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1. A HG-((4-BTAFE)-(oe 3-8 4 )-RE)-FH)-F&
)-8, LB ETEINE,

2. RFRAER 1 W IEHEH ETETHE, L Vs
A,
3.RBRANEZR 1 QAR LA M ETEINEENEATHEAH
I FTIRET R ARES S PR,

4. RAVEZRKIGAE, AVPRQRFTRRERFTRESL. BF
A ILEBARTHREXETAREXGFTRE.

5. RAZRA4GME, RV AGHEESIDRAA,

6. BRAZRKSHAR, AFYREGTREREBETEEFLY
BRFEA, FREBNE AR RG T RERL. B RIIRGFREL.
BT % 51 A2 69 B Ji %A 3 S 2 47 ) 5| AC 89 B L BA .

T.AAFNEZRK 1 G BRL B ETETHEEHNER T oA
BRAREHHFTRGGH T AL,

8. MANERTHARE, AV WATHABREHLK, £
REHARAXTHREL ARG TRS, FAETITHBRAREHKTH
Ay, REFTHBHYGCELREXBAREYGEALEK.

9. RAZRTHRARE, EFEGHEHESIHAFTIHAA,

10. HHasHh, AFE—REFORANER 1 LGB RLHH L
TEIGEAHY ETESGEARIFERN.

11. RAZER 1 oW XA LB L TEXGEERNEA TS
HISHT FARGEH P AR,

12. RAZR 1 9B AE W ETEIYELARNERATHR
B FREZOEHEH T H AR,
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HIIRABFHMNARA S AT ARG AR

iaﬂ :u:._‘g.

AXRTRMINRERIAN, SEALEHIMNGEHASH AR
EEHHNAETREARKREIIE T RAAELETROGAE, KR
FEMDY, BALRLDDEEAGEKT AP/ AT RBEHE.

AREMEZZABTRER, AHERKT AP TARNEL,
BRERTRERBEGHENFHTEFH. AXH, ERERGRBEHT
EAFAFFBFIRBE—F =T FAFTH, £ F 63500000 FEF
. 250000 WA F 4 240000 EFF . WA FHAFTAERG R
FEOBR, EF520% K EELA-FART, FAS0%ALGEH
R

FREFEFTRERGLAERERK, HBREMEAQGLRLFER
FAHRE. ESBEH60F T, ERTHOAREMITLHE M=, i
H—ABEETE 200 FERBFEHGEL AT LT FTAL

BRILFHRERFTRAERGELREXR. EBE2EL S TEXN T
Bk ERBmE, Bt fhAEGACHFOERM. BE, AL264%
&7 XA FHERNK.

HTERTRERAAAHIZGERAET. F—FHARBKL
A% VA AR LR 4G Ol

M FRRBBEMNG—AE#. SlhnBFTHRKaTH. B,
Black ¥/ EP 0605193A1 THREBBERHNRA L ok, Bk}
LDL K FH A SAENGHEERE G (HDL's) 9 K-F, 122, st FE#
RERERGER, RBEFFEFFTEILINFRAAGAKE. L, K
BB ELT, CEFTEIHER, OETEER. TEAREBRALR
Z (TR ReleEn, REKSBLELET. ERBEFLTA
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AX LS EGIAMAERFANTRERERSG S —FERF &, £
sti 7k LDL R A E 2RI R4,

BARRERGEHEHLF 5 ERARBERARBMN L FTH
BRI MF R, RESHNRARIBEHRTAZRGTRILR.

£BEM4, 112, 236 AFTERREFE 8-RE-9-—AKE
Ze-11,12-8) T # 5 B % (secoprostaglandins), A THFEFHH &
%.

X bR 5 0 £ ¥ 3 A $53% T GB1478281. GB1479156 F» £ B + #)
4,175, 203, 4,055,596, 4,175,203. 3,987,091 # 3,991, 106, 4l
o, AR EF KA.

£HE4] 4,033,996 MET ¥ 8- E-9-2K F—aK)-5
K-11,12-8 TH IR E, eNAHTLEYF RN, ARG LEGH
A, JIREKBERA, FHALEREGATH.

A EEA) 897,566 WE T X ERERTED, AREFHE. H
A ER.

AW FRE (], Org. Chem. ) 26; 1961; 1437 H&E T N-Z
BA-N-FE-HEREXEXRRLLE.

£EEH 4,761,430 R TERXFTEAEZBRBENLESH, ENAKE
B .

LB EH 4,443, ATTHETEERBRA/LAEEE R, ENAER
.

£ B +4] 3,528,961 #Hi£ T ke TABRKRTEHEHA.

2B %4 3,780,095 AT XU EREAREKAIZAN.

EEEH 4,243, 6T8 AF T ELEBEARLEERR, ENABTH
FRxAH, HARRBRY IR MR TR KSR

£EE4 4,386,031 AFTEEN-EAFBEA-o-FRAAKRRT
A, ekBRFHEAMN. REXNPBREAN.

BRTERERS, AFTRBRGER, Y—vFE2-wvitFE
kARG FRERATREHGHET T, RELHEFRET

4
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BT EFARTEN. EARAEFTHELHBFA 12%MRT
EAE¥%, FRHORHEFEFLREYE. AFXCREFT, 9 FX
HEERARERE, KEINGEFPEFGEZTRLLE N, X T H
TFEA ) E#HAERY.

CEAPBBERETHSETHELY A E (Bolander ¥, % 38
BEHIAFRBLSES, 1992). B, BB EIHRAFTMTFELA
FEFGFE. 22, EEFNRBEATOMMAEELEAEARET
£, XEFHROEAZHKE. LEMR. TERARBNES. 1L
BEARENEAARSZHEGHEER. b, FTHREAFREA
B ELT. EE2-#HEH, eXETHELANAE MEZHEMN
B

ERAELESHFTREREF 5, BRAEASKET RERNETHAR
BB AEEHPEESEE R, L, AERFHACETHEE, &
EEREFFEAJNAEBRBOTRAGEHFF &, AHERTRE,
Blde, TPOMEIRIZRG. I, FE2ERFTHELEEIATR
Reg257FH5%k, GRREETBHEY.

ZRABE

AEARFEX I 94%. AAHUAMEAREHANHENGHA

19

A % S0, 2 CO;

G 2 Ar. Ar'-V-Ar’. Ar-(C,—Cs) 34 . Ar—CONH- (C,—C;) Itk .
RR-EX. £(C-C) . # Ar RAHRE. R#& Ar (C—C) I

5
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AARVBRARGERE, A FRIZAHXC-CRE, RAFRTA5 55
BEwE A Ui C-CORAE, AERPREAAGERT —RYAL
RALREFKE, HEARLEAREAZBRES AR TH B LK
&5 AANMAREE. 2L CCORE RARKZHFHRE, —XK=
BA

B % N 3 CH;

Q2

—(CoCe) B E-W-(C,—C,) B K-, A ERELZ QAT FHHK
RAG AABRRERRK, BAABE IR A AKX (C-C)RE,

—(Ci—Co) It -, MR BRA KT HIB R LT 4AARARERK,
B Ak 3k B R (C—C) K,

~X-(C,—C) B E -, iR el A A HFHE TR 4 AFRER
K, RARAE IR A AR (C-C)RE,

—(C,—Cs) B A -X-, X R A RFHBERLE 4 ARKEAR
K, BRREBIHZ A AR (C-CRE,

—(C,—C,) BRI -X-(C,—C,) BRI -, ATEBREL A RF MM
ARG 4AARRKREARRK, BRAEAEIWE A RX (C-C)RE,

~(CsC)) BIRE-F-X-(C,-C) BRRE-, MEAEREZAAFTHE
WAL AARKERRK, RAARIRZ R RX (C-C)IE,

—(CoC) BRE-X-F-(C,-C,) BR A -, M BREAL HREFH®
MR 4 ARRERK, RREE % AR (C-C)IA,

~(Co=Cs) B -W-X-W-(C,—C;) IR A -, F P HABHAN W HR
WA, MREREAS QAR FLT 4 APRREARK, RAKLE
S B B (C-C) R,

~CCHERAE-FLHEE-CCOERE-, MMREREPHE
FPHELSARBREA R 4 ARKRERK, BRRERIHLR
£33 (C—CoBE,

~(C—C,) B A% 5 A - (C—C,) BRAE-X-(Co-Cs) I K, Ff
REREAMERCHRAES ARERBATRLE 4 ARARERK, K

6
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R 3 0,3k B R (C-Cy) R &,

~(C—C) BREA-E TH K- (CC) BRE-X-F-(C—C;) BIt -,
A BRAFNEELHELEL AREFRBARRL 4 ARARERK,
B 3k B AKX (C-C) Bk,

~(CC)EBRE-ZLHE-(C-C) K-, FiEEREMPHE
Tk AR BB RSB 4 ARKRERK, RAEEIMEAQ
X (C-CORE, &

~(CC) BREA-ZLHE-(CC) BIRE-, FEEREAMME
ELEELEBABRBERLT 4 PRARERK, BRAXZIREH
A X (C-CORA;

