&-m%)@%}-4-41;%% o.3&-1H-
DK IAATBR -5 (4HD) - B

(K
o
N

i 2- T £-1-[(6- -3 - FH A BBk R -4- 55 ) Y AR -4-WE 2R O - 1 -k gt
Wk-5(4H)-B (SEHEf] 13.2.1), HBETREFEMRN (5% 13B)#HATHI%
P ARTEREATEN QMR : & F Y/ FEE 100/0 2 95/5). R1EB~Y),
NE B K.

WE: 84.7%

Rf(ZE R/ HEE 95/5): 0.3

IR: vCO 1728 cm’

NMR 'H (CDCl): 0.79 (t, 3H, J=7.3Hz); 1.27 (m, 2H); 1.67 (m, 12H); 2.39 (t,
2H, J=7.6Hz); 4.74 (s, 2H); 6.8 (m, 1H); 6.86 (m, 1H); 7.02 (t, 1H, J=8.8Hz);
7.19 (d, 2H, J=8.2Hz); 7.47 (d, 2H, J=7Hz); 7.73 (s, 1H).
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SEHE13.3. 2-T ZE-1-[B’- B HEBE-4-F)F -4, 4-= L - 1H-BK M
Wk-5(4H)-

by

4 2- T H-1-[(4-1RFE L) FH 54, 4- = ZFE- 1 H-BK ek -5(4H)-BR (St
% 12.49)F0 3- PR EAREMME, LMD Suzuki KN (7% 13A)HEITHI%
PSRBT ENT (R : RO bU/ LR LS 8/2 & 7/3). RIE~Y),
hE B,
K. 45.9 %
Rf (F Tt/ LR ZBE 60/40): 0.22
IR: vCO 1720 cm™
NMR 'H (CDCl): 0.76 (m, 9H); 1.32 (m, 2H); 1.58 (m, 2H); 1.9 (q, 4H,
J=7.3Hz); 2.45 (t, 2H, J=7.9Hz); 4.74 (s, 2H); 6.86 (dd, 1H, J=1.7, J=7.9Hz);
7.05 (m, 1H); 7.09 (d, 1H, J=7.9Hz); 7.31 (m, 3H); 7.51 (d, 2H, J=8.2Hz); 7.65
(s, 1H).

SEHE5113.4. 2-TH-1-[(6°-F-3-FR R R-4-FE)F 3 )-4, 4-— 2 %-1H-
DK PR IR~ S (4H)-

13.4.1 2-T FE-1-[(6>-F-3’- F E FE BT -4- %)Eﬁ%] 4, 4-— 2, H:
- 1 H-IDK PAATBE - 5(4H) il

Ty,
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R 2-T H-1-[(4-IRZE ) 3E]-4.4-— Z - 1H-BR MR -5 (4H)-B7  (SZ it
Bl 12.49)F1 6-7-3- AR EI IR, W ATE Suzuki RN (U7 13B)HEAT
W& EYLERBITETCEREE: RO/ LRI 82 2 7/3). 3K
FEY), M.
K. 50 %
Rf GAR %8/ LR Z. B8 60/40): 0.45
IR: vCO 1721 cm’ '
NMR 'H (CDCL): 0.74 (t, 6H, J=7.6Hz); 0.89 (t, 3H, J=7.3Hz); 1.37 (m, 2H);
1.65 (m, 2H); 1.83 (q, 4H, J=7.3Hz); 2.42 (t, 2H, J=7.2Hz); 3.82 (s, 3H); 4.72 (s,
2H); 6.84 (m, 1H); 6.91 (m, 1H); 7.07 (m, 1H); 7.29 (d, 2H, J=8.5Hz); 7.52 (d,
2H, J=7.3Hz).

13.4.2 2- T H-1-[(6°-F-3 - FR I B R -4- ) FH R )-4.4- — L - 1H-
IDK ML IEK - 5 (4 H)-

H
Q
3

A 2-T 2E-1-[(6°-%-3°- B AR ZE B 2R -4- 28 ) F 36 ]-4- 48 30 26 - 1 H- ke
WE-5(4H)-H (SEHE) 13.4.1), AR B PR RN (5 13B)#HTHI%.
PP ERERGEAT BT (R . SR Eh/ R LER 82 & 7/3). B,
BB E .

R 41.9%

Rf Gh 2/ LR ZBE 60/40): 0.2

IR: vCO 1738 cm™

NMR 'H (CDCls): 0.74 (m, 9H); 1.27 (m, 2H); 1.55 (m, 2H); 1.89 (q, 4H,
J=7.6Hz); 2.45 (t, 2H, J=7.9Hz); 4.73 (s, 2H); 6.83 (m, 2H); 7.02 (t, 1H,
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J=9.3Hz); 7.27 (m, 2H); 7.47 (d, 2H, J=7.6Hz); 8.1 (s, 1H).

SEHE5113.5. 2-TH-1-[B-BE2-FEBERA4E)FH]4-ER R
- 1H-BK PR -5 (4 H) -

i 2-T Z-1-[(4-1R-3-F 2K 5 ) B 2 ]-4- 48 31 O - 1H- K eIk -5 (4 H)- B
(SEE 12.50)H0 3-32 BRI, 1 HRATIR Suzuki RN (J7¥% 13A)HE4THl
%o AR AITENGERERE: O/ LRI 82 £ 7/3). 3R
Y, R aE .

WK 75 % |

Rf A 2he/ LR ZBE 60/40): 0.4

IR: vCO 1727 cm™!

NMR 'H (CDCls): 0.8 (t, 3H, J=7.3Hz); 1.29 (m, 2H); 1.69 (m, 12H); 2.23 (s,
3H); 2.42 (t, 2H, J=8.2Hz); 4.69 (s, 2H); 6.83 (m, 3H); 7.02 (m, 2H); 7.16 (d,
1H, J=7.9Hz); 7.28 (m, 1H).

SEJRE$5113.6. 2-T Z&-1-[(3’- B FL B IR -3- 38 ) H FE )-4- 12 PR [ FE - 1H- K M
Bk-5(4H)-

TR 2- T B-1-[G-IR A FE) F 25 )-4- 832 R FE - 1H-BK EIbR-5 (4 H)- B (S5 7t
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B 12.51)F0 3-FRFREMER, AT Suzuki RN (7% 13A)BATH &
PR R ITER QR R CEkt/Z8R LER 60/40). IRE=H), ALt
il

K. 76 %

Rf (A it/ 28 ZBE 60/40): 0.3

IR: vCO 1722 cm™ |

NMR 'H (CDCL): 0.77 (t, 3H, J=7.3Hz); 1.25 (m, 2H); 1.53 (m, 2H); 1.85-2.07
(m, 8H); 2.35 (t, 2H, J=7.6Hz); 4.75 (s, 2H); 6.84 (ddd, 1H, J=8Hz, J=2.4Hz,
J=0.8Hz); 7.03 (d, 1H, J=1.4Hz); 7.04 (m, 1H); 7.09 (d, 1H, J=7.8Hz); 7.23 (d,
1H, J=8.0Hz); 7.33 (m, 1H); 7.36 (t, 1H, J=7.8Hz); 7.45 (dt, 1H, J=7.6Hz,
J=1.7Hz); 8.11 (s, 1H). |

SEER13.7. 2- T HE-1-[(-FRH BRI -3 3 ) B K ]-4- BB PR 1R 3 - 1 H- K e
Wk-5(4H)-Ed

O
e

i 2- T 25 1-[(B-VR Z5 3 ) B K - 4- MR IR R - | H-BR AR - S (4H)- B (S
B 12.51)F0 2- 32 B ENNER, FZMEATIA Suzuki Y (7% 13A)HEAT H%
P RERGHATENT R : HEk/ BB 18 70/30). 3B, ATt
i |
Wz 71 %
Rf (A hEE/ ZBR ZTE 70/30): 0.43
IR: vCO 1724 cm™
NMR 'H (CDCl,): 0.78 (t, 3H, J=7.2Hz); 1.25 (m, 2H, J=7.5Hz); 1.55 (m, 2H,
J=7.5Hz); 1.80-2.04 (m, 8H); 2.34 (t, 2H, J=7.5Hz); 4.73 (s, 2H); 6.94 (m, 2H);
7.10-7.25 (m, 3H); 7.35-7.45 (m, 3H); 7.63 (s, 1H).
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SEE113.8. 2-T H-1-[(3-FF-6’- TN B K -4-F5) 2 -4- 48 30 R B
-1 H-BK MeBk-5(4H)- B

13.8.1 2- T H-1-[(3’-H A EE-6’ - N BB K428 ) F ) -4- 1R 2R L
- 1H-BK PEA - 5 (4 H) -

H

pRs
I

fHFH 2-T £ 1-[(4-R F5 25 ) FF 5L ]-4- BRI R - 1 H- DR EIR- 5 (4H) -l (St
Bl 12.52)F0 3-FHEE-6-NEREMER (FH 3-1R-4-WEXFEE (LG
10.2.2), &M ERFIECTE 13A)H14), FEMATIR Suzuki KN (F77% 13B)
HATHI & . PR EERHAT BN QAR AR/ 2R LR 8/2 & 6/4).
R, AEEM. |
KK 60 %
Rf (AR LR 288 60/40): 0.5
IR: vCO 1719 cm™
NMR 'H (CDCL): 0.78 (t, 3H, J=7.3Hz); 0.86 (t, 3H, J=7.3Hz); 1.28-1.47 (m,
4H); 1.52-1.64 (m, 2H); 1.81-2.04 (m, 8H); 2.31-2.38 (m, 2H); 2.41-2.48 (m,
2H); 3.79 (s, 3H); 4.73 (s, 2H); 6.71 (d, 1H, J=2.8Hz); 6.85 (dd, 1H, J=8.4Hz,
J=2.8Hz); 7.16-7.20 (m, 3H);7.28 (d, 2H, J=8.4Hz).

194



200780035207. 0 w1 ZE181/3291

13.8.2 2- T FE-1-[(3-F2 F-6'- TN ZE BR 2R -4-55) F1 36 -4- BB BF I A
- 1H-BK MR- 5 (4 H)- B

K

pRs
3.

A 2-T Z&-1-[(3- A -6 - N E B 2R -4- 55 ) F 2K )-4- 08 25 R R - 1H-BK
PAEOR-S(4H)-B (SEE] 13.8.1), FZREATIR EFEARMN (J7iE 13B)BHATH
Fo FFYAERGHATENQEBRHE: —&FH/FEE 100/0 2 95/5). KT
=Y, AKEHRK.

KZE: 96 %

Rf (A B/ 2B 2.8 80/20): 0.55

IR: vCO 1726 cm™

NMR 'H (CDCL): 0.71-0.80 (m, 6H); 1.16-1.54 (m, 6H); 1.82-2.03 (m, 8H);
2.33-2.44 (m, 4H); 4.72 (s, 2H); 6.65 (d, 1H, J=2.6Hz); 6.79 (dd, 1H, J=8.3Hz,
J=2.6Hz); 7.11-7.26 (m, 5H).

SE15113.9. 2- T Fe-1-[(4-F2 FE B FE-3-25 ) B FE -4- R R 3 3 - 1 H- K e
Wk-5(4H)-HEd

L
N N
i FH 2-T Z-1-[(3-IRFREL) 2 ]-4- 12 38 IR FE- 1 H- DK bk -5 (4H)- Bl (SE 7

B 12.51)F1 4-F2F KRR, #HIBETIA Suzuki RN (F77% 13A) 4T Hll4% .
P AR ST BT R . A B/ 28 2B 80/20 £ 70/30). K=
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), AEEM.

K. 82 %

Rf (A B/ LR ZBs 70/30): 0.5

IR: vCO 1725 cm™

NMR 'H (CDCl,): 0.83 (t, 3H, J=7.3Hz); 1.23-1.34 (m, 2H); 1.51-1.63 (m, 2H);
1.82-2.06 (m, 8H); 2.32-2.38 (m, 2H); 4.76 (s, 2H); 6.61 (s, 1H); 6.9 (d, 2H,
J=8.6Hz); 7.09 (d, 1H, J=7.4Hz); 7.34-7.47 (m, 4H).

SEHB13.10. 2- T FE-1-[(2°- -3 - B IR -4- 3 ) B BE -4 0B 28 TR - 1H-
K AEIBK - S (4H)- B

13.10.1 2-T ZE-1-[(2°-F-3 - F R BB R 4-F) F R -4- 48 35 [ 3
-1H-BK MEBHE-5(4H)- Hd

7y,

R 2-T 36-1-[(4-VRFEE ) FF 5 -4- BB 3R I - 1H-BK MR- S (4 H)-IF (S 7
#] 12.52)F0 2-3-3- FEFEREMER, L EEIA Suzuki RN (J7¥2 13B)#HAT
Tl . AR AITETEERERE: Al L8 LES 80/20 & 40/60).
KB, hIEM.
WZ: 67 %
Rf (A LR 288 40/60): 0.5
IR: vCO 1721 cm™
NMR 'H (CDCl): 0.86 (t, 3H, J=7.3Hz); 1.26-1.41 (m, 2H); 1.52-1.64 (m, 2H);
1.81-2.05 (m, 8H); 2.31-2.37 (m, 2H); 3.92 (s, 3H); 4.72 (s, 2H); 6.92-7.00 (m,
2H); 7.10 (dd, 1H, J=8.0Hz, J=1.2Hz); 7.23 (d, 2H, J=8.2Hz); 7.52 (dd, 2H,
J=8.2Hz, J=1.5Hz).
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13.10.2 2-TH-1-[(2-F-3-FR B BE IR -4- 55 FF 36 -4- 45 PR IR 2 - TH-
Ik PAEIBR- 5 (4 H)- B

H
&
I8y

fFH 2-T Z-1-[(2-F-3- F AL TR -4- ) H B )-4- 08 B I3 A - 1 H-BK e
Wk-5(4H)-BH (SEHEBT 13.10.1), EMATREHEMRN (i 13B)#ATH
%o PYERRERBATEN QRS S H/REE 98/2). RE=Y, K
HEMK.

W&E: 79 %

Rf (A B/ LB 285 20/80): 0.6 |

NMR 'H (CDCL): 0.78 (t, 3H, J=7.4Hz); 1.19-1.28 (m, 2H); 1.47-1.56 (m, 2H);
1.86-2.06 (m, 8H); 2.33-2.40 (m, 2H); 4.73 (s, 2H); 6.82-6.88 (m, 1H);
6.92-7.05 (m, 2H); 7.21 (d, 2H, J=8.2Hz); 7.48 (d, 2H, J=8.0Hz).

SEHEFI13.11. 2-T H-1-[(3’-BE-4- P A HEERE-4-5) P E-4- 1838 R A&
- 1H-BK PR -5 (4H)- B

K
&
ey

fFF 2-T - 1-[(4-1R 53 ) B FE-4- 42 27 [ - 1 H-BK PAEIbk -5 (4H)-B (SETE
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B 12.52)A01 3-3BH-4-FEFEREWER, LB Suzuki RN (7% 13A)
BEATHI & . PSRBT ENTGEMEE: AMBY/ LR L8 8020 £
60/40). RG], ARFEEOEE.

BR: 69 % |

Rf (A B/ LR LBE 40/60): 0.4

IR: vCO 1730 cm™

NMR 'H (CDCLy): 0.85 (t, 3H, J=7.3Hz); 1.26-1.37 (m, 2H); 1.51-1.63 (m, 2H);
1.81-2.02 (m, 8H); 2.30-2.36 (m, 2H); 3.92 (s, 3H); 4.70 (s, 2H); 5.97 (sl, 1H);
6.91 (d, 1H, J=8.4Hz); 7.06 (dd, 1H, J=8.3Hz, J=2.2Hz); 7.16-7.20 (m, 3H);
7.50 (d, 2H, J=8.2Hz).

SEHEF13.12. 2-T E-1-[(67- 2 FE-3- R R BOR 458 ) B AL -4 08 3R IR
- 1H-IK MEIbE-5(4H)- i

13.12.1 2-T F-1-[(6°- & F-3 - H S FEBR 2 -4- 38 ) FH L -4- 0B BRI 2
- 1H-BK PAERpR-5(4H)-B

K
&
EES

A8 2-T - 1-[(4-VR 2535 ) 1 B ]-4- SR PR R - T H- DK PRI - 5. (4H)- I (SE e
B 12.52) 6-ZH-3-RERFEMBE (A 3-IR-4-ZFEKPRE (SLHBI
10.1.2), METIRHECTE 1BAEHTHIR), EREIA Suzuki RN (7%
13B) 3T #l % . FEYAEEERIBTENTQEMBE: Ak /2R LB 80/20
£ 70/30). IRTEFY, HEE.
W#E: 95 %
Rf (A MG 2.1 Z.B8 60/40): 0.35
IR: vCO 1718 cm™
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NMR 'H (CDCL): 0.85 (t, 3H, J=7.3Hz); 1.04 (t, 3H, J=7.5Hz); 1.29-1.38 (m,
2H); 1.54-1.62 (m, 2H); 1.82-2.05 (m, 8H); 2.34-2.37 (m, 2H); 2.47-2.52 (m,
2H); 3.78 (s, 3H); 4.73 (s, 2H); 6.72 (d, 1H, J=2.8Hz); 6.86 (dd, 1H, J=8.7Hz
J=2.8Hz); 7.18-7.21 (m, 2H); 7.29 (d, 3H, J=8.1Hz).

13022 2T 3-1-[(6- 2 Jo-3"- 33 L B 25 -4- 45 ) FF 3 1-4- BB 3R [ 3
-1H-BK MR- 5(4H)- B

7y,

fEH 2-T 2E-1-[(67- £5E-3 - F E FE Bk 2R -4- 58 ) F B )-4-BR 35 R &L - 1 H- K
MeRR-5(4H)-BR (SEHEf] 13.12.1), RBRIRZRENRN (7% 13B)ATHI
Fro AETERHATEN UEHAE: ZSH5/FEE 100/0 2 95/5). 3R
=, KB K.

K 91 %

Rf (F1 Bt/ L8R B8 20/80): 0.65

NMR 'H (CDCL): 0.84 (t, 3H, J=7.3Hz); 1.03 (t, 3H, J=7.5Hz); 1.27-1.42 (m,
2H); 1.57-1.69 (m, 2H); 1.98-2.12 (m, 8H); 2.41-2.50 (m, 4H); 4.83 (s, 2H);
6.66 (d, 1H, J=2.7Hz); 6.83 (dd, 1H, J=8.3Hz, J=2.7Hz); 7.14-7.18 (m, 3H);
7.29 (d, 2H, J=8.1Hz).

SEHB13.13.  2-TE-1-[B-BRE-4-B T EBE-4-H)F H]-4- 1837 1
-1H-BK PAEIK-5(4H)- EH
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13.13.1 2- T He-1-[(4-F T £-3- FE B -4-F5) F R )-4- 1830 1%
F- TH-IBK MR- 5 (4H)- B

&
g

i 2- T FE-1-[(4-VR K FF B ]-4- MR PR R FE - | H-DK K-S (4H)- B (SZ it
B 12.52)F 4-7 T E-3-FEELEWR (FH 3-R-6-7 T EXHRBE (LHE
5] 10.3.3), #LBETRITEECTE 1BABATHIE), REATIA Suzuki RN (7
% 13BYBEAT il 4 o A NSHAT BT (VEIRBR AL : A HEE /2R 288 80/20
£ 70/30). RS, AEEM.
WE: 79 % -
Rf (A M/ Z R ZBE 60/40): 0.4
IR: vCO 1718 cm™
NMR 'H (CDCl;): 0.83-0.93 (m, 9H); 1.26-1.40 (m, 2H); 1.52-1.64 (m, 2H);
1.81-2.04 (m, 9H); 2.31-2.37 (m, 2H); 2.51 (d, 2H, J=7.1Hz); 3.85 (s, 3H); 4.71
(s, 2H); 7.02-7.15 (m, 3H); 7.21 (d, 2H, J=8.1Hz); 7.55 (d, 2H, J=8.1Hz).
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13.13.2  2-TE-1-[3-B&-4-7 T E-BE-4-3) F H-4- 1835 %
F- 1 H- DK MK -5 (4H) -

K
Q)
i3

i 2-TE-1-[(4-7 T £-3°- PR FE B A -4-55) B 2 ]-4- 18 25 3 2 - 1H-
DK MEMbR-S(4H)-BH (SEHEB 13.13.1), WIERTR EHEM RN (77 13B)HT
4% . YR ERITEN GUBE: & FE/FEE 95/5). KB, K
HEBRRK.
WZE: 92 %
Rf (F B/ ZF 285 20/80): 0.7
IR: vCO 1728 cm’™
NMR 'H (CDCly): 0.73 (t, 3H, J=7.3Hz); 0.94 (d, 6H, J=6.6Hz); 1.18-1.28 (m,
2H); 1.48-1.66 (m, 2H); 1.88-2.09 (m, 9H); 2.34-2.38 (m, 2H); 2.53 (d, 2H,
J=7.1Hz); 4.72 (s, 2H); 7.03 (m, 2H); 7.11-7.16 (m, 3H); 7.46 (d, 2H, J=8.3Hz),
8.91 (s, 1H).

SCHB113.14.  2-T F-1-[(37-FRE-3-F E FEBK-4- 25 ) L -4- 1B R R
- T H-BK PER-5(4H)-d

L
N \
R 2-T 2-1-[(4- 1R -2- F A FE IR L) F 2 1-4- 02 35 1 k- 1H- DK 18 Ik
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-S(4H)-B (CERER 12.53)F1 3-BEREMER, IERETA Suzuki RN (7%
BAATHIE . FHLERFATENCENE: A/ 2R A 60/40).
A=Y, hatEE.

WR: 76 %

Rf (/2R 288 60/40): 0.22

IR: vCO 1727 cm’

NMR 'H (CDCL): 0.80 (t, 3H, J=7.5Hz); 1.22-1.37 (m, 2H); 1.51-1.63 (m, 2H);
1.88-2.11 (m, 8H); 2.40-2.46 (m, 2H); 3.88 (s, 3H); 4.78 (s, 2H); 6.88 (dd, 1H,
J=7.5Hz, J=1.3Hz); 7.04-7.10 (m, 5H); 7.27-7.34 (m, 1H); 8.86 (s, 1H).

SEHER13.15. 2-T HE-1-[3-BE-6-F T H-BEE4-E) I ]-4-123F R,
FE-1H-BK MRk -5 (4H)- B

13.15.1  2-TE-1-[(6°-7 T -3’ - FEF I -4-25) F 2 ]-4- 8B 30 1%
B - 1H- DR MR- 5 (4 H)- B

R 2- T 25-1-[(4-VR 53 ) - 4- 03 PR R - 1 H-DR MR -5 (4H)- B (32t
B 12.52)F0 6-72 T F-3-F A LR EMER (FH 3-R-4-7 T HFHBE (S
i 10.3.2), TR FFECTE 13A)BHTHIE), HEATR Suzuki RN (05
% 13B)HATHI % . WA RERHAT ENTUEARE: A B/ 28 LB 80/20
2 70/30). 3RET=H), B,
W& 79 %
Rf (F JBF/ 2.8 285 40/60): 0.6
IR: vCO 1724 cm’
NMR 'H (CDCl;): 0.70 (d, 6H, J=6.6Hz); 0.86 (t, 3H, J=7.3Hz); 1.28-1.38 (m,
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2H); 1.54-1.62 (m, 3H); 1.83-2.07 (m, 8H); 2.32-2.39 (m, 4H); 3.78 (s, 3H);
4.74 (s, 2H); 6.71 (d, 1H, J=2.7Hz); 6.83 (dd, 1H, J=8.4Hz, J=2.7Hz); 7.14 (d,
1H, J=8.4Hz); 7.17 (d, 2H, J=8.0Hz); 7.26 (d, 2H, J=8.0Hz).

13.15.2 2-THe-1-[(3-F2 F-6>- 577 T 2B -4-35 ) FH 3L )-4- 12 30 1)
B 1H- K MEIRR -5 (4H)- B

H

pRs
; &

A 2-T2-1-[(6-7 T 25-3’- A B R -4-28) R AL -4- 1R A G - 1H-
DK K-S (4H)-BR (SERER] 13.15.1), IBRTIR L FEMRN (F¥% 13B)AT
& . L ERHAITENGEREEE: —S R/ EE 100/0 2 98/2. 3#K1E
=Y, AEEHRR.
. 100 %
Rf (2 HIEE/ LR ZBE 20/80): 0.7
IR: vCO 1730 cm™
NMR 'H (CDCl): 0.69-0.78 (m, 9H); 1.18-1.32 (m, 2H); 1.45-1.62 (m, 3H);
1.87-2.09 (m, 8H); 2.35-2.42 (m, 4H); 4.76 (s, 2H); 6.70 (d, 1H, J=2.6Hz); 6.82
(dd, 1H, J=8.3Hz, J=2.6Hz); 7.08 (d, 1H, J=8.3Hz); 7.16 (d, 2H, J=8.2Hz); 7.24
(d, 2H, J=8.2Hz); 9.01 (s, 1H).

203



200780035207. 0 W B P 2190/32975

SERER13.16. 2-T FEE-1-[(2- L FE-3-FR B IR -4-3E ) B R -4- 1R BRI A
- | H- WK PAEB-5(4H)-

K
2e
s

R 2-T 2E-1-[(4-1R-3- LEER B F 2L ]-4- B8 30 I3 - 1 H-BK M IRR-5(4H)-
B (SEHER) 12.54)F0 3-32 B 2R EANER, #RMATIA Suzuki RN (J7i% 13A)i
178 . P AERER AT BT (R AR/ LR LB 80/20). 3R15=4),
K A
WE: 64 %
Rf (Al 2R ZFE 60/40): 0.48
IR: vCO 1732 cm™
NMR 'H (CDCL): 0.73 (t, 3H, J=7.5Hz); 1.04 (t, 3H, J=7.5Hz); 1.20-1.35 (m,
2H); 1.49-1.58 (m, 2H); 1.86-2.08 (m, 8H); 2.38-2.45 (m, 2H); 2.58 (q, 2H);
4.73 (s, 2H); 6.77-6.80 (m, 2H); 2.87 (d, 1H, J=7.5Hz); 7.01 (d, 1H, J=7.5Hz);
7.07 (s, 1H); 7.15 (d, 1H, J=7.5Hz); 7.27-7.30 (m, 1H); 8.55 (s, 1H).

SEHEBI13.17.  2-T FE-1-[(6-FUEE-3-FR FE K 43 ) B L -4- 0B R R 3
- 1H-BK MR- 5(4H)- B

K
&
7,

fEH 2- T 2-1-[(4-(4, 4, 5, 5-VU FHFE-[1, 3, 2] ~ A8 A b -2-B6) 2 2E)
B 3L ]-4- 4B 3R IR B - 1H-BK M-S (4H)-B (SERE] 12.55)F1 2-IR-4-F2FLF g
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(SEHE%) 10.4), FEHBRTIR Suzuki KN (J7i% 1BA)ATHIR . YLk
TR : AWEB/ 2R 28 80/20 & 50/50). FRIG=H), AEFEIMH.
MK 30 % ‘

Rf CAE/ 2R ZBE 40/60): 0.3

NMR 'H (CDCL): 0.83 (t, 3H, J=7.3Hz); 1.22-1.28 (m, 2H); 1.51-1.59 (m, 2H);
1.80-1.99 (m, 8H); 2.34-2.40 (m, 2H); 4.75 (s, 2H); 6.92 (dd, 1H, J=8.6Hz,
J=2.3Hz); 6.95 (d, 1H, J=2.3Hz); 7.24 (d, 2H, J=8.1Hz); 7.51 (d, 2H, J=8.1Hz),
7.56 (d, 1H, J=8.6Hz); 9.86 (s, 1H).

SEER13.18. 2-T F-1-[Q- A RE-3-FRER-4-F0) I - 4- 1838 L 5
- 1H-IK PR - 5(4H)- e

K
O
e

R 2-T 2-1-[(4- 1R -3- F A ZE KAL) B 2 -4~ BR BF 136 26 - T H- 1K e gk
-5(4H)-BR (SEHEG] 12.56)H0 3-FREEFEMER, ERATIR Suzuki RN (7
1BAYEATH & . PR ERHAITERCERBE: AME/ LR ZE 60/40).
R, HKEEE.
xR 78 %

Rf (B &/ 2.8 2.8 60/40): 0.25

IR: vCO 1725 cm’™

NMR 'H (CDCl): 0.72 (t, 3H, J=7.5Hz); 1.06-1.21 (m, 2H); 1.28-1.40 (m, 2H);
1.81-2.07 (m, 10H); 3.77 (s, 3H); 4.70 (s, 2H); 6.60 (s, 1H); 6.77-6.87 (m, 4H);
7.18-7.29 (m, 2H); 8.48 (s, 1H).
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SERERM13.19. 2-T HE-1-[(3-FFE-3- I - IR -4- 55 B B -4- BB R TR A
- 1H-IBK PAEBER - 5 (4 H) - B

7y

A 2-T Z-1-[(4-1R-2-FF 2535 ) FF 25 -4- 08 2R 3G 2L - 1 H-0K MR -5 (4 H)- B
(SEHE) 12.57)F0 3-FE R, I TR Suzuki KN (7% 13A)BETH
%o TP ARTERIAT EAT(UEE : A MBS/ R LB 80/20). 3RB=H, H
Tt
WE: 71 %

Rf (A HE/ LR ZBE 60/40): 0.5

IR: vCO 1718 cm™

NMR 'H (CDCl;): 0.78 (t, 3H, J=7.5Hz); 1.20-1.35 (m, 2H); 1.50-1.62 (m, 2H);
1.95-2.14 (m, 8H); 2.32-2.38 (m, 5H); 4.76 (s, 2H); 6.85-6.93 (m, 2H); 7.09 (s,
1H); 7.12 (s, 1H); 7.27-7.35 (m, 2H); 7.41 (s, 1H); 8.64 (s, 1H).

SCHE513.20.  2-T FH-1-[[2-[(4-FB R FE]-6- F FE-EM (3, 2-b][1, 2, 4]
=45 E]Eﬁ%} 4-BETR -1 H-K MR- 5 (4 H) -

;N“b

OH

fFR 2-T 2E-1-[[2-[(4- FF | EE R )-6- FFRE-EM IR 3, 2-b][1, 2, 4]=M
-5-FE] F AR ]-4-BRFR R FE- | H-BK MR -5 (4H)- B (SEHEH) 12.61), 2 HRETIR = H
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AR (7% 13B)#HATHI& . FEHLERBTENQEhAE: —F Wk
/FEE 90/10 & 70/30). IRB=Y, HEEMK.

WE: 702 %

Rf(Z& FH/FEE 90/10): 0.1

IR: vCO 1727 cm™

NMR 'H (CDCl;): 0.94 (t, 3H, J=7.6Hz); 1.42 (m, 2H); 1.70 (m, 6H); 1.95 (m,
4H); 2.48 (t, 2H, J=8.2Hz); 2.63 (s, 3H); 4.78 (s, 2H); 6.89 (d, 2H, J=8.8Hz);
8.02 (d, 2H, J=8.8Hz).

SEHER13.21.  2- T E-1-[[2-[(3-FEEEIRIE]-6- FFEE-HEMEIF[3, 2-b][1, 2, 4]
=5 E]Eﬁ%] 4-B2 3R R FE - 1 H-BK MR- 5(4H)-

?

MR 2- T H-1-[[2-[(3- A FEH I ]-6- FEE-BEMIE(3, 2-b][1, 2, 4]=M:
-5-FE | FHEE)-4- BRI R FE- | H-BK -5 (4H)-BR (SEHi) 12.62), TR BRETR £ H
EWRN (71 13B)RHTHIS . YA EEREITEN@ERE: &5/
FHEE 95/5). 5’3%1#24@ ABEERR.

W 63.9%

Rf (FFCke/ 8. 2. B8 50/50): 0.1

IR: vCO 1727 cm’™

NMR 'H (CDCL): 0.93 (t, 3H, J=7.3Hz); 1.44 (m, 2H); 1.83 (m, 10H); 2.50 (t,
2H, J=7.6Hz); 2.65 (s, 3H); 4.80 (s, 2H); 6.92 (m, 1H); 7.33 (t, 1H, J=7.9Hz);
7.66 (m, 1H); 7.71 (d, 1H, J=7.6Hz).

Z/Z
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SEREF13.22. 2- T E-1-[(3-FEE-2-TH HE-BROR -4-55) FF 3L -4- BB I IR 2
- 1TH-BK M- 5(4 H)- B

K
)
Y

I 2- T F-1-[(4-VR-3-TA FE AR EE ) FR 56 1-4- BB 3R I3 B - T H- DK MR - 5 (4 H)-
B (SEiEF] 12.58)F0 3- B2 REMEE, HEATIA Suzuki RN (J77% 13A)3
1T % . FEIARER AT EAT (IR : A VhEY LR B8 80/20). R4,
T
WR: 68 %
Rf CA B/ ZBR B 60/40): 0.48
IR: vCO 1722 cm |
NMR 'H (CDCL): 0.74-0.81 (m, 6H, J=7.5Hz); 1.23-1.32 (m, 2H); 1.40-1.60
(m, 4H); 1.89-2.10 (m, 8H); 2.39-2.45 (m, 2H); 2.55 (t, 2H, J=7.5Hz); 4.73 (s,
2H); 6.75-6.89 (m, 3H); 6.99 (d, 1H, J=7.5Hz); 7.06 (sl, 1H); 7.14 (d, 1H,
J=7.5Hz); 7.24 (t, 1H, J=7.5Hz); 9.12 (s, 1H).

SEMEBI13.23. 2- T H-1-[(3-BRE-6-TH B BRI -4- 3 ) 3L -4- SR PR R 3
-1H-BK MR- 5(4H)-Hd

K
)
P2

fER 2-T -1-[(4-(4, 4, 5, 5-DU FF3E-[1, 3, 2] — S Z4FA il e -2- 38 ) R 3E)
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FH 3 -4- 8RR - 1TH-BR PRI -5 (4H)-FR - (SEE] 12.55)F0 3-1R-4-TH LK,
HRATIR Suzuki RN (J77E 1BA)BHTHIS . =L RETENTQERR:
A 2.8 2B 80/20 & 60/40). 3R15774), NFEEGM.

WZ: 33 %

Rf (B 28R 288 60/40): 0.55

IR: vCO 1724 cm™

NMR 'H (CDCl,): 0.85 (t, 3H, J=7.3Hz); 1.25-1.4 (m, 2H); 1.51-1.65 (m, 2H);
1.81-2.03 (m, 8H); 2.31-2.37 (m, 2H); 4.74 (s, 2H); 7.18 (dd, 1H, J=8.8Hz,
J=1.9Hz); 7.28 (d, 2H, J=8.3Hz); 7.32 (d, 1H, J=1.9Hz); 7.59 (d, 2H, J=8.3Hz);
8.14 (d, 1H, J=8.8Hz); 10.66 (s, 1H).