7RER. CCI)RAEZE weg 1,2,47% =i 5-8K
~1,2,4-"% s X 5-8AK-1,2,4-FE %K (C-COREARBERE
PEREAXFEAZGHRERLATRE;

KZ#é. (C-C)BRE. 8K (C-C)EXE. (C-C)EREAR
K A(C-C) BRA. (C-C)EBHRAL (C—C) BRAREA (C—C) BHRX,
P& (C,—Co) B A BRI ERief, BA T Z K REZHEN, K&
BHEE —RZRK, RREBIBIA. R BEARTL,

M 2 -Ar. -Ar*-V'-Ar®. -Ar‘-S-Ar’. -Ar‘-SO-Ar’-Ar‘-S0,~Ar’
&, -Ar'-0-Ar’;

Ar REB S AP R L FRIBFEEEIANLRK, L PRERELS A —F
WARRT, AEFHRIBAARRT. RETHERT, RARH
HAEA., BIRFEIBR, TLBPRLERERGEISTIRA
BEIR, EMBOBIABRLA—E9AMAERT, RRTEL
Wk RBF. RETHFART, RHFERG=ZARHEH. BIdISH
FaFe, TAMIFRLEREIFHERALKRARG =K, EMNEAHBE
Wk BERESHE —EWALRT, 2RETHRIEAGRRT. ARTH
BT, MEAFFTRTLHAHIR., AFRXAZARLEBFREF —AXH
ANEBRFERKRHEREA, X—AXBAIAERET ERRG AR
AW RAr XA HEELAR, LTS A—AXBARRT,

7
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ARTEHRIBZAZBRART. RETHFIRT:

Ar' B AV BRHA B IR HE I, TEBPRERAFHLEN
T, AFPaBRBEA—EWARRT, 2RTHRIBBAAR
F. AETFERT, REZTHAHALY. BLkFHoHl. T4
Wt R EFEIGERSTHRARGRIF, EMNEBRINFZETNL
HE—EwANALRTF, 2BEFRIREARRET. RETHRERT, X
EZRUEZAMAY., BIRLHP, TERPRERB G LR~
AIREARG ZR, ENEBBRIEBFRSE —EFwALERT, 2R
FRIEARRT. ARTHFEART, MARSF AT LK,
RAEKEZREFREA - AXBAANAERR T LRAGAREHA, X—
ARBAEBRETFERRGERER;

ik Ar, Ar' A S, PR AERHAE-ANKGERTRER
FLEABHERR, PRARXKHE - AXBAXGERTRERTE
EEERK, #RERAZRKHNE-A AR EAKYGERRETRRRET
FHEBEBRERR, FRSERERAET 3 A, BRRAEEIHZEAH R, R
R, AP R RAPRBIRZEE AE BE. RE CCOR
. CCORAEXC—CIRE., CCOREEL. (C-CHrE.
(C~C 4 A, (CC) A, (CC)EEE. (C-C)HF®HE (C-C)
A, (C-C)HFRE(C-C)EA., PaE., (C-Clkaik. (C.-C)
Et C-ComA. CCORBARE. CCORAEREZL A
Bat BAZEERERE-N-. —-N,N-.=-N,N-& =-N, N, N'- (C,~Cs)
REBRRGALBERL. H8fA. CCORASHRAE. KX
#F-N-HK=-N,N-(C—CORERE KAPTEBE. £-N-H=-N,N-(C,~C,)
BARAVSEL §A HZEA CCRAEE. CC)RAEBREBE.
(C-C) A BBEREN-H=-N,N-(C-CORERAL B HHEL,;

AR, A AP BB TR F AP, TR RLSREF 6 A
EAAK, EPRBHELA -EwALERT, BRETHRILRREARA
BF. BERFHEETF, AERABBANBLY. BIiWFoleP. T
LA R SR EXSAKRARGNIR, ENEHHRIBEFHR

8
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AR —FWALETF, 2BETHRIBEARET. RETHELET, &
HFAMEAHEE. BRIFSHEF, TLBPRERBPE LR
AFREARBZR, EMNE BRI BEBEREF -FUANALRT, 2R
THIREBRERT. RRETHRART, MERSRZT 4P 0K,
MIRXEFREFRER NI ANERER T LRAGAREH, X—
AREAEBRR T ERRGEREH;

P Ar', Ar'#e A%, PRERAERHME-AREGBRETFRE
BFLaFERRK, REIRXKUE-~ANIIXBAXGERTFRERT
EBERERAR, PREAZFUE - BAREZAKGERTRER
FEaBHERR, FHFELIRARERELEDE 3 4, RRERIHZ G RY.
R'"# R, AP R.R"FRBi2EE AX L. BX. (C-C)
AKX, CCoRAXC-CORE. CCIREEE. C-C)RE.
CCEBIHBR, CChA, CCIHRRBREA. (C-C)EHIL (C-C,)
W, (CC) 3B (C-C) beBt ik, Foei. (C-Co)iidi. (C-C)
EE C-CoRA. C-CoRBARE. CCIRAFARE. £4
ek RARARARE-N-, =N, N-. =-N, N-&% =N, N, N'- (C,~C,)
REBRKGAREREARRL, ZBAA,. CCOREHBEE. KA.
¥ -N-H=-N,N-(C—C,) e & X KA FBAE. £-N-H=-N,N-(C,—C,)
RAARATEL. ££4. #A. CCORruEL CCORATHEBL.
(C—C)RARBEARE-N-X=-NN-(CCIRERLERBAE ;

FAh. AR, 2aA. ek EARSEE-. -£-N-(C-C)
ERAREBBRE-. BBEEAKE N-CCl)ERAZHLAL. ¥
BEEA. N-(C-C)EBERATHRAL. FREAAL, N-(C-C) Bk
PHRALAL fKREAFEHL -E2-N-(CCOEREEATHRE. KA
PEEARRER-Z-N-(C-C)RRARATHRARLL, L PHMEVRAE
EBRTLARREK -~ NMEZARRTFTRK;

X REXAAFH, RTRBERLSAF—XABAERT, 2RTH®
SHEBARERT. RERTHPERT, MEXRLFHRE, —X=ZBK, R
REBIZEARE. CCIRE ZRFTE ZRAFRE. —AY

9
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A%, 2A. CCORAAXKATRRE;

R, R R, R. R R'. R'. R"# R*, Z4ARE. =hi.
ETHBEAIRAFLSN, AZFRTLABREERAEFRALSE. K=
B, B

Vi VERRIRANE. AR (C-C)ERE. (C-C)ERAR
A, (CC)ERAFA, A CC)EBEERCC) BRE, €L
BREEAEIABELEER -RK;

AEHE:

a. ¥ KZ(C,C)ENREMMAZAC B ACRRK-1-%&, KT-1-
A, FKE-1-ARXRRF-1-A8, FRCC)ARABRREARAFT AL
AL ERA; &

b. ¥ KAH#E, CAER A7E BRRAGERIRRAGETE;
Q2 (CoCo) BRI : M MAZ A X Ar'-AC° By, A ZHRBEAE.

kY, LA A, ARIEXTHLES. XH
LR ENSHPRAENEOHERAE, AFBAN; ZARE, (CC)
EEEARwE, Ar AXE. Sk, Eok wi Rk, "EeRR
g sk b bk R RoleR X FoEee A wbw A, X
ey &, wbeE . 2R A, SH-wbR A, whi X 2-whekdgidk. 3-
shogok . wbAR. 1,3-ZRKIRA. 20k A, 2-=Rekdk A
ke g B 2-wbekok R wbekpp R 1,2,3-"% =k 1,248
A, 1,2,5-"%—wh 1,3, 4-"%-w Rk 1,2,3-=K 1,2,4-=%
A, oH-he A, aH-wtvh . ek, A 1, 4-="BRE. HH
A, 1,4-—%RA BRAGHKE. %Rt 1,3,5-Z%%K. 1,2,4-=
st raEA. REaEA ERER RABEA XIHBE EHS
(b)Eop i, R58ek gk, Fofokep k. FiE=ei Bt Foddk
A, 2, 3-—RAEA Seg Xk SEKE EE wAREA TR
EA . oH-1-%mwp ke 1,4-%54="0E; Ar'. AY'. AX, Ar
o AP HB I ARARE. FTA. RKEEA XKFE XX %W
b ek bt vBer k. Rer R shed Ak e FoSeR