SEHEB13.24. 2-T E-1-[(3-BE-2- S E PR B -4-5E) ) -4-4B FR K,
FE- 1 H-IPK BEOHE-5(4H) - e

K
»
s

A 2- T EE-1-[(4- R -3-= 5 R 2 B 2R -4- B8 BF 36 25 - 1H- K M gk
-5(4H)-H (SEHE) 12.59)F0 3-FRFEREMIER, IR ATIR Suzuki KN (F5ik
13A)ATHIE . FYRERFATERCCRE: A WE/ L8R LE 70/30).
RY), hEEREE.

KZE: 75 %

Rf (1 Bt/ ZFR 2.8 60/40): 0.54

IR: vCO 1735 cm’™

NMR 'H (CDCL): 0.77 (t, 3H, J=7.5Hz); 1.21-1.36 (m, 2H); 1.47-1.59 (m, 2H);
1.88-2.05 (m, 8H); 2.38-2.44 (m, 2H); 4.79 (s, 2H); 6.82 (s, 2H); 6.91 (d, 1H,
J=7.5Hz); 7.24-7.39 (m, 3H); 7.49 (s, 1H); 8.65 (s, 1H).
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SEHiR13.25. 2-T FE-1-[(3’-FRFE-2-TE R B -4- 20 -4- 183K IR,
H- 1H-BKPERR-5(4H)-

N x
; NO,
OH

A 2-T H-1-[(4-VR-3-FHEE AR ) B R )-4- SR 2 [ AL - | H-BK MEBK -5 (4H) -
Al (SEH] 12.60)F0 3-FR BB, #ZIEATIR Suzuki R (J7% 13A)1
1T % . A RER AT BT (BRI : A VB LR LEE 70/30). R4,
K A A |
WE: 84 %
Rf CAHEY ZBR Z.B5 60/40): 0.23
IR: vCO 1741 cm™
NMR 'H (CDCly): 0.83 (t, 3H, J=7.5Hz); 1.30-1.42 (m, 2H); 1.55-1.68 (m, 2H);
1.88-2.07 (m, 8H); 2.44-2.50 (m, 2H); 4.81 (s, 2H); 6.79 (s, 1H); 1.84-1.94 (s,
2H); 7.32 (t, 1H, J=7.5Hz); 7.47 (s, 2H); 7.57 (s, 1H); 9.16 (s, 1H).

SEHE%13.26. 2- T F-1-[(3-FBE-4-THREBER-4-30) B K -4- 1838 R 3
- TH-BKPER-5(4H)-
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13.26.1 2- T B-1-[3-FE -4 - TN B -4-F8) 3L -4- DR IR IR
- 1H-BK PIE-5(4H)- B

K
O
Ty,

i 2-T B-1-[(4-VRZK L) B B |-4-BR PR R 5L - 1 H-BK K-S (4H)-Bl - (SE i
Bl 12.52)1 3-FFEE-4-NEREMBAEH 3-1R-6-NEE B (ST
10.2.3), #ZMATATTECHE 1BABITHIE), HEATR Suzuki RN (J7ik
13B)#ATHl % . YRR HITEN QR AME/ LR LB 8020
£ 60/40). RG=H), AT
WE: 82%
Rf (Al 28R 285 60/40): 0.4
IR: vCO 1723 cm’! ,
NMR 'H (CDCl,): 0.86 (t, 3H, J=7.3Hz); 0.97 (t, 3H, J=7.3Hz); 1.29-1.41 (m,
2H); 1.52-1.71 (m, 4H); 1.80-2.03 (m, 8H); 2.30-2.37 (m, 2H); 2.58-2.64 (m,
2H); 3.88 (s, 3H); 4.71 (s, 2H); 7.01 (d, 1H, J=1.4Hz); 7.08 (dd, 1H, J=7.7Hz,
J=1.6Hz); 7.17-7.23 (m, 3H); 7.54 (d, 2H, J=8.2Hz).
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13262 2-T Z-1-[(3-FH-4- TN ZE B K -4-28) F 5L ]-4- 3R B0 R &
- 1H-BK MR- 5 (4 H)- B

K
®
iy

A 2- T 2-1-[(3°- S Z-4"- N ZE BR A -4- 28 ) L ]-4- 08 30 [ - 1TH-BK
PBtR-S(4H)-BR (SEHE] 13.26.1), $RIRATIR 2 FHEM RN (F7i% 13B)iE4T
%o PMAERHATENTGEREEE: Z& 5/ FEE 1000 E 95/5). K1E
=), RHEERK.

W 93 %

Rf (A B/ B8 Z.BE 20/80): 0.65

IR: vCO 1731 cm™

NMR 'H (CDCls): 0.74 (t, 3H, J=7.3Hz); 0.98 (t, 3H, J=7.3Hz); 1.19-1.28 (m,
2H); 1.48-1.56 (m, 2H); 1.62-1.70 (m, 2H); 1.88-2.03 (m, 8H); 2.33-2.37 (m,
2H); 2.61-2.64 (m, 2H); 4.72 (s, 2H); 7.00-7.02 (m, 2H); 7.15-7.17 (m, 3H);
7.46 (d, 2H, J=8.2Hz).

SEER13.27.  2- T E-1-[(3-FR I R B -4- ) P E 41838 A - 18-
IK PRI -5 (4 H)-

K
2
S

R 2-71 2-1-[(4- 1R FR ) H 2K 1-4- R [ - | H-BK MERbE -5 (4H)-HH (SE it
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Bl 12.52)F0 3-FFEFEFEMER, IEHETA Suzuki RNV (i 13A)BATHI% .
FEATER AT ENT R : A IMB/ 2R L8 70/30). KRB, ABE
[ 445 |

ZE: 82%

Rf (3 Wt/ 28R 2.8 60/40): 0.25

IR: vCO 1730 cm’™

NMR 'H (CDCl;): 0.79 (t, 3H, J=7.3Hz); 1.21-1.36 (m, 2H); 1.51-1.62 (m, 2H);
1.90-12.13 (m, 8H); 2.37-2.34 (m, 2H); 4.77 (s, 2H); 6.87 (d, 1H, J=8.3Hz);
7.08-7.11 (m, 2H); 7.21 (d, 2H, J=8Hz); 7.27-7.33 (m, 1H); 7.52 (d, 2H, J=8Hz);
8.95 (s, 1H).

LRI 14, By O-BEREAL K — D B

JiE 14A: (1 YE)EZFTREBEIAKRST G&E 6 38), R
JEBRHMANRTEDC & 4 JB). RNBESYERR FTHEE 12 /i,
ZIEERIE TR . BREWHRBTK, A -RRRER. HIESHR
T, S8, HERETER. FOLEREITEN.

Fi% 14B: [y (1 HBELEPHEBMAKRSE 3 4E), AR
WIANRUETED 2 BE). RNIBEWAEBIR FHEE 12 At SIEmRR
W, MZBEERETER. REBYEERETENT.

Fik 14C: MEY(1 E)VELHETHEBRMAKRE 3 48), REE
FIMANRURTEY Q HE). RMBEWAERR B 12 /M, T8RN
BEY, REBRXRIMAKRRA G 4E), REMABRLTED 2 4E).
FEERT, BHERNEAY 12 /. IR, T LBERETEX.
% B W AR AT AT .
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SEFEBI14.1. 2-T - 1-[(3°-((1- L& FE AR H 30)E) B 2R -4- 1) B 2L -4- 18 24
2 - TH-BK Pk -5 (4H)- B

(K
%t

A 2-T 2E-1-[(3°-FREE B R -4-55) F 2E]-4- 123 © 2~ 1 H-BK PR -5(4H)-
B (SEHG] 13.D)ANR IR LES, #HBATR—RPR’ (O7v% 14AAT & .
PSRBT ENGURR: FOb/ 2B LB 8/2). 3KB=Y, hT .
K. 61.5 %
Rf (A Ot/ L ZBE 70/30): 0.25
IR: vCO 1721 1 1759 cm’
NMR 'H (CDCly): 0.87 (t, 3H, J=7.3Hz); 1.34 (m, 5H); 1.63 (m, 12H); 2.35 (t,
2H, J=8.2Hz); 4.29 (q, 2H, J=7.3Hz); 4.68 (s, 2H); 4.71 (s, 2H); 6.89 (dd, 1H,
J=1.8Hz, J=8.2Hz); 7.13 (dd, 1H, J=1.8Hz); 7.21 (m, 3H); 7.36 (t, 1H, J=7.9Hz);
7.53 (d, 2H, J=8.2Hz). |

SEHE14.2. 2- T H-1-[(3-((1-ZEFE B E-1- FEF )R- K -4-5)
3£ ]-4-32 28 2 25 1 H-BK Mk 5(4H)- B

O
.

iR 2-T -1-[3- BB -4-28) 1 35 -4- 1255 D 5E- 1H-BK M- 5(4H)-
B (SEHER) 13.1)F0 2-R AR 4.0, IR aTiR — BB (7 14B)#AT41% .
FEYEFERGHATENT(UERBEE . ROk/ZB B 9/1 & 7/3). KBy,
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NI

W 83.8 %

Rf (A Ot/ LR LBE 60/40): 0.55

IR: vCO 1723 1 1752 cm™

NMR 'H (CDCL): 0.87 (t, 3H, J=7.3Hz); 1.26 (t, 3H, J=7.3Hz); 1.35 (m, 2H);
1.66 (m, 15H); 2.35 (t, 2H, J=8.2Hz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 4.81 (q,
1H, J=7Hz); 6.85 (dd, 1H, J=8.2Hz, J=2Hz); 7.11 (m, 1H); 7.19 (m, 3H); 7.33 (t,
1H, J=7.9Hz); 7.53 (d, 2H, J=8.2Hz).

LE5114.3. 2- T H&-1-[(3°-((1- LEFE P E-1- L H B )R)- B R -4- )
FR 3 ]-4- BB ER O3 - 1 H- DK AR -5 (4H)-

5
;o%{

R 2-T &-1-[(3°-FR B -4-58) H 2E)-4- 1835 L5 - TH-BK PR -5 (4 H)-
W (SEREF] 13.0)H 2-IR TR LB, BATIR— P T, Ok 14B)HT H %
PSRBT EN QR E: FOk/ZR LB 9/1 & 7/3). KB4,
M
M. 84.3 %
Rf R Ckt/ LR Z.TE 60/40): 0.55
IR: vCO 1724 1 1752 cm™
NMR 'H (CDCl): 0.88 (t, 3H, J=7.3Hz); 1.12 (t, 3H, J=76Hz); 1.26 (t, 3H,
J=7Hz); 1.37 (m, 2H); 1.69 (m, 14H); 2.03 (m, 2H); 2.37 (t, 2H, J=8.2Hz); 4.24
(q, 2H, J=7Hz); 4.62 (q, 1H, J=7Hz); 4.72 (s, 2H), 6.86 (dd, 1H, J=8.2Hz,
J=2Hz); 7.12 (m, 1H); 7.21 (m, 3H); 7.34 (t, 1H, J=7.9Hz); 7.52 (d, 2H,
J=8.2Hz).
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SEHE]14.4. 2-TH-1-[(3°-((1- ZFFE P FE-1-(1,1- — FHEFE)-F I)H)
R 2R -4-3% ) B 2L ]-4-52 28 2 2 - 1 H-BK MR- 5 (4H)-

O
51;

(0 2- T 3E-1-[(3 SR REBE 2K -4- ) B S ]-4- B FF T35~ 1H-BK LS (4HD)-
A (SEHEE) 13.1)80 2-VR 72 IR L8R, HIBEIR— P B (J71F 14C)3HAT
&o PYIERITBNGERSE: FOb LR OB 91 E 7/3). RE
W, K. |
W 87.2 %
Rf A 2t/ LR ZBE 60/40): 0.6
IR: vCO 1725 11751 cm™
NMR 'H (CDCls): 0.88 (t, 3H, J=7.3Hz); 1.11 (m, 6H); 1.26 (t, 3H, J=7.3Hz);
1.35 (m, 2H); 1.71 (m, 12H); 2.33 (m, 3H); 4.24 (q, 2H, J=7.3Hz); 4.42 (d, 1H,
J=5.9Hz); 4.73 (s, 2H); 6.86 (dd, 1H, J=8.2Hz, J=1.7Hz); 7.13 (m, 1H); 7.21 (m,
3H); 7.34 (t, 1. J=8.9Hz); 7.54 (d, 2H, J=8.2Hz).

SEiE1514.5. 2-T F-1-[(3°-((1- LA FE BRI ) R)-6"-F- B K -4- 3 ) e
FE1-4-0234 L FE- 1 H- BRI -5 (4 H) - B

K
=W
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R 2-T 2&-1-[(6°-TR-3 -5 FEBE 2K -4- 28 ) B R -4- B2 B 2R 1H- DK et
-5(4H)-FR (SEHER 13.2)F1 2-IRZFR B8, #HBRIIA—RP B (7% 14B)id
ITHl% . FEERERIBATENQEREE: A/ ZR LB 1/0 £ 7/3). 3k
/=y, AT r.

W 83.8%

Rf A C5%/ LB ZBE 60/40):0.5

IR: vCO 1721 #1 1758 cm’! |

NMR 'H (CDCL;): 0.87 (t, 3H, J=7.3Hz); 1.35 (m, 5H); 1.61 (m, 12H); 2.36 (t,
2H, J=7.6Hz); 4.27 (q, 2H, J=7Hz), 4.62 (s, 2H); 4.71 (s, 2H); 6.83 (m, 1H);
6.95 (m, 1H); 7.07 (m, 1H); 7.22 (d, 2H, J=8.2Hz); 7.49 (d, 2H, J=7Hz).

SLHif]14.6. 2-TE-1-[(3-((1-Z A E P E-1- FEF L )H)-6'--BE K
-4-55 ) JE]-4- 4R 30 O 2k - | H-BK MRk -5 (4H) - B

K
=W

A 2-T 2-1-[(6-F-3°-FR F BRI -4- 38 ) FF L )-4- B2 21 L5 - 1T H- DK PRk
-S(AH)-FR (SEREF] 13.2) 1 2-IRNER .05, EBATIR—S B, (5 14B)
BATHIS . PREERHITENT GRS E: O/ B LER 1/0 & 7/3).
PR, AT EM.

WR: 61.4 %

Rf (A 5t/ LR 2.1 70/30): 0.45

IR: vCO 1724 cm’

NMR 'H (CDCl,): 0.87 (t, 3H, J=7.3Hz); 1.26 (t, 3H, J=7Hz); 1.33 (m, 2H);
1.64 (m, 15Hz); 2.36 (t, 2H, J=7.9Hz); 4.22 (q, 2H, J=7Hz); 4.72 (m, 3H); 6.81
(m, 1H); 6.94 (m, 1H); 7.05 (t, 1H, J=9.7Hz); 7.22 (d, 2H, J=8.2Hz); 7.49 (d,
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2H, J=6.9Hz).

Lii%114.7. 2- T H-1-[(3-((1- ZEE P FEE-1- 2 FHH)F)-6'-F-BER
-4-FE) I B 1-4- 4R IF L FE - LH- DK MEDbK-S (4H)-

o
ey

i 2-T H-1-[(67-F-3’- 32 FEBE TR -4- 0 ) FH 3 -4- B2 1 5L - 1 H-BK PRI
-S(AH)-B (SERER] 13.2)F0 2-IR TR B8, WIBaiid— P ], (5 14B)id
1THI& . PR ERSETEN@EREE: O/ CBR LR 1/0 £ 7/3). 3%
By, LB,

K. 33.5%

Rf GF bt/ LR ZBE 60/40): 0.4

IR: vCO 1724 cm’™

NMR 'H (CDCl;): 0.87 (t, 3H, J=7.3Hz); 1.09 (t, 3H, J=7.6Hz); 1.25 (t, 3H,
J=7.3Hz); 1.36 (m, 2H); 1.63 (m, 12H); 1.99 (m, 2H); 2.36 (t, 2H, J=7.6Hz);
4.23 (q, 2H, J=THz); 4.53 (t, 1H, J=6.2Hz); 4.72 (s, 2H); 6.81 (m, 1H); 6.94 (m,
1H); 7.05 (t, 1H, J=9.1Hz); 7.22 (d, 2H, J=8.2Hz9); 7.49 (d, 2H, J=7Hz).
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S 14.8. 2- T E-1-[3-(1-Z A AR EE-1-(1,1- Z A E)- R &)
0)-6’- - BR T -4- ) P L )-4- B2 3K O FE- TH-K R - 5(4H)-

A 2-TE-1-[(6-F-3 - R BRI -4-25) FF K -4- 42 28 T - 1 H-K ek
-5(4H)-BR (SEREf) 13.2)F0 2-IR R R IR L BR, R AIA— P B (J7i% 14B)
HATHI & . YL EREITENQERSEE: /LR LER 1/0 & 7/3).
R, e,

WE: 75%

Rf GFCke/ 2R ZBE 60/40): 0.4

IR: vCO 1725 cm’! '

NMR 'H (CDCly): 0.88 (t, 3H, J=7.3Hz); 1.11 (m, 6H, J=6.4Hz); 1.25 (t, 3H,
J=7.3Hz); 136 (m, 2H, J=7.6Hz); 1.56 (m, 12H); 2.31 (m, 3H); 4.23 (q, 2H,
J=7Hz); 434 (d, 1H, J=5.6Hz); 4.72 (s, 2H); 6.81 (m, 1H); 6.94 (m, 1H); 7.05 (t,
1H, J=9.7Hz); 7.21 (d, 2H, J=7.9Hz); 7.49 (d, 2H, J=7Hz).

S5 14.9. 2-T E-1-[(3°-((1- | E I E-1,1- —HEFEYE)-6’-F.-
Fe 2R -4- 38 ) FH 3K ]-4-08 24 T 36 - 1H-DK M- 5 (4H)- 7

K
58

o)

(
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R 2-T 2-1-[(67-F-3°-FR FE BRI -4- 3 ) B BE -4 W 2R 0 - TH- DK e ok
-S(AH)-BR (SEHEF] 13.2) 2-1R 7 TR OHs, R —RP B’ (7% 14C)
BHATH & . YAEREITEN@EREE: FCh/LROlE 8/2 £ 7/3).
wEEY, k.

K 89.2%

Rf (FF EJ@%/Z;E&ZEE 60/40): 0.55

IR: vCO 1727 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.34 (m, 2H);
1.63 (m, 18H); 2.35 (t, 2H, J=7.9Hz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 6.82 (m,
1H); 6.98 (m, 2H); 7.21 (d, 2H, J=8.2Hz); 7.47 (d, 2H, J=7.3Hz).

SEHI14.10. 2-T FE-4-4BIF 2B 1-[(37-((1-(BULEE) 1 30 8- Be 5 -4-3)
B 3E]-1H- HJ‘KWIVM?I& 5(4H)-F

EVR‘N

i 2- T 2-1-[(3°- R ERE-4-28) H 3L ]-4- 42 5 O 2E- | H-BK MR- 5(4H)-
B (SEREE 13.1)M 2- R NG, AR — &P ], 07 4Byt Tl % . ™
MR HITENQERIE: RO/ B2 7/3). RE-Y), ALEH.
WE: 90.9%
Rf GR Wt/ LR ZBE 60/40): 0.45
IR: vCO 1716 cm™ |
NMR 'H (CDCl;): 0.89 (t, 3H, J=7.3Hz); 1.33 (m, 2H); 1.65 (m, 12H, J=8.2Hz);
2.38 (m, 2H); 4.74 (s, 2H); 4.85 (s, 2H); 6.99 (dd, 1J, J=7.9Hz, J=2Hz); 7.18 (m,
1H); 7.26 (m, 4H); 7.44 (t, 1H, J=7.9Hz); 7.56 (d, 2H, J=8.2Hz).
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SEREBI14.11. 2-7T FE-1-[(67-F8-3-(1-(FLZE) HE 28 30 ) B AR -4- 58 ) FH AR )-4- 1B 2R
O 2 - 1 H- K MR- 5(4H) @ﬂ

?

ffH 2-T%-1-[(6-F-3-FFF B K -4- %)Eﬁ%] 4-BZ PR O3 - TH- DK PR
-5(4H)-BE (SEHER) 13.2)F1 2-IR4IE, HBRTA—RPE 7k 14B)3HT
Fro FEYERTERAT ETGENE: H O/ LR LB 7/3). REBF=4, AL
.
W&, 90.1%
Rf (F 24/ LR LBE 60/40): 0.45
IR: vCO 1760 cm’™
NMR 'H (CDCl;): 0.87 (t, 3H, J=7.3Hz); 1.35 (m, 2H); 1.63 (m, 12H); 2.36 (t,
2H, J=8.2Hz); 4.72 (s, 2H); 4.78 (s, 2H); 6.94 (m, 1H); 7.02 (m, 1H); 7.14 (t,
1H, J=9.4Hz); 7.23 (d, 2H, J=7.9Hz); 7.51 (d, 2H, J=7.3Hz).

EHEFI14.12. 2- T H-1-[B-((1-ZEFE B HE-1-(1,1- = FE P ) B )
80)-BRIE-4-55) F 5L )-4, 4- = 2 FE-1H-BE MR- 5(4H)- B

H
"%,

R 2-T 2-1-[(3’ - IR -4-F5) F 314, 4-— 2. FE-1H-BRMEMR-5(4H)-
MR (SEHEBY 13.3)F0 2-1R R IRER 2.8, 1EHRETR—P T, (71 14C)i1T 4]
%o AT EN G E: ROk ZBRZEE 91 & 7/3). 3KEF~
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Y, k.

WK 71.7%

Rf A 245t/ B8R Z.BE 60/40): 0.45

IR: vCO 1726 1 1751 cm™

NMR 'H (CDCL): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.09 (t, 6H,
J=8.5Hz); 1.24 (t, 3H, J=7Hz); 1.36 (m, 2H); 1.64 (m, 2H); 1.83 (q, 4H,
J=7.3Hz); 2.29 (m, 1H); 2.4 (t, 2H, J=7.9Hz); 4.22 (q, 2H, J=7Hz); 4.41 (d, 1H,
J=5.6Hz); 4.7 (s, 2H); 6.84 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.17 (m, 2H); 7.29 (m,
3H); 7.53 (d, 2H, J=8.2Hz).

EHER14.43.  2- T E-1-[(3°-((1- 2R E R EE-1- ZEE B H)H)- B K -4-5)
I 2E)-4, 4-— 2 - 1H-BR IR -5 (4H)- B

K
W

A 2-T Z-1-[3 - HERK-4-F)F -4, 4-Z LF-TH-BKMIK-5(4H)-
M (SEiEf) 13.3)F0 2-1R T BR L B8, =2 — PR (J71F 14B)EHTHI#%
FEYAERBHATENGEMEE: HOk/ZR L8 9/1 & 7/3). B,
H T o
WE: 71.9%
Rf GF Ce/ 2 ZBE 60/40): 0.4
IR: vCO 1726 #1 1753 cm’™ |
NMR 'H (CDCL): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.11 (t, 3H,
J=7.3Hz); 1.25 (t, 3H, J=7Hz); 1.39 (m, 2H); 1.64 (m, 2H); 1.81 (q, 4H,
J=7.3Hz); 1.99 (m, 2H); 2.4 (t, 2H, J=7.9Hz); 4.23 (q, 2H, J=7Hz); 4.62 (t, 1H,
J=6.4Hz); 4.7 (s, 2H); 6.85 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.12 (m, 1H); 7.18 (m,
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1H); 7.31 (m, 3H); 7.53 (d, 2H, J=8.2Hz).

SEHE114.14. 2-T F-1-[(3-((1- SHAFE R FE-1,1- = F 2 H 3)E)-BER -4- 1)
i 3E]-4, 4- — 2. F-1H-BK k-5 (4H)- B

“H
e

fEH 2- T 5-1-((3°-FR B BR IR -4-20) A L 14, 4-— ZEE- 1 H-BKMemk-5(4H)-
M (SCHEf] 13.3)F1 2- 1R T BR B8, #BATd — AP |’ (71 14C)i#ATHI% .
PR RERSHAT BAT (RS . SRC/ ZBRZEE 91 B 713). K437,
AT .
. 70.7%
Rf A 2/ LR ZBR 60/40): 0.4
IR: vCO 1728 cm™ |
NMR 'H (CDCL): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H,
J=7Hz2); 1.36 (m, 2H); 1.63 (m, 8H); 1.83 (q, 4H, J=7.3Hz); 2.41 (t, 2H, J=7.
9Hz); 4.24 (q, 2H, J=7THz); 4.71 (s, 2H); 6.81 (dd, 1H, J=7.9Hz, J=1.8Hz); 7.09
(m, 1H); 7.26 (m, 4H); 7.52 (d, 2H, J=8.2Hz6).
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SEHEBI14.15. 2-T FE-1-[(3-((1- 2R E - 1- AL B 36 4))- Bk 2R -4-2E)
H 3E1-4, 4- — 2, FE-1H- Bk MERpk-5 (4 H) - B

K
=

fFH 2-T E-1-[(3-FRHEBE-4-F)F R4, 4-Z ZFE-1H-BKMEME-5(4H)-
e (SEHEf 13.3)M 2-IRINER OB, AT A — P B (7% 140)#1THI%
PR RERGEATE MR : O/ LR 91 & 7/3). KB,
b R
W& 79.7%
Rf GA e/ LR ZBE 60/40): 0.4
IR: vCO 1725 #1755 cm’™
NMR 'H (CDCl3): 0.73 (t, 6H, J=7.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H,
J=THz); 1.36 (m, 2H); 1.16 (d, 5H); 1.83 (q, 4H, J=7.3Hz); 2.41 (t, 2H,
J=7.9Hz); 4.24 (q, 2H, J=7.02); 4.71 (s, 2H); 4.8 (q, 1H, J=7Hz); 6.83 (dd, 1H,
J=79Hz, J=1.8Hz); 7.1 (m, 1H); 7.17 (m, 1H); 7.3 (m, 3H); 7.52 (4, 2H,
J=8.2Hz). |

SLHEF14.16. 2-T H-1-[(3-((1- ZEIE R IL-1- 2R T £ -HE)YE)-BEE
-4-FE ) B - 4- 1R B O L - 1TH-DK PRI -5 (4 H)- B
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R 2-T %-1-[(3 -2 HE BN -4-5) FF B ]-4- 1R 31 T2 - 1H-BK MR- 5(4H)-
i (SZf] 13.1)80 2-1RIF T ke iRiR 2.0, MR — RIS ], (i 140)i
1THI% . FEERIEATENQERESE: FOkE/ZR LR 91 £ 7/3).. 3k
/=8y, Ak,
R : 40%
Rf ATt/ LB LBE 60/40): 0.5
IR: vCO 1725 cm’™
NMR 'H (CDCL): 0.88 (t, 3H, J=7Hz); 1.18 (t, 3H, J=7Hz); 1.35 (m, 2H); 1.71
(m, 12H); 2.02 (m, 2H); 2.5 (m, 4H); 2.78 (m, 2H); 4.22 (q, 2H, J=7Hz); 4.74 (s,
2H); 6.65 (dd, 1H, J=8.2Hz, J=2Hz); 6.94 (m, 1H); 7.18 (m, 3H); 7.3 (m, 1H);
7.51 (d, 2H, J=8.2Hz9).

SEHBI14.17.  2-T ZE-1-[(3°-((1- LA FE R EE-1-(1,1-  FF B 2L )- )
£)-6"-F-BE I -4-F0) 3K ]-4, 4-— Z FE-1H-BRMEME-5(4H)-

e

A 2-T2-1-[(6’-F-3 - FR B R -4-F5) I 3 ]-4, 4- = Z.FE-1H-BR MR
-5(4H)-F (LR 13.4)80 2-IR 7 IR LBR, #HRATR— &P T, (U5 14C)
BATHI & . FPEERFATENEEREE: T/ LR LB 91 & 7/3),
KA, AT E.

KR 84.7%

Rf GF e/ LR ZBE 60/40): 0.3

IR: vCO 1726 F1 1750 cm™

NMR 'H (CDCl): 0.75 (t, 6H, J=7.3Hz); 0.9 (t, 3H, J=7.3Hz); 1.1 (t, 6H,
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J=6.4Hz); 1.26 (t, 3H, J=7.3Hz); 1.38 (m, 2H); 1.64 (m, 2H); 1.85 (g, 4H,
J=7.3Hz); 2.29 (m, 1H); 2.43 (t, 2H, J=7.6Hz); 4.23 (q, 2H, J=7.3Hz); 4.35 (d,
1H, J=5.3Hz); 4.73 (s, 2H); 6.82 (m, 1H); 6.95 (m, 1H); 7.05 (t, 1H, J=9.4Hz);
7.29 (d, 2H, J=7.6Hz); 7.51 (d, 2H, J=7Hz).

SEHfI14.18.  2- T H-1-[(37-((1- LR FE P FE-1,1- = F 2 F £)5)-6"- .-
A -4-FE) FF 5E)-4, 4- = Z.FE- 1H-BR I8E0HR-5 (4 H) -

M
; o><(€o

A 2-T 2-1-[(6’-F-3 - FER R -4-25) F -4, 4-Z ZFE-1H-DK Mk
-5(4H)-BH (L) 13.4)F1 2-IR B TR ES, =B Eid—&kPB] (J7i% 14B)
BATHI% . AT EQEREEE: RO/ LR LB 91 2 7/3).
WA=, ATEM.

W 42.7%

Rf A5t/ LR Z.TE 60/40): 0.25

IR: vCO 1727 cm

NMR 'H (CDCLy): 0.73 (t, 6H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.25 (t, 3H,
J=7Hz); 1.34 (m, 2H); 1.62 (m, 8H); 1.83 (q, 4H, J=7.3Hz); 2.41 (t, 2H,
J=8.2Hz); 4.23 (q, 2H, J=7Hz); 4.71 (s, 2H); 6.81 (m, 1H); 6.98 (m, 2H); 7.28
(d, 2H, J=8.2Hz); 7.48 (d, 2H, J=7.3Hz).
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SCHER14.19. 2- T HE-1-[3-((1- ZE FE PR FE-1- 1 5L ) 4 )-2- FR - BB
IR-4-55) F AL )-4- 4830 O - |H-BK PARREE- 5 (4H)- Bl

Qe
; H

A 2- T 2-1-[(37-FR 5 -2- FF 5E- T oK -4- 38 ) F 2 [ -4- 183 O - 1 H- K e
Wk-5(4H)-B (S 13.5)F0 2-\RINBR £ B8, #HBHId—RPE (J77% 14B)
BATH & . PEERHFATEN QR E: T Oht/ LR LEE 9/1 & 7/3).
KB, ATE.

KK 77.9%

Rf (FF B4/ ZHRZBE 60/40): 0.5

IR: vCO 1725 cm™

NMR 'H (CDCL): 0.89 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H);
1.65 (m, 15H); 2.23 (s, 3H); 2.44 (m, 2H); 4.22 (q, 2H, J=7Hz); 4.69 (s, 2H);
4.77 (q, 1H, J=6.7Hz); 6.81 (m, 1H); 6.88 (m, 2H); 7.01 (m, 2H); 7.17 (d, 1H,
J=7.9Hz); 7.31 (t, 1H, J=7.9Hz).
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SLiif14.20. 2- T FE-1-[(3-((1- S| FEE R I -1- 25 FF D) R)-2- FF ZE-BR
ZR-4-F5) B 5L ]-4- 4R AL - 1H-BK MR- 5 (4H)- i

O
T,

TR 2-T 2-1-[(37-F2 2E-2- F 2E-HR IR -4- 5 ) F 2k )-4- 4834 O 2- 1 H- K
Wk-S(4H)-BR (i) 13.5)F1 2- IR TR 4BR, EBEId—RP B, (U7 14B)
BATHI % . FEYARERMITEN (QERERE: FChbt/ LR LER 91 £ 7/3).
WA=, ATEM.

WE: 77.9%

Rf (A bt/ LB ZBE 60/40): 0.5

IR: vCO 1725 cm™

NMR 'H (CDCL): 0.89 (t, 3H, J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 2H);
1.65 (m, 15H); 2.23 (s, 3H); 2.44 (m, 2H); 4.22 (q, 2H, J=7Hz); 4.69 (s, 2H),
4.77 (q, 1H, J=6.7Hz); 6.81 (m, 1H); 6.88 (m, 2H); 7.01 (m, 2H); 7.17 (d, 1H,
J=7.9Hz); 7.31 (t, 1H, J=7.9Hz).
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SEHif114.21. 2- T F-1-[(3-((1- LR FE PR FE-1,1- = F L H 0) 500 )-2- A - B
A-4-FE) F L ]-4-02 3R O ZE - TH-BR PR -5 (4H)- B

K
E

i 2-T F-1-[(3°-F2 2E-2- I FEBR R -4- 25 ) B - 4- BB R 3G B - TH-IDK PRIk
-5(AH)-BH (SERER) 13.5)F 2-IR 7 T BR B8, #ZMEId— &P B’ (05 14B)
BATHI & . L ERHITENQEREE: HFOkt/ R LB 10000 &=
70/30). KB, ATLEM.

KR, 72.4%

Rf GF e/ LR ZBs 70/30): 0.55

IR: vCO 1727 cm’™

NMR 'H (CDCL): 0.89 (t, 3h, J=7.3Hz); 1.24 (t, 3h, J=7Hz); 1.36 (m, 2H); 1.65
(m, 18H); 2.23 (s, 3H); 2.42 (m, 2H); 4.23 (q, 2H, J=7Hz); 4.69 (s, 2H); 6.79 (m,
1H); 6.83 (m, 1H); 6.91 (m, 1H); 7 (m, 2H); 7.15 (d, 1H, J=7.6Hz); 7.27 (m,
1H).

SEHE114.22. 2- T F-1-[(3°-((1- ZEFEFRFE-1-(1,1- —FH E B 3)- L EHE)-2-
R - T 2R -4- 35 ) Y 36 1-4- 18 24 225 - 1H- K M -5 (4 H)-

CK
M
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() 2-T B 1-[(37-FRHE-2- FBEIBE 2425 ) AL ]-4- B3R [ 325 1K AT
-S(AH)-FR (SERER] 13.5)F1 2-1R-3-F RN LA, HEId—KPE 5k
14B)i#AT il % o P ARTER AT BT S CObt/ SR LBE 60/40). 3K
/=, hIEM. |
K. 65.1%

Rf A Ot/ LB LBE 60/40):0.65

IR: vCO 1726 1 1752 cm™

NMR 'H (CDCl;): 0.89 (t, 3H, J=7.3Hz); 1.09 (t, 6H, J=7Hz); 1.25 (t, 3H,
J=7Hz); 1.36 (m, 2H); 1.65 (m, 12H); 2.23 (s, 3H); 2.29 (m, 1H); 2.4 (t, 2H,
J=7.3Hz); 4.22 (q, 2H, J=7Hz); 4.38 (d, 1H, J=5.6Hz); 4.68 (s, 2H); 6.86 (m,
3H); 7.0 (m, 2H); 7.16 (d, 1H, J=7.6Hz); 7.3 (m, 1H).