10
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Rk i, b R, R R, ww k. wdk 2H-w% K. SH-H®%
P AT AL A S S SRR S S LA P S, -
2H-skrg K 2k K skeb R 2-vwbekok bk wbedlr R 1, 2, 3-7%
e 1,24 7% ek 1,2 5- "% ek K 1,3 4"E-w R 1,2 3-
Zep k| 1,2,4-Z7 5. 2H-wbwhdk. 4H-wbeglk. abvE B ke K.
1, 4-= B A&, Gk k. 1, 4-—Epp k. ARGk ERER. 1,3, 5-
Z%i. 1,2,4-=2% 4, TRERL RLEFERZHEA AELAREZH
A, L2, 4 —8EXREEZHA. FREE. RTHBEA KEAHBA XK
FHEA RKFHA. wEE HR. kA SH-9%E. 1H-
Fulwe k. —&%%E. KR (D)X, whwhif (3, 4-b)wbE A
Rk, FERFkBE. X O)ESRE. T (C)EHp A, 1H-
wlep A ek feEE . EFEe R RYX. EHkeA XHE
ek, B, aH—ER A Eak A bk L2 RAEEXA
2,3~ REEE, Eeokgk K EEpgE 1,8-REEE EwA,
A, RHA KA w&ER FAERE 2H-1-FFwmwhE. 1, 4-
A BB T (3, 4-b) b . MR IF (3, 2-b) bR k. whR
3 (4, 3-b)bse . 2H-1,3-(K#F"8% K. 20-1,4-F 85 4.
1&%%%$£,MHLPK%%$£“Z{LZX%%$£#4W
1,4- %4785 %, mXRAwaA%hA, (A Eed i &l ww
A, b, A RERA, AP XZHBHE —FZRA, BK
Apabi. . FERE —RKTREA ZRAFRE. ZRATFER
PE, BEAFPHEAr, Av'PArEAASABREBRRTERRRT L
BIERBARBEZABRRKERRK, BRAEA®IRkZEA R, R'F R, AT
R Ar. Ar' e A R BB BB EERTRAAR T L L E — A2,
BARRLARK,; R AC, Ar'f A AAZAERRERER TR
SEEFERIRFBERBI AR R" PR AHARK, LAE AL, Ar
o A RAABREZERTRAR T LERIBHE AR FHANANE
A B X
A SYbig—m, TAXABA, X I¥iksd. LWH

11
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BRHEAS i ERNEHERAE, X FARC; GEAAX(CCHE
A, QR

—(C,—Cy) I E-0-(C,—C,) BRI -,

—(Cy—Co) BX K-, FT&E-(CC) BIRE-SHHFHBBERREIYA
BAARAK, RAEEIHE A AR (C-CORE,

~X-(C,—Cs) IR H -,

—-(C,-Cs) B A -X-,

~(C,—Cs) I E-X-(C,-C5) BIRIH -,

—(C,—Cy) B E-0-X-(Co—C,) I K-, &

~(Co-Cy) I -X-0-(C,-Cy) I H -, M X AXE, ‘o, =%
gk REA, EFXHEK. AR FTRE —ATFEEA =RKF7PREA
ZRFARFTERBEREE, — X =ZRHK.

EA@APHES S —ALSH, ZXhCH, e 18iksy.
ARG RSP EENAGHAE, Jﬁ' AR CO; GRAr; Q
p-a

—(C,—Cs) IR A-0-(C,-C,) BELI-,

—(CCo) B A -, FE-(CC) BREA-AFWRHERALIYA
B R, BRAERIED AR (C-C)RE,

—X-(C,—Cs) T3¢ 3 -,

—(C,—Cs) B I A -X-,

—(C—Cy) BHE-X-(C,-C,) I A,

—(C~C,) BHRE-0-X-(Co—C;) I E -, X

—(Co—Cy) BRE-X-0-(C-Co) B X -; mXZEE, Xk =%
RSk Rk b XH#HK. A FAEE —AFTRA ZRATRA.
ZAFPEARTAREMBE, R =ZRA.

HEABFHRBEGH—ALSY, TXADY, X 1854keH.
LB AmE S hhmEnieg i A, XF A £ CO; G2 RR-
A AR Ar R AL, XA# Ar(C—C) BREZ R RAKSLE,
EFREH;, Q&

12
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—(C,-Cs) BIA~0-(C,—C,) B I K-,

~(C—Co) BIREA -, AE-(CCo) B E-AFHIHERBT A
RALARK, BAEXBIHEH AKX (C,-C)RE,

-X-(C,—Cs) T ht k-,

~(C—Cs) BEEX X,

~(C,—Cs) BRI -X-(C,—~C,) B E -,

~(C—C,) BRE-0-X-(Co-C,) BB A -, &K

~(Co-C) BRE-X-0-(C-Co) BRE-; M XRZEXE XAk =%
mASEA L Ed XA K. FRAE —ATAEA ZRTRE.
ZRATFEIFTEAATFREE. —HZBK;

AP RFPRETHOMNFBIIZEE HA(CCIRE, XEZRPER
—RGBREIAATLAEFRE, HEKEFRRALATFRLSAART.

EDMY, Kb h—Hmitsd, EXHEA, aEXIHLE
¥, AWARMERSHPMETEGEAE, L F A Z SO G2
RR-ZAXE Ar # RVBRAHAE; Q£

—(Co=Cs) I -0-(C,—C,) IR H -,

—(CoCo) BIA -, ME-(CCo) BIA-RFHBER LT A
BRALARA, RRABI®Z D AKX (C-CIRE,

—X—(C,~Cs) Z 3%k,

—(C—Cs) BB XK -X-,

—(C,—C,) B A -X-(C,-C,) BR K-,

- (C,~Cy) R E-0-X-(Co-C,) EIHEK -, &

~(Co—Cy) BIRE-X-0-(C,-C;) B E-; m X AEE, ‘ol =%
sk ek Ad XHK. A FREA —RTREA ZATAE.
ZAFEARPTAAERLE, —XZBRA R

EFRARTHMNHFELIRAE HF(C-C)RE, AFRPLR
—REBRERATLRETRE, MEEKEFREAERSAART.

EAEY, KB —adh, ZXAFH, aEX IGhs
Y R HRMBEAS MM ENHNERAE, X F AR SO,; GR Ar.

13
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Ar(C,-C) B AR Ar'-V-Ar’; Q &

~(C.—Cs) ‘A H-0-(C,—Cy) B AT,

—(C—C) B K -, Bk —(C,—Co) BIT R 32 B bk Sk R At v A
BUR AR, BAREE 3k G &R (C-C) B,

—X-(C,—Cs) I -,

- (C,—Cs) I E-X-,

—(C,—Cy) BB A -X-(C—Co) I K-,

—(C,—C,) BIRFE-0-X-(C,—C;) BELE -, X

~(Co-C) BRE-X-0-(C,~C) B A —; M X XK, Hwh.
ik, Xk wHhwk, kA RELE AP XHK. K. F
A, —ATFTEAE. ZAFTRA. ZATFTARTAABBEEE, —F
ZRA, |
EFAT, Hakdsdd, XA FAL, aEX 1 Hs
. AWBERENSDPMENGGHERE, X ¥ 62 Ar X Ar-
(C-C)-Ek; Ar REX, k. Eok wek vEeb i &
o oskeb X owbeb K FoEeb K wbw R, R A FwREA. wE
A, FEke i 1,2,3-=% 1,2,4-=7KK1,3,4FE-i i}
PR AT AASABZRTREERTFEM R, R RPRBERKA; A
ESE N NS W'Y 3 NS 5 NS WL F W L5 S A5
A, vhep & ke okep R oabep k. FoSep X Feel R owber
A, kA, Fw A, wdE wERA 1,2,3-=%K 1,2,4-=
gk bl K. RGOk E, kB k. 1,3,5-2% %, 1,2,4-=%%,
1,2,3-Z% %, TERARX RLEFE=ZHEIRAERXE=ZHBE, LT
HEACAAEERTFREARFLEER . RMA R &HRE —H =K
KA ARRE, KT R, KER, RFRA XK %dk £k,
ek k. whep k| ek sked R owbe K e K FoRke
e . Rk, Ee k., wbk A g, 1,2,3-= K. 1,2,4-
=k owbvh i, 1,4-—v8%4. BAARGRE %EX. 1,3,5-=%
E.1,2,4-=2%%. 1,2,3-=%%4 TEEE CREAXEEHAE,
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AP Ar ARAEBRFREARTLHR . RUA R ABFHE. &
ZRAR; Q Z-(CC)-EIHK~, —(C—C)-EI:HK-X-(C,-C)-E A
-, —(C—C)X-0-(CC)-‘ I K-, -(CC)-EIE-Ep - -
(CC-ERE-FdhEA-R-(CC)-BREE4 X, & X XL,
R k. ERARES A, FEMEXEA#HK. K. FALA &
PEE, ZATERE. ZATARPERBSHLE, —H=ZBK; A
#H-(C,Co)-BRE kB -Fo-(C,CO-EREEHpA-AF 2,5-K
KX, #lde,

/ \
(C,-C iﬁﬁg/(;)\ (C,-C.) SERJE/[SB\

EFAAF, g —aibsd, ZXAFBA, &KX 1844
Y. RRBAMRALEHPMEANAEGERAE, AT K ZEFE, M
Z Ar'-Ar°. Ar'-0-Ar® & Ar'-S-Ar°, R Ar RFEE. s i, wtw
A, ke wwi EnpdiE4l AP Ar ARERTFRARETLE
MR, RERAFRERE, —H=BK.