LHEBI14.23. 2-TFH-1-[(3-((1-ZE P FE-1,1- — F EE HF I )-5) B K-3-
B ) B ]-4- BB PR R FE - 1 H-BK PETR -5 (4H) - B

'\; >j= 0
H)\ N\\%\i i

R 2-T 5-1-[(3 - FRHE B AR -3-2) B 25 ]-4- 48 2R R - 1 H-DK MR- S (4H) -
B (SEWER) 13.6)F0 2-1R 7T R OBs, IRRETR—MPE, (7% 14A)HE4TH)
Fro PEYARRERGHAT EAT(BER: A B/ LR LER 60/40). 3R F=H), H
T
KE: 36 %
Rf (FCbt/ LR ZHE 60/40): 0.49
IR: vCO 1727 cm™!
NMR 'H (CDCL): 0.84 (t, 3H, J=7.2Hz); 1.25 (t, 3H, J=7.1Hz); 1.29 (m, 2H);
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1.57 (m, 2H); 1.63 (s, 6H); 1.80-2.04 (m, 8H); 2.33 (t, 2H, J=7.5Hz); 4.25 (q,
2H, J=THz); 4.74 (s, 2H); 6.81 (ddd, 1H, J=8Hz? J=2.4Hz, J=0.8Hz); 7.08 (d,
1H, J=2Hz); 7.13 (dt, 1H, J=7.7Hz); 7.16 (dt, 1H, J=7.8Hz, J=1Hz); 7.28 (d, 1H,
J=7.9Hz); 7.33 (d, 1H, J=1.8Hz); 7.38 (t, 1H, J=7.5Hz); 7.47 (dt, 1H, J=7.8Hz).

LEBl14.24.  2- T E-1-[(2-((1-CEEHRE-1,1-Z R FE)-H)BEK-3-
3 F 2K ]-4- 0B 3R AL - | H-BK PRIE-5 (4H)- B

S
. Qs

R 2-T 5-1-[(2 - R BR-3-25) B 28 -4- MR 1 [ FE - | H-IDK BRI - 5 (4H)-
B (Scii] 13.7)80 2-IR B TR B, HIERT R — BB (5% 14A)34T 8
o PEMARERAT BT(UEIE: A B/ LR ZES 60/40), RBF=H, A
T
N : 46 %
Rf RO bt/ LR 2. B8 60/40): 0.55
IR: vCO 1731 cm’ |
NMR 'H (CDCL): 0.85 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.1Hz); 1.29 (m, 2H);
1.41 (s, 6H); 1.57 (m, 2H); 1.75-2.10 (m, 8H); 2.33 (t, 2H, J=7.5Hz); 4.22 (q,
2H, J=7.1Hz); 4.73 (s, 2H); 6.86 (dd, 1H, J=8.1Hz, J=0.8Hz); 7.01-7.12 (m, 2H);
7.19 (dd, 1H, J=7.8Hz, J=1.5Hz); 7.26-7.30 (m, 1H); 7.33-7.39 (m, 2H); 7.47 (d,
1H, J=7.8Hz).
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614,25, 2-T F-1-[(3((1-ZEFEHRE-1,1-Z“FEFE)F)-6-N &
-BR IR -4-38) B 2R -4-BR PR IR I - 1 H- K MK -5 (4H) -

oY,
J %z:

A 2-T£-1-[(3°-FR -6 - N EEBE 2R -4- 58 ) B BE]-4- B8 BF G 25 - 1 H- K
Wk-5(4H)-BR (SEHEF] 13.8)Ff12-1R7R T BR LB, I Marid — P |, (J77: 14A)
BATHI & . AR HATEN(GERME: AR/ LRI 8020 &
60/40). IKFG=Y), AEEIM.

WE: 78 %

Rf (B 288 ZBs 20/80): 0.5

IR: vCO 1633 1 1724 cm’™

NMR 'H (CDCly): 0.79 (t, 3H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.24 (t, 3H,
J=7.1Hz);1.31-1.49 (m, 4H);1.54-1.67 (m, 2H); 1.61 (s, 6H);1.84-2.08 (m, 8H);
2.34-2.40 (m, 2H);2.43-2.49 (m, 2H); 4.24 (q, 2H, J=7.1Hz); 4.76 (s, 2H); 6.71
(d, 1H, J=2.6 Hz); 6.8 (dd, 1H, J=8.3Hz, J=2.6Hz);7.13-7.33 (m, 5H).

SELHE%14.26.  2- T E-1-[(4-((1-ZEFEIRHE-1,1- = B B L)) R -3-
5E) B ]-4-BR IR [ FE - 1 H- DK PRI 5 (4H) -

5.
%

R 2-T 5 1-[(4°- R HEBRIR-3-28 ) HF 2] -4-BR 30 [R5 - | H-BK ek - 5(4H)-
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W (LB 13.9)F1 2-IR 7 TR 288, HBATR—P ], (7 14A)#4TH)
Ko PYIRRERIATEAT LB : FMB/ LR LB 80/20 & 60/40). IR
/=8y, AEEm.

K. 85 %

Rf (F I BK/ LB Z B8 40/60): 0.3

IR: vCO 1631 1 1728 cm™

NMR 'H (CDCl;): 0.84 (t, 3H, J=7.3Hz); 1.18-1.38 (m, 5H); 1.51-1.63 (m, 8H);
1.80-2.05 (m, 8H); 2.33 (m, 2H); 4.25 (q, 2H, J=7.1Hz); 4.73 (s, 2H); 6.91 (d,
2H, J=8.7Hz); 7.08 (d, 1H, J=7.5Hz); 7.32-7.47 (m, 5H).

SEHEBI14.27. 2-T F-1-[(3°-((1- ZE FEHREE-1,1- —H I FR)E)-2'-F -5k
3*:-4-9_.%)Eﬁ%]-4-@%%&%-1H—%@W-5(4H)-E1ﬁ

T

R 2- T E-1-[(2-F-3 - R B R -4- 55 ) B 36 ]-4- B2 20 [ 25 - 1 H- K ME Bk
-5(4H)-F (SEEf) 13.10)f1 2-1IRF T BR B, BT — RS ], (J7k 14A)
BATHI& . UL EKRFEITENQERGAE: AMB/ LRI 8020 &
60/40). IRE=W), AFEEM.

. 83 %

Rf (A B/ 28 ZBs 60/40): 0.3

IR: vCO 1632 1 1725 cm™

NMR 'H (CDCL): 0.87 (t, 3H, J=7.3Hz); 1.29 (t, 3H, J=7.1Hz); 1.29-1.38 (m,
2H); 1.54-1.61 (m, 2H); 1.61 (s, 6H); 1.82-2.04 (m, 8H); 2.32-2.36 (m, 2H);
4.26 (q, 2H, J=7.1Hz); 4.73 (s, 2H); 6.94-6.98 (m, 1H); 7.03-7.07 (m, 2H); 7.23
(d, 2H, J=8.2Hz); 7.50 (d, 2H, J=8Hz).
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SEif14.28. 2-TE-1-[3-((1- L8 FEHRE-1,1- “FREFE)R)-4-HFE
Fh-BR IR -4-F55) B 35 )-4- MR 3 13 3 - 1 H- K MK -5 (4 H)- B

e
W

A 2-T2-1-[3- R F-4 - FEA F IR -4-55) B 2 -4- 8238 [ - 1 H-BK
PERRK-5(4H)-B (SERER) 13.11)F0 2-1R 7 T BR OBR, #Mard — P B ik
14A)YIEATHI %% . FEEREREITEQENE A Al 28R L8 80/20
£ 60/40). KB, MHEEM.

WE: 51 %

Rf (A il 2.8 Z. B8 60/40): 0.37

IR: vCO 1627 F1 1732 cm’™

NMR 'H (CDCL): 0.84 (t, 3H, J=7.3Hz); 1.24 (t, 3H, J=7.1Hz); 1.28-1.36 (m,
2H); 1.52-1.60 (m, 2H); 1.58 (s, 6H); 1.79-2.02 (m, 8H); 2.29-2.33 (m, 2H);
3.82 (s, 3H); 4.23 (q, 2H, J=7.1Hz); 4.68 (s, 2H); 6.91 (d, 1H, J=8.4Hz); 7.14 (d,
1H, J=2.2Hz); 7.16-7.21 (m, 3H); 7.45 (d, 2H, J=8.2Hz).

SEREG]14.29. 2-T E-1-[(3-((1-ZE L IE-1,1- —HEFIH)-6'- 4%
BRI -4- ) B L 1-4- B B0 2 - 1 H-K PR - 5 (4 H)- i

H
.
B

fEF 2-T &-1-[(6'- LFE-3° -3 FEER AR -4- 55 ) 35 -4- SR IR 36 2 - 1 H-BK M
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Wk-S(4H)-B (SZHEB] 13.12)F0 2-IRR TR LER, ERER—BRPR (5
LAAEATHI% . PR R IRHEAT BT (RBUBEEE . A B 2R 2.8 80/20
2 70/30). IR1G=4, hEREM.

B 95 %

Rf (A B/ LR ZBE 60/40): 0.2

IR: vCO 1633 #1 1727 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J=7.3Hz); 1.04 (t, 3H, J=7.5Hz); 1.24 (t, 3H,
J=7.1Hz); 1.26-1.40 (m, 2H); 1.51-1.63 (m, 8H); 1.81-2.03 (m, 8H); 2.31-2.37
(m, 2H); 2.48 (q, 2H, J=7.5Hz); 4.22 (q, 2H, J=7.1Hz); 4.72 (s, 2H); 6.89 (d, 1H,
J=2.6Hz); 6.98 (dd, 1H, J=8.4Hz, J=2.6Hz); 7.12-7.17 (m, 3H); 7.23 (d, 2H,
J=8.4Hz).

SERER14.30.  2- T H-1-[(3-((1-ZE B E-1,1- —HEPRE)E)-4-F7T
FE- BRI -4-25) FF BE - 4- BB PR IR - 1 H-K MK - 5 (4H)-

Fa,.

A 2-TH-1-[3-FE-4-7 T HBRE-4-55)F HE)-4- 122 - 1H-IK
PAIbK-5(4H)-B (SEHE] 13.13)F0 2-IR % T R B8, B ATd— P B (i
14A) AT & . FAEERHITENQGRR AR : A HE/ L8 L8 80/20
2 60/40). IKIE~=H), MBI,

ER: 50 % |

Rf (A LR 288 60/40): 0.3

IR: vCO 1632 #1 1727 cm™

NMR 'H (CDCL;): 0.85 (t, 3H, J=7.3Hz); 0.92 (d, 6H, J=6.6Hz); 1.17 (t, 3H,
J=7.1Hz); 1.28-1.31 (m, 2H); 1.53-1.60 (m, 3H); 1.64 (s, 6H); 1.80-2.05 (m,
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8H); 2.30-2.34 (m, 2H); 2.51 (d, 2H, J=7.1Hz); 4.21 (q, 2H, J=7.1Hz); 4.70 (s,
2H); 6.85 (dd, 1H, J=1.5Hz); 7.08 (d, 1H, J=7.7Hz, J=1.5Hz); 7.14 (d, 1H,
J=7.7Hz); 7.18 (d, 2H, J=8.2Hz); 7.46 (d, 2H, J=8.2Hz).

SEHF14.31. 2- T E-1-[3-((1-Z 8B E-1.1- —HFEFER)-3-F4E
F-BR IR -4-5) B B -4- 4B 3R R 2 - 1 H- DK P3R5 (4 H)- B

W
e
EN

fFH 2-T 2-1-[(3°-722-3- A BB IR -4-55) I A ]-4- 1R PR e k- 1H- BRI
Wk-S(4H)-B] (SEHEH 13.14)F0 2-IRR TR LR, RMArd—RIPB (7
14A)HATHI & . FPRERHATENCGERBE: AHME/ R LB 80/20).
KRG, ATLEM..
R 45%
Rf CA B/ 2.8 2.8 70/30): 0.57
IR: vCO 1630 F1 1728 cm™
NMR 'H (CDCL): 0.89 (t, 3H, J=7.5Hz); 1.27 (t, 3H, J=7.5Hz); 1.31-1.40 (m,
2H); 1.54-1.61 (m, 2H); 1.66 (s, 6H); 1.82-2.10 (m, 8H); 2.34-2.41 (m, 2H );
3.93 (s, 3H); 4.28 (q, 2H, J=7.5Hz); 4.74 (s, 2H); 6.83 (dd, 1H, J=7.5Hz,
J=2.5Hz); 7.02-7.12 (m, 4H); 7.22 (d, 1H, J=7.5Hz); 7.34 (d, 1H, J=7.5Hz).
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SEHER114.32. 2- T FE-1-[(3°-((1- SR AR EE- 1- F EFEL )5 )-6 - TN - B K -4-
FL) B 3L )-4- MR PR I 2 - 1 H- DK MR -5 (4 H)- Al

H

R 2- T E&-1-[(3-F2 -6 - N BR AR -4-55) 7 2 1-4- SR 3 0 2 - | H- K e
Wk-S(4H)-d (SEH] 13.8)F0 2-IRINER L8, #ZMATiA—fP ], (U7 14B)
HATHF . FULRERETERQEHSEE: O/ BR LA 1000 &=
70/30). R, HFEH.

WE: 84 %

Rf A 5T/ L% ZBE 70/30): 0.2

IR: vCO 1726 F1 1632 cm™

NMR 'H (CDCL): 0.78 (t, 3H, J=7.3Hz); 0.87 (t, 3H, J=7.3Hz); 1.24 (t, 3H,
J=7Hz); 1.35 (m, 4H); 1.62 (m, 5H); 1.87 (m, 2H); 2.01 (m, 6H); 2.40 (m, 4H);
4.22 (q, 2H, J=7.3Hz); 4.73 (m, 3H); 6.71 (d, 1H, J=2.9Hz); 6.81 (dd, 1H,
J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.24 (d, 2H, J=8.2Hz).

SEMEBI14.33. 2-TT FE-1-[(37-((1- E FE PR EE HEHR)-6"- T F- B -4-3)
F 35 )-4- B2 2R [, 3 - | H- K MR- 5 (4H)- B

L
; 0]
d
~\
R 2-T F-1-[(3-F25E-6"- TN FEBR K -4-3E) FF 2 -4- 82 PR 13 3 - 1H- K M
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Wk-5(4H)-BR (SEHEF] 13.8)F1 2-IRZ R LER, HERATR — P ]| (J71% 14B)
BHATHI S . TYRERBITEN@EMEEE: O/ LR OB 1000 £
70/30). IR1SF=4), hTCEH.

K 46 %

Rf (FF e/ LR ZBE 70/30): 0.2

IR: vCO 1724, 1759 #1632 cm”

NMR 'H (CDCly): 0.78 (t, 3H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.29 (t, 3H,
J=7.2Hz); 1.39 (m, 6H); 1.59 (m, 2H); 1.98 (m, 6H); 2.45 (m, 4H); 4.27 (q, 2H,
J=7.2Hz); 4.61 (s, 2H); 4.77 (s, 2H); 6.73 (d, 1H, J=2.9Hz); 6.86 (dd, 1H,
J=8.5Hz, J=2.9Hz); 7.18 (m, 3H); 7.26 (m, 2H).

SEHif14.34. 2- T E-1-[(3-((1-ZEHE B F-1- 2 FE B E)YR)-6'- T8 - Bk
R-4-F5) B I ]-4- 08 A [ - 1 H-BK MK -5 (4H)- B

K

s QQ M,

A 2-T&-1-[(3 -2 F-6' - A ZE B R 4-F5) 5L ]-4- B2 3F 2 - 1H-BK e
WE-S(4H)-B7 (SEiEf] 13.8)f1 2-IR T BRZF8, AR — P ], (J7% 14B)
BATHIR . FHEERFEITEN . KRBV E: FOk/ 4R LB
100/0 Z 70/30), AFCaim.

KK 90 %

Rf (FF Ce/ 2R 288 70/30): 0.2

IR: vCO 1726, 1753 #1 1633 cm

NMR 'H (CDCL): 0.78 (t, 3H, J=7.3Hz); 0.88 (t, 3H, J=7Hz); 1.08 (t, 3H,
J=7.3Hz); 1.25 (t, 3H, J=7.3Hz); 1.36 (m, 4H); 1.63 (m, 2H); 1.89-2.05 (m,
10H); 2.44 (m, 4H); 4.22 (q, 2H, J=THz); 4.54 (t, 1H, J=6.1Hz); 4.76 (s, 2H);
6.72 (d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.24 (m,
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2H).

SEHEf14.35. 2- T E-1-[3((1-ZEFEHBE-1-(L, - HE P E)-F )
£)-6"- T - Bt 7K -4- 5 ) B 3 1-4- BRI 3 FE - 1H- DK P bk
-5(4H)-Hd

R 2-T 2&-1-[(3-FR 5-6- T ZE Bk A -4- 5k ) B L ]-4- 4R 31 [ 26 - 1 H- K
WE-S(4H)-BR (SCiEfl 13.8)F0 2-iR-3-FHE T R LES, B —®RIR 7
% 14B) AT il % . AR HAT ETQEREEE: X Ohe/ 2K LEE 100/0
£ 70/30). IRTEF=H), ATLEM.

W 73 %

Rf GFCbt/ LR ZHE 70/30): 0.2

IR: vCO 1727 1 1632 cm™

NMR 'H (CDCL;): 0.78 (t, 3H, J=7.3Hz); 0.88 (t, 3H, J=7.3Hz); 1.06 (m, 6H);
1.24 (t, 3H, J=7Hz); 1.38 (m, 4H); 1.60 (m, 2H); 1.97 (m, 8H); 2.24 (m, 1H);
2.43 (m, 4H); 4.21 (q, 2H, J=7.3Hz); 4.34 (d, 1H, J=5.6Hz); 4.77 (s, 2H); 6.72
(d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.16 (m, 3H); 7.26 (m, 2H).
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SEii%14.36. 2-T F-1-[(3-((1-ZEFEHREE-1,1- “FEREH)-6-7 T
FE-BE 2 -4-38) FH 38 )-4- B2 PR I B - 1 H-K MR bK - 5 (4 H)- B

K
; QQ X,

A 2-TH-1-[(3-F22-6"- 77 T HHK IR -4-55) 1 3L ]-4- B2 34 [ 2 - TH- K
WIR-S(4H)-BR (SEHEG] 13.15)F1 2-1R 7 T BR 4.1k, I BATd — R IP ] (&
14A)HATHI & . =YL ERETEN@EREE: AMB/ LR LB 80/20
2 60/40). IRF=H, ALt
W 91 %

Rf (A B/ LB 2. B8 60/40): 0.35

IR: vCO 1633 1 1728 cm™

NMR 'H (CDCL): 0.69 (d, 6H, J=6.6Hz); 0.88 (t, 3H, J=7.3Hz); 1.23 (t, 3H,
J=7.1Hz); 1.30-1.42 (m, 2H); 1.54-1.66 (m, 3H); 1.60 (s, 6H); 1.83-2.06 (m,
8H); 2.31-2.40 (m, 4H); 4.23 (q, 2H, J=7.1Hz); 4.75 (s, 2H); 6.70 (dd, 1H,
J=2.7Hz); 6.74-6.80 (m, 1H); 7.09 (d, 1H, J=8.4Hz); 7.16 (d, 2H, J=8.2Hz);
7.23 (d, 2H, J=8.2Hz).

SEif14.37.  2-T &-1-[3-((1-ZEFEHF-1,1- — F I F E)H)-2- 4%
R ZR -4- 3 ) F 3 1-4- BB PR [ FE - 1 H- 5K AR - 5. (4 H)- B

K
%

fER 2-T 5-1-[(3- 32 F-2- L FEBR R -4-55) FF 2 ]-4-82 2R 3G EE- 1 H- DK MK
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-S(AH)-B (SEHER 13.16)1 2-1R 7 TR ZER, AR — P B (U715 14A)
BATHI% . R ERGEITEN . RESW, AL,

K. 43 %

Rf (A &/ L8R 208 70/30): 0.63

IR: vCO 1626 1 1720 cm™

NMR 'H (CDCly): 0.89-(t, 3H, J=7.5Hz); 1.06 (t, 3H, J=7.5Hz); 1.25 (t, 3H,
J=7.5Hz); 1.32-1.41 (m, 2H); 1.55-1.67 (m, 8H); 1.83-2.06 (m, 8H); 2.35-2.41
(m, 2H); 2.53 (q, 2H, J=7.5Hz); 4.24 (q, 2H, J=7.5Hz); 4.72 (s, 2H); 6.79-6.93
(m, 3H); 7.01 (dd, 1H, J=7.5Hz, J=2.5Hz); 7.07 (sl, 1H); 7.14 (d, 1H, J=7.5Hz);
7.34 (m, 1H). |

SEHiB14.38. 2-T H-6"-FFE-1-[(3((1- ZEEKE-1,1- —HEFE)R)
B 2R -4-35 ) F 36 1-4- B2 PR [ FE - 1 H- DK ek -5 (4 H) - B

K
2.

i 2-TH&-1-[(6°-F -3’ - 7R BB IR -4- L) 1 25 -4- 18 BF I3 2 - 1 H- DK e
WA-S(4H)-BR (SERifl 13178 2-IR7 TR, EHRaId—&PB® 7k
14A)HATHIE . HLERHTENCEMEE: A/ ZR L8 80/20
£ 50/50). RIG=H, NEEM.

BE: 12% |

Rf (A 2R 288 40/60): 0.5

IR: vCO 1632 #1 1726 cm’™

NMR 'H (CDCL): 0.87 (t, 3H, J=7.3Hz); 1.22 (t, 3H, J=7.1Hz); 1.51-1.67 (m,
2H); 1.67 (s, 8H); 1.82-2.04 (m, 8H); 2.32-2.38 (m, 2H); 4.23 (q, 2H, J=7.1Hz);
4.74 (s, 2H); 6.81 (dd, 1H, J=8.6Hz, J=2.5Hz); 6.90 (d, 1H, J=2.5Hz); 7.26 (d,
2H, J=8.1Hz); 7.51 (d, 2H, J=8.1Hz); 7.62 (d, 1H, J=8.6Hz).
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SEHI14.39. 2- T E-1-[3-((1-ZEFEHFE-1,1- R HILF)-2-F
%—Eﬁ“:-4-%)EF'%]—4-@%%&%—1H-%@W-5(4H)-ﬁﬁ

T,

1 2-T 2-1-[(3° -5 EE-2- A B IR -4- 38 ) &R ] -4- 1R A [ 5 - | H-BK e
Wk-S(4H)-H (SEHEB] 13.18)F1 2-IRF TR ZES, BT —KRIR 5k
14A)IEAT % YA FERFEAT BT GER K. AME/ LB L8 80/20).
KR, AT,

W 72 %

Rf (/B LR ZBE 70/30): 0.55

IR: vCO 1633 1 1725 cm’™ |
NMR 'H (CDClL): 0.77 (t, 3H, J=7.5Hz); 1.15-1.20 (m, 2H); 1.26 (t, 3H,
J=7.5Hz); 1.33-1.40 (m, 2H); 1.62 (s, 6H); 1.77-2.01 (m, 10H); 3.76 (s, 3H);
4.24 (q, 2H, J=7.5Hz); 4.62 (s, 2H); 6.55 (d, 1H, J=7.5Hz); 6.81 (sl, 1H);
6.83-6.93 (m, 3H); 7.17 (d, 1H, J=7.5Hz); 7.29 (m, 1H, J=7.5Hz).

SEHE%114.40. 2- T E-1-[(3-((1- 28 FEHFE-1,1- - FHEFR)YH)-3-F -
TR 2K -4- 35 ) FH B ]-4- BB PR [ 2 - 1 H- 15K MK - 5 (4 H) - i

K
"%

R 2-T ZE-1-[(3 -2 F-3- FF FL B AR -4-28 ) B 2K ]-4- B2 2R [ 26 - 1 H- DK MLk
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S5(4H)-B (SEHEF] 13.19)F1 2-1RF TR B, I BATd — L], (7% 14A)
BT H & PR RERCHAT ENT (Ve : ATHEY LR B8 80/20). KRGS
Y, hFTEH.

K. 70 %

Rf (A MBS/ LR L85 70/30): 0.6

IR: vCO 1623 F1 1729 cm™

NMR 'H (CDCLy): 0.85 (t, 3H, J=7.5Hz); 1.23-1.34 (m, 5H); 1.52-1.60 (m, 2H);
1.63 (s, 6H); 1.48-2.02 (m, 8H); 2.26-2.30 (m, 2H); 2.37 (s, 3H); 4.24 (q, 2H,
J=7.5Hz); 4.70 (s, 2H); 6.81 (dd, 1H, J=7.5Hz, J=2.5Hz); 6.92 (d, 1H, J=7.5Hz);
7.08 (m, 1H); 7.19 (d, 1H, J=7.5Hz); 7.26-7.30 (m, 1H); 7.33-7.37 (m, 2H).

LHER14.41.  2- T E-1-[2-[(4-(1-Z 8 P E-1,1- — FEFEEE)E
H)-6- B RE-BEMRIE[3, 2-D][1, 2, 4]=Mp-5-FL]FF FE]-4-18 3R
J3 - 1 H-BK M- 5(4H)- B

L

Qu

o

A 2-T Z-1-[[2-(4-F2H T HL)-6- FH ZE-BEM 3, 2-b][1, 2, 4] =Mk-5-E]
B 35 -4- B2 2R - | H-DK MRIRR-S (4H)-B (SEHER] 13.20)F0 2-1R 57 T BR LI,
BRATR— PR 07 4B)HTHIS . AT BT LB
FEr B8 ZFg 90/10 & 70/30). IREB=Y), NFT .
KZ: 91.2%
Rf G bt/ 2R ZBE 50/50): 0.3
IR: vCO 1634 F1 1731 cm™
NMR 'H (CDCl;): 0.94 (t, 3H, J=7.6Hz); 1.25 (m, 5H); 1.43 (m, 2H); 1.67 (m,
8H); 1.95 (m, 6H); 2.58 (t, 2H, J=7.6Hz); 2.64 (s, 3H); 4.24 (q, 2H, J=7.3Hz);
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4.94 (s, 2H); 6.90 (d, 2H, J=8.8Hz); 7.99 (d, 2H, J=8.8Hz).

SEHEB14.42,  2-T F-1-[[2-[(3-(1-Z & FE PR EE-1,1- = R H & HE) 2R K )-6-
FEE-WEME JE (3, 2-b][1, 2, 4]=Me-5-FE]FF 3 ])-4- 02 3R R &
- 1H-WK MERK-5(4H)- B

S
N s N
o
:
O
X

il 2- T Z-1-[[2-G-FFE K I)-6- FF ZE-BEMEIE[3, 2-b][1, 2, 4] = Me-5-2]
FH 2 -4- 08 PR G 26 - 1H-K MR IRR-5(4H)- B (SEHEG 13.21)F1 2-R 573 T B2 L Bs,
HIEATR— P (7% 14B)#ATHI% . PRt T B lish
W Obt/ LB LEE 80/20 2 50/50). KRB, NI,
WK, 77.1 %
Rf (FF C5E/ 2.8 2B 50/50): 0.3
IR: vCO 1635 F1 1731 cm™
NMR 'H (CDCL): 0.93 (t, 3H, J=7.6Hz); 1.26 (t, 3H, J=7Hz); 1.42 (m, 2H);
1.72 (m, 10H); 1.92 (m, 6H); 2.44 (t, 2H, J=7.9Hz); 2.06 (s, 3H); 4.25 (q, 2H,
J=THz); 4.73 (s, 2H); 6.89 (dd, 1H, J=7.9Hz, J=2.3Hz); 7.30 (m, 1H); 7.67 (m,
1H); 7.76 (d, 1H, J=7.6Hz).
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SLHE14.43.  2-T E-1-[3-((1-ZFFE IR E-1,1- " HFEFE)E)-2- N £-
B 2R -4- 25 ) R ] -4- B2 PR I L - 1H- K PR RER -5 (4H)- B

.78
s %g;

R 2-T ZE-1-[(3°-F2 2L -2- TN LR IR -4 ) FF B | -4-HB A 3 2 - 1 H- DK Pk
-5(4H)-Hd (SEHER] 13.22)F 1 2-IR 7 T R LR, R — P8 (7 14A)
BATHI% . YRR HATENT(CEME: AR/ L8R LB 80/20). R1GS™
), hFTEIM.

R 72 %

Rf (B 28 288 70/30):0.65

IR: vCO 1628 1 1726 cm’ |

NMR 'H (CDCL): 0.77 (t, 3H, J=7.5Hz); 0.88 (t, 3H, J=7.5Hz); 1.23 (t, 3H,
J=7.5Hz); 1.30-1.47 (m, 4H); 1.55-1.61 (m, 8H); 1.80-2.01 (m, 8H); 2.34-2.38
(m, 2H); 2.51 (t, 2H, J=7.5Hz); 4.23 (q, 2H, J=7.5Hz); 4.70 (s, 2H); 6.77 (m,
1H); 6.84 (dd, 1H, J=7.5Hz, J=2.5Hz); 6.89 (d, 1H, J=7.5Hz); 6.99 (dd, 1H,
J=7.5Hz, J=2.5Hz); 7.07 (s, 1H); 7.12 (d, 1H, J=7.5Hz); 7.25 (m, 1H).

SEHif14.44. 2- T F-1-[(3-((1- ZE FE PRI 1,1-— 25 B 0 )-4'- AR 3t
IR 2R -4~ ) F 2 ]-4-BR PR 13 - 1 H- DK AR -5 (4 H) - B

Es
s %s:
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i -T 5 1-[(3°- 5 -4 - T FE R -4- ) F 25 )-4- B A 3 256 - 1 H- K Pk
-S(AH)-FR (SR 13.23)F1 2-IRF T B LB, I ETR — P ] (J7% 14A)
HATHI & . AR EREITENCEREEE: AMB/ LR OB 8020 &
50/50). IRy, M.

WER: 52 %

Rf (A B/ LR 288 50/50): 0.5

IR: vCO 1632 1 1726 cm™

NMR 'H (CDCL): 0.85 (t, 3H, J=7.3Hz); 1.21 (t, 3H, J=7.1Hz); 1.28-1.40 (m,
2H); 1.52-1.64 (m, 2H); 1.67 (s, 6H); 1.79-2.03 (m, 8H); 2.29-2.35 (m, 2H);
4.23 (q, 2H, J=7.1Hz); 4.72 (s, 2H); 7.15 (d, 1H, J=1.6Hz); 7.23-7.26 (m, 3H);
4715-7.19 (d, 2H, J=8.2Hz); 7.84 (d, 1H, J=8.4Hz).

SLHEB14.45.  2-T H-1-[(3-((1- L FEHRIE-1,1- — FEEHHHH)-2- =5
HH ZE IR -4 -2 ) PP A -4- SR B0 2 - TH-DK AR -5 (4 H)-

L |
_ s QQ e

A 2- T 2E-1-[(3°- 52 2E-2- = 5 F ZE BRI -4- 25 ) FF B ] -4- BB 3 TR - 1 H- Bk
MERR-5(4H)-H (SEHEG] 13.24)F0 2-IRF T BR LB, #LBRTR— 8P B 05
14A)EAT R % . PR HATENGERB: AHB/ LB ZE 70/30).
WY, T,

NZE: 96 %

Rf(UERVE: At/ Z B8 288 60/40): 0.33

IR: vCO 1633 #1 1728 cm’

NMR 'H (CDCls): 0.89 (t, 3H, J=7.5Hz); 1.23 (t, 3H, J=7.5Hz); 1.33-1.44 (m,
2H); 1.56-1.68 (m, 8H); 1.84-2.01 (m, 8H); 2.34-2.40 (m, 2H); 2.22 (q, 2H,
J=7.5Hz); 4.78 (s, 2H); 6.81 (s, 1H); 6.92-6.94 (m, 2H); 7.24-7.36 (m, 3H); 7.51
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(s, 1H).

SCiEp14.46. 2-T %—1-[(3’-((1-Z’fu%a’€})‘—é%-1,1-: HH 35 H 3 )58 )-2 -l 2 -
B 2R -4- 25 ) F 6 1-4- B2 PR [ FE - 1 H- K MK -5 (4 H) - Bl

K
; o ad

R 2-T Z-1-[(3°-FR2E-2-TH FE B R -4- 28 ) B 2K -4-HB IR [0 5 - T H- K PR Rk
-S(AH)-FR (SRR 13.25)F1 2-1R R TR 48R, 12 AId — P | (7% 14A)
AT HI & o PR FERHATENT @GR AME/ LR LB 70/30). KRG
1, hFTEH.

R : 94 %

Rf (A MK/ LR ZBs 60/40): 0.33

IR: vCO 1635 1 1726 cm’™

NMR 'H (CDCL): 0.91 (t, 3H, J=7.5Hz); 1.24 (t, 3H, J=7.5Hz); 1.34-1.43 (m,
2H); 1.54-1.70 (m, 8H); 1.84-2.04 (m, 8H); 2.34-2.40 (m, 2H); 2.24 (q, 2H,
J=7.5Hz); 4.77 (s, 2H); 6.79 (s, 1H); 6.88-6.93 (m, 2H); 7.29 (m, 1H); 7.41 (s,
2H); 7.64 (s, 1H).
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LHH14.47.  2-T H-1-[3((1-ZREBE-1,1- = I ) R)-4- 2
~BRIR-4-FE) AR B ]-4- 1R 30 [ - TH- DK MERE - 5(4H)- e

H
s
} XQ

i 2- T 2-1-[(3°-F -4 - FE hyl BeK-4-35) H 3£ )-4-08 35 [ EE- 1H-IK
WEIHR-S(4H)-BH (SEFER] 13.26)F1 2-IR 7 T IR L B8, MATd— R P& 05k
14A)IEAT I . FEELREREITEN QA : AWM/ 2R L8 80/20
2 60/40). KRG, NHEEM.

WE: 75 %

Rf (A 2B ZBE 50/50): 0.5

IR: vCO 1633 #1 1727 cm™

NMR 'H (CDCL): 0.84 (t, 3H, J=7.3Hz); 0.95 (t, 3H, J=7.3Hz); 1.17 (t, 3H,
J=7.1Hz); 1.23-1.38 (m, 2H); 1.53-1.68 (m, 10H); 1.79-2.02 (m, 8H); 2.28-2.34
(m, 2H); 2.58-2.61 (m, 2H); 4.21 (q, 2H, J=7.1Hz); 4.68 (s, 2H); 6.85 (s, 1H);
7.09 (d, 1H, J=7.8Hz); 7.15-7.19 (m, 3H); 7.44 (d, 2H, ]=8.1Hz).
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SLHEBI14.48. 2- T H-1-[(3-(Q-(1-FEE P RE Y M-5-F5)-1- ZFE F )
’fm)-ﬂﬂ*m-%)Eﬁ%]-4-&?%&%-1H-FH<%M*-5(4H)-EE

ki \‘.aﬁ

R 2-T £-1-[(3 -2 B -4-55) B 2] -4- 08I [ - | H-PK MR- 5(4H)-
B (SR 13.27)H0 1-(1-CFE 2 B EL)-1H-P0 me-5- 28 A 2 R R IR (SE i
] 11.3), LBRTIR— BT, (7 14A)BATHI% . SRR AT ENT(UE
FRVK: AMBE TR R 70/30). KAETEY, KTt
WE: 81 %
Rf (A i/ 2R 2B 60/40): 0.38
IR: vCO 1719 cm™
NMR 'H (CDCL): 0.89 (t, 3H, J=7.5Hz); 1.10 (t, 3H, J=7.5Hz); 1.24-1.43 (m,
2H); 1.54-1.66 (m, 2H); 1.80-2.02 (m, 8H); 2.15-2.38 (m, 4H); 4.60 (s, 2H);
4.73 (s, 2H); 5.60 (t, 1H, J=5Hz); 5.91 (s, 2H); 6.99 (d, 1H, J=7.5Hz); 7.14-7.34
(m, 10H); 7.51-7.54 (m, 2H).
MS (ESI): 607 (M-+H)

SERFI1S. RIBEBARHEROLED

R A & B 0@ 2 (D& T #2 B A [B) D7 35 1 Al 46«

ik 15A: LESEH ERR B4k

6 ZESE R (1 M 8) ELEFPHEBEMA IN S8 H0HER Q&S
YR, BETHERNESY 12 MY, ERETERLE. BN
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&8, REA_KFHRER. BYESRRWMTE, JiE, FERETK
4. BRI TENRES &.

775 15B: BT BRI BR K A%

BT E( HE)E_AFRPHEBRMAZRLEG ZE). /T
MR NIREY 12 /M. REBEEHET Pk, HAKEE, REH
HhKEkk. FYZELRBRSTE, S8, HFEUEKRYE. RBYLEREHT
AT 45 5

J798: 15C: K PR A B A

HRIBATR T (7 10A R 10B)Z —, W@ SIRKIRA N 2N
R N, N- . F 35 H Ik e v £ 38 R VRAL BT A 0 B DK MR I SR B 361 AL &
Y o |

Jrik 15D: $REEE R

EASRA THBREMEYE=ZR BT HBERERMAZ LR
ME), RNIBEYIE SSTH RS Mt IREVERETER, MEABDE
AT BT .

J7vE 15E: TUME-& Rk,

7F schlenk B, H( ¥E). ZFEFERESAQC HEN=THE
R L) FHT R RBEYAERSGTE 1H0THF 48 /)
. RGBS ZEBEE 12 /Mo, SR5H 6N BBREERNE pH 1. T
BB T &% 5T, BIERKESER, @R, JdiE JFERE
TIRYE. REBMEERETEN.

J7i% 15F: DUme R

6 AR IR (1 JE)EZIERPREBIMA 6N 2R (45 H8).
RNIREGHITE 55°CHtHE. BHLER IN SE8ALMBBER =K. REFH
EBLLLET pH2. R)E, KEHZRZEER. FIESRRETE,
HAEBMETEK. REDELERHIITEN.

&Y. - T H-1[3-(1-BE-1LI- —HEFIEVFOBEE4-F)H
%1-4-@%%&%-1H-ﬂ7‘Kﬂ"I["W-5(4H)-Eﬁ
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%s |

R 2-T &-1-[3-((1- Z & FE R I -1,1- — B 3 30 F ) B2k -4- 35 F
$E1-4- SRR JLEE- 1H-BK M-S (4H)-B (SSHEM) 12.1), BT — RSB (7
% SA)BATHI S . AR GEME: —F H i/ FEE 9/ H) & R
HPLC(BRFE: /K/H /=R LBR)EATEN . FEB™Y), hEERmK.

WE: 8%

Rf(ZE HHe/FHEE 95/5): 0.30

MP: 169-171°CIR: vCO: 1727 cm’

NMR 'H (DMSO-dg): 0.79 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz); 1.51
(quint, 2H, J=7.3Hz); 1.54 (s, 6H); 1.65-1.95 (m, 8H); 2.34 (t, 2H, J=7.3Hz);
4.72 (s, 2H); 6.81 (dd, 1H, J=1.8Hz, J=7.3Hz); 7.06 (t, 1H, J=2Hz); 7.22-7.26
(m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.6 (d, 2H, J=8.2Hz); 13.1 (s, 1H),

MS (MALDI-TOF): 463 (M+H)

tEY)2. 2- T H-1{(4'~((1- 3 51 1-— F 25 F ) SR B 2 -4 ) T L 1-4- B BT IR,
H-1H-DK MEph-5(4H)-

R 2-T H-1[(4((1- Z B L B3 -1,1- = F 55 P 3 ) 40 ) B 2 -4 3 ) FF
FE]-4-BRFF 135 - | H-BK M -5 (4H)- B (CEREH 12.2), HBRTA—BPE (O
B ISA)BETHIE . FEREY, hAGKREK, HEZBEMESS.

B, 30%

251



200780035207. 0 o B 1 25238/3291

RE (4K F45/FEE 9/1): 0.15

MP: 180°CIR: vCO: 1735 cm™

NMR 'H (DMSO-dy): 0.79 (t, 3H, J=7.4 Hz); 1.20-1.35 (m, 2H); 1.45-1.60 (m,
2H); 1.54 (s, 6H); 1.65-1.75 (m, 2H); 1.75-1.95 (m, 6H); 2.38 (m, 2H); 4.73 (s,
2H); 6.88 (d, 2H, J=8.1Hz); 7.22 (d, 2H, J=8.1Hz); 7.57 (d, 2H, J=8.1Hz); 7.61
(d, 2H, J=8.1Hz), 13.11 (s, 1H).

MS (APCI): 463 (M+H)

tE3. 2-T H-1-[2-(4-((1-B 3-1,1-— FREFIE)E )2 1-4-18
IR 3 3 - 1 H-BK MK - S (4H) - i

2
N\ N OH
H“@Loxko

R 2- T %-1-[2-(4-((1- LR FEFRKE-1,1- Z FE FRE)YF )R E) L5 ]-4-
HE IR IR FE- TH-DK MEIRK-5(4H)-B (SEHEf 12.3), 3BRTR— P ]’ (% 15A)
BATHI % . PR RERAT EAT(E I . — S b/ MBE 95/5). KA,
HEBHK.
W 12%
Rf(Z& FHE/FEE 9/1): 0.40
MP: 50-53°CIR: vCO: 1773 ecm™; 1730 cm™
NMR 'H (CDCI,): 0.87 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.3Hz); 1.47 (quint,
2H, J=7.3Hz); 1.66 (s, 6H); 1.88 (t, 2H, J=7.9Hz); 1.95-2.20 (m, 8H); 2.92 (t,

2H, J=5.8Hz); 3.77 (t, 2H, J=5.8Hz); 6.88 (m, 4H).
MS (ESI): 402 (M-+H)

tEY4. 1-[(5°-VR-2°-((1- 3R FE-1,1- — B IO E OB IR -4-FE) T AL -2-
T RE-4-MBEL R - 1H- DR MR -5 (4H) -
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A 1-[(5-R-2-((1-Z 8 FE P E-1,1- — R EFEF) K E-4-2)F
F)-2-T FE-4-42FF R |H-BR M-S (4H)-F (SEHEGI 12.4), HREATE—®
H| (5 15A)ITHI& . YEERIITENGERBE: —&F /i
9/1), SR jE iR HI4& A HPLC(BERARE : 7K/ H B/ =R S BR)4iAk . IR,
IS REK 5
K. 18%

Rf(Z& FHHe/FEE 9/1): 0.40

IR: vCO: 1773 em™; 1730 cm™; 1626 cm’™

NMR 'H (CDCL): 0.90 (t, 3H, J=7.3Hz); 1.30-1.43 (m, 2H); 1.39 (s, 6H);

1.60-1.72 (quint, 2H, J=7.9Hz); 1.95-2.25 (m, 8H); 2.67 (t, 2H, J=7.9Hz); 4.88

(s, 2H); 6.95 (d, 1H, J=8.8Hz); 7.2 (d, 2H, J=7.9Hz); 7.38 (dd, 1H, J=8.8Hz,

J=2.6Hz); 7.45 (d, 1H, J=2.6Hz); 7.50 (d, 2H, J=7.9Hz).

MS (ESI): 541-542-543 (M+H)

thE&95. 2- T He-1-[[4-[(3-((1-FRFE-1,1- — I H IO E N IR IO IR 1 I
B L ]-4- BB BA 3 2 - 1 -k M bk -5 (4H)- i

(R 2- T3 1-[[4-[G-((1- R B EE-1,1- — FE B )0 3 e
R E-4- DB IR R - 1H-BE MR- 5(4H)-B] (SERER) 12.5), HBRTR—B D
B (7% ISA)BATHIS =P EER AT EN GEE: & FH/HEE 9/1).
B, MEBRK.
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WER: 8%

Rf(ZE FHe/HEE 9/1): 0.40

IR: vCO: 1726 cm’™

NMR 'H (CDCI;): 0.84 (t, 3H, J=7.3Hz); 1.31 (sext, 2H, J=7.6Hz); 1.50-1.68
(m, 8H); 1.75-2.10 (m, 8H); 2.36 (t, 2H, J=7.6Hz); 4.78 (s, 2H); 7.12-7.40 (m,
6H); 7.75 (d, 2H, J=7.9Hz).

MS (ESI): 491 (M+H)

A 6. 2- T H-1-[(2-(1-FRFE-11- — HEFIYF PR 4-FH)H
F1-4-BE3F I - 1H-BK Mk -5 (4 H)-

R 2- T &-1-[(2°-((1- ZREIREE-1,1- = H 2 H 5 SRR -4-55)
H-4- SR IR R FE - 1 H-BDKMembk-S(4H)-B (SETtf5) 12.4), $&IRATR—BE ]’ (07
% ISABHTHIE . YEERETETCER®E:. —SR5/FE 9/1), R
JE BT %A HPLCUEMBREE: /K/FEE/ = L4tk RE~Y, AH
(527 57
B : 30%

Rf(ZH FLe/FEE 95/5): 0.30

MP: 74-80°CIR: vCO: 1735 F1 1627 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J=7.3Hz); 1.32 (sext, 2H, J=7.6Hz); 1.41 (s, 6H);
1.55 (quint, 2H, J=7.3Hz); 1.85-2.10 (m, 8H); 2.37 (t, 2H, J=7.3Hz); 4.74 (s,
2H); 7.03 (d, 1H, J=7.9Hz); 7.11 (t, 1H, J=7.3Hz); 7.17-7.24 (m, 3H); 7.32 (d,
1H, J=7.3Hz); 7.5 (d, 2H, J=7.9Hz).

MS (ESI): 463 (M+H) .

254



200780035207. 0 W B P 2E241/3295

wEWT. 2T HE-1-[[4-[(2((1-883E-1,1- — R ) F) 0 B 3L 126 5
FH JE]-4- BB PR G F - 1 H- DK AR - S (4 H) -
(0]
L e
e &
LL d
A 2-TFE-1-[[4-[(2-((1- LA FE-1,1- — H A F AL )& ) 2R ) B 2 | o8

F) A FE)-4-083F - 1 H-BK MEbR-S(4HD) - (SEHERY 12.6), EIRETR—
I® (71 1S AT H1%  Fo ) B REGHAT EMT UL : — R P E/FEE 9/1).
RIR=Y, AEEBRAK,
WE: 43%
Rf (& FH/HEE 9/1): 0.25
MP: 85-90°CIR: vCO: 1727, 1662, 11633 cm™
NMR 'H (DMSO-ds): 0.78 (t, 3H, J=7.3Hz); 1.12 (s, 6H); 1.23 (sext, 2H,
7.6Hz); 1.44 (quint, 2H, J=7.9Hz); 1.65-1.83 (m, 8H); 2.29 (t, 2H, J=7.3Hz);
476 (s, 2H); 6.84 (d, 1H, J=8.5Hz); 7.03 (t, 1H, J=7.3Hz); 7.26 (d, 2H,

J=7.9Hz); 7.36 (d, 1H, J=8.5Hz); 7.42 (t, 1H, J=7.3Hz); 7.70 (d, 2H, J=8.2Hz).
MS (ESI): 491 (M+H)

& Y)8. 2- T FH-1-2-C-((1-FFE-1,1- —HFEFIHFOVERE) L HK-BIF
IR FE- 1H-BK MR- 5 (4H)-H7

Q(o OH
N\EN\/\Q/O%O

A 2-T3-1-2-G-((1- ZEE T, - “HFEFE)F )R E) L HE]- 18
IR LR EE- 1H-BK MeIk-5(4H)-BR (S2HEf) 12.7), HEBRTR RSB (7 15A)

HATH % . OEERETENERR: —KF 5/ FEE 91). RETY,
A TCEM -
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W 38%

RE(ZEFHt/HEE 95/5): 0.30

IR: vCO (fi): 1732 cm™ |

NMR 'H (CDCL): 0.88 (t, 3H, J=7.3Hz); 1.20-1.40 (sext, 2H, J=7.3Hz);
1.49-1.66 (quint, 2H, J=7.6Hz); 1.66 (s, 6H); 1.90-2.15 (m, 6H); 2.16-2.30 (m,
4H); 2.96 (t, 2H, J=5.8Hz); 3.95 (t, 2H, J=5.8Hz); 6.47 (s, 1H); 6.87 (t, 2H,
J=8.8Hz); 7.26 (t, 1H, J=7.9Hz)

MS (ESI): 401 (M+H)

1E49. 2- T - 1-[[4-[(4-((1-3RFE-1,1- — R E H IO )RR L] K]
R R 1-4- 8B B 1 2 - LH- B MR- 5 (4H)-

<

A 2-T5E-1-[[4-[(4-((1- 8 AP EE-1,1-Z B B SR H) IR EE R
B EE)-4- MR PR I - 1 H-DK M-S (4H)- B (SEHER 12.8), IZHRRTR—& P
B 71 15A) T H1% . = AR BRHAT EHT e : —E FH/HEE 9/1).
KR, AEBERK.
R : 43% |
Rf (ZH FLe/FEE 9/1): 0.25
MP: 90-99°CIR: vCO: 1726 cm’
NMR 'H (CDCI,): 0.78 (t, 3H, J=7Hz); 1.25 (sext, 2H, J=7.3Hz); 1.46 (quint,
2H, J=7.3Hz); 1.53 (s, 6H); 1.67-1.84 (m, 8H); 2.33 (t, 2H, J=7.6Hz); 4.78 (s,
2H); 6.89 (d, 2H, J=8.8Hz); 7.29 (d, 2H, J=8.2Hz); 7.66 (m, 4H).
MS (ESI): 491 (M+H)
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EP10.  2-TEH-1-[2-Q-((1-RE-1,1- —BHREHIIEVEIE) L FE-4- 12
TR R - 1 H-BK W3R - 5 (4 H) -

e

i/ 2-T3H-1-[2-Q-((1-ZEFEHEE-1,1- R EHIL)YF)FKK) 2.3 )-4-
WE IR R EE - 1H-BRPEWR-5(4H)-BF (SEHER] 12.9), IR ATIR — P T] (7 15A)
BATHIS . AT ET QR : &5/ PEE 9/1). KE~Y,
BB,
K 56%
Rf(ZE 5L/ FFEE 9/1): 0.40
MP: 51-57°CIR: vCO (#§): 1732 cm™; vCO (lactone): 1623 cm™
NMR 'H (CDCIL): 0.84 (t, 3H, J=7.3Hz); 1.31 (quint, 2H, J=7.6Hz); 1.54 (m,
8H); 1.96 (m, 8H); 2.36 (t, 2H, J=7.6Hz); 2.95 (t, 2H, J=5.9Hz); 3.95 (t, 2H,
J=5.9Hz); 4.77 (s, 2H); 7.13-7.37 (m, 2H); 7.75 (d, 2H, J=7.9Hz).
MS (ESI): 491 (M+H)

AP, 22T E-1-[[4-[G-((1-FBE-1,1- Z H A RSO E I IRE
B 2 1-4-38 34 T 3% - 1H- DK PR IbE -5 (4H) - B

.
OH
Qe o ot
R 2- T Z£-1-[[4-[G-((1- ZE FEFKEE-1,1- — I F IE )R IR EE]- X

B H HE)-4-123F OB - 1H-BEMEmR-5(4H)-B7  (SEHER) 12.10), FERIR—KP
| (5 15A)EATHI & . = YA RERS AT ENT (UL : — & 5/ R 9/1).
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wEEY), HEBEM K.

W 56%

Rf(Z& HFH/HEE 9/1): 0.30

MP: 68-75°CIR: vCO: 1726 cm

NMR 'H (CDCL): 0.84 (t, 3H, J=7.3Hz); 1.33 (sext, 2H, J=7.6Hz); 1.51-1.78
(m, 18H); 2.38 (t, 2H, J=7Hz); 4.77 (s, 2H); 7.08-7.52 (m, 6H); 7.75 (d, 2H,
J=7.9Hz).

MS (ESI): 505 (M+H)

wEY12. 1-[(6°-1R-3°-((1- 3R F-1,1- — FF FE B B0V ) B R -4- 38 ) FR 3 )-2-
T HE-4-BB PR R - 1 H-BK MeIbk-5(4H)- R

oY

/9

OH

R 1-[(67-1R-3"-((1- Z A FE BT -1,1- = FF 3 B 38 ) S ) B K —4- 35 )
H)-2- T H-4-92 35 R EE- | H-DK MEMK-5 (4H)-BF (SERER] 12.1), 3HIBRIA—K
SB, (71 15A)THI& . S ERHITET@ER®E: & P H/PEE
9/1), RJGETH|&E HPLC(HEE : /K/FB/=R L), RE~=W, K
HEBR R,

WE.: 7%

Rf (& FH e/ FEE 9/1): 0.50

MP: 174-176'CIR: vCO: 1737 cm™

NMR 'H (CDCL): 0.80 (t, 3H, J=7.3Hz); 1.27 (sext, 2H, J=7.9Hz); 1.54 (quint,
2H, J=7.3Hz), 1.64 (s, 6H); 1.84-2.03 (m, 8H); 2.42 (t, 2H, J=7.3Hz); 4.74 (s,
2H); 6.82 (dd, 1H, J=8.8Hz, J=1.6Hz); 6.88 (d, 1H, J=2.9Hz); 7.17 (d, 2H,
J=8.2Hz); 7.36 (d, 2H, J=8.5Hz); 7.52 (d, 1H, J=8.8Hz).

MS (ESI): 541-543 (M+H)
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WEY3. 2-T H-A(3-((1-FRF-1,1-— FI 5 ) SO BRE 4- 38 )
H]-4, 4-— HEE-1H-BKME-5(4H)-FR

0
Qv
avat
MR 2- T 24, 4- Z I H-1-[(3°-((1- L R IE-1,1- Z A I OB
-4-F5) FH AL )- 1 H-DRPRBR-S (4H)-B - (SEHERY 12.11), IEREIR—RPER (O7i%
15A)#ATHI % . FPAEEREATERNQERK: T /T 9/1), RE
AL H &R HPLC(BRE : /K/H B/ =R L4t RE~Y, ABEhR.
WE: 27%
Rf(Z&F L/ HEE 95/5): 0.3
MP: 171-173°CIR: vCO: 1730 cm™
NMR 'H (DMSO-ds): 0.79 (t, 3H, J=7.3Hz); 1.23 (s, 6H); 1.30 (sext, 2H,
J=7.3Hz); 1.49 (quint, 2H, J=7.9Hz); 1.54 (s, 6H); 2.34 (t, 2H, J=7.3Hz); 4.71 (s,
2H); 6.81 (dd, 1H, J=8.2Hz, J=1.8Hz); 7.07 (s, 1H); 7.22-7.25 (m, 3H); 7.35 (t,
1H, J=7.9Hz); 7.6 (d, 2H, J=8.2Hz).
MS (ESI): 463 (M+H)

WE?4. 2-T F-1-[[4-[(3-((1-FRF-1,1-— I3 R L)) IR H )R FE | 5K
F1F 14, 4-— FIEE-1H-BK PAEE-5(4H)-Hd

O
OH
44 ﬂ
1 2-T 3-4,4- R 1-[[4-[G-((1- ZE R EE-1,1- “HFE HIEHF)EK

FE)PRAE )R B I BE]- 1H-BK MER-5(4H)- B (SE B 12.12), $ZIRETE — P R
(75 15A)BEATH14%. F= 0058 i 45 & HPLC(BREE : K/ B B/ =R L) 4k .
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RREY, ABEBBRR.

K#: 67%

Rf (S B EE/HEE 9/1): 0.35

MP: 167-169°CIR: vCO: 1746 F1 1661 cm™

NMR 'H (CDCL): 0.84 (t, 3H, J=7.2Hz); 1.33 (sext, 2H, J=7.3Hz); 1.41 (s, 6H);
1.54-1.63 (m, 8H); 2.39 (t, 2H, J=7.3Hz); 4.78 (s, 2H); 7.16 (d, 1H, J=7.6Hz);
7.25-7.43 (m, 5H); 7.78 (d, 2H, J=8.2Hz).

MS (ESI): 465 (M+H); 487 (M+Na); 503 (M+K)

WEMS. 2-T H-1-[[4-[(3-((1- 3R FE-1,1- — H B B FO R )V FE 5K
FE] I ]-4- 2 - 1H-DK MR -5(4H)-F

<WYaat
;-

TR 2-T 2-1-[[4-[(3-((1- L EEBRAE-1,1- — F 5L F LS 2R e B 1K
B B ]-4- 2R B - 1H- DR MRbR-S (4H) - B (SE R 12.13), IERATR— PR
% SA)EATHI& . PYRBEREATEN@ERE: —F B/ B 95/5). 3K
By, MtFEE .
R : 25%
Rf(ZH F5e/FBE 9/1): 0.35
MP: 115-120°CIR: vCO: 1736 #1 1656 cm™
NMR 'H (CDCIL;): 0.84 (t, 3H, J=7.3Hz); 1.15-1.29 (m, 2H); 1.46 (quint, 2H,
J=7.3Hz); 1.57 (s, 6H); 2.28 (t, 2H, J=7.6Hz); 4.26 (s, 1H); 4.72 (s, 2H) 6.82 (m,
1H); 7.09 (m, 1H); 7.19-7.30 (m, 5H); 7.31 (m, 2H); 7.52 (d, 2H, J=8.2Hz);
7.78 (d, 2H, J=8.2Hz).
MS (ESI): 513 (M+H)
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WEW16. 1-[(3-((1-BE-1,1- — FRE B IVSOBE4- ) F R 2-H &
-4-BEIF R I - 1 H-BK 0K - 5 (4H) -

% |

R 1-[(37-((1-BUT PR EE-1,1- — B 2L B 0 ) B R -4- 25 B 1-2- TR
Fe-4-MBIA L EE-1H-PKPRRR-S(4H)-BR (e 12.14), RETIR—RPE OF
% ISAYRHT I . PR R S lsves, duE, HFERBERET 5. 3k
/ey, AEEHRK,

WE: 47% |

Rf(Z& T bt/ EE 95/5): 0.35

MP: 134-190°CIR: vCO: 1763 Fl 1731 cm™

NMR 'H (CDCIL): 0.88 (t, 3H, J=7.3Hz); 1.59-1.72 (m, 8H); 1.90-2.12 (m, 8H);
2.52 (t, 2H, J=7.3Hz); 4.75 (s, 2H); 6.94 (dd, 1H, J=7.3Hz, J=1.8Hz); 7.15 (s,
1H); 7.18 (d, 2H, J=7.6Hz); 7.23 (d, 1H, J=7.3Hz); 7.32 (t, 1H, J=7.9Hz); 7.52
(d, 2H, J=8.2Hz).

MS (ESI): 449 (M+H); 471 (M+Na); 487 (M+K)

A7, 1-[(3°-((1-FRF-1,1-— R F IO F OB R -4-FE ) F 3 1-2- 2 %
-4- B2 IR IR I - 1 H-BK MR- 5 (4 H) -

R 1-[(3-((1- T B ERE-1,1- - FEERESBE-4-FE)FE]-2-2
Fo-A-BRIN R FE-1H-BRME-S(4H)-BR (SEFER) 12.15), M BRTR—KR T B’ (5
ik 15B)#HITHI% . REFY), L.
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WE: 99%

Rf(ZSEF4E/HEE 95/5): 0.35

IR: vCO: 1776 1 1730 cm™

NMR 'H (CDCIL;): 1.20-1.32 (m, 3H); 1.65 (s, 6H); 1.92-2.31 (m; 8H); 2.80 (m,
2H); 4.89 (s, 2H); 6.92 (d, 1H, J=7.3Hz); 7.16 (s, 1H); 7.19-7.27 (m, 3H); 7.35
(t, 1H, J=7.9Hz); 7.58 (d, 2H, J=8.2Hz).

MS (ESI): 433 (M-H)

tE9)18. 1-[(3°-((1- 3R FE-1,1- — P HE F IO F OB -4-F0) 3L 1-2- AL
-4-$Z 35 JE - 1H-BK MR- 5(4H)- R

Aot

AR 1-[(37-((1-3UT B IR EE-1,1- — B 3 1 30 ) B 2K -4- 38 ) F 5 )-2-
Fo-4- MR IR R FE - | H-BK R-5(4H)-BR (SEHEG] 12.16), IZMAIA— R PER (07
% 1SBYEATHI& . KRB, ABEHR.

KR 99%

Rf(ZE FH/FHEE 95/5): 030

MP: 81-88°CIR: vCO: 1776 1 1729 cm™

NMR 'H (CDCL): 1.70 (s, 6H); 1.92-2.26 (m, 8H); 2.52 (s, 3H); 4.86 (s, 2H);
6.98 (d, 1H, J=7.3Hz); 7.19 (s, 1H); 7.20-7.26 (m, 3H); 7.39 (t, 1H, ]=7.9Hz);
7.59 (d, 2H, J=8.2Hz).

MS (ESI): 419 (M-H)

EY19. 2- T HE-L[E-((-RE-LI-ZTHFEFEIVSOBEE4A4-FH
F1-4-FE R 1 H-BK MR- 5 (4H) - i
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S,
; O W

HH 2- T H-1-[3-((1-ZE8FE R FHE-1,1- — FEF E)F)BR-4-2) H
FE)-4-FFE- 1H-DK PO -5(4H)-B (SEHEG 12.17), EIBATIR— RSB 5k
15A)ATHI% . PEidH &% HPLCHAE : K/F /=R 2B)4itk. 3K
/=y, AEERR.

W 30%

Rf (& S/ FEE 95/5): 0.30

MP: 197-199°CIR: vCO: 1692cm™

NMR 'H (DMSO-dy): 0.73 (t, 3H, J=7.3Hz); 1.02-1.12 (sext, 2H, J=7.3Hz);
1.31-1.42 (quint, 2H, J=7.3Hz); 1.54 (s, 6H); 2.15-2.28 (m, 2H); 3.17-3.33 (m,
2H); 6.79 (dd, 1H, J=7.6Hz, J=1.8Hz); 7.04 (t, 1H, J=1.8Hz); 7.17-7.25 (m, 3H);
7.27-7.41 (m, 4H); 7.42-7.50 (d, 2H, J=8.2Hz); 7.60-7.67 (d, 2H, J=7.3Hz);
10.62 (s, 1H); 13.12 (s, 1H).

MS (ESI): 463 (M+H)

EW20. 2-T F-1-[[4-[(4-((1-FRFE-1,1- = F I TR IV IR FR I |
FH3L)-4- K 2-1H ﬂ:@nﬂ& 5(4H)-f

o

i 2-T - 1-[[4-[(4-((1- ZEFE PR FE-1,1- — I BB SF ) KB )R E |
T FE-4-ZE BE- 1 H-BK bk -5 (4H)-BR (GERER 12.18), #HERIR—R PR
(5 15A)E T 4145« =908 1 145 B HPLC(BR E : 7K/ H B8/ =5 L. BR) Ak
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REEY, AEEBRR,
WK 46%
Rf(ZEHH/HEE 9/1): 0.40

' MP: 215-217°C
IR: vCO: 1725 F1 1650 cm’
NMR 'H (DMSO-dg): 0.76 (t, 3H, J=7.3Hz); 1.02-1.15 (m, 2H); 1.30-1.41
(quint, 2H, J=7.3Hz); 1.60 (s, 6H); 2.18-2.30 (m, 2H); 3.21-3.48 (m, 2H); 6.89
(d, 2H, J=8.8Hz); 7.26-7.42 (m, SH); 7.54-7.59 (d, 2H, J]=7.9Hz); 7.60-7.69 (m,
4H); 10.07 (s, 1H); 13.29 (s, 1H).
MS (ESI): 513 (M+H)

wEY21. 2- T R [(-((1-BE-1I-—FEFRYFOBEE4-FH
H1-4-1BEF - 1 H-DK Mk -5 (4 H)-H

i 2-T H-1-[3-((1- A FE - 1,1- — FE H I)E) B R -4- ) H
F1-4-82 28 O - 1H-BK PEDK-S(4H)-B (SEHER] 12.19), ZEAETIA—K P B
(7% 15SA)BEATH % . P8 i 145 B HPLC (B & : K/ FF B2/ =3 L) 2k
RG=Y), hBEBEMR.

KK 46%

Rf(Z& FLe/HEE 95/5): 0.30

MP: 160-162°CIR: vCO: 1725 F1 1629 cm’™

NMR 'H (DMSO-ds): 0.79 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz);
1.30-1.42 (m, 2H); 1.52 (quint, 2H, J=7.3Hz); 1.54 (s, 6H); 1.59-1.78 (m, 8H);
2.35 (t, 2H, J=7.3Hz); 4.72 (s, 2H); 6.81 (dd, 1H, J=7.9Hz, J=1.5Hz); 7.06 (t,
1H, J=2Hz); 7.19-7.28 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.59 (d, 2H, J=8.2Hz);
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13.11 (s, 1H).
MS (ESI): 477 (M+H)

E&1)22. 1-[(6°-7R-3’-((1-3R F-1,1- — L B IO ) BRZE -4-38) B 3 ]-2-
T 3-4- BB IR O - 1 H-K Menbk-5 (4H) -

%« |

R 1-[(6°-1R-3-((1- ZE FE R F-1,1- — 3 FEOHE) B R -4- ) H
FE1-2- T 2E-4- 12 FF O KL- 1 H-BE MR -5 (4H)-BR (SEHEf] 12.19), & MEATIR—K
ST (HiE 15SA)ITHI&. Yl hHl&a HPLC(HE: K/FEE/ =% L
B)slifh. Y, hAERK. |
W 5%

Rf(ZSEH T/ HEE 9/1): 0.40

MP: 170-172°CIR: vCO: 1736 F1 1629 cm™

NMR 'H (DMSO-dg): 0.79 (t, 3H, J=7.3Hz); 1.25 (sext, 2H, J=7.6Hz);
1.32-1.41 (m, 2H); 1.49 (quint, 2H, J=7.3Hz); 1.52 (s, 6H); 1.59-1.78 (m, 8H);
2.37 (t, 2H, J=7.3Hz); 4.74 (s, 2H); 6.75-6.81 (m, 2H); 7.21 (d, 2H, J=8.2Hz);
7.37 (d, 1H, J=8.2Hz); 7.60 (d, 2H, J=9Hz); 13.19 (s, 1H).

MS (ESI): 555-557 (M+H); 577-579 (M+Na)

WEW23. 2-T F-1-[(3-(F I FE IR -4-55) FF AL ]-4- 12 0 R FE-1H-
Ik MR -5 (4H)-
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* [

R 2-T 3-4-02 PR - | H-DR k-5 (4H)-B (SEH) 3.4)H0 2-((4°-1%
LB IRE-3-30) 8 L IE (L 6.5), ILIBRTER— P ], (7iE 15C) 1T HI
%o PEYEREREITENQER®: & T H/EEE 98/2). KA, AHHE
(2K 57 N
K& 19%

Rf(ZE FH/FEE 98/2): 0.34

MP: 128-130°CIR: vCO: 1714 F1 1638 cm™

NMR 'H (CDCL): 0.87 (t, 3H, J=7.3Hz); 1.30-1.40 (sext, 2H, J=7.6Hz);
1.53-1.65 (quint, 2H, J=8.5Hz); 1.80-2.10 (m, 8H); 2.35 (t, 2H, J=7.3Hz); 4.73
(s, 2H); 4.83 (s, 2H); 6.94-7.01 (dd, 1H, J=8.2Hz, J=2.6Hz); 7.17 (s, 1H); 7.24
(d, 1H, J=8.2Hz); 7.29 (d, 2H, J=7.6Hz); 7.38-7.46 (t, 1H, J=7.9Hz); 7.54 (d,
2H, J=8.2Hz).

MS (ESI): 416 (M+H)

& 4)24. 1-[(5°-¥R-2°-((1- 3R FE-1,1- — I I FO B K -4- ) B 38 -2
T E-4-123F O - 1H-BEMEBEE-5(4H)- T

E@

R 1-[(5-1R-2-(1- L8 FEHRAE-1,1- —FEFEYF ) B R-4- ) H
F)-2-T H-4-1R3F T EE-1H-BKMK-5(4H)-B (L] 12.20), #EIEETIE—K
LB (I 1SA)BITHI & . PEYEiT &% HPLC(UERBERE . K/FHEE/=
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ML), RE=Y), A EAM.

. 14%

Rf(ZEFLe/FEE 9/1): 0.30

IR: vCO: 1777 11627 cm™

NMR 'H (DMSO-dy): 0.80 (t, 3H, J=7.3Hz); 1.32 (sext, 2H, J=7.9Hz); 1.41 (s,
6H); 1.51 (quint, 2H, J=7.3Hz); 1.55-1.72 (m, 8H); 2.66 (m, 4H); 4.87 (s, 2H);
6.79 (d, 1H, J=8.5Hz); 7.28 (d, 2H, J=8.2Hz); 7.43-7.48 (m, 2H); 7.53 (d, 2H,
J=8.2Hz).

MS (APCI): 557-558 (M+H)

t&425.  2- T E-1-[@-((1-BE-1LI-ZHEFRIFOBEE4-FHH
F)-4-82FF B% 1H- ﬂ)kﬂéléww 5(4H)-H

T,

i 2-T H-1-[(@-((1- LR EHFE-1,1- —FE R E)F) B -4-H)H
H)-4-423F OB 1H-BK M-S (4H)- TR (SRR 12.21), FHRAIA —RP T
(7 15A)BHTHI% . Fepilid #42 HPLCUER M : K/ F /=R LK)
aith. R\, EBERK.

WE: 64%

Rf(ZEHL/HEE 9/1): 0.25

MP: 75-77°CIR: vCO: 1729 F1 1627 cm’

NMR 'H (DMSO-dg): 0.79 (t, 3H, J=7.3Hz); 1.21-1.35 (sext, 2H, J=7.3Hz);
1.42-1.55 (m, 2H); 1.54 (s, 6H); 1.59-1.76 (m, 8H); 2.50 (m, 4H); 4.77 (s, 2H);
6.88 (d, 2H, J=8.8Hz); 7.23 (d, 2H, J=7.9Hz); 7.56 (d, 2H, J=8.8Hz); 7.61 (d,
2H, J=8.5Hz). |

MS (APCI): 477 (M+H)
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16&4)26. 1-[(5°-VR-2°~((1-FR FE-1,1-— 3 B IV BRI -4- L ) T B -2-
T B 4-FE I - 1 H-BK PR 5 (4 HD-F

X
_ }z

R 1-[(5-1R-2-(1- ZEEHRE-1,1I- ZHF EHE)H) KK -4-F)H
F]-2-T H-4-F - 1H-BK k-5 (4H)-BR (LB 12.22), #HEETIR—P B
(5 15A)HEATH1% . =B H14 2 HPLCUERMEE : K/ F B/ =H LK)
aitk. RE~Y), IEBERK.