HEFBAY, hihtg—aiéW, EXAHFCA, X 1HLs
Y. AWNBRELSYRHAEATHGHERE, L+ M2 AAL; Ar
AFE. ARk E; ArREE A IRTE; HACEK
KA. ROA. KEX, ER. kv k. %4k FRE E9 kL,
ki X bk k. ke K b R R E R A Ar. At AT AR
BRIFXRERFLESHER. K. Th FARE —ATERE =&
PRI ZRTRERFHBRA.

EFCHd, Hihkeg—maisd, XA, X 16
i, ARHAMELS P HETHGEALE, L QR-(CC)
-,

EFCAY, #3kke) s —misMh, TXAFEH, aEX1
LS. AREEAMANSYFMETNEGSAE, L+ Q=& CH-
X-CH~% X Z#& K. &. PAEA. —RPAE. =ZKTFHRE. =AY
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EXFAREBRLII —RAGEZEL,

£ FE &Y, Rt —aSHARELESY. AEEAL
%, i h G- (((mR-3-#HmA)-(4-FR-5-A-F)-&4)-
PR-XK)-z&,; B-((-%A-%h2-AFE)-(sx-3-#%
B)-FE)-FR)-(XK)-2#%; G-(((b=m-3-s8it)-(4-&rg-2-
E-FR)-2H)-FR)-¥X1)-8%; 3-(((g-3-ssi)- (4%
g -2-R-FH) -RA)-FR)-FH) -z A G-(((4-1E-2-%-
FR)-(w-3-msE)-&EX)-FH)-XK)-0#%.

FEAYT, HAKREGULEH AL F Ar ARR-3-K; ZREE M
A AC-AY, EP A R A A RER, RV EERSAAN
Hekwh R8s 54 RAK; M QZA-CH-X-CH-, X P X2REXAHGLS
.

FEAY, A —HAKEGLEHZL T Ar tsE-3-%; ZRE
A MR Arf-AY, RF ArRERAm Ar 2w —2-4, Lo pmdger
2-RAHFSAEMEXRG 4 R K,; @ Q R-CH-X-CH-, XF X &R
EXEGLEDY.

FEAY, A—HNAEAGHLESHR Ar ZaT-3-L, ZREE M
R Ar'-ArY, RPArREEAAACRES-2-K, Rbprdde-o- %
EEEFRG 4ERK; @ QA-CH~X-CH~, A F XZRMEXAMG4
4.

FE4Y, 7 —%HK LGS HZ Ar BT -3-R . ZT2HKE M
2 Ar'-ArY’, AP Ar 2 XX & AP RER-5-A, Hdprkgee-5-1
BEEERG 4ERRK; M QA CH-XCH-, A F XZREXAMKL
&Y.

FE4Y, —HANEAGHAPR Ar -3, Z2EX M
RAr-AY, AP AR EA® A Zsbd-2-4, Rdsdats-2-4
BRTEEIRGN ALK, @1 QR -CHX-CH-, A XZAMEEEGL
&9,

A FCAVRBEG—ANEGH, EXH GHA, LEARLENLED.

16
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EHBERMAENASHPRENEGEAE, A FQR-(CC)-BRAE
— K-, —(CC) - B K-k X -3 (C,—C,) - B I Hh kit 2
EGCAYF, HRHAGHLESHE 5-B-((RR-3-FBA)- (4%
g -2-R-FR)-8A)-A%)Ep-2-K K.
EGCAT, HAANKGLEDIRLELSY. L THAIELL
VAN BGHERE, AT QREABE;, X2E9R, 7254,
Ar # 3~ K Ar'RER; G AC R 2—Eek k. PRk 2Kk X AT
#F G 4 LRA.
A FCHAY, HANEERG S —MLdY, TLAHHAE, IR
oY, WERMRUSHPMAENEGEAE, £+ Q Z-CHX-
0-CH,—; Ar' RERIXmRA,; MEEXEPpR T A ABERER. K. F
A&, ZRATREA. ZRTALA ZATAAPERRK, AXARD
¥ K.
AHAY, Kaeg—8sPHh (3-((4-FRTE-F1)-(hroz-
-HEBA)-RA)-FR)-XEK)-2&; G-(((mme-3-ssi)-
(4-wbse-2-R-FR)-8E)-FH)-Xa4K)-2&%; (3-(((wme-3-
BB ER)-(4-mR-3-A-FR)-EX)-FR)-XA&KX)-,&%,; (3-
((Ce-3-m k) - (4o 4-X-FH) -KRA)-FR)-X&RL) -

- LB A (- (O -3- e - (4 -2- X —FH)-RE)-FH)-
X84 -L&.

EHAT, HARAGHESHIAELEY. A HHAHELS
WA T EMBGH AL, AP Ar AwR-3-£; 2254 Ar' 2 %4,
A’ AR THK, mAMMERTEFSEMERRSY 4 L RK.

AHAT, KAKLEGHEHRE P Ar Tabe-3-4; Z 254,
Ar' ¥R AP RES-2-K; MR ER-2-RHRHSEMEEIRYG 4
LR Lo,

AHAT, HFARAGHKED R Ar BHRR-3-4; Z &KL,
Ar' ¥ Ar'R 2w ik Mk 2w A RS A E R 441
B 6 ib-%,

17
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EHAY, AL GLEGBAR T Ar RUR-3-4, 7254,
Ar' #E R Ar° R 3-mR A MR - A RS AR KR 445
B e,

AHAY, HFAKLGLEHREF Ar Rubve-3-4; 2254,
AT REE AR 4A-RE AR AR E RS AR ERG 4 4
B & 1E-.

AFAAT, ikt —MSW, TXAH T4, OERLLLY.
ERAAHRAECEHFHETNEGERAE, A FPKREFTE, 62 Ar;
Ar Z A, Rk, wbeb R gk, sbRA kR SR X
A RELE, Ar RBHEAR, RREARE, —HZ]RK, @ M2 AL,
AP Ar RIERE, RO A, XX Kk g i $wi,
m i, Bl EibkvhR, R () EHR. XA X%
R, SRk, Rk, XX waERE oH-1-FFARwmEAR 1,4
FAovEek, BABR. &£ K. FEA. FAR —AFE&X. =
ARTEARZRAFREAE —R=RK.

I, #Hpkkeibsdh 3-(((2,3-=4-%5#[1,4] ="%
H-6-RXFE) - -3-5BA)-RL)-FH)-(4)-28&; & (3-
((FHfrd-2- AP E-(trw-3-m&A)-EX)-FR)-x4)-2
AR

EI1AY, HARAGLSHRALELLY. R HEHELS
AR e AE, Eb Ar Zmw-3-%; Z 28, M2 6-(1, 4
H="EHR); M QR2-CH~X-CH-, R F XZHMEXR,

EIAY, HARAGHSBIRELSHR, L+ Ar 2R
3-8 ZREE, MR 2-¥%5%%E; & QR-CH-X-CH-, H¥ X
PAE S ¥ W

E1Ad, HaKEe 5 —#HLoW, XA ]TH, aERLEL
W, ANBAMENSHFMETHGHRE, AP Ar XL =%
wAERReE, MEEE swwA Skt AR I A, K. T
FTAE., —RATAE. ZATASZATREAZENERK,; Ar' Z#

18
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RUBRRSGER, X PRZC-CIRE, E-N-HKZ-N,N-(C-C) B
B, R(C-CHRAR, MEC-CIREAR(C-CORARE TbH L
AREFWE, —RZRK; FE ACEHRK. K. FE. FERA.
ZRTARE. ZATRARZATAABEH £ X KA.

£ Jaf, Rk —apsd s, T KA, GiERbiiy,
AN B RMENEHPHATEGHERAE, LT Q £-(CC) BER

BJAY, Kkt —mBsH, TXALE, QERBLLY.
%m%ﬁ%i&A%#%ﬁﬁ%ﬁ%mﬁ,ﬁ*chmxcm;ﬂ
X RFEXE, BXEA#E. A TEA —KT7PHA ZAF&L. =
AFAITEAABHE —R=ZKK.

LAY, Hilikeg—EbaHAh G- ((@G-TEA-FX) -
-3-BEAE)-RE)-FR)-XR)-T&; G- ((X#BA-4-THA-F
R)-BE)-FR)-%(1)-2%; B-((4-TH-FA)-(1-FL-1H-
Kt -4-B ) -BR)-FR)-ARL)-28; OG- ((U-=—_FALEE
~FR)-OhE-3-BB )-8 R)-FR)-¥ER)-2%.

LAY, HAKEGLAWTARLLSY. LiTHEHEALS
VR ME MGG ERE, b Ar Zb-3-2; Z 254 MA4 4
R ETERRGEL, MQRA-CHX-CH-, RFXZREXLE,

ELAF, HAKZGLEDZRELSY. EFHEHELS
A EREGERE, AP Ar ZEL; 2254 M2 A 46#E
TEABRRKGERX, M QR-CH~X-CH-, AT XAZMELL.

LAY, FANERGUEHZRELEY. LT HAFELS
HAMENGEGERE, AP Ar 2 4-(1-FRA k). 224 M
RAESGERETRRRGER,; A QA-CHL-XCH-, XA X2ARMEX
i,

ELBY, HARAEGLESHZRELESY. LHHAMELS
WA EWBEGHRE, L Ar R-3-3; Z 25%; M24 4
M FRARABRKGERE, & Q 2-CHLX-CH~, XF X ZMEX
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i,

ETad, ke s a2 Repdd. LaHEMELS
WA MG A%, Lf Q2-(CC)EEEEpE, -(C-C)
T re vk R K- (CC,) BRAEk K

B TEd, Hikegiesd, TXAMA, iR, HaT
HE RS YA ERHGERAL, X+ Q@ 2-(C-C) BRA-X-
0-(C—C) bt X-, m X R EXE, AE X#HKA. i FEAE.
AFAL ZATRE ZRTAXTEABRE —J=RK.

EMAY, Hihdeg—atsdwh G-((G-—FEAE-F
E)-(m-3-ss ) -KR)-FR)-FEA)-T&; AG-(((4-&
THE-FR)-(m-3-HmEBA)-KA)-FR)-X_L)-T&,.

EMAT, KA HEHZIRLLEY. A HNHRMENLS
MATEMBGHERE, AF Ar Zabw-3-4; Z EE, M RE 4
LA FRARARKRGEL,; @ QR -CH-X-0-CH~, AP XAHEX
%.

AEMaY, 58K LSBERAESYH. LTERAELR
LY ANSNHERE AP Ar2uw-3-%; ZIREX, MRE4
AR TEARKGEL; A QA -CHX-0-CH~-, X F XAmMEBREE.

FEFAAY, H—EBERGHEH, TXA NG, aERLLE
B, AABHRAMENESHPHEATEHERE, AF 6 & Ar; K R
(CCHBRAXERR/HE,; Ar BFK, wbebik, gk, abg i,
meer ik, sk @R A, R RESE, XPF Ar#E R KRR
EHE —XZBRK; AMAAS, R#EA A FA FEE —
APRE ZAFTAEAMPZRATLAEFHRE. —H=ZRA.

£ Nad, et dPHtzRX-3-(((3-(8,5-=f-%
) SHmA) - -3-#m ) - 1) -FH)-XK)-L&.

ENAY, #akigospRiesdh. KAHRFENSS
A RANHEGERL, AP KRAX-ERRBHE, AEAMARARET
HREERFBLG I EGHENRTEBTHEEERHIEM 342, Ar

20
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RMbre-3-A; M ZHER 3 5-ZRAMGEL; ZR2EL;, & Q 2-CH,-
X—CH-, £ F X ZmEEE,

ENAP, K& —adP, TLH04, GIERLLLY.
IR RAANESHPMERNEGHAE, AP ACRER, R H
. A FE FAREA —ATPRE. ZATEEAX =R PAZAEN
BA.

BOAY, Ak —MisW, TXAPHA, QERELLY.
EHERMENESDFMERNBGHAE, AT Q2-CC)ERE

oAy, Kah—mitsd, TLHQHE, GLIERLid Y,
A HRAERG I ETHGHEAE, L F QRACHLX-CH-, £
XA EFE,

Eoay, F—H4kditsdh, TXARA, GIERLLLY,
EaHRAENSIPRETNEGHEAE, L ¥ QR--(CC)ERE-
X-, M XR=%dhEk, Kok Rokek ik

0BT, H—AKkGIE, TXHSH, LERELLSY,
LWHRMENEIPHETNHEGHRE, LT QE-(CC) BIRHE-
X-0-(C,-C,) B3t -, m X MEXK,

£ FAAY, A5 —Hsd, TXAHTH, GiERLLd:
B, AR ERSHFMATHGERAE, AP G6RAA; KA
RKELERAEBLHE, Ar REE, b X dE K v wpw ik
cked X, Rk, Kl E4 X AP Ar AL 3 AH R R
A RAEFHRA; AMZ AL  A#HA. AR T —AFAL. =
ATRARZRATEAABSHRE — & ZRK.

LETHY, Ko —HLsdY, XA UHA, GERELdY,
EAWHRMRASHPHENEGERAE, L FACZXE,

AUAF, K —abksd, XA VA, aERELSH.
A A ehfmENENEAE, AT QR2-CC)EKE
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EUAY, hxg—E8ed, ZXAV4H, aERldy.
AR ABMAENSHPHEANHGERAE, L+ QE-CH-X-CH-, @
X R R E¥E.

UMY, Z-AKEakad, XN X4, aERELsY.
EAHEHENSHFMATEGHAE, LT Q 2-(C-C) Bk
-X-, M XR%xmEk, EpRARNELE,

EUAF, a8 ed, TXAHAYH, GERELESY.
EWBEMENCHPMATESNGERE, LT Q R-(C-C)ERA
~X-0-(C,—C,) Bt X -, m X ZR XK,

A Y Af, HAKEGLESHE B-((2-B,5-=F-%(&H4)-
L) - (e -3-a B -RK)-FR)-RAR)-LH&.

AYSAT, HFHARBGLESHZHFELSY. LB RHENS
WA NERAE, AFPKRABZEAAL, AEMAHARETHR
ELEARRABERTHMENRTHEBETHERLREAARM 245, Ar
A -3-A; MEMA 3 -ZHRAGER, ZARE, W Q Z-CH-
X-0-CH,-, A F X ZF-A¥XK, & CHh.H OCH, BT F AN XK
&4 18] 42 BAX.

Bk B —aisd, R A 148, ORI RELSH. &
HERHRENS DA ENGE AL, X F BAECH

EZHY, KB RELeH. AOHAHAELS
WA WNENHERAE, A PARCO; GRAr, KRRFXE, 2H/E,
EARABEIAETHE, MZ AR Ar-Ar®; AP R ERA bt & ; Ar
AFE Bk, AR KE; ArCR (CC) Iz, RE. w
. ke i @vw i, Er A g A wbE R kbl mbek R X
e B Ar RFA. bk K XR R bR A WA K F
k. Rk RERK AF Ar. AP AP A B EMRERRE 3
AR R A ZATRARE. ZATRARZATRARERRK.

HEZHY, HAKhE —AbsPRRELES. LWHAME
oA EME, APAZC;, GRAr, KREFHE, ®
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A, EARBERAEATHER, MZ ALK Ar'-Ar®; Ar 2 XA ke
LN S N LF W' S EL L 7 SRS F(RAE-3 -5 T 3
A, owbe ke R e k. AR R R AR shek R
ek R Erk K Ar R EA. wbed k. B R wbdk R wbw R =k
. Eww ik, KRR Ee R Ad Ar. A Ar'R A B Mk
FRE IR, A FA —ATEE. ZATFTAAIX=ZATAR
bR,

AXPRGBRAETERARTRAEGERDY, Hie, HALIH
BTk, QHELHARBARTRAEGSHEED D, #lde, HLH, %
REFAREGX T, AAHRMENLSDINETNEGHA
S, RABFLEZEBXF 60 S AL FTH. LOERDEFR .
RREBEERK, FRTFBEFARFNG L5XXT LSAHRBEY
MK

AEXRAG A AT BFREFERDN, He, LB (%
AV FRER, B BFR. STRALAXHTREXBAEAAGAL
K& F &k, QELERATRER., T3, BFRK. 5TALAXGF
MEXBREGHEKRGHHDY, A dLDBERLTTRER.
. REK. S5TRXAXRNTREARBROALRAHITHX
e, AWNGIMENSDINETEHERE.