W 7%

Rf(ZE 5/ FEE 95/5): 0.30

MP: 199-201°CIR: vCO: 1786 F1 1666 cm’’

NMR 'H (DMSO-dy): 0.78 (t, 3H, J=7.3Hz); 1.02-1.18 (sext, 2H, J=7.9Hz),
1.38 (m, 2H); 1.40 (s, 6H); 2.40 (t, 2H, J=7.6Hz); 3.20-3.50 (m, 3H); 6.80 (d,
1H, J=8.8Hz); 7.18 (d, 2H, J=8.2Hz); 7.30-7.50 (m, 7H); 7.62 (d, 2H, J=8.2Hz).
MS (ESI): 579-580-581 (M+H)

a7, 1-[(3-((1-FE-1,1-— FEFE IS BEE-4-F)FH H]2-2-H
o)A 5E-4- 4B e - | H-BK M- 5 (4H)-

%g; |

A 1-[(3°-((1-30 T I P FE-1,1- — B I H 2080 Bk -4 ) F 2] -2-(2-
FH 50 ) PR 2L -4-BE IR SR - 1H- DR MAE-5(4H)- B (SEiEf 12.23), ZHMRETR—K
S|, (5 15BYHH Tl . EYE KRR/ BRI T & & . IR\,
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ISR i

K 61%

Rf(ZF FHe/HEE 95/5): 0.32

MP: 213-216°CIR: vCO: 1731 #1.1630 cm™

NMR 'H (CDCL): 0.95 (d, 6H, J=6.7Hz); 1.69 (s, 6H); 1.90-2.20 (m, 10H);
2.50 (m, 1H); 4.80 (s, 2H); 6.95 (d, 1H, J=7.3Hz); 7.19 (s, 1H); 7.20 (d, 2H,
J=8.2Hz); 7.27 (m, 1H); 7.36 (t, 1H, J=7.9Hz); 7.55 (d, 2H, J=8.2Hz).

MS (ESI): 461 (M-H)

ha4m28.  2-FE-[G(U-BE-1LI- _HEREEOBEER4-FH)H
F1-4-02 R - 1 H-BE PRIk -5(4H)- B

2P
o

i 2-FF - 1-[(37-((1-U T AR R EE-1,1- R B ) S Bk A -4- 25 ) F
FE)-4- 023 L EE - 1H-BK MER-S(4H)-B (SEHER 12.24), ZEHTE — KPR
(7 15BYHTHI% . FEYEEREITENGERE: FOh/ZR LB 9/1
E0/1). REY, HEBKRK.

KR 38%

Rf(ZEF L/ HEE 95/5): 030

MP: 149-153°CIR: vCO: 1736 1 1627 cm™

NMR 'H (CDCL): 1.68 (s, 6H); 1.90-2.15 (m, 8H); 3.75 (s, 2H); 4.49 (s, 2H);
6.92 (dd, 1H, J=7.3Hz, J=1.8Hz); 7.08 (d, 2H, J=7.6Hz); 7.11-7.22 (m, 4H);
7.24-7.38 (m, 4H); 7.45 (d, 2H, J=8.2Hz).

MS (ESI): 495 (M-H) |
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&4 29. 1-[(3°-((1-3R FE-1,1- — B B IO EO B 2R -4- 35 ) FH 36 1-2- PR A
-4-BETF IR FE- 1H-BK M- 5 (4H) -

% |

R 1-[(3-((-3UT AR IE-1,1-— B3 ) ) B IR -4- 56 FR 3£ ]-2-3F
R ZE-4- B2 PR [ AL - TH-DKk bR -S(4H)-BR (SEHEf] 12.25), FRMEIIR— P B
(7 15B)HTHI% . FYEEREIT ETGEHE: B O/ SR LB 9/1
£ 0/1). RE=Y, AEEHK.
. 12%
Rf (Z& F&E/FHEE 95/5):0.30
MP: 175-177°C
IR: vCO: 1734 F1 1600 cm™
NMR 'H (DMSO-dy): 0.80 (d, 4H, J=7.1Hz); 1.53 (s, 6H); 1.61 (m, 1H);
1.72-1.90 (m, 8H); 4.84 (s, 2H); 6.82 (dd, 1H, J=7.3Hz, J=1.8Hz); 7.09 (s, 1H);
7.22-7.31 (m, 3H); 7.35 (t, 1H, J=7.9Hz); 7.6 (d, 2H, J=8.2Hz).
MS (ESI): 445 (M-H)

1. 4-4)30. 1-[(3°-((1-FR FE-1,1- — B I F B0V ) BRI -4- 38 ) FF 3 )-2-(E 1y
-2-F5) F 3 -4- B2 E TR - 1 H- DK MK -5 (4 H)-T

S

AR 1-[37-((1-FUT A FE PR F-1,1- — B 5L 0 )8R0 B R -4 -3 ) FR A - 2- (W
Wy -2-35 ) P L -4-BR IR 1 - 1 H-BK MK -5 (4H) -7 (SEHE 12.26), EIRETR—
IR (71 15SBYHHT S . AR T ENEERE: Rk 2Bz
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fis 9/1 & 0/1). KEF=Y), HEEHK.

K. 15%

Rf(ZE R e/ EE 95/5): 0.31

MP: 102-110°C

IR: vCO: 1738 1 1625 cm™

NMR 'H (CDCL): 1.70 (s, 6H); 1.90-2.19 (m, 8H); 3.75 (s, 2H); 4.59 (s, 2H);
6.91-7.02 (m, 2H); 7.07 (s, 1H); 7.09-7.20 (m, 3H); 7.21-7.40 (m, 3H); 7.49 (d,
2H, J=8.2Hz).

MS (ESI): 501 (M-H)

&3, 2- T HE-1-[[4-[(4-((1-FRFE-1,1- — PR F I E ) F 1K)
B -4 BB BRI 3 - 1 H-BK Pk -5 (4H)- R

;Ob
Q S
o
R 2-T Z-1-[[4-[(4-((1- SEEEIREE-1,1- B E)ZE) F AR
FE) B FE]-4- 0B IR R - 1 H-BK M-S (4H)-BR (SEREB] 12.27), HBATIR—8E
B (5 15A)HEATHI%& .
W Z: 29%
YA 2- T 2 1-[[4-[(4-((1-FR -1, 1- = W B0 ) 330
FE R T - 4- 0B BA - 1 H-DK IR - S (4H)-B (SEHER 15 - A& 9), &
B ER—RPR (7iE 1SD)MLLHI&. PR EREITEN GEHBR: =
SHLUHEE 95/5). WY, BEHRK.
W 20%
RE(ZE e/ L8 LB8 95/5): 0.50

MP: 147-149°CIR: vCO: 1733 cm’!
NMR 'H (CDCI;): 0.80 (t, 3H, J=7.3Hz); 1.27 (sext, 2H, J=7.6Hz); 1.51 (quint,
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2H, J=7.6Hz); 1.58 (s, 6H); 1.84-2.01 (m, 8H); 2.36 (t, 2H, J=7.6Hz); 3.89 (s,
2H); 4.66 (s, 2H); 6.84 (d, 2H, J=8.5Hz); 7.00-7.06 (m, 4H); 7.13 (d, 2H,
J=8.2Hz). ,

MS (ESI): 475 (M-H)

tea32. 2-THE-1-[(@-((4-FBE-4, 4 _FET-1-F)FOEFE4-FHHF
F1-4-B2 I L FE- 1H-£bkﬂ%ufr7l& 5(4H)-Fi

2 Y

v

T 2-T 3~ 1-[(4’-((A- AR IE-4, 4- = FEE T -1-5)450) B E-4-25)
F1-4-82 PR IR FE - 1 H-BK MR -S(4H)-B (SEHEH 12.28), #MEIR — R P&
(¥ 15A)EAT & . FEERBTER QLR — P H/H B 95/5,
RIGRINCK/ LR LER 7/3). B, AHBM K.

W 28%

Rf(Z&FLe/HFEE 95/5): 0.30

IR: vCO: 1729 cm™

NMR 'H (CDCIL): 0.88 (t, 3H, J=7.2Hz); 1.25 (s, 6H); 1.20-1.40 (m, 2H); 1.49
(quint, 2H, J=8.4Hz); 1.68-1.90 (m, 6H); 1.91-2.10 (m, 4H); 2.18 (t, 2H, 8Hz);
2.36 (t, 2H, J=7.6Hz); 3.98 (t, 2H, J=6Hz); 4.66 (s, 2H); 6.95 (d, 2H, J=9.2Hz);
7.21 (d, 1H, J=8Hz); 7.30 (d, 1H, J=8.8Hz); 7.42-7.55 (m, 4H).

MS (ESI): 503 (M-H)

a33. 2-THE-1-[3-((4-BE-4, 4-ZFET-1- I8 HFE4-F)H
FE1-4- BRI R F - 1 H-BR k-5 (4 H) -
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%«w

T 2- T -1-[(3-((4- FEIE R4, 4-ZFHE T -1-5)5)BRE-4-25)H
F]-4-08 B RS- TH-DK ek -S5(4H)- B (SEHER) 12.29), ZHEATE— KD T
(FiE 1SA)BHTHI% . PFYSERETETQERIE: 3 akt/ 2K L8 6/4,
RIG 2 7/3). RG=Y), HEEM.

K 20%

RE(ZE FHt/HEE 95/5): 0.30

IR: vCO: 1736 cm™

NMR 'H (CDCIL): 0.85 (t, 3H, J=8Hz); 1.15 (s, 6H); 1.26 (sext, 2H, J=7.6Hz);
1.55-1.75 (m, 6H); 1.88 (m, 2H); 1.92-2.10 (m, 6H); 2.40 (t, 2H, J=8Hz); 3.95 (t,
2H, J=6Hz); 4.66 (s, 2H); 6.92 (d, 1H, J=8Hz); 7.05 (t, 1H, J=2Hz); 7.11 (d, 2H,
J=8Hz); 7.28 (d, 2H, J=8Hz); 7.51 (d, 2H, J=8Hz).

MS (ESI): 503 (M-H) |

Em34. 2-TH-1-[[4-[(4-((1-RFE-1,1- — BEREIFEFIEEF
F1-4-BB IR [ - 1 H-BK M- 5(4H)- B

X

O fER 2- T EA-[[4-[@-(Q-F T EERE- 1L - TR E RS E) R )E
R A -4-B2 30 R - 1 H-BR M -5 (4H)-B7  (SEHER) 12.30), AT —T
B (7 1SB)#THI& . YL ERBITENTWERK: & Fi/F iz
98/2). IRIFF=H), AHEHAK.

WE: 96%

Rf(ZEHEE/FEE 95/5): 0.30
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IR: vCO 1730 cm™

NMR 'H (CDCILy): 0.87 (t, 3H, J=7.2Hz); 1.31 (sext, 2H, J=7Hz); 1.55 (m, 2H);
1.60 (s, 6H); 1.80-2.08 (m, 8H); 2.40 (t, 2H, J=8Hz); 4.66 (s, 2H); 6.85-7.00 (m,
6H); 7.10 (d, 2H, J=8Hz).

MS (ESI): 477 (M-H)

EW35.  2-T F-1-[[4-[(4-((1-FRFE-1,1-— H I AR I R BV H R B H
Ro1-4-3B 21 O3 - 1H-BK MeIbk-5(4H)- R

X

A 2- T - 1-[[4-[(4-((1- T AP EE-1,1- T RS E) R AKX
R HE]-4- 1B 3R T EE- T H-BR Mm-S (4H)-BR (S 12.31), RBATR — b
B (71E 15B)#ITHI& . PSRBT EN@ERE: & Fh/F
97/3). KRG, AHEK.
W 70% |
Rf(ZE 4t/ EE 95/5): 0.30
IR: vCO 1732 cm’
NMR 'H (CDCL): 0.85 (t, 3H, J=7.2Hz); 1.20-1.40 (m, 4H); 1.42-1.55 (m, 4H);
1.59 (s, 6H); 1.69-1.85 (m, 6H); 2.39 (t, 2H, J=8Hz); 4.63 (s, 2H); 6.85-6.95 (m,
6H); 7.08 (d, 2H, J=8Hz).
MS (ESI): 491 (M-H)

& 4)36. 2-T Fe-1-114-[(3-((1-FR FE-1,1-— B L B & ) R 3 ) FR BE 1 2R 4 ]
EF'%1-4-%%&%-1H-%%M$-5(4H)—Eﬂﬂ
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0O

X

R 2-T Z-1-[[4-[G-((1- LB A IREE-1,1- — F L I ) R B &R
FE R ]-4- BB R IE- 1H-BE EIR-S(4H)-BR (SEHER] 12.32), IERATR—KE
B 7k 15A)ITH1%& . mYSERETENGEMEE: PR/ P
100/0 2 97/3). A=Y, JBAGEE.
KE: 40%
Rf(ZE L/ HEE 95/5): 0.30
IR: vCO: 1737 cm’™
NMR 'H (CDCI,): 0.82 (t, 3H, J=7.2Hz); 1.28 (sext, 2H, J=7Hz); 1.52 (quint,
2H, J=7Hz); 1.55 (s, 6H); 1.78-2.08 (m, 8H); 2.35 (t, 2H, J=8Hz); 3.90 (s, 2H);
4.67 (s, 2H); 6.70 (s, 1H); 6.72 (d, 1H, J=8Hz); 6.80 (d, 1H, J=8Hz); 7.05 (d, 2H,
J=8Hz); 7.12 (m, 3H).
MS (ESI): 475 (M-H)

WEPIT.  2- T F-1-[[4-[G-((1-FBFE-1,1- — FE IR HE1ZER]
B R )-4-B2 28 2 3 - 1 H- DK PRIk -5 (4 H)- B

(0]
Q( %OH
”\EN
R 2-T -1-[[4-[G-((1-ZE R EE-1,1- B REFH IR I PR XK
FE ) 3L )-4-08 3K O - 1H-BR M-S (4H) -8 (SR 12.33), $RIEATIR— 5

B (FE 15A)BHITHI& . EYLEREITENT UL . & b/ F g
100/0 & 98/2). 3R1EF=Y), HHAEM,
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W 64%

Rf (Z& FHe/HBE 95/5): 0.30

IR: vCO: 1741 cm’’

NMR 'H (CDCL): 0.82 (t, 3H, J=7.2Hz); 1.29 (m, 2H); 1.40-1.68 (m, 8H); 1.55
(s, 6H); 1.69-1.85 (m, 4H); 2.37 (t, 2H, J=8Hz); 3.90 (s, 2H); 4.65 (s, 2H); 6.70
(s, 1H); 6.73 (d, 1H, J=8Hz); 6.81 (d, 1H, J=8Hz); 7.05 (d, 2H, J=8Hz); 7.11 (m,
3H).

MS (ESI): 489 (M-H)

EW38.  2- T FH-1-[(4-((4-BRFE-4, 4- —HHET-1-FF)EFE-4-FH
3:1-4-023F - 1 H-BK Db -5 (4 H)-f

] 2-T H-1-[(4°-((4- PR EERIE-4, 4- R T -1-35)5F) B E-4-3) H
H1-4- R O 2L - |H-BKMEK-5(4H)-Bd (SERERY 12.34), FIRETE— PR
(O7%: 15A) AT HI 25 =L ERHITENGERB: S FHR/HEE 95/5).
K=Y, AR TEE .

K. 62%

Rf(ZE FHe/HEE 95/5): 0.30

IR: vCO: 1730 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J=7.2Hz); 1.25 (s, 6H); 1.20-1.40 (m, 2H);
1.42-11.65 (m, 4H); 1.66-1.90 (m, 8H); 1.90-2.10 (m, 2H); 2.18 (t, 2H, J=8Hz);
2.38 (t, 2H, 8Hz); 3.98 (t, 2H, J=8Hz); 4.70 (s, 2H); 6.93 (d, 2H, J=9.2Hz); 7.18
(d, 1H, J=8Hz); 7.48 (t, 4H, J=8.8Hz).

MS (ESI): 517 (M-H)

WAEY39. 2-T FE-1-[[4-[G-((1-RFE-1,1- — FRBSIOHFEIEIFEREF
FE1-4-¥2 3K O3k - 1 H-BK MEbR-5 (4H)-

276



200780035207. 0 W B 1 25263/3291

0]

o AOJKOH
% ooy

X

M 2-T 2-1-[[4-[G-((1-BUT AAEBREE-1,1- — FEE S )R )R] H
FE] 3 ]-4-423F O - 1 H-BK K-S (4H)-BR (SERERY 12.35), AR —/ D
B (5 15B)THIE . FYLERBETENM@ERE: — P H/F i
98/2). IRTF=H), FRGVEM
WR: 74%
Rf (& H5e/FHEE 95/5):0.30
IR: vCO: 1772 1 1732 cm™
NMR 'H (CDCL): 0.91 (t, 3H, J=7.2Hz); 1.38 (sext, 2H, J=7Hz); 1.45-1.69 (m,
2H); 1.59 (s, 6H); 1.70-1.95 (m, 10H); 2.87 (t, 2H, J=8Hz); 4.85 (s, 2H); 6.52 (s,
1H); 6.69 (d, 1H, J=8Hz); 6.73 (d, 1H, J=8Hz); 7.01 (d, 2H, J=8Hz); 7.12 (d, 2H,
J=8Hz); 7.23 (t, 1H, J=8Hz).
MS (ESI): 491 (M-H)

&40,  2-T FH-1-[[4-[G-((1-FRFE-1,1-— PR PEINFIFIFE R H
%1-4-@%%&%-1H—D)KD%RH‘-5(4H)-@3

0

O o AO)%H
2oy

X

R 2-T F-1-[[4-[G-((1- T S\ AEHE-1,1- — FEFEE)RZE)R IR
F] 3 )-4-BRER - TH-BRIEIR-5(4H)-B (SEHED) 12.36), &R — 2D
B (5 1SB)#HATHI& . FHRERBITENQEME: —SF 5/ iz
98/2). A4, ATE. IEFEHTIM.
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W 50%

RE(Z& B %e/HFEE 95/5): 0.30

IR: vCO: 1770 #1 1735 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J=7.2Hz); 1.34 (sext, 2H, J=7Hz); 1.55-1.65 (m,
210); 1.55 (s, 611); 1.90-2.15 (m, 8H); 2.58 (t, 2H, J=8Hz); 4.73 (s, 2H); 6.53 (s,
1H); 6.65 (dd, 2H, J=8Hz, J=2Hz); 6.97 (d, 2H, J=8Hz); 7.10 (d, 2H, J=8Hz);
7.19 (t, 1H, J=8Hz).

MS (ESI): 477 (M-H)

Wamar. 2-THb-1-[[4-[-((1-FREE-1,1-— F 3 FF 3 6 38 FF L 26 ]
2L ]-4-BB 5 0 2 - 1 H-IK PRIk - 5 (4H) - B

N%O HO._ O
O

A 2- T H-1-[[4-[(2-((1- LR HE PR HE-1,1- — F B RS ) ) R ) R
FE) 2K ]-4- 08P R I - | H-BK MEK-S(4H)-B (SEHERY 12.37), IRATIA—fRP
B (7 15A)BITH & . HEYRERBETEN@ERBE: S P /HE
98/2). FBF=Y), HEMEE,
KE: 26%
RE (=4 F /B 95/5): 0.30
IR: vCO: 1736 cm’
NMR 'H (CDClL): 0.81 (t, 3H, J=7Hz); 1.28 (sext, 2H, J=7Hz); 1.50 (s, 6H);
1.45-1.60 (m, 2H); 1.80-2.08 (m, 8H); 2.38 (t, 2H, J=8Hz); 3.95 (s, 2H); 4.67 (s,
2H); 6.77 (d, 1H, J=8Hz); 6.90 (t, 1H, J=8Hz); 7.03 (d, 2H, J=8Hz); 7.10 (t, 2H,
J=8Hz); 7.18 (d, 2H, J=8Hz).
MS (ESI): 475 (M-H)

aa2. 2-TR-1-[(2-((4-FBHE-4, 4-ZHFET-1-F)F)BEE-4-F5)H
H1-4-3B 35 25 - 1 H-BE MK -5 (4H)-i
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%«W

T 2-T 2-1-[(°-((4- PRI IE-4, 4- — FH T -1-F5)5) B ER-4-2) H
FE1-4-823F & 25 - 1 H-BK Mm-S (4H)-B (SEHf) 12.38), I&HRATIR — PR
(FE 15SA)ETH&. "UELERBITER@ERE: Z& P k/FE
99.5/0.5). K=Y, AT, /

W 63%

Rf(ZSF H T/ HEE 95/5): 0.30

IR: vCO: 1734 cm” |

NMR 'H (CDCL): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.20-1.45 (m, 8H); 1.49-
1.90 (m, 10H) 2.38 (t, 2H, J=8Hz); 3.91 (t, 2H, J=6Hz); 4.73 (s, 2H); 6.94 (d,
1H, J=8Hz); 7.02 (t, 1H, J=8Hz); 7.15 (d, 2H, J=8Hz); 7.29 (t, 2H, J=8Hz); 7.49
(d, 2H, J=8Hz).

MS (ESI): 517 (M-H)

te&a3. 2-T R-1-[(-((7-3RFE-7, 7-ZHEFE-1-FF)EFE4-F)F
Fo1-4-BBER R - 1H- B Mk -5 (4H)-Hd

o N
%W%i

k

R 2-T F-1-[Q°-((T-FEFEIREE-7, 7-— FHEF-1-2)8) B R-4-55)F
F1-4- 8RR N FE- 1 H-BK bR -S(4H)-B0 (SEitif] 12.39), #HMErR —RPE]
(715 15A)ATHI% . =YL ERETEN @B : —SFF5/FEE 99/1).
REF=Y, At
K. 6%

Rf (Z&H He/HEE 95/5): 0.30
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IR: vCO: 1730 cm’’

NMR 'H (CDCL): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.11-1.40 (m, 8H);
1.41-1.72 (m, 6H); 1.85-2.10 (m, 8H); 2.35 (t, 2H, J=8Hz); 3.92 (t, 2H, J=6Hz);
4.79 (s, 2H); 6.94 (d, IH, J=8Hz); 7.01 (t, 1H, J=8Hz); 7.13 (d, 2H, J=8Hz);
7.27 (t, 2H, J=8Hz); 7.47 (d, 2H, J=8Hz).

MS (ESI): 545 (M-H)

th&tmad. 2-TE-1-[(2-((4-FRHE-4, 4-—HET-1-FH)FOBE-4-FHH
FE1-4-BB IR L2 - 1 H-BK PR -5 (4H)- i

O

EH 2-T 2-1-[(2°-((4- FAFEHIE-4, 4- " FIET -1-2)F)BE-4-25)
FE-4-02 PR R EE- 1 H-BK AR -S(4H)- B (SEEf] 12.40), EATIA —fR P &
(FiE BSA)HTHI&E. FOEERBITENT@GERBE: S H /i
99.5/0.5). IR1E=H1, HHEEMH.

R 54%

Rf (S e/ FEE 95/5):0.30

IR: vCO: 1736 cm™

NMR 'H (CDCI,): 0.87 (t, 3H, J=7Hz); 1.16 (s, 6H); 1.35 (sext, 2H, J=7.2Hz);
1.52-1.70 (m, 8H); 1.78-2.10 (m, 6H); 2.35 (t, 2H, J=8Hz); 3.91 (t, 2H, J=6Hz);
4.74 (s, 2H); 6.93 (d, 1H, J=8Hz); 7.02 (t, 1H, J=8Hz); 7.15 (d, 2H, J=8Hz);
7.29 (t, 2H, J=8Hz); 7.50 (d, 2H, J=8Hz).

MS (ESI): 503 (M-H)

wEWas. 2- T F-1-[[4-[2-((1-FREE-1,1- — R AR F R R
B 3 1-4-B2 3R 2 - 1 H-IK MRIbE -5 (4H)- ]
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Forit

R 2- T 5E-1-[[4-[Q-((1- 2R H IR EE-1,1- — A ) R ) A R
B HE]-4-12 35 T 1H-BRPEIR-5(4H) -8 (SEHER 12.41), IEIBRTIR— 2P
B (73 15SA)EATHI% . PR RREITENT QOB = & 5/
97/3). KRG, AEAEE,
W 18%
Rf(ZE HLE/HEE 95/5): 0.30
IR: vCO: 1742 cm’™ |
NMR 'H (CDCL,): 0.85 (t, 3H, J=7Hz); 1.31-1.45 (m, 2H); 1.50-1.70 (m, 4H);
1.52 (s, 6H); 1.71-2.00 (m, 8H); 2.05 (t, 2H, J=8Hz); 3.95 (s, 2H); 4.74 (s, 2H);
6.72 (d, 1H, J=9Hz); 6.92 (t, 1H, J=8Hz); 7.02 (d, 2H, J=8Hz); 7.11 (t, 2H,
J=8Hz); 7.19 (d, 2H, J=8Hz).
MS (ESI): 489 (M-H)

tEPae. 2- T F-1-[[4-[G-((1-FRFE-1,1- — FR BHEIFE IR EZEIE]
PR )-4-BB B 13- LH- DK M ibk -5 (4H)- B

0

o S AO)SH
oy

X

R 2-T - 1-[[4-[G-((1-BU T A AR EE-1,1- — F AL B S 28 R BB B |
I B B ]-4-MB R R - |H-BK MR- 5(4H)-B (2] 12.42), &R ATR —f%
S|, 7k 15B)iHATHI& . FYLERTEN@ER®E: —&F 5/ FiE
98/2). FRG=H), AEAFEE.

281



200780035207. 0 W B 1 25268/3291

WZE: 26%

Rf(ZE R L/ FEE 95/5): 0.30

IR: vCO: 1738 cm™

NMR 'H (CDCI): 0.86 (t, 3H, J=7.2Hz); 1.20-1.45 (m, 2H); 1.45-1.70 (m, 2H);
1.55 (s, 6H); 1.75-2.10 (m, 8H); 2.39 (t, 2H, J=6Hz); 4.69 (s, 2H); 6.62 (d, 1H,
J=2Hz); 6.75 (dd, 1H, J=8Hz, J=2Hz); 6.95 (d, 1H, J=8Hz); 7.02-7.20 (m, 3H);
7.35 (d, 2H, J=8Hz).

MS (ESI): 493 (M-H)

WEWAT.  2-T FE-1-[[4-[G-((1-FRFE-1,1- — FEFEIOFI IR ] A
B 3£ 1-4-08 2K O - 1 H- K MRk -5 (4H) -

0]

O S AO)%H
oy

X

R 2-T 2-1-[[4-[G-((1-3U T |EBRIE-1,1- Z P E P EE) R L) E]
FFE) B L ]-4-02 35 OB |H-BK MER-S (4H)-B . (SEHER] 12.43), #BATR—%&
S (5 15B)#EAT % . YA ERSHTENT@ERK:. 8P/ P
99/1). FKAG=H, Ak E A,

KR : 80%

R (ZSH L2/ FEE 95/5): 0.30

IR: vCO: 1738 cm

NMR 'H (CDCL): 0.90 (t, 3H, J=7.2Hz); 1.20-1.45 (m, 4H); 1.53 (s, 6H);
1.55-2.00 (m, 10H); 2.86 (t, 2H, J=6Hz); 4.82 (s, 2H); 6.72 (d, 1H, J=2Hz); 6.82
(dd, 1H, J=8Hz, J=2Hz); 7.08 (d, 1H, J=8Hz); 7.15-7.25 (m, 3H); 7.32 (d, 2H,
J=8Hz).

MS (ESI): 507 (M-H)
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WEY48.  2-T F-1-[[4-[(4-(QA-FRFE-1,1-— F 3 B 4 30 ) AT Y B AR L |
B 3E1-4- 4838 O 2 - L H-BE MR -5 (4H)- B

X

A 2- T 2&-1-[[4-[(4-((1-BUT A PR EE-1,1-— 2L AR ) R A i 2 ]
] F 2 ]-4- 1R P O - 1H-BR K-S (4H)-B (SETtif) 12.44), $BEATIR—K
SR 7k 15BYHHTH & . LR T BT E : 8 P4/ H iz
100/0 % 99/1), 3KAG~=4), A BEEEE.

KE: 16%

Rf(ZSE HEE/HEE 95/5): 0.30

IR: vCO 1730 cm™ |

NMR 'H (CDCL): 0.82 (t, 3H, J=7.2Hz); 1.10-1.40 (m, 4H); 1.41-1.85 (m,
10H); 1.62 (s, 6H); 2.39 (t, 2H, J=8Hz); 4.62 (s, 2H); 6.90 (d, 2H, J=8Hz); 6.99
(d, 2H, J=8Hz); 7.11 (d, 2H, J=8Hz); 7.31(d, 2H, J=8Hz).

MS (ESI): 507 (M-H)

wEYA9. 2-T FH-1-[(3-(C-FE-2, 2- _HEZ-1-BOFVBHEE-4-F)F
Fo1-4-BBEF R EL -1 H-0K Mk -5 (4H) -

T 2-T #-1-[(3°-(Q-FREHKKE-2, 2- " HE L-1-H)F)BEFE-4-5)H
F]-4-92 30 G EE - 1H-DK MR -5 (4H)- B (SEHEBI 12.45), R ATR — &P B
(7% 1SA)EATHIS . =L ERRTENTGEM®: —&F 5/ FEE 99/1).
KRG, B AREE.

WE: 40%
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RE(ZEF L/ FEE 95/5): 0.30

IR: vCO: 1730 cm™

NMR 'H (CDCl; + 2 i CD;OD): 0.87 (t, 3H, J=7Hz); 1.19 (s, 6H); 1.20-1.47
(m, 4H); 1.48-1.65 (m, 2H); 1.80-2.12 (m, 6H); 2.44 (t, 2H, J=8Hz); 3.97 (s,
2H); 4.77 (s, 2H); 7.00 (m, 2H); 7.02 (d, 2H, J=8Hz); 7.28 (d, 2H, J=8Hz); 7.50
(d, 2H, J=8Hz).

MS (ESI): 475 (M-H)

EY50. 2-T FE-1-[[4-[(4-((1-FRF-1,1- — FE REHI AL F IR
5 1-4-B8 28 O 3k - 1H-0K enbk-5(4H)- i

3

R 2-T Z-1-[[4-[(4-((1- S FE PR -1,1- B 2 R )R ) R B oK
FE] P EE)-4- 123K O FE- 1H-BE MER-5(4H)-BR (SEHER] 12.46), IEIRATIR—R b
B 5k 15A)HITHIS . YOS ERTEN@EMEE: S/ P
100/0 % 98/2), A=Y, AWEEH K.
WZE: 10%
Rf(_anEﬁk*/Z@Z@b 95/5): 0.50
IR: vCO: 1733 cm™
NMR 'H (CDCI5): 0.83 (t, 3H, J=7.3Hz); 1.28 (sext, 2H, J=7.6Hz); 1.52 (quint,
2H, J=7.6Hz); 1.60 (s, 6H); 1.55-1.86 (m, 10H); 2.38 (t, 2H, J=7.6Hz); 3.91 (s,
2H); 4.66 (s, 2H); 6.86 (d, 2H, J=8.5Hz); 7.03-7.11 (m, 4H); 7.13 (d, 2H,
J=8.2Hz).
MS (ESI): 489 (M-H)

&5, 2- T F-1-[[4-[(4-(Q-FRFE-1,1-— F R HE IO T IR IR
F 1-4-B8 37 [ 2k - LH-BK Mk -5 (4H)-
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X

A 2- T - 1-[[4-[(4-((1-30 T RIEBRIE-1,1- - H 355 F 30 )6 2 B 3
FFE FHEE-4- R PR I - 1H-DK MERK-5(4H)-B (SEHEDY 12.47), 2 MEATE — MK
S| (7R 1SBIETHI& . PR T BT (UE R . — & e/ R
100/0 22 98/2). 3RBE=H), JKEEE.

W 70% |

RE(ZF B Le/HEE 95/5): 0.32

IR: vCO 1732 cm™

NMR 'H (CDCL): 0.82 (t, 3H, J=7.2Hz); 1.29 (sext, 2H, J=7Hz); 1.52 (quint,
2H, J=7Hz); 1.62 (s, 6H); 1.82-2.08 (m, 8H); 2.45 (t, 2H, J=8Hz); 4.66 (s, 2H);
6.88 (dd, 2H, J=8Hz, J=2Hz); 7.01 (d, 2H, J=8Hz); 7.13 (dd, 2H, J=8Hz,
J=2Hz); 7.32 (d, 2H, J=8Hz).

MS (ESI): 493 (M-H)

WEYS52. 2-T FE-1-[3°-((-REH IO BK-4-F0) F I 4- 1B O 5
- 1 H- Bk MeBbk-5(4H)-FR

(K
7%

i H] 2- T H-1-[(37-((1- ZE R L P AL ) BR AR -4- 25 ) AL -4- 1R 3F O 2
-1H-BKMAIR-5(4H)-B9 (SEREG] 14.1), IEBATR—BPE (05 15A)HET %]
%o RE=Y, hBatEE.

WE: 94.4 %
Rf (& H L2/ HEE 90/10): 0.35
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IR: vCO 1731 cm™

MP : 82-85°C

NMR 'H (CDCL): 0.81 (t, 3H, J=7.29Hz9); 1.28 (m, 2H); 1.56 (m, 12H); 2.43
(t, 2H, J=7.9Hz); 4.71 (m, 4H); 6.95 (dd, 1H, J=8.2Hz, J=1.8Hz); 7.09 (m,
1H); 7.18 (m, 3H); 7.37 (t, 2H, J=7.9Hz); 7.53 (d, 2H, J=8.2Hz).

MS (ESI): 447 (M-H)

WEYSB3. 2-T F-1-[(3-((1-FRFE-1- B 3 B IO DR IR 4-F) F B 1-4- 12
PR [ - 1 H-BK P Ibk-5 (4 H)- e

(K
"%

R 2-T&-1-[(3-((1- ZE I -1-H 2 BB 2R -4-55) FF 3L )-4-
BRI LB - 1 H-BRPEIE-S(4H)-BR (SEHEH) 14.2), IBETIR— P B, (J51% 15A)
AT HI & . REY, ABEREE.

. 87 %

Rf(ZEHEHE/HEE 90/10): 0.35

IR: vCO 1729 cm™

MP: 85°C

NMR 'H (CDCL): 0.74 (t, 3H, J=7.23Hz); 1.21 (m 2H); 1.57 (m, 15H); 2.43
(t, 2H, J=7.9Hz); 4.69 (q, 2H); 4.82 (q, 1H, J=6.7Hz); 6.94 (dd, 1H); 7.09 (m,
1H); 7.15 (m, 3H); 7.34 (t, 1H, J=8.2Hz); 7.51 (d, 2H, J=7.9Hz).