AEXRANFH—F I RETRAEDY, e, FLIH(BEA)
MERRRE Tk, CHELIERATRARRGHEERIY, Hi, &
LS AERFTREREFEGX 14, EASXMAENLS BRI
RAHEHME.

AKXREA—FT R RENAAEDY, Hie, RLDIH (GIEA)
MBREROGT &, QHLEIATRETAGHEZED Y, #ldb, F4
HUERATBEILEFEOX T4, AANBXNELSBXAEN
HOHERE, AFRBAAAERRRNEBMEREARAETRRY
REFHATRTHEIGHZEX T 44Y. EHHRAELSD L
Lo AENE. E—7a, ¥ I 4eH. AHBXMERSDR
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Fi ik ay 25 0 25 A 3k B 3R 26 T AR AR 6304

KK A —% @ BE T AR H, e, LB (BHEA)
MIMATHRTREAT %, QHELEATHRITHETR KA A
W, #lde, FAHIHERTHEXTHATREETEGX T oD. 3
WHRMRUSHEAMENHNHAE,

AERG A —F B RAETEHEDY, Ao, ALDH(QFEA)
MEFRARAROTRENG T &, QHELERALTAXALGATRE
HAE ARSI, P ilaid, RASTAXALGTREAERE
B TEYH. RS RSHRAETHGE ML,

AERN A —F @ REITFILEERNILE B IOBTH k085 %,
OELEALZARABFRAGILERAILEARXETRELRT SN
XIS Y., AAAXRAEREHRMETLGEME.

AERGH—F @Y BREFT AR, Fp, ALFH (LEA)
W LT RBEA” MF %k, BTRAERCERELRABEERLGRE
Fegpr, WRBEMETR R T RAERS. BEZRIRGFRHERR,
MENRGTRESRLBEWRINRGTRAR, QLB BLHB
TG QHRERIY, B, FADHED “ELRFRER
BHEHXNIAGY. A WHRMRNEH IR THG LML,

AKRGH—7% @G BRETHE RSN, Hi, FLHH (LRA)
MBEARBEINRGTRERS T %, QHELEABIRBTIIRY
HRABGHERRHY, Flde, ALDHERABERBEIRGF
Gt T EGX 1AW EWHR ARSI RATETHGH AL,

AERG S —F WG RE b EHR RGO TR T &, QL
AREEGHLGY (AHEA) BAEGX 1SS, LAHAML
WEHRRWHGH AL,

ALK R —F @G RGTHMEDY, B, ALY (LHEA)
8 FRBAAEE TR IR T RN T &, L EA TRIBET
HIRGFRBERGHTEEEDH, Hlde, HLSHHEA TREMNE
ARG FRERETENX 1 EY. AWHRTENSHIA
RAHGHAL.

AKPEH—F @I BRIEFHEEDY, e, LS (QEA)
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MEZRIRGERFENG T %, CELEARZRIRGFTRESR
IR EHGH, Flie, RAAIBDEABZRIRGFRENE T E
B IREY. EHEXFERSHRAETNEGH A A,

AXROFZ—F AT EETEHRGH, He, ALIH(EEA)
M ERGTRENG T &, OELEAREIIRGFTRERAH
EEHRHY, Fie, RADHERTEIRGTRAERE T TEX 1
oW, AABIAMERNSHAMETHOH AR,

AERNH—F BT BAERARI B, He, ALIH(LEEA)
HEBWHINRGETRARG T &, CELEALEWHIRGTAR
HEAGEAEDY, Hle, ALDIBAEALRTHIRGSTRAES
BEREAXINEY. AHGXMERSHRAENEGH AL,

KA A —F AT BEFT BRI, Hl, FLHH(EFEA)
MAFRNT %k, CELEATHGARDY, Feailsdd, £AF
HEFEAXN LAEY. RAAHEXNEREHIMETESH AL,
EXEZRG—7 @, ATHA TR, X IEH. EFHIMAEL
CHRRNENERAELFARTEHRE. EXEXNN S —F @,
HXIEY. LAEIMRNEHIAREATEGEAERT LKL
4.

AXPE A —F AT REFHFHY, Hli, FLIH(BEA)R
FEBR, LEEBRAKTHAEHASE, HETREGFT K, G2
AT TAREHR. LEEBAXTAEHAGHELARSH, Hlb
MY, EATHREGX 1400, XAHIMRLSPRTE
WHMBAL. AFEG—F @, X IeH. LHHIAELE
MERFAMNGHHRER/RERTFEH KGR

AKEZREH—F MG RETARDY, Fe, ALFIH(EHEA)
HBRARMAEKRGT &, A, mEFTaALKAIANTHEAY, 6%
LEABEKOAALKRGHERTGY, Flrdlshd, AABRKAALK
EREAXNTGY. ATHIMAENGHIAAETEGHAE.

KA R —F A EEREEDY, Fii, HLHH(QEA)F
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JREFTEFHRBEENS T, OELATETTREBETFRGHMELMH
W, B, ALY, RALHFARTHX I KEDH., AHHRAN
RS HRXETNBEGH AR,

AEXRHH—F B EEREEDY, Fl, LB (GHEA)
KEEMGS T %, ORLEAKFAALDEKRGHERES D, Hl,
LY, BRFHELEITHX I 4. LAHHXAMELSHRA
ARG AR,

AXBOH—FTRGRLEFHESY, Hle, RLFTH(LEA)T
MEFBHEBGGT L, CHELBETRHEGHERMESY, Hiie, F
Lo, RAFTBEDRETHX I 4EH. ATHINELSIR
ERBGEAE. it X IE4Y. RGBS HRAH
NENGEAETUAAFRATEBHET R, AT e —F5 @, $X 1
HEH. AABHIXMEANEBIAMENHEGSALEEAATEFHHA
R, ARFENS—F@, ¥ T EW. LAHIXAERLSY
AATHENGALBLEHREAB AR TAROGEABLTAA,

A IAeH. RiSGRAENLSYRATEN 6525 A AL koG
E4 % 0.001 £ 100ng/kg/ k. X 1o, LWEIMELL DX
HAMGHHAEHANEANGHNERLY 0.01 £ 10mg/ke/ k.

AEREGRGEHALYH, KAFELRAEFTARTHX I 465,
AW HRMAENCHEIAENGO S AL RAYH AFRKIAEEN.

AENEGRERFTROBHULY, R FLAFTRAERETHX
I 8%, ANHEXMERSDRAETESERERAAE BERAEKX
RN,

AEPREFRAEHFHEDY, Hie, FLAIH(AEA)GHELEIK
FRAEGHHELY, ATLARTREREFEGX 14D,
AR EIMAENSHIANMERNEGEAEARGE ARKIREN.

AEXREFEERRLZEETRAEDD, He, FLIH(HE
AV ERER. T, RFRA. 5TAXALGFTHRE, ABEKTAH
ARG HEDBEY, X PLRALFAREOXN T AW, L WHIAN
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=R EN R LY EVEY R ER -2 R

AEXRREFREHTEHEDY, P, FLFIP(ALIEA)G “BE
HFRER” SEHhAsHh, BEAEROCERBIAAREFAS TR
wa, FREBHUECHIRGTRAER. BERIIRGTRAESLS. I
ZINRGTRERRLEFRFINRGTRAER, BASGHEA ‘B X
BERER BREROX I LY. EHHIXNELSBRAENY
SENEPVEYEVEE T3

AKEPREGREFTAERIDD, P, RLIB(CEA)FTRER
GHEPESY, A FLAFTRAEREREOX TEH. REHIA
ARG IAMENEGHEAERRH ARKIHHEMN.

AEXREFRIERERSIY, A, FLIB(AEA)THES
HEBESY, AVYSATHAREGR I LAY, ANHRAMELA
S EAMAERAEGEAERR G AEAEIXAESEN.

AEXPBEFRAEFTHESY, i, FLIBH(BEA)RTRKY
H5BusY, OELERATRTFROHEAMSS, Hl, HLDH
RAEBEELEAENX TAY. RAHRAERAHITETHH
R, APEBELABRRARABHREBT AR T EAHE R
PHAFHELGOHEX TEH. AAERAELSDIXAETHY
HRAENE. A—F 8, ¥ I LE4Y. ZAAHXARLEBHRAE
WHGHAEEFRER TRET KRR

ARXBEFRERESDY, B, ALHB(AEA) P KT
REBFELHHEBHELY, OELRETRATAGHEAEDY, Hi
HLHY, RAFTRLSENX IHEGY. RS ELE MR
WHEGHAE A—F @, X I448. LHHAFELLSD R
EWHGHALLHFER TAFT AL,

AEPRFRAENF BRI, Fir, RALHIB(QEA)GTHK
THAHREAOEHASYH, AFPLATHIATRARHRELEFTEGX |
o, AMAIMERNESIIMENGEHERAEARE ARKIFH
.
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AEAPEFSBAFTINEEAGLEAARTREGE DALY,
AP LANLZARABRREAEFEOX TGS, KW HIMEAS
DI EANEAHRAERREREAXFEBEMN.

AEXRESBREKERDY, P, FLHH (QLEA) GHFEH
K, LEEBRAIATHEHBRE, BARTESHHH ALY, A¥4H
FEARAGAREAXN I EYH. RAHIMENEHIAETNEGH
ABEABRE RBEXBEN.

AEREFRAFEHRIDY, He, FLIBH(QEA)GETAH
RAXNTREANEHEESY, RTSAESTRAXAXGTREESH
X 144, AAHRNELSHIMENENLEAERARER
A XBHBEH.

AEXBRFGREFERDY, Hl, FLIH (BHEA)GEEKA
NEKGEHEHASY, RFLARKGRNEKRETFEGX I &,
AABHXMENSUIMETEGERERRYG ARKIAEAMN.

AEXBREFREERDY, W, FLDIB(ACEA) TIREFR
TURBREIFEZRSGHEHAESY, AV AEAARXEGX I 44
H. AHEIMERNEHIMENENGEAEARE ARECIAS
.

AEXBREGEELEDYE, H, RLDH (AEA)KFEH
ZEFTRFESHEHALY, AFTSARATAEALFTENX I 44
Y., AAOBRAEASHIAETHGH M AE.

AEPNREFRALTHENIDD, P, FLIFTH(QHEA)GBALR
BMESIRGFRERGH I ALY, AV ABARBEIRGTAR
BRREFNENAXNINEY. AHHEIAERLGHIAETHGH AL
AR AR AEXERN.

AEXPRRGRAETEMHYH, He, FLIH(QEA)HPRE
HETHIRGFRERG DALY, X T2A FREMNE TR
REGFRAERSEFTEGX T Y. AHHIAERSHAAAENE
SEN RSV E N E Y ER -2
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AEXPREGRAETAHBIH, #l, AL (QAEA)GEZLR
JIRGEFRARG DALY, ATLABRZRINRGTRENLE T
THX IALEGY. AABEXMENLSHIMENHENEREARGA
AR KB .

AXREFRAET AT, Hle, AlHH (QFEA) G L]
RGFTRERGEHBLY, A TSAMEIRGTRERETEY
RNIEeH. AHNEXRMECESHINETNEGE AL ARG AEAK
EX T2 R

AEXRRFRESAEFHY, i, HLIH(BHEA)BLEW
FHIRGBTRZROGHHAEY, RTLHLETRINRGT RHEL
BHAEGX T, AABHXAENSHIMATNEGEARAR
HRAEKIHBHEMN.

AEXBEHZ —FRFEXIAEY. AAHXARLESHRATE
NHEGHRERRLCHTHERSHGRKEST K.

AEXPFH—FaFTREBALSYH, AFSARNT4eH. AH
BRIMENSHIAENGGH A EFRBUMN. K ar 8 RrE 5 A
XAEMBGERAL, URAREBEWEFTIARGHEHEDH, H)d,
RLFH(EHEA)SEERFTRAEGRARE, REZEHLEWHENFT R
it e M.

AXPHRKEHBASALTARENR ALY, HREF—
HUEGHAXNINEH ATHIMERCHIAENEHH AL, &
BAERAREGE - H4W, ARERF-_HALSHARBEHN. L&
BREMEBNIMENEGEAE, Sl BETEIHN/HRHMNK
BB K.

AEXPEF—FaGEAETAEKTROAED D, HlRild
M7k, QELERALRTRAARENTRDY, Al Hi
A :

a. —RENF—FLESY, FRE—HULESHREX I &5,
EH B RXAMECLBRAENGHH AL, &
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b. —EEWE MY, HAF-HALEHIRARBKMN. 3
MEXEHABHNRXMAEANSNEAE, pBRBEFHEIHA/HERAX
R 8 £ .

R oY F kb TRATACHE T RGMAE.

W kKRG F BREL T ALEKE RS RELT REAR.

WFEF—RAGFTARETE AL PE S HELX
LR,

RFEEF—RAGTREALTFRE —HRSBLHYLY-—RAELHRF
&g & 18],

WFERANRAG T BRAFRE —HALGWLEL-HELH=F
&4 B ]

BN, F-HUSPWLBEARNE_HLEH, TR —F
AW AmBERDHN/BRMN, AR Y=ARELS=F, £F =
A ZAREHZSENBARERRE —HLEH.

XE, F—HUASDLEEARE _HLEH, ATFEZ_HLE
R ERDHN/BRAN, oA RLIY=F, LY =50
FEBF—HLEH.

ALXRHF—FTaRA-FEANE, L Fas:

a. —ZEHX I 4H. AHEIMBRALECHEAMRTHGE
REABRHAEEIREN, AR —FEHE.

b. —ZEMREKMN., RHEWRXEFMABHNIAENEGHA
%, WS ERDHN/BEMNIUERE, AREALKIHEN, 4
AR _ELHNE, A

c. AARF—PFR_NENES.

AEVE S —F RS ELEBALSY, EVPSAX IE8S. KW
BAMENLODEAMEARNENGEAEARLETEARBHN (REX
CEAOBRREHNTEEX IXSHARRE). ATHKXAMEHHNRAAE
WHEGH AL AR LA L BEFHFEDIPALDH (BEA, L
AR ER)SAEKEROBRE(BETRER) G AR, X FX e
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SMEEECE T RGRE. TRBLSVWEARLFTARENE —F1L
. AoBRAENESDIMATNHENERAE, HREAZ—-FHLsH
AX I, BEFAXSOE _FHdY, MEE -_FHLdH2
EERemA#tH, AuSXFEMRAEMNIMETHGEAE.

AERGA—FT R BRERERRTRAOERDI D AL D
Ak, QHEBETRAERGHEAMEDI D pELAMER .

a. —RENHF—FsY, HEZ—FHLEHEIX I Lo,
EAWBEXIMRENLSHIAEANGGERE, &

b. — X ENF _HLsY, MERZ-_HLEIRZACHTEAK
WH., AAHREMEENXETEGHA A,

RSP s kL TATREHEMETRGAE.

W R REG T AL T AERT R RERT AR,

WA —RAGFTHRALTRE —FUEBFRE_HUEHEL
LRELEH,

AEXRAWYH—Hs @A —FHEAMNE, AFak:

a. —ZEWX I L&Y, AAHAMERSHIAMERNENH
AERRGAREKIBBEN, AR LM,

b. —ZEME _FibbH, MEF -_HFHEHZELETEAK
WA, AAEDRXEMERNXAEATNENEABEAEZ 2 HY,
A

c. ARFEMRAF —FF_HEHEE.

AT LEREMFE. AMNEFRASHH, XEFEXKHN.
P e CEVE RS T EFEEAERPIE A AN

HEGFTASRABEH AR IGF-1. WKL, AARETEIHN/
BHEM. BLA, PREBEE CPTH. FRIBRBEFGERNE. T
KEBRBIMEREZTRFBREBEERAKRGERRELEMY., £ K
BEREKBERSEHNALFZAE.

hEGBBEEFRDIN /BN ERE ST, FEE5F, ARXY
i A-RE-RmEES, KREF, 2ATFE, AXZH 5 (levornel

31



98810026. 6 oo P 5E30/2451

oxifene); L3 ¥, 6-(4-BX-(k1)-5-(4-C2-%%-1-%-T &
EB)-FHR)-FE-2-8; 4-(2-Q2-&K%E-%Xx[2.2.1]&-2-%)-T &
B)-FE)-(6-2E-2-(4-BE-X1)-%5(b]En-3-X)-¥8;

3-(4-(1,2-—RE-T-1-HBR)-EX)-aH &

2-(A-FRE-XK)-3-[4-(2-%%-1-%-THEL)-XAKX]-%
¥ [b]E~%r-6-8 ;

M X-6-(4-R-FEX)-5-4-C-k=T-1-X-TERE)-%k})-
56,7, 8- AE-2-8,;

()-ME6-F X -5-(4-Q- B R-1-A-TERE)-XKX)-
5,6, 7, 8- f AL KX-2-% ;

MR —6-K X -5-(4- (2- B R-1-X-CHEK)-%%)-5,6,7,8-m
a4 K -2-8 .