MS (ESI): 461 (M-H)

te&Y54. 2-T %-1-[(3’-@3%%%-1@%Eﬁ%}’fﬂﬂ%iﬁ-4-%)ﬁ3%1-4-m?é
Pk 2 3E- 1H-BK Menbk-5(4H)- Bl
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O
s &:

R 2-T F-1-[(3-(1- ZEFE R -1- L EF E)F ) B AR -4-H) F K ]-4-
BRER O - 1H-DK -5 (4H)- B (SEHEf) 14.3), ILBATIA— PR (7% 15A)
HATHI% . KRB, ABEEEE.

I 64 %

Rf (Z& F e/ FFEE 90/10): 0.35

MP: 170°C

IR: vCO 1728 cm™

NMR 'H (CDCL): 0.72 (t, 3H, J= 7.3Hz); 1.15 (m, 5H); 1.55 (m, 12H); 2.07 (m,
2H); 2.39 (m, 2H); 4.67 (m, 3H); 6.96 (dd, 1H, J=8.2Hz); 7.1 (m, 1H); 7.15 (m,
3H); 7.34 (t, 1H, J=7.9Hz); 7.51 (d, 2H, J=8.2Hz).

MS (ESI): 475 (M-H)

. E4)55. 2- T H-1-[(3-((1-FR F-1-(1,1- — B A B3 H IO E)-BL K -4-
F) B L 1-4- 42 3E O 2 - T H-BK MERkk-5(4H)-FR

s ?%S

FH 2-TH&-1-[3-((1-ZEFE P EE-1-(1,1- = FF 55 5 50 B 5880 BE 5 -4-
Fo) 3K ]-4-02 35 O - 1 H-PK MER-S(4H)-BF (GEMEB) 14.4), EBATIR—T
B (7 15A)#ATHI% . RB~=Y), A BaEE.
W 89.4%
Rf(ZSE HEE/FEE 90/10): 0.4
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MP: 105C

IR: vCO 1733, 1772 cm™

NMR 'H (CDCL): 0.79 (t, 3H, J=7.3Hz); 1.13 (d, 6H, J=6.7Hz); 1.29 (m, 2H);
1.52 (m, 3H); 1.84 (m, 9H); 2.34 (m, 1H); 2.75 (m, 2H); 4.47 (d, 1H, J=5.3Hz);
4.79 (s, 2H); 6.91 (dd, 1H, J= 8.2Hz); 7.15 (m, 4H); 7.34 (t, 1H, J=7.Hz9); 7.54
(d, 2H, J= 7.9Hz).

MS (ESI): 489 (M-H)

th&H56.  2-T FE-1-[(3-((1-FE FEHE)-6’-F - B 2R -4-F5) F 3418 3F
- 1 H-BK MEBbE-5 (4H)- ]

(K
3

i 2-T 2-1-[(3-((1- LR EFRE F E)YHR)-6'-F-B R -4-2) H B ]-4- 1R
PO - |H-BEMAR-5(4H)-B (SEHERY 14.5), #HIBETIR—RBPE (5% 15A)
BEATHI% . FE=Y, NAREE.

. 68.5%

Rf (& P4/ EE 90/10): 0.35

MP: 102-105°C

IR: vCO 1729 cm™

NMR 'H (CDCL): 0.86 (t, 3H, J= 7.3Hz); 1.39 (m, 14H); 2.73 (m, 2H); 4.67 (s,
2H); 4.82 (s, 2H); 6.92 (m, 2H); 7.09 (t, 1H, J=9.4Hz); 7.21 (d, 2H, J=8.2Hz),
7.52 (d, 2H, J=7.3Hz).

MS (ESI): 467 (M+H)

e &H57.  2-T F-1-[(3-((1-FRFE-1-F EFIYE)-6>-F -k AR -4-F)
H-4-12 35 O3k - 1 H-BK Mk -5 (4H)-F
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S
} o b

R 2-TZ-1-[3-((1-ZEEHRE-1-FEFE)F)-6’-F/-BFE-4-2)H
FE1-4-48 K O 2L - 1 H-BR MR-5(4H)-Fl (SEHED 14.6), AR —BPE (07
VA ISA)ATHI % . SR1G, A BEBEE.

KR 60.5 %

Rf (ZEFLe/HEE 90/10): 0.25

MP: 96°C

IR: vCO 1733 cm™

NMR 'H (CDCL): 0.78 (t, 3, J=7.32); 1.27-1.79 (m, 18); 2.53 (m, 2); 4.77 (m,
2); 6.92 (m, 2); 7.08 (t, 1,J=9.63); 7.18 (d, 2, J=8.19); 7.5 (d, 2, J=7.29).

MS (ESI): 481 (M+H)

EY)58.  2- T F-1-[(3-((1-RE-1- L FEFEVF)-6’-F - K-4-F)H
5)-4- i?i}?f o3k 1H-tﬁ|<ﬂ%ﬂfr7l< 5(4H)-Hf

ey

A 2-T Z-1-[3-((1-Z 8 E B F-1-Z K F 7)EH)-6- - B -4-F5)
F1-4-12 38 5L - 1 H-BR MR -5(4H)-F (SEHEB 10.54), HERTIR —R P&
7 ik 1SAATHI% . By, hEaEEk.

W 75.6 %
Rf (=5 Tt/ FEE 90/10): 0.35
IR: vCO 1731 cm™
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NMR 'H (CDCL): 0.8 (t, 3H, J=7.3Hz); 1.13 (t, 3H, J= 7.3Hz); 1.27 (m, 2H);
1.65 (m, 12H); 2.05 (t, 2H, J=7Hz); 2.57 (m, 2H); 4.58 (t, 1H, J=5.9Hz); 4.76 (s,
2H); 6.92 (m, 2H); 7.07 (t, 1H, J=9.7Hz); 7.18 (d, 2H, J=7.9Hz); 7.5 (d, 2H,
1=7.3Hz).

MS (ESI): 495 (M+H)

WEPES.  2- T HE-1-[(3°-((1-FRFEE-1-(1,1-— F I FIEL)- ) 80)-6"- -k
F5-4-F5) 5L )-4- 4B 3F B~ 1 H- DK PRIER- 5 (4H)- A

O
s ?%:

A 2-T2E-1-[(3-((1-Z&E F B HE-1-(1,1- — 3 ) B ) 5)-6- -
TR -4-38) F 3K -4- B PR AL - 1H-PK Mm-S (4H)-B (SETf) 14.8), 3ZMRATR
—RE] (715 15A)HTHI% . 3RE~, HBatEE.
. 80.5%
Rf(ZE 5/ HEE 90/10): 035
MP: 95°C
IR: vCO 1732 cm’
NMR 'H (CDCL): 0.76 (t, 3H, J=7. 3Hz); 1.14 (m, 6H); 1.24 (m, 2H); 1.6 (m,
12H); 2.32 (m, 1H); 2.49 (m, 2H); 4.37 (d, 1H, J=7.6Hz); 4.73 (m, 2H); 6.92 (m,
2H); 7.07 (t, 1H, J=9.1Hz); 7.18 (d, 2H, J=8.2Hz); 7.49 (d, 2H, J=7.3Hz).
MS (ESI): 509 (M+H) |

E9160. 2-T H-1-[B-((-FBHE-11-ZFEFREE)-6-F-BKE4-F)
FH 3E1-4- 8B 31 O 3 - L H-BK MRBK -5 (4 H)- i
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oy
IR

i 2- T H-1-[(3°-((1- ZEFE R I, 1- R EHH)-6-F-BEK-4-25)
36 ]-4- 1230 22k - 1H-BK DK -5 (4H)-B (SEFES 14.9), HEBATIR — P IR
(7 15A)ATHI % . R4, ABEREE.

WK 45.5 %

Rf (& HHE/HEE 90/10): 0.25

MP: 72°C |

IR: vCO 1730 cm™

NMR 'H (DMSO): 0.79 (t, 3H, J=7.3Hz); 1.44 (m, 20H); 2.35 (t, 2H, J=7.6Hz);
4.72 (s, 2H); 6.87 (m, 1H); 6.94 (m, 1H); 7.22 (m, 3H); 7.49 (d, 2H, J=7.6Hz);
13.13 (s, 1H).

MS (ESI): 495 (M+H)

WwEYe1. 2- T F-4-8E3F - 1-[(3°-((1-(PY M-5-28) B 36 )4 - B R -4-35)
B 2E1- 1H-BK k-5 (4H)-BR

(K
J
Oy

(R 2- T 2-1-[(3°-((1-FUEE 2 )40)- Tk 3 -4- 5k ) B 6 ) -4- W 2R L 36 - 1H-
DK PIBR-S(4H)-BR (SEHERY 14.10), HIERTR—ROPR (5 1SE)-THI& .
FEPARTERGHATE R A: P Ee/HBE 95/5 & 90/10). K54,
A E .,
WK 36.4%
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Rf (ZE F L/ FEE 90/10): 0.2

MP: 76°C

IR: vCO 1721 cm™

NMR 'H (CDCL): 0.78 (t, 3H, J= 7.3Hz); 0.87 (m, 2H); 1.51 (m, 12H); 2.38 (t,
2H, J=8.2Hz); 4.73 (s, 2H); 5.49 (s, 2H); 6.94 (dd, 1H, J=8.2Hz, J=1.9Hz); 7.11
(m, 1H); 7.16 (m, 3H); 7.34 (t, 1H, J=7. 9Hz); 7.44 (d, 2H, J=7.9Hz).

MS (ESI): 471 (M+H)

thEe2.  2- T FE-1-[(6-F-3°-((1-(PY Me-5-F) F EYVENBER 4-F H
%1-441?5( 2t 1H-BKMet- 5 (4H)-Hd

A 2-TZ-1-[(6°-3-3 -((1-%&% El%m)-%z:-m%)ﬁﬂ%]-mmﬁﬁ o3t
-1H-BKPERR-S(4H) -8 (SEHER 14.11), IKBATR — P, (J53E 15E)BHT4H]
Fo TEYIREERIHATEN QB A: —SR L5/ FEE 95/5 2 90/10). K1
e, R E AR
. 63.9 %

Rf (ZRFe/HEE 90/10): 0.2

IR: vCO 1720 cm™

NMR 'H (CDCI;): 0.8 (m, 3H); 1.48 (m, 14H); 2.36 (t, 2H, J=7.3Hz); 4.73 (s,
2H); 5.42 (s, 2H); 7.06 (m, 1H); 7.23 (m, 4H); 7.76 (d, 2H, J=7.6Hz).

MS (ESI): 491 (M+H)

E963. 2- T H-1-[(3°-((1- 3R F-1-(1,1- — FF 36 B 30 ) FE 6 R0 - R 2R -4-
FOYF -4, 4- — Z B 1 H-BK eIk - 5 (4H)- i
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K
s ?g:

iR 2- T 2-1-[(3°-((1- ZE IR EE-1-(1,1- Z FE B FR 36 R 26 ) 3R0)- B R -4
F)FHL]-4, 4- = ZH-1H-BE M -5(4H)-B (SEHER) 14.12), IEEETIA—B D
B (i 15A)3ITHI % . L ERBITET@GERE: & F b/ TRz
95/5). REF=Y), ABEEREE.

R 78.2 %

Rf(ZSE H T/ HEE 95/5): 0.3

MP: 65°C

IR: vCO 1736 cm™

NMR 'H (DMSO): 0.63 (t, 6H, J= 7Hz); 0.81 (t, 3H, J=7.3Hz); 1.03 (d, 6H,
J=6.7Hz); 1.32 (m, 2H); 1.53 (m, 2H); 1.66 (m, 4H); 2.21 (m, 1H); 2.42 (t, 2H,
J=7.3Hz); 4.59 (d, 1H, J=4.4Hz); 4.71 (s, 2H); 6.86 (dd, 1, J=7.2Hz, J=1.8Hz);
7.13 (m, 1H); 7.23 (d, 1H, J=7.9Hz); 7.32 (m, 3H); 7.62 (d, 2H, J= 8.2Hz);
13.07 (s, 1H).

MS (ESI): 479 (M+H)

& Yy64. 2-TH-1-[(3-((1-FRFE-1- L FIOE OB R -4- ) F -4, 4-
— ZZE-1H-BK -5 (4H)-

L
S &:

fFH 2-TH-1-[3’-((1-ZEFE PR FEE-1- L2 )F ) B K -4- 35 ) FF -4,
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4-Z 7 F-TH-BR k-5 (AH)-B (SSHE) 14.13), BBRTA—RS T 5
ISA)BHT & AR TENQERE: —S T/ HEE 95/5). 3R
FEY, h B EE .

W 38.3 %

Rf (& FHE/HFEE 95/5): 0.3

MP: 184°C

IR: vCO 1739 cm™

NMR 'H (DMSO): 0.63 (t, 6H, J=7.3Hz); 0.81 (t, 3H, J=7.3Hz); 1.03 (t, 3H,
J=7.3Hz); 1.32 (m, 2H); 1.53 (m, 2H); 1.64 (m, 4H); 1.88 (m, 2H); 2.42 (t, 2H,
J=73hZ); 4.71 (s, 2H); 4.75 (t, 1H, J=5.6Hz); 6.85 (dd, 1H, J=7.6Hz,
J=1.7Hz); 7.13 (m, 1H); 7.23 (d, 1H, J=7.9Hz); 7.32 (m, 3H); 7.65 (d, 2],
J=8.2Hz); 13.08 (s, 1H).

MS (ESI): 465 (M+H)

HEH65.  2- T E-1-[(3-((1-BE-1,1-— FE F IS BE-4-5) F 34,
4-— 7. F:-1H- %@m 5(4H)- i

Ty,

R 2-T 2-1-[3-((1- .\ H-1,1- _Eﬁ%ﬁﬂ%)‘%)ﬂa&z& -4-F)H
-4, 4-Z ZFE-1H-BKMR-5(4H)-B (SEHEB] 14.14), IEMRETR—P R
OF ¥ 1SAVBATHI% . PRRERBHT RN CEBR: 8P 5/HEE 95/5).
RE=Y), haaREE.

. 86.8 %

Rf(ZEFHi/HEE 90/10): 0.3

MP: 144°C

IR: vCO 1715 cm™

NMR 'H (DMSO): 0.63 (t, 6H, J=7Hz); 0.81 (t, 3H, J=7. 3Hz); 1.29 (m, 2H);
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1.53 (m, 8H); 1.64 (m, 4H); 2.42 (t, 2H, J=7.3Hz); 4.71 (s, 2H); 6.81 (dd, 1H,
J=7.6Hz); 7.07 (m, 1H); 7.31 (m, 4H); 7.59 (d, 2H, J=8.19); 13.11 (s, 1H).
MS (ESI): 465 (M+H)

Ewee.  2-TI-1-[(3-((1-FRFE-1-F 2 3 FORCE -4-56) F 514, 4-
—ZZF-1H- tﬂéﬂ%ﬂ% 5(4H)-f

Ty,

R 2-T&-1-[(3<((1- &R HE PR - 1- Eﬁ%ﬁﬁ%)zﬁ)ﬁaéz: 4-FL)FH H -4,
4-— ZF-1H-BR MEMR-5(4H)-B (SEHEB 14.15), #HBRTR—BIPTR (5
ISAYHATHI %% . PEREEHATENTQERE: — P H/HEE 95/5). 3R1E
=Y, b B EE .

KE: 56.3 %

RE(ZEF LT/ HEE 90/10): 0.3

MP: 186°C

IR: vCO 1723 cm’™

NMR 'H (DMSO): 0.64 (t, 6H, J=7.3Hz2); 0.81 (t, 3H, J=7.3Hz); 1.31 (m, 2H);
1.53 (m, 5H); 1.67 (m, 4H); 2.45 (m, 2H); 4.72 (s, 2H); 4.96 (q, 1H, J=6.7Hz);
6.85 (dd, 1H, J=7.9Hz, J=1.7Hz); 7.13 (m, 1H); 7.23 (d, 1H, J=7.9Hz); 7.32 (m,
3); 7.64 (d, 2H, J=7. 9Hz); 13.02 (s, 1).

MS (ESI): 451 (M+H)

wEYer. 2- T FE-1-[C(I-REIV-EBRTEREVEOBEE4-IHF
F1-4-02 38 23 - 1 H-BE Mk -5 (4H) -
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K
s o%:

R 2-T 2-1-[(3-(1- LR E R FE-1- 1838 T 2 3 E ) R -4- %) H
HE1-4-0R3F LA - 1H-BR MERR-5(4H)-B (SEf) 14.16), 1ZFERETIR — MR B
(7% 1SA)HAT %« =R ERSHEATENTGERE: S8R5/ FEE 95/5),
R, ABEEEE.

KK 453 %

RfE(ZEH LS/ FEE 90/10): 0.4

MP: 184°C

IR: vCO 1728 c¢m™

NMR 'H (DMSO): 0.79 (t, 3H, J=7.3Hz); 1.38 (m, 14H); 1.93 (m, 2H); 2.35 (m,
4H); 2.69 (m, 2H); 4.71 (s, 2H); 6.61 (dd, 1H, J=7.6Hz, J=1.7Hz); 6.9 (m, 1H);
7.2 (m, 3H); 7.33 (t, 1H, J=7.9Hz); 7.58 (d, 2H, J=8.2Hz).

MS (ESI): 487 (M-H)

Wawes. 2-T H-1-[(3-((1-FREE-1-(1,1-— FEE ) FI )6 - BTk
Z5-4-F5) P 5 ]-4, 4- = Z,FE-1H-BK MAK-5(4H) -

N7
s ?ﬁ:

A 2-TH-1-[(3-((1-ZEFEHF-1-(1,1- = B H FE) B HHE)-6'-F-
BRI -4-F) AL )-4, 4- = - 1H-BRIEMR-5(4H)-Bl  (SERE 14.17), AT
— BT (7% 15A)ATHI& . FYLERSTERQERE: Z& P/
HEE 95/5). R1G=H), MEEREE,
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WCE: 49.3 %

Rf(ZS F 4t/ HEE 90/10): 0.4

MP: 65°C

IR: vCO 1734 cm™

NMR 'H (DMSO): 0.64 (t, 6H, J=7Hz); 0.81 (t, 3H, J=7.3Hz); 1.01 (d, 6H,
J=6.7Hz); 1.29 (m, 2H); 1.53 (m, 2H); 1.65 (m, 4H); 2.21 (m, 1H); 2.43 (t, 2H,
J=7.6Hz); 4.54 (d, 1H, J=4.7Hz); 4.72 (s, 2H); 6.89 (m, 1H); 6.95 (m, 1H); 7.21
(m, 1H); 7.31 (d, 2H, J=8.2Hz); 7.53 (d, 2H, J=7Hz).

MS (ESI): 495 (M-H)

&9,  2-THE-1-[(3-((1-3FH-1.1-— FRE P IEE)-6’- - E-4-FE)
B 3E1-4, 4-— Z. 3k - 1H-BK Pek-5(4H)- i

H
e

i 2-T H-1-[(3’-((1- LRI 1,1- — PR FE)YER)-6’-F-BEFE-4-3)
H2E-4, 4-Z - 1H-BKMEM-5(4H)-BR (SEHER)] 14.18), FEETR—RPE
(7% 15A)#ATHI#% . LR TET@ER®E: ZFF R/ 95/5).
PR, hBAEE.

WE: 63.5 %

RfE(ZEH T/ HEE 90/10): 0.4

MP: 62°C

IR: vCO 1736 cm

NMR 'H (DMSO): 0.63 (t, 6H, J=7.6Hz); 0.81 (t, 3H, J=7.3Hz); 1.3 (m, 2H);
1.52 (m, 8H); 1.65 (m, 4H); 2.43 (t, 2H, J=7.6Hz); 4.72 (s, 2H); 6.87 (m, 1H);
6.94 (m, 1H); 7.22 (t, 1H, J=9.4Hz); 7.3 (d, 2H, J=8.5Hz); 7.5 (d, 2H, J=7.3Hz).
MS (ESI): 481 (M-H)
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EYT0.  2- T R-1-[(3-((1-FRFE-1- FFH FIOE)-3- F - B 2R -4- 0 H
F1-4-123F 23 - 1 H-BK MIbR-5(4H)-E

I

A 2-T 3-1-[(3°((1- LA TR S - 1- 7 5 Y 2k ) 40)-3- FR R R R -4- 3 )
FH A ]-4- U3 T2 1H-BKIEOR-5(4H)-Bd (SEREB) 14.19), M ETIE—BD &R
(7 15A)ETH& .. LR BHATETGERE: & W e/HEE 95/5).
R, Bt
KE: 43.2 %
Rf(Z& HHe/FEE 90/10): 0.4
MP: 81C
IR: vCO 1730 cm™
NMR 'H (DMSO): 0.8 (t, 3H, J=7.3Hz); 1.49 (m, 17H); 2.18 (s, 3H); 2.36 (t,
2H, J=7.6Hz); 4.67 (s, 2H); 4.83 (q, 1H, J=6.7Hz); 6.75 (m, 1H); 6.85 (m, 2H);
6.97 (m, 1H); 7.05 (s, 1H); 7.16 (d, 1H, J=7.9Hz); 7.32 (t, 1H, J=7.9Hz); 13.03
(s, IH).
MS (ESI): 475 (M-H)

AT, 2- T FE-1-[3-((1-FRE-1-ZFEFHEVE)-3-F - B E4-FHH
FL1-4-82 2K & - 1H-BK MRIbk-5(4H)-
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CK
s ?«;

R 2-T #-1-[(3-((1- ZEFE P FE-1- 5 P ) 50)-3- F B -BR R -4-2E)
FH 3 ]-4- 02 PF O - 1H-DK k-5 (4H)-B7  (SERER] 14.20), FZEERTD —M D&
(75 15SA)BHTHI% . PR T ET(UEm: — &R/ TEE 95/5).
R, A E AR, |
ME: 73.2%
Rf(ZA&FLE/HFEE 90/10): 0.4
MP: 77°C
IR: vCO 1731 cm™
NMR 'H (DMSO): 0.8 (t, 3H, J=7Hz); 0.99 (t, 3H, J=7.3Hz); 1.41 (m, 14H);
1.88 (m, 2H); 2.19 (s, 3H); 2.36 (t, 2H, J=7.6Hz); 4.67 (m, 3H); 6.76 (m, 1H);
6.86 (m, 2H); 6.97 (m, 1H); 7.05 (m, 1H); 7.16 (d, 1H, J=7.6Hz); 7.32 (t, 1H,
J=7.9Hz); 13.01 (s, 1H).
MS (ESI): 489 (M-H)

EWT2. 2-TE-1-[(3-((1-RE-1L1- B EFIE)-3-FE-BKE-4-H)
P RE1-4-B2 2K O 2L - | H-BK Membk-5(4H)- 7

K
ke

fEH 2-T 2-1-[(3°-((1- ZEFEBEE-1,1- — R FE)H)-3- F - B 2K 4-
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) FF B ]-4- 02 3F O 2L - 1 H-DK M-S (4H)-B (SEHEf 14.21), IZMEATIR — AP
B (7 15A)T % . F=YIEREIRAT AT (BRI : W 5e/ BT 95/5).
REY), hEEREE.

KE: 63.6%

Rf(ZEHLE/HEE 90/10): 0.4

MP: 140°C |

IR: vCO 1737 cm’™

NMR 'H (DMSO): 0.8 (t, 3H, J=7.3Hz); 1.29 (m, 6H); 1.51 (m, 8H); 1.63 (m,
6H); 2.18 (s, 3H); 2.36 (t, 2H, J=7.6Hz); 4.66 (s, 2H); 6.71 (m, 1H); 6.82 (m,
1H); 6.9 (m, 1H); 6.97 (m, 1H); 7.05 (m, 1H); 7.15 (d, 1H, J=7.9Hz); 7.32 (t,
1H, J=7.9Hz); 13.06 (s, 1H).

MS (ESI): 489 (M-H)

WERTI. 2- T H-1-[(3°-((1-FR F-1-(1,1- — FF 3 B 30 B9 36 8R))-3- B -
B 2R -4- ) R L ]-4- 0B 35 - 1H-BK MR- 5 (4H)- Bl

O
s ?%:

R 2-TE-1-[3°-((1-ZEEBRE-1-(L,1-“HER )P E)YR)-3-F -
AR -4- 55 ) L -4- R 34 O - 1H-BK PRI -S(4H) - (SEHf 14.22), IR ETR
— BT 7k 1SA)BATHIE . FEOESERETENQERT: &5k
HEE 95/5). KB4, A BEBEE.

R 84.4%

Rf(ZH FHe/FEE 90/10): 0.4
MP: 92°C

IR: vCO 1731 ¢cm
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NMR 'H (DMSO): 0.8 (t, 3H, J=7.3Hz); 1.01 (d, 6H, J=6.7Hz); 1.27 (m, 6H);
1.49 (m, 2H); 1.67 (m, 6H); 2.19 (m, 4H); 2.36 (t, 2H, J=7.62); 4.48 (d, 1H,
J=5Hz); 4.67 (s, 2H); 6.76 (m, 1H); 6.86 (m, 2H); 6.97 (m, 1H, J=7.6Hz); 7.05
(s, 1H); 7.16 (d, 1H, J=7.9Hz); 7.32 (t, 1H, J=7. 9Hz); 12.99 (s, 1H).

MS (ESI): 503 (M-H)

thEYT4. 2- T E--[G-((1-BE-1LI-ZHFERFBEOBEE-3-F)HF
%1-4-@%%)12%-1H-%%W-5(4H)-E1ﬁ

S,
. ”
SV

R 2-T 2-1-[(3°-(1- ZE IR IE-1,1- — P R E ) BEZE-3- 5 H
F-4-12 38 JEEE - 1H-BK bR -5(4H)-B (SEHEf] 14.23), AT —B PR
(7% 1SA)HATHI#% . FPYIRERBITENERE: Z&FH/FEE 95/5).
PR, hEEEE,

WZ: 25 %

Rf(ZE HEU/HEE 90/10): 0.4

MP: 70C

IR: vCO 1731 cm’™

NMR 'H (DMSO): 0.77 (t, 3H, J=7.3Hz); 1.24 (m, 3H); 1.48 (m, 2H); 1.54 (s,
6H); 1.75 (m, 1H); 1.86 (s, 6H); 2.43 (m, 2H); 4.80 (s, 2H); 6.82 (dd, 1H,
J=2Hz J=7.9Hz); 7.05 (d, 1H, J=2Hz); 7.14 (m, 1H); 7.20 (m, 1H); 7.37 (t, 1H,
J=7.9Hz); 7.45 (m, 2H); 7.51 (m, 1H).

MS (ESI): 463 (M+H) |
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WEPT5. 2- T HE-1-[2-((1-FRE-11- —HFEFIEOBEX-3-FE)H
FE1-4-BB A 1R 3 - 1 H-BK ARIbk-5 (4 H)- i

S
"

R 2-TH-1-[Q-((1-Z R EHE-1,1- T P P RSO B -3-5) |
FE-4-BR 0 I - 1H-BR MR -5(4H)- B (SEHEGI 14.24), % BEATE — K5 B
(71 15A) 1T . F=EBERBATENCERE: Z&F 5/ FEE 95/5).
R, A EEE,

W 25 %

Rf(ZEF L/ HEE 90/10): 0.4

MP: 167°C |

IR: vCO 1742 ¢m™!

NMR 'H (DMSO): 0.77 (t, 3H, J=7.3Hz); 1.23 (m, 3H); 1.37 (s, 6H); 1.47 (m,
2H); 1.69 (m, 1H); 1.84 (s, 6H); 2.38 (m, 2H); 4.75 (s, 2H); 6.82 (d, 1H,
J=8.5Hz); 7.05 (t, 1H, J=7.3Hz); 7.13 (m, 1H); 7.27 (m, 3H); 7.40 (d, 2H,
J=4.7Hz). |

MS (ESI): 463 (M+H)

EYT6. 2-T H-1-[(3((1-FF-1,1-— FE B EYE)-6’- T8 F - -4-
3) 3L ]-4- SR 3R - 1 H-BK Mk -5 (4H) -
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K
T

R 2- T 3#-1-[3-((1- ZEFE R EE-1,1- — R F I E)-6"- TR B R -4-
55 ) F - 4- 0B I0 IO HE- TH-BKPRRR-5(4H)-B (SEHi] 14.25), FZEATR—R T
B (7 BA#ITHI&E . HFYOLERBITERGERE: Z&F 5/ FiE
92/8). IKIF=H), AHEEREIA.
K. 89 %
Rf(ZF& FHE/FEE 90/10): 0.4
MP < 60°C
IR: vCO 1721 cm’
NMR 'H (CDCl;): 0.80 (m, 6H); 1.27 (m, 2H); 1.42 (m, 2H); 1.52 (m, 2H); 1.59
(s, 6H); 1.88 (m, 8H); 2.41 (m, 4H); 4.73 (s, 2H); 6.75 (d, 1H, J=2.6Hz); 6.87
(dd, 1H, J=8.4Hz, J=2.6Hz); 7.15 (m, 3H); 7.23 (d, 2H, J=8.2Hz).
MS (ESI): 505 (M+H)

WEDTT.  2- T FE-1-[@-((1-BE-1-ZHERIEOBFEE-3-F)F
Fe1-4-BBER R -1 H-BK Mk -5 (4H)-EF

<
a5

R 2-TE-1-[(4-(Q-Z8FZEBE-1,1- —FEFDF)BE-3-H)H
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B]-4-BRFF - TH-BK MEWR-5(4H)- B0 (SEREB) 14.26), HIRATE —RD &K
(74 15A)E 1T . F=IEEREITERQERE: & FH/HEE 92/8).
R, ARAREE,

WR: 84 %

Rf(ZEFH/HEE 90/10): 0.3

MP: 170°C

IR: vCO 1727 cm’™

NMR 'H (DMSO): 0.74 (t, 3H, J=7.3Hz); 1.20 (m, 2H); 1.47 (m, 2H); 1.64 (s,
6H); 1.94 (m, 8H); 2.37 (m, 2H); 4.72 (s, 2H); 6.95 (d, 2H, J=8.6Hz); 7.07 (d,
1H, J=7.4Hz); 7.09 (d, 1H, J=7.6Hz); 7.37 (m, 4H); 10.26 (s, 1H).

MS (ESI): 463 (M+H) |

EW78. 2-T H-1-[(3-((1-FBRE-1,1- — FREFIE)-2-F-FEXE-4-5)
-4 -8B B 1R - L H- DK MR -5 (4 H) -

H
M

R 2-T - 1-[(3°-((1-Z 8 FE B EE-1,1- I FI)F)-2-F-BEFE-4-5)
FH 2K )-4- 08B0 I - TH-BK PO -S(4H)- B (SEHEBI 14.27), FHEBRTR—B P TR
(715 15A)#AT & . FEERERSHAT BT : — & F 5/ FEE 92/8).
WA=, A BERREE.
Wz 77 %
Rf (ZEH FLe/FEE 90/10): 0.4
MP: 162°C
IR: vCO 1732 cm™
NMR 'H (DMSO): 0.79 (t, 3H, J=6.3Hz); 1.27 (m, 2H); 1.43-1.52 (m, 8H); 1.67
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(m, 2H); 1.83 (m, 6H); 2.35 (t, 2H, J=7.9Hz); 4.73 (s, 2H); 6.97 (m, 1H);
7.08-7.19 (m, 2H); 7.24 (d, 2H, J=7.1Hz); 7.51 (d, 2H, J=7.1Hz); 13.16 (s, 1H).
MS (ESI): 481 (M+H)

EWTS. 2-TF-1-[(3-((1-FRFEE-1,1-— I S -4'- F H FE- B K -4-
) 3L 1-4- 8835 o JE - 1 H-BK MEmbR-5(4H)- Y

ey
/ %i:

A 2-TH-1-[B-((1-ZEHEHE-1,1- — FEFEE)-4-HEE- B
-4-FE) FFJE-4-BE IR - | H-BK Wb -5(4H)-FR (SEH1 14.28), $ BRI R —f%
BB, (7 15A)ATHIE . FYSERIEITEN @GR — & F 5/ F iz
92/8). K14, AKGTEM.

WR: 78.9 %

RE(Z& FH/HFEE 90/10): 0.6

IR: vCO 1729 cm

NMR 'H (CDCl;): 1.22-1.37 (m, 2H); 1.50-1.60 (m, 2H); 1.61 (s, 6H);
1.83-2.03 (m, 8H); 2.35-2.41 (m, 2H); 3.91 (s, 3H); 4.72 (s, 2H); 6.99 (d, 1H,
J=8.4Hz); 7.19 (d, 2H, J=8.1Hz); 7.25-7.30 (m, 2H); 7.49 (d, 2H, J=8.1Hz).

MS (ESI): 493 (M+H)

EY80.  2- T FH-1-[(3-((1-FFE-1,1- — I HIFVE)-6’- L FE-FEE-4-
o) F 3 1-4- 9235 I3 - 1 H-BK MEnkk-5(4H)-
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K
REN

R 2-TZ-1-[(3°-((1- 28 FE R EE-1,1 -~ EE B H)H)-6’- 2 - FK-4-
F) 3 )-4-BR IR IR - 1 H-BR PO -5 (4H) -8l (SEfl 14.29), LR ATIR— P
R (7iE BBABITHI& . FYSERBITENT@ERE: —8FHx/FE
95/5). R4, A EERE .
KE: 82 %
Rf (& e/ FHEE 90/10): 0.3
MP: 143°C
IR: vCO 1626 1 1724 cm™
NMR 'H (CDCls): 0.81 (t, 3H, J=7.3Hz); 1.00 (t, 3H, J=7.1Hz); 1.23-1.32 (m,
2H); 1.43-1.57 (m, 8H); 1.84-2.01 (m, 8H); 2.36-2.40 (m, 2H); 2.44 (q, 2H,
J=7.1Hz); 4.71 (s, 2H); 6.74 (d, 1H); 6.84 (dd, 1H); 7.06 (d, 1H, J=7.5Hz); 7.13
(d, 2H, J=7.7Hz); 7.21 (d, 2H, J=7.4Hz).
MS (ESI): 491 (M+H)

EY81. 2-THE- 1[G -(I-RE-LI-—HFEFIE)C-B T H-BE
-4-F5) F 56 1-4- W23 [ - 1 H- DK A - 5 (4H)- i

L
s %s:

£ H 2-T£E-1-[(3’Q((1-L’fm%ﬁ%l,l-: FA 26 R )4 )-4°- 3 T -2k
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4k ) |- 4- SR IR - 1 H-DK M-S (4H)- R (SEHE 1 14.30), 32 PR ATIE — M
S|, (FiE 15A)ATHIS . YL ERBITETCER®K: —&F /P
95/5). IR1EF=Y), K EEEM,

WE: 79 %

Rf(ZFAHHE/FFEE 90/10): 0.45

MP: 78°C

IR: vCO 1624 1 1736 cm™

NMR 'H (CDCl,): 0.71 (t, 3H, J=7.2Hz); 0.92 (d, 6H, J=6.5Hz); 1.28-1.31 (m,
2H); 1.53-1.60 (m, 3H); 1.65 (s, 6H); 1.84-2.00 (m, 8H); 2.35-2.41 (m, 2H);
2.51 (d, 2H, J=6.9Hz); 4.67 (s, 2H); 7.00-7.14 (m, 5H); 7.46 (d, 2H, J=7.8Hz).
MS (ESI): 519 (M+H)

EY82. 2- T H-1-[(3-((1-RFH-1,1-“ HERFER)-2- FEE-BEXK-4-
F) 1 3 ]-4-BR PR I - 1 H-BK MEIkR -5 (4H)- B

.
Y

A 2-T2-1-[3°-(1-ZFEFEHRFE-1,1- — F L F ) R)-2- FF | - BE R
-4-FE)FH FE]-4- BRI - | H-BK MEBK-5(4H)-BR - (SEHEB) 14.31), 2B RTIR —f&%
HIE (7% 15A)THIE . FEYISERITERWERE: —& P /PR
95/5). IRTH=4), A HEREAE.

Wz 75 %

Rf(ZEF L/ HEE 90/10): 0.4

MP: 154°C

IR: vCO 1727 cm’

NMR 'H (CDCl,): 0.82 (t, 3H, J=7.3Hz); 1.20-1.30 (m, 2H); 1.45-1.55 (m, 2H);
1.60 (s, 6H); 1.82-1.98 (m, 8H); 1.36-1.40 (m, 2H); 3.88 (s, 3H); 4.73 (s, 2H);
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6.90 (d, 1H, J=6.2Hz); 6.99-7.10 (m, 3H); 7.16-7.20 (m, 2H); 7.28 (s, 1H); 8.82
(s, 1H).
MS (ESI): 493 (M+H)

1h&983. 2-T H-1-[(3’-((1-FRF-1- H R FIE)-6 - H FE-BE K -4-F5) H
FE1-4-1B IR - 1 H-BK M K- 5(4H)-

K
Ny

] 2-T Z-1-[3°-((1- Z B FEIREE-1-F 2 ) R)-6°-TH 2 -BL K -4-5E)
5L ]-4- B2 2R - 1H-BK P IR-S(4H)-BR (SR 14.32), #ZBATR— PR’
(715 1SA)BATHI%& . F=AERHIT B GERBE: ZSFH/HEE 90/10),
WG, hafmE .

B 23.8% |

Rf (ZSH&E/FFEE 90/10): 0.2

MP: 76°C |

IR: vCO 1730 cm” |

NMR 'H (DMSO): 0.69 (t, 3H, J=7Hz); 0.76 (t, 3H, J=7.3Hz); 1.17-1.50 (m,
9H); 1.68 (m, 2H); 1.84 (m, 6H); 2.35 (m, 4H); 4.75 (m, 3H); 6.56 (d, 1H,
J=2.7Hz); 6.78 (dd, 1H, J=8.5Hz, J=2.7Hz); 7.17 (m, 3H); 7.25 (d, 2H,
J=8.2Hz).

MS (ESI): 489 (M-H)

WEY84.  2-T F-1-[(3°-((1-BREE F H)E)-6'- N FE-Be R -4-F5) FF 5 ]-4- 12
PR IR - 1 H- DK AEIpR -5 (4H)- B
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N

I 2- T H-1-[(3-(1-Z A E P E-F HE)H)-6-WH- R E-4-F)H
FE1-4- 025 R FE- TH-BK METRR-S(4H)-Bd (SEHEf) 14.33), 1ZEATR — P &
(7 15SA)BHATHI % . FeYERERGHAT EAT(UEMR: — & H 5/ B 90/10).
K=Y, AhBEREE.

W, 42.4 %

Rf(Z& A 5e/HEE 90/10): 0.2

MP: 76°C

IR: vCO 1729 cm™

NMR 'H (DMSO): 0.69 (t, 3H, J=7.3Hz); 0.76 (t, 3H, J=7.3Hz); 1.18-1.50 (m,
6H); 1.67 (m, 2H); 1.84 (m, 6H); 2.36 (m, 4H); 4.54 (s, 2H); 4.73 (s, 2H); 6.60
(d, 1H, J=2.9Hz); 6.81 (dd, 1H, J=8.5Hz, J=2.9Hz); 7.17 (m, 3H); 7.26 (d, 2H,
J=8.2Hz).

MS (ESI): 475 (M-H)

&85,  2- T H-1-[(3-((1-FRFE-1- 2 FE B FE)-6- N F-Br K -4-F5) H
Fo1-4-BB FF R 2 - 1 H-BK PRIk -5 (4H)- B

R 2-T #-1-[(3°-((1- R FE R IE-1- ZFEF F)H)-6- A ZE-BE R -4-5E)
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B 2L 1-4- 02 IR R - 1H-DR e -S(4H)-B (SEHEf 14.34), AR — PR
(715 15A)BHATH%5 « AT EM el : — FHe/HEE 90/10).
=Y, hBAREE.

WCEE: 52.9 %

Rf(ZEH e/ HEE 90/10): 0.2

MP: 74°C

IR: vCO 1738 1 1775 cm™

NMR 'H (DMSO): 0.70 (t, 3H, J=7.3Hz); 0.79 (t, 3H, J=7.3Hz); 0.98 (t, 3H,
J=7.3Hz); 1.27 (m, 4H); 1.46 (m, 2H); 1.87 (m, 10H); 2.41 (t, 2H, J=7.9Hz);
2.54 (m, 2H); 4.60 (t, 1H, J=5.3Hz); 4.84 (s, 2H); 6.60 (d, 1H, J=2.6Hz); 6.81
(dd, 1H, J=8.5Hz, J=2.6Hz); 7.18 (d, 1H, J=8.5Hz); 7.28 (m, 4H).

MS (ESI): 503 (M-H)

thE&486.  2- T E-1-[(3-((1-FRFE-1-(1,1- — B EF I P IHE)-6’-H F-
B 2R -4 ) F B ] -4-BE A [ B - 1 H- K MK - 5 (4 H) -

A 2- T Z-1-[3-((1- L8 FEHEE-1-(1,1 - FHE R R EHSH)-6'- &
BRI 455 ) 5 - 4- BB PR R - 1 H- DK MR- S (4H)-B (SETf 14.35), $RREHET
BR—RPE (5 1SA)BTHIE .. FEHLERBETER@EHR: —SF 5k
/FEE 90/10). RG24, KA AEAE,

K. 69.3 %

Rf(ZE FH/HEE 90/10): 0.2
MP: 81°C

IR: vCO 1736 1 1775 cm™

310



200780035207. 0 w1 2297/32910

NMR 'H (DMSO): 0.70 (t, 3H, J=7.3Hz); 0.79 (t, 3H, J=7.3Hz); 0.99 (d, 6H,
J=6.8Hz); 1.33 (m, 4H); 1.48 (m, 2H); 1.87 (m, 8H); 2.16 (m, 1H); 2.40 (t, 2H,
J=8.2Hz); 2.51 (m, 2H); 4.41 (d, 1H, J=5.3Hz); 4.83 (s, 2H); 6.60 (d, 1H,
J=2.6Hz); 6.80 (dd, 1H, J=8.5Hz, J=2.6Hz); 7.19 (d, 1H, J=8.5Hz); 7.28 (m,
4H); 12.93 (s, 1H).

MS (ESI): 519 (M+H)

EP8r.  2-TEH-1IB-(1-BHE-11-ZFEFPIE)-6-F T H-BE
-4-F5 ) FE]-4- 8234 TR - 1 H-DK Wbk -5 (4 1) -

K

Nx

(VA

OH

A 2-TH-1-[(3-((1-Z8FEHFE-1,1- — HEFI)EF)-6- 7 T FE-BEK
-4-FE ) F FE1-4-BRFR 3 - TH-K M-S (4H) -] (SEHER1 14.36), 1% BATER —f%
S (7 SATHIE . FYSERIATEN@ERBE: — & F b/ g
95/5). A=Y, A BEEREE,

M 90 %

Rf(ZEHE/HEE 90/10): 0.3

MP < 50°C

IR: vCO 1731 cm™

NMR 'H (DMSO): 0.68 (d, 6H, J=6.6Hz); 0.81 (t, 3H, J=7.2Hz); 1.20-1.35 (m,
2H); 1.48-1.60 (m, 3H); 1.60 (s, 6H); 1.85-2.03 (m, 8H); 2.36-2.44 (m, 4H);
4.74 (s, 2H); 6.76 (d, 1H, J=2.5Hz); 6.84 (dd, 1H, J=8.4Hz, J=2.5Hz); 7.07 (d,
1H, J=8.4Hz); 7.13 (d, 2H, J=8.1Hz); 7.23 (d, 2H, J=8.1Hz); 12.30 (s, 1H).

MS (ESI): 519 (M+H)
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th&488.  2-T H-1-[(3-((1-FRE-1,1- — HEFHIE)-3-2FE-BEFE-4-3E)
3 1-4- 88 3R R 3k - 1 H- K MK -5 (4H)- R

.,

A 2-TH-1-[3-((1-ZEFE P FE-1,1- —FEF E)H)-3- L E- B K -4-
B 2L )-4-02 3 - 1 H-BRPRWK-5(4H)-BR  (SEHEB) 14.37), IR ATR—& L
B (7 15A)MTH&. PYLRERETENTQEHRB: —& P/
95/5). RAF=Y), A BEEEE.
K. 83 %
RE(ZE R/ FEE 90/10): 0.45
MP: 160°C
IR: vCO 1732 cm™
NMR 'H (DMSO): 0.80 (t, 3H, J=7.5Hz); 1.01 (t, 3H, J=7.5Hz); 1.23-1.32 (m,
2H); 1.44-1.55 (m, 8H); 1.67-1.86 (m, 8H); 2.34-2.40 (m, 2H); 2.52 (q, 2H,
J=7.5Hz); 4.71 (s, 2H); 6.71 (s, 1H); 6.84-6.87 (m, 2H); 7.01 (d, 1H, J=7.5Hz);
7.10-7.15 (m, 2H); 7.29 (m, 1H); 13.34 (s, 1H).
MS (ESI): 491 (M+H)

1 E1)89. 2-T%-i-[(3’-((1-¥ﬁ%-1,1-: F 2L B 3 50)-6- Tk - B IR -4-
3 ) B 5 1-4- 82 3R IR - 1H-BK P IbK -5 (4H) - B

H
B
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T 2-T 25-1-[3-((1- LR FEIRFEE-1,1- — FE R F)H)-6-FIE-BER-4-
HE) P B )-4- 4B BF - 1 H-BK -5 (4H)-B (SEHE) 14.38), BT — P
B (FiE 1SAHATHI&. YSERETEN@ERE: &P HR/FEE
95/5). IRTEF=4, AHEMEE.
MR 83 %
Rf (ZFEF e/ HEE 90/10): 0.15
MP < 50°C
IR: vCO 1735 cm’™
NMR 'H (DMSO): 0.79 (t, 3H, J=7.2Hz); 1.17-1.32 (m, 2H); 1.47-1.57 (m, 2H);
1.73 (s, 6H); 1.87-2.04 (m, 8H); 2.39-2.46 (m, 2H); 4.76 (s, 2H); 6.93 (d, 1H,
J=2.4Hz); 7.00 (dd, 1H, J=8.6Hz, J=2.4Hz); 7.25 (d, 2H, J=8.2Hz); 7.51 (d, 2H,
J=8.2Hz); 7.66 (d, 1H, J=8.6Hz).
MS (ESI): 488 (M+H)

eE9190. 2-T HE-1-[(3-((1-FBHE-1,1-— FEPEHR)-3- 8- B E4-
Zh) 1 BE1-4- 8255 I 2 - 1 H-BK MR- 5 (4H)- B

X
s b

fFH 2- T H-1-[3°-((1- LR IR IEE-1,1- — F R H I)H)-3-F J F&E-BK
4-FE) P L ]-4-HB IR IR - 1H-BK RIS (4H)-B (SZHEB) 14.39), #% MRATIR— %
SB, (7R 15A)BTHIE . PYEEREATER@ERE: SRR/ P
95/5). IKE=Y), HEEREE,
WEK: 85 % '
Rf(ZE B Ht/FEE 90/10): 0.42
MP: 157°C
IR: vCO 1728 cm™
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NMR 'H (DMSO): 0.73 (t, 3H, J=7.5Hz); 1.10-1.19 (m, 2H); 1.28-1.37 (m, 2H);
1.53 (s, 6H); 1.62-1.82 (m, 8H); 1.99-2.05 (m, 2H); 3.72 (s, 3H); 4.59 (s, 2H);
6.49 (s, 1H); 6.78 (s, 1H); 6.86-6.96 (m, 3H); 7.21 (d, 1H, J=7.5Hz); 7.33 (m,
1H); 13.18 (s, 1H). |

MS (ESI): 493 (M+H)

wEYA. 2-T H-1-[(3° (- E-1,1- — FEEIEE)-2- A EE-Be R -4-3E)
F 1-4-BB 2R R 3k - L H-BK bk -5 (4H)- i

K
kY

i 2-T H-1-[(3-((1- B FE R EE-1,1- — F R B )8 )-2- F &E- Bk F-4-
BE) L ]-4- B2 IR I - 1H-BK MEIE-5(4H)-BR (SEHER 14.40), HEREATR—&RP
B (F¥E 15A)BATHI&. FYRERETETQERE: — S e/ H iz
95/5). IR1GF=4), A BRI,
K. 83 %
Rf (ZS HEE/FEE 90/10): 0.54
MP: 160°C
IR: vCO 1732 cm™
NMR 'H (DMSO): 0.78 (t, 3H, J=7.5Hz); 1.19-1.33 (m, 2H); 1.43-1.55 (m, 8H);
1.72-1.88 (m, 8H); 2.28-2.36 (m, 5H); 4.71 (s, 2H); 6.85 (m, 2H); 7.09 (s, 1H);
7.23-7.48 (m, 4H); 13.21 (s, 1H).
MS (ESI): 477 (M+H)
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tEYe2.  2- T E-1-[[2-[(4-(1-FR F-1,1- — FF I A I ) R I )-6- FH B - B
M3, 2-bl[1, 2. 4]1=Me-5-FE1FF JE1-4- 4B FE 3 E- 1 H- DK Wbk
-5(4H)-{

R 2-TH-1-[[2-[(4-(1- LA HE PR E-1,1- — P F ) R E ]-6- 7 -
BEMEFF[3, 2-b][1, 2, 4]=Me-5-FE ) FE]-4- 08 B - | H-BK DK -5 (4 H)- B (58
W% 14.41), IHERTR—EPE Ok 15SA)THI&. mYLERHEITE
e : &5/ FEE 95/5). #HE=Y), AMAGEKE.,

K. 49.9 %

Rf(ZF& LT/ HEE 90/10): 0.4

MP: 110°C

IR: vCO 1728 cm™

NMR 'H (DMSO): 0.85 (t, 3H, J=7.3Hz); 1.38 (m, 2H); 1.52-1.67 (m, 10H);
1.83 (m, 6H); 2.52 (m, 2H); 2.58 (s, 3H); 4.93 (s, 2H); 6.91 (d, 2H, J=9Hz);
7.95 (d, 2H, J=9Hz); 13.13 (s, 1H).

EY93.  2- T H-1-[[2-[C-(1-FRFE-1.1- — R FEIE) R IH]-6- F H -5
MEFF[3, 2-b][1, 2, 4]=Mg-5-FE] B 3L )-4- SR TE R IE- 1 H- K MR
-5(4H)-H
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&Y

i 2-T F-1-[[2-[(3-(1- LA FE B FHE-1,1- — F I & ) R B ]-6- FF 2E-
BEME (3, 2-b][1, 2, 4] = ME-5-FE] AL ]-4- MR 3R R - 1 H-DR K-S (4 H)-F - (5
WGl 14.42), HERTR ST 5 15A)BHTHI& . YL ERHTE
PO —E R/ EEE 95/5). KB, HAMEIE.

WE: 61.7 %

Rf(Z& F4E/FBE 90/10): 0.3

MP: 145°C

IR: vCO 1725 em’™

NMR 'H (DMSO): 0.84 (t, 3H, J=7.3Hz); 1.32 (m, 2H); 1.56 (m, 10H); 1.81 (m,
6H); 2.50 (m, 2H); 2.58 (s, 3H); 4.92 (s, 2H); 6.94 (m, 1H); 7.33 (m, 1H); 7.55
(m, 1H); 7.63 (d, 1H, J=7.6Hz).

bt

OH

Ea. 2- T H-1-[(3-((1-FRFE-1,1- — FRE BEIE)-3-HH-B R -4-5)
FH L 1-4-BB 2 [ 3L - TH-BK MK -5 (4H)- i

Y
s %g:

R 2-T Z&-1-[(3’-((1- L& FE R EE-1,1- — I 5)-3- A FE- B K -4-
BB HE)-4-02 58 R - TH-BR M-S (4H)-B (SEFEG] 14.43), BT — KD
B (FE 15SA)THI&. “YLERBEITEN@ERBE: S F R/ FE
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98/2). IRTEF=4), AHEMREAE,

WZEK: 71 %

Rf(ZE P H/FEE 90/10): 0.5

MP: 59°C

IR: vCO 1731 cm™

NMR 'H (DMSO): 0.76-0.86 (m, 6H); 1.22-1.63 (m, 12H); 1.92-2.04 (m, 8H);
2.42-2.56 (m, 4H); 4.72 (s, 2H); 6.87-7.04 (m, 4H); 7.04 (s, 1H); 7.14 (d, 1H,
J=7.5Hz); 7.27 (m, 1H); 8.68 (s, 1H).

MS (ESI): 503 (M+H)

aH95. 2-T H-1-[(3-((1-FBF-1,1-— PR FEE)-4- T E-BE-4-5)
B L) -4- BB B [ 2L - 1 H-BK Pk -5 (4H)-

K
P

2

R 2-T 3-1-[(3-((1- ZEFEHRIE-1,1- I 3 1 28 )8))-4' - R 25 - B 2R -4
B AL - 4- 4B R R - | H-BRMERK-5(4H)-BR (SEHf) 14.44), IREAETIR—& 5
B (7 15A)BITHI& . HFYLEREITEN@ERE: & T/ F iz
98/2). A, '
WK 77 %
Rf(ZE FH/FEE 90/10): 0.4
MP < 50°C
IR: vCO 1734 cm’
NMR 'H (DMSO): 0.74 (t, 3H, J=7.2Hz); 1.15-1.29 (m, 2H); 1.45-1.57 (m, 2H);
1.71 (s, 6H); 1.84-1.99 (m, 8H); 2.40-2.46 (m, 2H); 4.73 (s, 2H); 7.19-7.22 (m,
3H); 7.29 (s, 1H); 7.49 (d, 2H, J=8.1Hz); 7.85 (d, 1H, J=8.4Hz); 10.11 (s, 1H).
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MS (ESI): 508 (M+H)

a6, 2- T E-1-[3-((1-BE-1,1- —HEPIE)-3- =8 FE-FXE
-4-3) F 5E]-4- SR 34 IR - 1H-BK MR -5 (4H)- I

L
s QQ K

fFH 2-T H-1-[(3’-((1- LR FE PR FE-1,1- — FFEE F 38) 50)-3- = 3 R 2% - BBk
T -4-F0) FF L ]-4- 42 IR R FE- 1H-BK MR- S (4H)-BR  (SEHE 14.45), 12 B ATIR —
IR (58 15SA)THI& . FEE T Bl — & Fh/ Bz
98/2). IKTEF=4, AEMEE.
K. 80 %
RE(Z&HFLe/FEE 90/10): 0.54
MP: 90°C
IR: vCO 1735 cm™
NMR 'H (DMSO): 0.77 (t, 3H, J=8Hz); 1.21-1.30 (m, 2H); 1.42-1.49 (m, 8H);
1.66-1.84 (m, 8H); 2.36-2.39 (m, 2H); 4.83 (s, 2H); 6.73 (s, 1H); 6.87-6.89 (m,
2H); 7.31 (m, 1H); 7.37-7.45 (m, 2H); 7.59 (s, 1H); 13.15 (s, 1H).
MS (ESI): 531 (M+H)

a7, 2-TE-1-[(3’-((1-8FE-1,1- — I I H)-3-iHEE- B A -4- )
FH B 1-4-98 25 1 2L - | H-BK M- 5 (4H)-

-
/ e

318
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T 2-T H-1-[(3<((1-ZFEE P EE-1,1- = 3 L)) 3-FH 2 - B -4
Bo)F L )-4-BE 3R IR - T H-K MEbE-5(4H)-F (SEHER 14.46), T2 EIR—&K D
B (5 SA)BATHI&. FYSERBITEN@ERE:. —f F5/F R
90/10). IRMF=H), NEEEE,

Bz 82 % |

Rf(ZSE H5e/FEE 90/10): 0.54

MP: 101°C

IR: vCO 1731 cm™

NMR 'H (DMSO): 0.82 (t, 3H, J=6.8Hz); 1.26-1.33 (m, 2H); 1.52 (m, 8H);
1.69-1.86 (m, 8H); 2.39-2.44 (m, 2H); 4.85 (s, 2H); 6.75 (s, 1H); 7.88-7.98 (m,
2H); 7.35 (m, 1H); 7.52-7.58 (m, 2H); 7.80 (s, 1H); 13.25 (s, 1H).

MS (ESI): 508 (M+H)

e a998. 2-T H-1-[(3-((-FRE-1.1- — PR FFE)-4’-H FE-BRFK-4-
B P 3 )-4- 0235 e - 1 H-BK P ObR- S (4 H)- i

3
s

R 2-T 2-1-[37-((1- 8 E P EE-1,1- - F 3L F 38 5R)-4°- TR FE- B 2R -4-
HE) 3L ]-4- 9235 [ - 1H-BKMEIR-S(4H)-BR (SEHED 14.47), IEIBRTR—MRP
B (FE SA)ITHI&. S ERBITEN@ERK: SR/ P
95/5). IRIFT=H, A BEBEE,
. 78 %
Rf (S FHe/F B 90/10): 0.8
MP: 74°C
IR: vCO 1731 cm™
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NMR 'H (DMSO): 0.72 (t, 3H, J=7.3Hz); 0.98 (t, 3H, J=7.3Hz); 1.11-1.26 (m,
2H); 1.42-1.54 (m, 2H); 1.54-1.70 (m, 2H); 1.66 (s, 6H); 1.84-2.98 (m, SH);
2.36-2.42 (m, 2H); 2.60-2.65 (m, 2H); 4.68 (s, 2H); 7.02 (d, 1H); 7.07-7.20 (m,
4H); 7.43 (d, 2H, J=8.2Hz).

MS (ESI): 505 (M+H)

&899, 2-T F-1-[(3°-((1-(PY ME-5-F)-1- £ 3 FF ) - B R -4- 35 B
FE1-4-BBER R 3 - 1 H-BK MK -5 (4H)-

;‘L(N\
7 N
]
HN—N

A 2- T H-1-[(3-((1-(1-"F A AL DY me-5-28)-1- L EE B &)- TR
~4-FE) P L )-4- 4B IR IR B - 1 H- DK MR- 5 (4H)- B (SEHED] 14.48), B ETIA—&
S] (Hik SPTH&. FOSERETERCERBE: —f T 5/
90/10). KG9, A BEEAEK. |
BE: 93 % '

RE(ZAEFHe/HFEE 90/10): 0.2

MP: 76°C

IR: vCO 1633 cm™

NMR 'H (DMSO): 0.74 (t, 3H, J=7Hz); 1.08 (t, 3H, J=7Hz); 1.18-1.27 (m, 2H);
1.42-1.51 (m, 2H); 1.90-2.04 (m, 8H); 2.10-2.25 (m, 2H); 2.30-2.36 (m, 2H);
4.70 (s, 2H); 5.69 (t, 1H, J=7Hz); 6.85 (d, 1H, J=7.3Hz); 7.09 (m, 5H); 7.43 (d,
2H, J=7.8Hz); 10.40 (s, 1H).

MS (ESI): 485 (M-H)

SEREG6. RIEA KR EYIH PPAR B PR ST
RSN A K BT RIS D) PPAR-SE T3
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R

B2 HEERR Gald BHXE T DNA 446 &M FARF PPAR #
P 45 & S A IR A AR RIEE, THERERTEARR
(COS-7), 1&&MFA PPAR )& . 7E 0.01 F1 100 pM Z [AIWFIET, 5t
Gal4-PPARa.. y. FISfkA1E, WAPTRILESY.
40 B (R 55 57

COS-7 41 Musk B ATCC (3 [E & 5 354 {# 7% F /0> (American type
culture collection)), FZEARIN T 10% (EF/AAFDIG 4 IMIE . 100U/ml FHEE
Gibco- Paisley. UK)F1 2mM L-& & Bt (Gibceo, Paisley, UK)) DMEM 357
EHEEF. I£5F 5% Co, MERTR T, E37TCRFARAM.
F T L 1 JFUR B R

Jiki Gal4(RE) TkpGL3.pGal4-hPPARo.. pGal4-hPPARY. pGal4-hPPARS
N pGald-o CEEXHRF B F L (Raspe E 2%, 1999). @it 7E pGald-oZ 14
H e [ 3E T PCR 1% 355+ T A\ PPARa.. PPARY. 1 PPARSHZ 3% 44 ) DEF
ZE ML) DNA K B, %78 pGal4-hPPARa. pGal4-hPPARY. Fll pGal4-hPPARS
P caf=: 8
g

7E 10%fR4FMEFE T, R 1/10 1 pGald-PPAR/Gal4(RE)_TkpGL3
tt, LU4E£L 150 ng ) DNA ¥ 2L80% K COS-7 41/, A5, Frid4ufusiiR
T 96-FLIR (4x10* NRA/FL), SRIGTE 37°CRESR 24 /it FETIMIERE R
B, 7£37CT, HATRANRLEETE 24 /MY ZELRHIBRSG, HE
MM IF F Steady-Lite ™ HTS (Perkin Elmert)E¥ Steady Glow Luciferase izt
& (Promega), F& R ALY 7 R BN E B B BvE M.
giR
ELHiB116.1.  pGald-hPPAR (ou/y/8)REF B & IS

7£ 0.01 1100 pM Z [AIFFIET, £5F 3 # PPAR [WFFE!, MAA K
RIEY. FIIRBIERER la PIEMLH.

AR NBELR R T LE pGald-hPPAR 5 4 1 3F A & B4 &M AL 32 1
A R R R AR B 3E BRI BB .
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B la ;S RMEERWFBKBSE. Flm, e 1 T
hPPARa.EH 3uM K EC50, TiXtF hPPARyRH 8uM ) EC50, I HALA
M) 21 %FF hPPARoEH 0.6uM ) EC50, %t F hPPARYEH 1uM [ EC50.

1b 3 2 T %+ F hPPARoF hPPARy. #i%} 4< & BH 4k & 4 H EC50.EC50
AR, ARBANESYTTZEREMERE. S NRiFh, ARPRkE
YILLE R PEL A PPAR FFEEANT. —E4b &M@, EY DIEEM
Ff PPAR R#4Y, T H e &P NEE BNz —Wm, (a9 25 [
7% hPPARG).

2

KELERRH, AXHNNKAEYEES S HBIE hPPARaFI/EL
hPPARy. AR BUEYSLIE) R ABE K- Z AN, JEBRRTFA
MR B DI S FOETRF TR PPAR TE2Y,

SEHEBI17. RIFEARRFAAAESYRME ZKE AT A2 ARSI

SMFEH
R

RN T AKHREYT E BIKE T AT1 2R RHELE S,
I B IKE 1T AT Z 452 B i & 90 M R 2591 B 4nEEAR . 1C50 RoR
Mz Ry 7 MEPEER) NEEH S0%MRKNARHALSYIRIRE.
IC50 MK, FTRibEHIxt T AT1 SZARAKI SRR MR .
TE

£ CEREP (Celle L’Evescault, France (86))t, %M T Bergsma %%
(Bergsma DJ 5%, 1992)H0 77 AT E G : MRIEN AT1 Z44HEH CHO
HBAT TR S . ZRALEWR 0.05 nM HI['PI][SaR 1, Tle*]-ATII. Frid
SBRAKELE 37CEE 60 74P, AN BEMTIE.
ZR
SERB17.1. WREARARLEDEFEZLS AMLEZEKEITATI %2

Ny

7£ 0.001 F1 1opM Z HMIFIR T, P4 AMERKE I AT1 24K, W

RAK B ED.
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AERPAANBERHTARAKALEY S NLEZKE I AT1 ZAEMNLS S
() B2 R E G 0 . B 2 78 AR R B LA 40 T IS B 7K 2 11 AT
ZARH] IC50 (S0%FNHEIAR ). IC50 A%, Bridtb &HxT T AT1 ZARFIZEHM
PR .
g

GRWN, ARAKLEDEZEHFNNEKBEHEAANLERKE I
ATl %k, KRPNEVHG GKPETZR, FHERTIRLEYMIE
FMERR (BlinieEERA L1, L2, R1. R2. E &M RmMENL).

SEHB118. RIBARAXNEYIMEREKRE I AT1 ZEREHIRYBN
HISE RSN e R TR
JR3E

FiaTFIE RN T ARSI M E5k R 11 AT1 ZAAKE
t. ZEMEERE ZEEIFIELRE RETDEN, X2 EKSTHTA
N EARINED . BEhFEMEST N FARWYE . EBREEx N T A8
5K o
TB’

7E CEREP (Celle L’Evescault, France (86)).l:, #%MEZ-T Pendleton %5
(Pendleton RG %, 1989)135 BHEAT 564K G & IR .

HATBEANENRMESRFAEETHTRENEE INEEEEKE
W (95% O, F1 5% CO)H BT TR, HEF FHIAM (mM): NaCl
118.0. KCI14.7. MgSO,1.2. CaCl,2.5. KH,PO, 1.2, NaHCO; 25.0. F1%i
EIBE 11.0 (pH 7.4).

VUARHIER (1 pM). HFZE/R (1 pM). FLBM (1 uM). FIHEH A
uM). ZHZAFB (1 pM). F-RIEEH (0.1 M)W EFTA AT HISLLE +
R, Lol ro- B ERRERESZ A, B-F LIREREZ A, 41K HI FEW
M4k, N 5-HT2 ZAALLRPTIEIKREME . AL ETETEKKERN
JIERES . BN KR 4g MER BT, SRETRE 60 48, ZERERAM,
CATHATUERE TR, FRTEKT. FHER /N HREHRENLEIELE
KRENF¥BIINSERE RS, HITHRLER.
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BrshiniE
PR AR 58 T R RIRE IS BB 71(0.003 pM I R 7K R
IT), DUffitA P& FF 3R A5 %t PR 4 2

FEETIRGEGEBEERUULERE T Em 45 % (basal tone) 5, Frid
PR TR E AR AUAEYRF—EEIN. RNRWRERBRMA,
B—IRERFEES TR A A A EH BIE 258 e N & F BB £ 8k 30 4r8h. W
RWEHFIRINE K45 BHAEF, WX A% B8 K140-A 40 i 5w i B Sk il
RKSREBH0.01 uM KR FIEIER), LUHIIA AT1 ZES 5HTENE
ini}ﬂ@iﬁ'ﬁ

TR 1R 8 & T IXE KR E KNS REE17(0.003 M W IMLERKE
1), DAFAARE FEIRTENT BRI AA N 2

FEMEZEKRR NESMRERIREZE, HWINKENAEZBKEY
RESRETY WARPEEREERMA. §—IRERFESHEHNA
fiul B B W52 B A8 . B 9 HL B 2 Bk 30 438k

AR B AL A s i K R 11 % S AR RIS R B T R AT
AR TAE N .
2R

AT E 3 R4 Ron B TR A ML B E 1T AT1 2461
HEhFIMBETNA R A RIS 1. 21, 53 F1 80 BIN . BTl B S H
2R EYIREFFHRRINERZN. FIRGRUSNROEZKE I
NERESERR. STTREBERALR, &% 1. 21, 53 F1 80 RiFFUk
i, S TFAMBETMERRKR DMNALR, REAMKLED 1. 21, 53 7
Hi T 2 BB IR 8 P 2B B 28R o

Rk, PR REH, RRPMLEDT AMEEKE T AT AR
RIMBEEFEE (B 32 EA KA RFBRKBERA AT @
EEKE U BB,

i

ARHANS N TR T A K ALEDT AN MLE RKE 1T AT1 %2

(ENEREAK /R
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SEHMEBI19. 7E ApoE2/E2 /N A R VRO R #5245 &k B IOAL-& 470 B B e 1

PR B AT HDL- B [ B4 j Y g
JRHE

T e i g UA GRS 7E R A K B S b B ML AR R H E2/E2 MR Z
JEAERFHEH 4347 PPAR BEEFEMERRIE, AT AR HRLEDRIE
FEHF I o

B A% I i BB B2 ApoE2/E2 /MR, —FhEE ABIEEB E FMA! E2
I EE /N (Sullivan PM %5, 1998), FEAF, ZEIEEA, BRIEFEEE
EAMREFEREE (LDL-VLDL)K A7, U=FFEME E2. E3. M
E4 {77, B2 B A MEA LRI E 158 FHIRE, HAXKF/U T A% E
H B LDL B3 F4E, VLDLERJLFATFE. K5, KEEREONE
M5S0 I BFRARIBIE (FBEEBEMEHm=EERX) —&ELE.

PPARoIA TS 58 likia (&, #lW Apo AI. Apo AIl. 1 Apo
ClI, R¥ZEBEHW FAT) & 5ERAM(ACO. CPT-I. B CPT-II. fi§
iR B-E LB EF M RIEK . Fik, EACLREERSYH, FIH PPARa
BOEFHATIRT SEUEF H M =EK . MEARPHLAEMBITER
MAEZR, AN EBELEYN PPAR BEIFE TS, NTIENE
AT B AR R

SERIAR SN E 1) PPARa B R N P S BEEREE M T &
Rik, PFrRSREE R B E7E PPARo 32 T HIMEEEE . 7EX SR rh AT S0 H)
B R MG ACO (BLEEMES A E10EE, —M7EMBIIIR B-SE AL - i ok
B§). Apo CIII (Z 5B 8 fEE H). 1 PDK-4 ((NETER It S B R A
FpAY 4, —FREEARE AR R IR R,

5tRe, F PPARy #3h5 G 7 sh ¥ N AE A s H 4R b S BUEE R HE 1
TEFRE, FrREERERHELE PPAR HE THMEER. AR DHR
R 2 9miS PEPCK (JABE A B ERBEER AR IS, —FipE IR R AR EE .

WEARHAEYIETT G PPAR ERERIEELHT T ERY
WA R NE R
HE
34 ) b 3
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£ 20 £ 3ICHMEER L 12 /MI/12 /N /WS A I 0R R ApoE2/E2 5 3: [K
IR E—RAREENIAZE, XDRETHRE, ok 5 R4,
FLA 6 B LR AE SEIR T I 58 B B AT TR EE AN e AT A 7K P 1 0 A — 2L
RSB TR P ELT4ER (Sigma C4888)F il IL B N EWIEITHE
H, EEEMFETER—IK, FE 7K. iRz s 8 st gftK.
TR MRE, TE4 /PREERERRBEETIASIY), 18 HPuEkiLi(EDTA)E ML
FE, RIERE/NRIFLTE. @it Pl 3000 ¥/ 8080 20 735, 7 BIMK .
FERIRIFE+ 4Co

EUHFREANP AR AR &, HALBIER A T A%, RJ57E- 80°C TR
£, AT UET.
1if A F 0 &

o R AIERY B B3, 1@ I B Il 52 (bioMerieux-Lyon-France), Il & Ifl fig
WAL CRE [ B H v =D
1 3% Jig B 5 2% oy v B [ B A5 B S AT

B BEEE B o B M R B AR AE i % 5 (VLDL. LDL. HDL). %%
Ja e AL R R, 18 T BF I 52 (bioMerieux-Lyon-France), Wl &% —%
43 HA) HEL [ B
1t 52 8 RT-PCR M3 R RIA

JHAR

FE R A FE T I 3, 48 B NucleoSpin® 96 RNA 571#& (Macherey Nagel,
Hoerdt, France), MFF] T RELE RNA,

WG, FIHTE3TCT, EEHHZMK 1X (Sigma)s 1.5 mM DTT. 0.18
mM dNTP (Promega).200 ng pdN6 (Amersham).30U RNase $I#|3f] (Sigma).
1 1ul MMLV-RT (Sigma)ff] 20 pl S AAFR 57 1 /M, 4 1 ug 75 RNA (1
F Ribogreen RNA € & iR 77| & (Molecular Probes)# 1T & &) R ¥ % A
cDNA.

g i A 2R

ISR AR BRI 7%, WARY) AR BRI AR K S RNA.
Polytron, 7E 5 ml B ZZ ¥ (4M FREMIT . 10 mM EDTA pH8. 50 mM Tris
HCL pH 7.5 1 1.4% b-3RZELEE) FHEESKBAR. A0 EEE, I
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A 500 puL 2M BEFREY pH4. 5 mL K&y, F1 2 mL A5/ 7 IKEZ(49: 1)IE &
HERLE, WEEKE, IR T UL RNA. EZRUURE, AIZ
BZ 70°0E%, T4, REBR&T —EERNIT RNase HjK. AR5, @i
1% Fl NucleoSpin® 96 RNA R 7 £& (Macherey-Nagel), B4 =¥, #
1T RNA f4li4k./DNase I £b 35 1& .
WE, FIFATE37CT, EEHEEMW 1X (Sigma)s 1.5 mM DTT, 0.18
mM dNTP (Promega)~ 200 ng pdN6 (Amersham). 30U RNase #JIl5f] (Sigma)-
A1 1pul MMLV-RT (Sigma)f] 20 pl SAEFRH W 1 /N, 45 1 pg 198 RNA (fif
F Ribogreen RNA & & i 7l & (Molecular Probes)#t 1T € &) X # F ik
cDNA.
ik & PCR SERFH MyiQ B35 PCR Ml & 4 MyiQ
Single-Color Real-Time PCR Detection System) (Biorad, Marnes-la-Coquette,
France)i#t1T, 31 H iQ SYBR Green Supermix iRk #) &, M4 7= ¥,
£ SSCHIBAZEET, 75 pl BBHNREZEBS, 7E 96 FLRPHAT.
AT IR TR EZE R 5 Y5
e PDK4: HX5|¥: 5>-TACTCCACTGCTCCAACACCTG-3’ (SEQ ID NO:
DR X514 5°-GTTCTTCGGTTCCCTGCTTG-3’ (SEQ ID NO: 2)

e ACO: AX5I¥): 5-GAAGCCAGCGTTACGAGGTG-3’ (SEQ ID NO: 3)
MR X514 5°-TGGAGTTCTTGGGACGGGTG-3’ (SEQ ID NO: 4)

e ApoCIIL: H X5 5>-CTCTTGGCTCTCCTGGCATC-3’ (SEQ ID NO: 5)
MR X514 5°-GCATCCTGGACCGTCTTGGA-3’ (SEQ ID NO: 6)

e PEPCK: H X5|¥): 5>-AAGGAAAACGCCTTGAACCT-3’ (SEQ ID NO:
1D R X514 5’-.GTAAGGGAGGTCGGTGTTGA-3’ (SEQ ID NO: 12).

FERMIER T (HFHLRFNRRIALR), KRG E SR NI 7
TEHI LA R AE PCR ¥ 3% cDNA MEBHBE RG] ST TFHFRIE 5T,
AL pl BA R REBRARMRE YR ESHE, B3—eBEm
VEVR . AT, IS A EAEXS T AR Y B i SRR R R £k, e —
EEAR B X R IEIK

Wa, WX TZSRERREKFE, X HREE K RIEKEFIT IR
1k
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TEFFAELRF, SHRERN 36B4 FHReRHIIWN: FXI9:
5’-CATGCTCAACATCTCCCCCTTCTCC-3’ (SEQ ID NO: 15)F1x
XB1¥: 5°-GGGAAGGTGTAATCCGTCTCCACAG-3’ (SEQ ID NO:
16)),
FERRIT AR, SREE N 18S (HEFRME5I1Wh: F X5|4:
5’-CGGACACGGACAGGATTGACAG-3’ (SEQ ID NO: 17)fil | X 5|
¥): 5-AATCTCGGGTGGTGGCTGAACGC-3’ (SEQ ID NO: 18)).
W, MTEB—HKRTESFSEF, BMENES (XRKBEIMLEDE
FHMES) MHX RAREKAENER FEZ AR EE. FREFER,
TRt R RREENE . BAEREFINESF —LRANKETME
(251 ..

aR

1fn A 7 &

&l 4a A1 4b. 5a F1 5¢ H45 R~ T HLL 25, 50, 100 F1 200 mpk it
FI1LE4) 1 8L 10, 30 8% 100 mpk M 4L &4 21 1697 7 K2 JG .S EE
FEFH W =FR KPR BEFER B R,

&l sb &M, HLEW 21 A7 7 RSB E A%+ BEE B A6
A7, H VLDL 1 LDL Z4 B3 &%, 1 HDL-PEE B4 B &8,
it £ 8 RT-PCR S Hr EE ik

FEE 4c.4d 5d F0 5e 45 IS RR A, AR AL &5 S %S PDK-4
MEFEKFREEZERN, RS ACO MERKITRIAEZEEM,
de MATTEREN, KR\KILEDFHEFRID ApoClI FRIEEZE T K.
Af SIS REKRE, XRAPLEDE S WIS PEPCK 2 RI7E A 41
L )R IK B2 HFE K .

Z1

ARK\ANBEEY, KRAKLEYEFERERE, BET MR8 E
BERHm=MER. ARHARLEYEREEMA R HDL-A B B R 5 1
M. Mhoh, ARHACEERYE, XREKIEYRRIDS IS RAFERS =
JEAR < B 9B R R A R AR P3R5 I e 25 SR B T A R B 191k
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Xt T LB if R AR a4

L5120, 78 db/db /N R PR A R BRAL &0 R BURE PRI A0 [ R
538

W E MR EEAESERKYE, FHEAESERARRUEDEN
VRIT JE AT PPAR BEEFIEERE, AN ARKANKEDNERSE
YU PENE R . X EEPINATE db/db /N B BT
Yk "
BN AbH

7E 20 £ 3CHIMEIR L 12 /NI/12 /8B 6/ B B AR R M db/db /N R
E—RREENHZE, X/REITIRE, Fouk 8 Raiida, Huk
B AR SER BT 2 B RE M E AT s RK 04— Bk
1b &8 T 3R B B 4T 4k 25 (Sigma C4888)IF i B WA AMAT R, 1EikE
HIFIR T RR—IK, 742 28 R TR L B Hsr K REERED.
LR SRR XY RNAAER . AXLBKRE, 7 4 Dt
A A REEFTid sh%), 16 I (EDTA)GUER M B R, SREFRE /DN R 340 TE.
WL LA 3000 /2080 E50 20 4081, SEMLE . HERBRFFEEF4TC.

HURFREAH R A0 e i P SRR, FESLBIZERE R, SRJS7E- 80°C
TRTE, AT S
1 i 4 0

AN R EW, il @'F}@U %€ (bioMerieux-Lyon-France), ¥l & I fi§
W CRRRE R =),
i 352 5% 1t 0 JBE 5% 3% i, F 1 =

i Glucose RTU A7 & (Biomerieux), 1ZMREg-tL:, WE K ILHK 5
EPE. MEELEEEENERERTEIRERER; 1% KNG E L
Ho WRIE Trinder R VBRSNS, HIESENBEHVERT 3 BERB
RE-A-ZBUNFET, FFEKFFEY—RIE. HERTE RN
PSR 5 5 R P AR TE M A R B

i F ELISA J7¥:CRAIR B £ 7§ Crystal chem. ] INSKR020 {7 %),
MERESE. AMRBESENBEERER TR, R5, BREITE
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5 2 B ML TR SAR o KRR PUIE B S P44 F TR ) e /) BRUJBR B AN HT
EERRTENAERNEEY. &5, MARTENYEER DR HUKR
ik, HESRERIUBESESE. BidinA\ OPD(ERA —i%)B K it
ITRERN. BENBRESHEMTHFERESRNERELE.
it 52 & RT-PCR K RIA
iR

F R A P T B U R, 48 B NucleoSpin® 96 RNA i®#)& (Macherey Nagel,
Hoerdt, France), MY #RELE RNA.
JE Iy Bt S22 41

B SRHB SRR v, WAL BRER AT 4L 4 4 RNA. {8 F
Polytron, 7F 5 ml RS2 MR (4M FRFERRAL 10 mM EDTA pHS8- 50 mM Tris
HCL pH 7.5 1 1.4% b-$iZLE) PRESNKTRALR . A0ESE, N
A 500 uL2M ESES4N pH4. 5 mL By, M2 mL E4i/5KEE (49:1)BE
Y. E8LE, WEKZE, HERNERLETIUE RNA. 7EZIRVTESE,
M Bz 70°%6%%, T, REHRET —EARITE RNase HI7K. R/5,
B AFH NucleoSpin® 96 RNA & & (Macherey-Nagel), %M 4= i3
B, #4T RNA H4i{t/DNase I b H P,

WG, FIATE3ITCT, EEHFEMPW 1X (Sigma). 1.5 mM DTT. 0.18
mM dNTP (Promega)-200 ng pdN6 (Amersham). 30U RNase #II| 5] (Sigma)+
A1 1pl MMLV-RT (Sigma)] 20 pl S AFH KON 17N, 4% 1 ng #7/5 RNA (fff
H Ribogreen RNA & & i ] & (Molecular Probes) 31T & &) & # F A
cDNA. |

ik E & PCR SE¥fF H MyiQ S EK PCR U & 4 (Biorad,
Marnes-la-Coquette, France)#4T, 3#/#/ iQ SYBR Green Supermix R &,
RBAEFENHE, ESSCTHALERET, 75U mBHREZBRT,
7E 96 FLIR AT A TR R Tt 2R 5 2%
e PDK4: H X5|4: 5-TACTCCACTGCTCCAACACCTG-3’ (SEQ ID NO:

DA X514 5°- GTTCTTCGGTTCCCTGCTTG-3’ (SEQ ID NO: 2)
e CPT1b: & X31#¥): 5°-GGACTGAGACTGTGCGTTCCTG-3’ (SEQ ID NO:
NF R X514 5°-AGTGCTTGGCGGATGTGGTT-3’ (SEQ ID NO: 8)
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o ApoCIIl: B X5#: 5-CTCTTGGCTCTCCTGGCATC-3’ (SEQ ID NO: 5)
e X514 5°-CGATCCTGGACCGTCTTGGA-3’ (SEQ ID NO: 6)
o FGb: HX3|¥: 5~ AAGAAGATGGTGGTGGCTGGTG-3’ (SEQ ID NO:
NI X5 5°-GGGACTATTGCTGTGGGAAG-3’ (SEQ ID NO: 10)
e PEPCK: H X 5|#): 5- AAGGAAAACGCCTTGAACCT-3’ (SEQ ID NO:
1A R X514 5°- GTAAGGGAGGTCGGTGTTGA-3’ (SEQ ID NO: 12).
R RN B SER NI IR FLE R A& 7E PCR 4 1) cDNA (&
HERLE . SRS, FIABIL pl 8BRS R AR
BEDRELTR, B —BENE®. A\m, EEEHBHEXS TR
L) IR R 2k, W — 5B HIAENS R IEIKF
WRIG, EFFARS, Xt TFSRER 36B4HFFRET N F X519
5’-CATGCTCAACATCTCCCCCTTCTCC-3’ (SEQ ID NO: 151z S 5|4):
5-GGGAAGGTGTAATCCGTCTCCACAG-3’ (SEQ ID NO: 16))FRIEK
S, ULKRFERRMALR S, X TFSRER 18S HRRET YN X549
5’-CGGACACGGACAGGATTGACAG-3’ (SEQ ID NO: 17)#1jz X 5| 45:
5’-AATCTCGGGTGGTGGCTGAACGC-3’ (SEQ ID NO: 18)), Xt H #rk [ i)
RIERTATIE . )5, D TE—HKHHEESET. HRHETES,
Tt EYMEHERREBRL , BRAERETFNATETERAANNGEFE
HISF IR
#gHR
1L g B &
6a F1 6b. 7a F1 7b ELE T HLL 10+ 30 BE 100 mpk I I4LEY) 1
AL 100 mpk i B4 &9 21 Y897 28 K2 J5 M3 H i = EaF0%7 S M8 K
DL B BB R B KT FUAEAR B, BT AKLSWHGT, |
WM=FEFE R B3 GEFHEFNEMKBIMHD FBAK.
R I N R S 2 ot g
6c. 6d. 7c F1 7d LB T FILL 104 30 B¢ 100 mpk HEF#4LEY 1
FLL 100 mpk A MILAY) 21 V6IT 28 R G K B A BER R D EKFE,
UL R B X PR R 1B /K. TR R, BT AKRPUEDRIETT, B
MAMESEMEE GFEERAIEKB TR BFIE.
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it 2 & RT-PCR i E FKiA

ARHANEERERR, ARAKILEYZ PPAR SRR EE KR THI.
7EE 6e 2 6h Fl 7e 2 7i LA G R KR, LL 50 mpk 45T db/db /MR 28 K
(4L E4 1 50 2 76 FF I 35 S 4% A0 PDK-4 (& 6f F1t 70)F1 CPT1b (& 6f F1 71)
FIEE M ATRIEEZER N, LLEYwY ApoCIIl (B 6g #1 7g) 1 FBb (& 6h
M TFIERFRIEDE TR SRPAREEN, XEHKLETE MG
PEPCK HIE:RH M AFRIE REHEM.

BT ixX a5 R S 4w A0 5 i SRR A = BEAE R 9 BAEPL R & P )
. ENIMREZARANEYIHTX—HEMERT ARHANEDEIRTT
KGR A AR EER X — B,

&2t

A, FAFNELREIERY, A, ARHNLEDRS
TR RERMNEEN, SRR, BFSERMN CH =R R AR K
TR, thah, AFIEREIRRE, &RRKAMWEDIET X PPAR BUIE
TR IR0 5 s FURBE A = A S B R N P HIEE B RIRIE .

STHI21. YERR PRI AR B AN E B E I STt
(B Bk E R
E B, X Wistar ZLTE IE3 K BBHT AR B 4L-& P i
BIE I EBRERTER.
B
AR EE T A R B0 & Y7E Wistar K B AP I 50 I AN,
TR Wistar e, 780 0L P 308 5 8 40 0 M 1L 8 9K 38 IO (SEafA) 21.1)
O o RO P L B AR TICSSHE 21.2)BH TS . LI B A
A% W AL A BRI T PR Y. RN SRS, TEARRIAMET, RIxt
R SRS S HE SR,
ST 211 ZERR P ERITH AR LS WIS EKE I &5y
MR R BKAE A ) EVEE M RIKE I MIE LT RIT T
=LY
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45 F % B2 B (50 mg/kg) BRERE Wistar KB, (HEME - 200-250g - 5-6 filile -
CER)UBHTFER ., ¥ SEBANGHE kS, UEELERKR L. ¥IE
M ZEFERBKP, DUHEHAARRBRNEY . S BsENS, £ 5ml/hi
T, L 100 ng/kg/min HATME EKE 1 BEE(4E: NaCl 0.15M).
Na,CO/NaHCO; ##i(50 mM pH 9.6) fE AR BILADIEA. LHE
&, EMFkS, HERSE, WESKE.

“ZB]

FEMEEKE I EFESEYZE, EEMAHTUNERRIYINS)
Bk JE JL2 40 LA mmHg RRK B EP)FA BRER S . EREZE,
BHTA R LA YR RES . LR RS, L —ENERIHEK
RN I AT IS

FEMERKE TNEENEBELT, SEAENARPLEY LS B
BimME Ry NE R M R E T MRS, makEd 1 (B
8a) Fib&4) 21 (B 8b) SRBMLERFw. |

TG 212 ERRPEAPNARRANEDROEZRKE 11 B
| BribER k). EEEMALE E5KRE I IERTET
Frid s

i 1%

15 F % B2 B (50 mg/kg) BREE Wistar KB (B - 200-250g - 5-6 J&ig -
CER)UBHTER ., ¥ IREBANLGTES, LEHLERKE . ¥3E
TMANET KD, UHEAARBEREY . FRHFEESE, DBSEHE
MRS, SRR T L Bk E 1T M.

HgHR

FEEMA TN TR S s E L8, RE#HIT=RAHS R M
IR 1Bk (50, 100, 1200 ng/kg). AERFIRIEFEMEEKE I
i, LA mmHg RRK T3k EEC)ELIEEFE RT3, KRG, K
FHRARBERKAEY) (20 mpk) , FEE 3 REFMLEZKE I HIEH.
BT B TR P A R BB AL S BTN JE Mg ok R 1T MY, P
A RN E DGR LR
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EEEHANEEKE TEEABRT, 2 —FENARYLEYER
PN MAE B E T KBTS, WA 8c Frkiibay 1 (B 8a).

SERA22.  PRAMT A & A4S D HY O WLER P4 1
JRIE

RPN SEHE ) (SE M) 20 Fscipl 21)R M, AEELEMEEELH
PRy 2R d M M ETRE T PR F0 PPAR BBl . AT
FTI B BRI EARTE A & B E 4 F 5t FE ERR—5 g EEAG A X EG K
(I3 Jok = 1. —— B IR 7 RN
ES
NYHIIEIT

£ 20 £ 3CHIEERT, LA 12/12 /N R/is B AR FF SHR KB (AKX
= R KR (BEME - 300-320g - 16-/F#: - Charles River France). STl
KRSV TR P4 (Sigma c4888)FF1E 1T H W B YL LARTIE
BHFES H—IRERA TR, f4E 14 R, Fridsh & B gt &
7K o |
5 7 fik

FESEWRIRSE, 7S MIZERE, 1A EHZ(50 mg/kg)FRBERTIR
Y, UBHTER. BHAFZRLEKSEBRAIBIIK, CNESIKE. #
HRERATEK, DA LERKE . EEMKETNENICRX3)
BKIE 15 4%4h. 7E MM, Kxt BB T BIIKIE S 82 A K B HH
YT B R EBAT LR . 76 15 4)E, T =HARME RKE I
(50 ng/kg)IBRRKHER , DAV A RG-S YA TT MBI B Eik R 1T
IR

TESH K EN B &G, R PEH(EDTA)EIAE, R ASERTIRSIY) .
BT L 3000 #/43 8P ES0r 20 3 EF WM . HEMBIRIFEHTC,

BV AT 2 AE R R FE S, RE, HLBIEBRERTARE, RERAF
7E-80°C, HTULUE4#T.
JIE 52 S0 i 2

MROYE AR RN BRI W, &t B I E (bioMerieux-Lyon-France #
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Wako-Japan), JUEAHEEE. Hl=HEs. V72 0807 BR AN 2008 (0 L 30 SR EE
RIBALN T AN, i ELISA (Crystal Chem Inc-USA)iE, M5E 5
i,
PRIE BT SEHE B (SEHER] 20), HEATHEIT 2 & RT-PCR BIEEFE LA 537 .
s
K9 R H T BA 150 mpk FIHLEH 1 1897 14 REHIH M =EE2. 28T
TR B M PRAR T 13K H i = FR 2R .
I & ) bk |
FELERIEH I ERKE IT 2 F
FERKEETE, AEPRLEDRIHEIRMERN, wEE 10a
150 mpk FILED 1 FToR.
FERFRH N ERKE I 25
EEMETAESEANERKR U2E, AXKHANLEYEREX
M EKE K EE-BTRN, AEE 10b H 150 mpk FI4E9) 1 ME
10c * 100 mpk F4L&H 21 Fin: HIMERKE I RS OER TRE
EH T AR A DT BN .
it £ & RT-PCR S #r3ERIK A
11a F1 11b A H IS REZH, X RHAKMLEWH T 5955 ACO M
PDK-4 FEF M FFRER EEE M.
ik
MR HM=EEERATRERE T ARPANEDRIEREREE. MH, &%
HABERE, XKENEYEE TSRS .
X ML R K AR N IR B IR e 45 RAE I T A R AL T 20w
WA 40 5 i Ag B RS AE R BUIE O 1 i ML s R VR T e

b

i

ptay

SEREGI23. TR R HAINTN A K L SR TR SR
R
I AR A WAL B 24 /NIRRT T PMA (HBE 12- W&
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FEERES 13- FREs, LRG0 ML 2 R SR EATT ) B R4 Fa i o3 4k) TR
(¥) THP1 BAZ M) MCP1( R ARSI EB- )W, TEMAERALEY)
MIPLR BN . MCP-1 53 ¥h/b, AR BARIE P04 HI R 1 R VR .
THP-1 48 o ()55 55 fu ab 28

7EVR DA 25 mM Hepes (Gibco; 42401-018). 1% A& BEE (Gibeo;
25030-24). 1% HER/AEEE (Biochrom AG; A2213). M1 10% E*MEMG
4 1M1% (SVF. Gibco; 26050-088)f] RPMI1640 55553 H 555 THP-1 A $4%
MR (ATCC K7,

FriR4n gl 870, 000 40 f/FLIE LR T 24 fLAR(Primaria BD
Falcon), #RJE7E 5 ng/ml FEU%EE 12- A2 EMER 13-Z/REE (PMA) # 1pM
ERIMAY 8 FEEEF, 75 37CH 5% CO, F, ZEEH 02%54 Mk
BRI IR 24 M. AR\ EDERT ZF K (DMSO, Fluka;
41640). KA K BB EI4LE PRI N 5 B4 DMSO H R 31T ELEL
RNA #2H, %R 7 PCR

fEALIE S, MRIBES~RMULE, #H NucleoSpin® 96 RNA RF&
(Macherey Nagel, Hoerdt, France), MZ1MIERELE RNA.

WiG, BXFE3TCT, ESHEMW 1X (Sigma). 1.5 mM DTT. 0.18
mM dNTP (Promega). 200 ng pdN6 (Amersham). 30U RNase #Ifl71 (Sigma).
A1 1ul MMLV-RT (Sigma)fJ 20 pl SRR [ N 1 /MEF, % 1 pg B RNA (G
it 5 6 REVH IR B AT B B ) IR B K cDNA.

frid E & PCR HLWAFH MyiQ BESLR PCR Al & 4 (Biorad,
Marnes-la-Coquette, France)i#f 1T, ¥ iQ SYBR Green Supermix X7,
BRAFERHE, 7 SSCRATEET, 7E5 pl BN REREBRT,
7 96 FLAR T AT R TR R T Bt s 2 R i 5 1 0%

e MCPl: HXB|4: 5-AGTCTTCGGAGTTTGGGTTTG-3’ (SEQ ID NO:
13)F1 & X 51#%): 5-AGGAAGATCTCAGTGCAGAGG-3’ (SEQ ID NO:
14)

KRN E STE RN IR A7 7E I UL R 7E PCR 9 85 1K) cDNA K&
HERE . WFRNE R, FIHBL pl AR R R R AR
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REVESHRE, B3—eWEMER. Nm, BEid{EHamEN TR
TR ARE RN, eSS —HBRRHENRIEKI

RIG, FEFFAL D, X FSRER 36B4HFFRET W N : B XTI
5’.CATGCTCAACATCTCCCCCTTCTCC-3’ (SEQ ID NO: 151 X 5|4
5-GGGAAGGTGTAATCCGTCTCCACAG-3’ (SEQ ID NO: 16))JzR &K
Y, X E AR E BIRIE AKE AT AR HEAL .

Rig, FTE—HEHITEERRF. ESRTFEE, rdihadedt
HEFEWE ., BELERRTIAES—LRANKFEFERFME.
gR

ARI\ANCERE, XTAIREZAM, XRAKLEDEFEIR
N. B 12 A RRE, 10uM MARPWEY 3 2 EZAME MCP1
REBETIE
b

TABANEH, FTAFHSEREIRRA, AKBENEDN T PMA R
BIZABEER RN

SEHEGI24.  7E N B A0 AR Ak BRAL & D RO PR
i |

W AR LAY EE 24 /. SREH LPS (lR2HE, HFBES4H
R 1) 24 375 IS )8k 24 /INERF B9 A8 P B 4 B (HUVEC) Il 8 MCP1 (PR % 41
f#E E-1). IL-8 (A% 8) VCAM (Il & 4 F53E 2 T)F1 ICAM (L
BEDF- DD, TIMARBEUEDHTIRAN . frcdrigl, &
RIABIE YN EI R R NVHZ
HE
HUVEC 40 iy 3 7 fn 4b 38

7EV5 N4 EGM SingleQuots (CAMBREX; CC-4133. RN K KEEH
4= IR EU(Bovine Brain Extract) [BBE])AI HE #b78#)(complement) (¥
FE 0.1 g/L [T Z (Heparine) [SIGMA; H3149]. &K F 0.03 g/L # hECGS [A
W 7 40 A K, Becton Dinckinson; 356006] )i EBM () fZ ZERli Rz 57 3
(Endothelial Basal Media), CAMBREX; CC-3121)3 372+ 1% 38 A7 4 B2
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“A B (HUVEC, kB ATCC).
Frid4nfl 50000 40 f/FLI 2 RN T 24 FLIR(BD Biosciences;
Biocoat 356408), $XJ5, 7E37°CH 5% CO, F, EAEH HE #h P EH
10 2% 50 uM A R BRI E YR R B 15 5% 24 /Nt ARARALE Y0
BT — LA (DMSO, Fluka; 41640). KA & B 4L &P R N 5 5
DMSO HIR N #EAT ELHE
RIEVRIC ) o3 WA BT 2
BY Y Ab B SR 8 T AR BAR D IR E
- EREBALN AR, {8 Elisa “ A MCP-1 ELISA Set” (BD OptFEIA;
555179)

- FHBALN BRI, {1 Elisa “A IL-8 ELISA Set” (BD OptEIA;
555244)
o R N R B @)ﬂ Elisa “A VCAM-1” (R&D Biosciences;
DY809)
AN TR, fFH Elisa “A ICAM-1” (R&D Biosciences;
DY809)

WFiCEE TR LE, USERisEdiiase R EiRG. rdiiisAs &
i S EEFRE R ZHRA . BRI R AR S 1 5 [ SE AR iC ) B R
e, AR EEHITNE, NRRBEARENATEIEHE A,
MBI SV B8 —RE A 0 MCP1 YR . WRR AR IO 5B AL A,
MR E S EE—HEMRRICRE. BEGERRSAIHE—LRA
FENBSENEYE. K5, HEESEF, WHARKALEDEIR
EESMBXBAFESHESZRAKLER. ZHETBEE, i
& FRIC I R Z
Z#HR

AR NELER, X T4 HUVEC, A& K& L&Y BB HL RN
B 13a. 13b. 13c. 13d RIS RE, 10 5050 pM MIARBLEY
%S AR R AR IC(MCPL. IL8. VCAM. ICAM)43¥AM B3 T fE.
ghip

TABAREH, FrATFRSREIERM, ARALEGHNT PMA RIBH
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P B 41 R (HUVEC) BB L R AP
EMA 4R |

ARHNCERMY, KRS YRAE BRI (3 B0l K AR [E B A
H I = HEAKCE T ) LUR FUBE PRI (S BUMLSE E A RRR SR B T [F).
LR, TN, FEANLEYRE IR ERTER.

AR\AMOERE, RRARLSYWRBIREE.

ok, ARRBABRE, FR\RLEDRRID S I FAFERACH R
FEAR R BB R BRRAA BT, DARR AR R B TR T 77

8 YRR S1 SR IRAF 10 BT IR L8 45 s i T A R AL I T £ 8
PR G mL g PRS2 ZUBE SRR AN AE RHAE BT T7 ¥ e -
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<170> PatentIn version 3.3

<210> 1

<211> 22

«212> DNA

<213> artifiecial

<220>

<223> sense primer PDK4

<400> 1

tactccactg ctccaacace tg 22
<210 2

<211> 20

«212> DNA

<213> artifiecial

<220>

<223> antisense primer PDK4

<400> 2

gttctteggt tcecctgettg 20
<210> 3

«<211> 20

<212> DNA

<213> artificial

«220>

<223> sense primer ACO

<400> 3

gaagccageg ttacgaggtg 20

<210>
<211>
<212>
<213>

<220>
<223>

<400>

4

20

DNA
artificial

antisense primer ACO

4
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tggagttctt gggacgggtg 20
<210> 5

<211> 20

<212> DNA

«213> artificial

<220>
<223> sense primer APO CIII

<400> 5

ctcttggete tecectggeatce 20
<210> 6

<211> 20

<212> DNA

<213> artificial

<220>
<223> antisense primer APO CIII

<400> 6

gcatcctgga ccgtecttgga 20
<210> 7

<21l> 22

<212> DNA

«213> artificial

<220>
<223> sense primer CPTlb

<400> 7

ggactgagac tgtgegttece tg 22
<210> 8

<211> 20

<212> DNA

<213> artificial

<220>
<223> antisense primer CPT1b

<400> 8

agtgcttggc ggatgtggtt 20
<210> 9

<211l> 22

<212> DNA

<213> artificial

<220>
«223> sense primer FGb

<400> 9
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FoAl R OE3/AN

aagaagatgg tggtggctgg tg

<210> 10
<211> 20
<212> DNA

«<213> artificial

<220>
<223> antisense primer FCb

<400> 10
gggactattg ctgtgggaag

<210> 11
<211> 20
<212> DNA

<213> artifiecial

<220>
<223> sense primer PEPCK

<400> 11
aaggaaaacg ccttgaacct

<210> 12
<211> 20
<212> DNA

<213> artificial

<220>
<223> antisense primer PEPCK

<400> 12
gtaagggagg tcggtgttga

<210> 13
<211l> 21
«212> DNA

<213> artificial

<220>
<223> sense primer MCP1l

<400> 13
agtcttcgga gtttgggttt g

<210> 14
<211l> 21
<212> DNA

<213> artificial

<220>
<223> antisense primer MCP1

<400> 14
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aggaagatct cagtgcagag g 21
<210> 15

<211> 25

<212> DNA

<213> artificial

<220>
«223> sense primer 36B4

<400> 15
catgctcaac atctccecect tctec 25
<210> 16
<21ll> 25

«<212> DNA
<213> artificial

<220>
<223> antisense primer 36B4

<400> 16

gggaaggtgt aatccgtctc cacag 25
<210> 17

<211> 22

<212> DNA

<213> artificial

<220>
<223> sense primer 188

<400> 17
cggacacgga caggattgac ag 22
<210> 18
<211> 20

<212> DNA
<213> artificial

<220>
<223> antisense primer 188

<400> 18
aatctcgggt ggctgaacgce 20
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EC50 (M)
Cpd hPPAR « hPPAR Y
1 2.98 4.83
2 9.85 8.56
4 6.54 >50
6 >50 3.59
9 >50 16.62
11 12.88 12.89
12 0.02 3.26 61 0.75 0.59
14 >50 3,44
62 1.68 1.37
19 >50 5.96
63 11.98 15.60
21 0.50 1.28
64 >50 18.31
20 0.07 0.42
65 33.07 14.00
23 3.32 4.82
68 3.82 3.13
25 7.04 69 11.90 7 62
27 27.10 3.97 : :
70 13.81 4.41
28 11.35 9.58
71 6.57 1.18
30 1.85 2.54
72 0.42 0.29
31 6.56 4.10 =
73 0.50 0.21
32 10.48 2.74
74 0.49 3.41
33 0.90 0.74
75 11.85 >50
34 3.52 4,33
76 0.15 3.91
35 1.85 3.69
77 4,01 2.73
36 0.70 0.52
78 0.49 3.36
37 0.71 0.40
79 15.00 12.68
38 1.03 3.11
80 0.03 1.60
39 1.65 1.69
81 0.38 0.85
40 4,51 6.26
82 9.12 5.11
41 10.62 5.17
83 4.19 8.04
42 2.25 1.72
84 14.84 13.93
43 0.36 0.65
85 0.56 291
44 1.32 1.13
86 0.18 279
45 3.50 1.68
87 0.50 3.58
46 0.59 0.61
88 8.14 2.02
47 0.48 0.33 o0 301 20.06
48 2.2] 0.48 —— —
49 10.36 3.40
50 1.82 1.24
51 3.19 1.04
52 7.79 519
53 11.14 10.18
54 2.53 3.13
55 0.31 2.40
56 >50 11.69
57 5.67 6.82
58 1.35 2.28
59 1.03 5,52
40 0.23 0.42
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i

LI VA H3/2TH

IC50 (M) IC50 (uM)

Cpd ICx Cpd 1Cso
1 0.59 58 0.88
5 2.10 59 2.30
6 0.62 60 1.30
7 2.80 61 1.40
11 1.50 62 1.70
12 2.70 63 3.20
13 0.85 64 1.10
14 3.50 65 2.30
16 0.61 66 0.93
17 1.40 67 1.50
2] 0.58 68 4.60
22 1.80 69 1.90
24 1.90 70 0.51
25 4.10 71 0.41
29 1.20 72 0.65
33 3.40 73 1.40
36 3.40 76 1.10
37 4.60 79 0.36
39 3.20 80 0.39
40 3.10 83 0.68
42 2.80 84 1.40
44 2.00 85 1.00
49 0.32 86 1.40
52 0.47 87 2.50
53 0.16 88 1.10
54 0.29 89 0.55
55 0.50 21 1.80
56 0.64 23 6.70

57 0.40

Z
Sy
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BB [ &2
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T vk *kk KKk *kk
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400 4
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200
- . l
u - T L L T
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100mpk 200mpk
%Z|4a
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300 4
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o L
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#ER

1200 1

1000

4904

20,01

aQ -

4.0.1

g
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*% Fedek Jekk

il

cpgdt - 25mpk  epd 1- 50mpk  cpd 1~ 100mpk copd 1- 200mpk

%l4c
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Fekk
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00

T T
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Be
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