W -1-6- B R A A E-3-mbwA)-2-%k X -6-% % -
1,2,3,4-9 SALEK,

-4 R CRAXK)-2-(4"-RER)-6-8%-1,2,3,4-
7 A 57k ;

MM-6-(4-BEER)--(4-(2-mm-1-A-TEIE)-XX)-
5,6,7,8-wAE-2-8,; &

1-(4 - R CREFRE)-2-%XK-6-%%-1,2,3,4- 9w &}
ok & A,

HAlttkemBERSHN/ BRENOEESE S,

3-(4-(1, 2-=XRE-T-1-HX)-XB)-a k&

2-(4-FARE-ER)-3-[4-Q%h=-1-A-TEE)-XA&A]-%
F (b1 w65 ;

WX -6-(4-B-FER)-5-1U-Q-%RT-1-XA-TEA)-X%)-
5,6, 7, 8- ALK -2-8;

(-)-ME-6-%K X -5-4-Q2-nBR-1-X-TRHE)-%X%)-
5,6,7, 8-w ALK -2-8;

Wi-6-F K-5-(4-(2- & K-1-A-ZAE)-%(K)-5,6,7, 8-
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AN E-2-8

M-1-(6- s R A AL --smw EA)-2-%k X -6-F K-
1, 2,3, 4w &A%

-4t R ZREER)-2-(4-REA)-6-%4K-1,2,3,4-
v A Sk

W-6-(4-F A ER)-5-4-C-hmw-1-£-TRA)-XHA)-
5,6,7, 8- AAEK-2-8; &

1-(4- B R A LRAERL)-2-%3X-6-2%-1,2,3, 4 w&F
R ALH AR,

HikeXBRREOEHERE, MO BR (alendronic), 2EBE
& (zoledronic), M €4 & (ibandronic), M ERR, BKERK, L
BRAMABEALH AL

BEERTANELLAHREHBXFTRAER —HLSHHLEH T
BREHEAGERAE. MAZHEBANIENEPGAERELLAGEL
BA. B oL ErHMRRE. FEEFERE.
REEFHMRBEEPRB LS FEARRE.

K& “BREKFRAOARE(—HIEH)” BRERAKFETHEZS
BB EFAFNRE, BEFAFAERLZLALAR “FHAR RN
BENBEZERTREABAETHEM (1994). ¥R LLEAZHRX A
BRE. BRI AZHEKRESN 843" vRAL. OHLE “HEKFTR
BRE(—FHREH)” PHARAFBETRERS. BAFTRERC
ERERBENIRSTRES, FREMRAHIIRGTRAER. B
ERFNREGFRELR. HEIRGT AR LATHIIRG FRR
., ZOETRALER. THETHRE. REABRILEFTHEL. KiE
“BEKTRORE(—FHKEH)” TOEFTRERGKPESIES
FHETH., FEBRPRET K.

Ri& “BERFTROBE(—HXEH)” EHRLEHEFRPHLX
FEZEH L ENEOER, QCEFTRARGERDY, Sl das
Y (Bide, BEEBEX. BT 60FGFH).
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LEeEMmIRGTAGALCETRI. REFHERELE. =
LERTHBHI TR, REFTBHRNE. OREHBAXELHAEH K
AXTHEHRETRS. BRAALK FETHEBREX K FTEMN.

AEXBHRSHABEBETUAEHFBELEESEA, Hd, #
HEBAYR. FHEB4L2EBE. AN FTEARLEE. B4,

ABEBRBRAARLHLAEFREGLBHELELEORETR, AN
(ZERARZLAER)BELRATEEER.

AXFPHERAHRE “BF” G LW, FB). RBEAAR

K& “HA” HEL. HEN. BBEHNP/ZELRE5HNNGEE
BAaME, FFABELTHELE.

K& “HWH” BEIZHHERGLSY, CELHEE, A%
EFERAERIBECAETRSEY Blie, WHELMALY pH Rl
MAERSEAREGHHIHBR). REAGHE LA BT BEHAE G #
28, XIS YHBRHETRBOARERE, GEERARTETRK
A, AP I H>BIRAZE, BHEHEARTHCCIRE. (Cr
CORBAETE, SA1E9ABRETH I-(RBAKX) A, BRAS
FI0ABBTH I-FTEA-1-(KBtA&AR)-2E, EA3E6AKRT
BRBEBEAELAFTE. BHF 4 ETAZRTH I-(RAEAAL) T
AL BEALEBARERTH I-FA-1-(REELARX)TE. B 3
FOABRETH N-CGRAZR)RATE, EA 4 2 10 ABETY
I-(N-REBER &L LA, 3-2-%5# (] hBE. 4-C 2 RsHE.
y-TABE-4-X. Z-NN-CC)RERZEGCC)REGGb-FELK
ATHA)., REAFPEBE-CC)RE. N, N2 (CC)RERATRE
—(C,-C) R EFok R T . B AR GHkK (C.-C) EH K.

RFERAR —RBALRT, 2RTRAART. KETHAER
FHERAAFHKEP XR)GEHHER, i, ok wi X,
whof X ovEep X skep X opeb X FReR R R wm A,
i K R K Aotk K,
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BBHRAE—EWUALRT, ARTHRIREAART. BRT
Fo B BFHENMER. AR TLERAPGEENTIK (B Ar.
Ar A= Ar) B 2B A AL, RO, FEE FFEAREL AR
MATEm bkt Eok, oH-%E. SHREBA, A, 2-
FFTIRERE TS TS  WBREEE 5.5 S Tk, W 4.
B ook B oH-skek A 2-vkekodk R skebiRAL wbeR L 2-dbedoR
£ okt Bl e 1 2-—ABE 1 3-ZHRA
-1, 2-"EEEM A, 1,2, 3%k 1,2,4-8 =K, 1,2,5-%
gt 1,3 4"E-m i 1,2, 3-=K 1,2,4- =44 1,34 %K=
gk 1,2,3, 4-"%=v K 1,2, 3, 5-"%= 4k, 3H-1,2,3-="0h K,
1,2, 4-—vGa X 1,3 2-="%u gk 1,3,4-="%4% 5H-1,2,5-7%
e o 1, 3-"RAAE A,

SAKROET LA - hrh A, 4H-tdk, BRA. RRA.
1,2-= 8@ A, 1,3-="8E A, 1,4-="8RA. ki 1,4-2FK
A, BmAGkA, weEA @k wEE REEX 1,3,5-=2%%.
1,2,4-=% 4. 1,2,3-=% 4. 1,3,5-=%RE. 401,204k,
oH-1,3-"Bk & . 6H-1,3-"%% &, 6i-1,2-%% k. 1,485 X%,
oH-1,2-"8% A . 4H-1,4"8% %, 1,2,5-78F %A, 1,485 X%,
ol k. -FolEA. 1,2,5-70E% %, 1,2,6-78E4 K.
1,4,2-"B =% Ak 1,3,5, 2% K.

ARG ETMATEBRLE. BEEL FEAAAP1,2,4-2TR
5

ALKGEAARFE, FFEHEPKFHE.

HHEAEEE. BRI RFI AR, 2RFPRLERBPH IR
AFEAAGRIR, EFEsmi. aBBRRLA-EWALRT, &
BTRimitEBT. AETARRT, ML AREE »
g A, Bl sH-%RA. IH-FuI%E. Z&%%E. FEIHF(b)
wboe & W (3, 4-b) ek k. Eibkwk. FESFRwE FH
() Ewp k. F () Epk, 1%k, it Shk KiTs
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A, BEk, Eibsked X, RopEee K K, AH-5 A, Bk
Sk, 1,2-ZRAERK, 2,3-ZfEEK, gkl SEB%E,
L,8-=R&EHEA. FrA FA FHE EE wEAERE TAR
A oH-1-(vwa A, 1,4-¥X "8 E. i (3, 4-b)ubew A,
Bt i (3, 2-b) e . Wb i (4, 3-b)whe K. 2H-1, 3-K 7%k
2H-1,4-% %5 4. 1H-2,3-%# %5 %, 40-3, 1-(# %5 4.

2H-1, 2- % 5 v%5 K A 4H-1, 4-K 585 4.

WEAEASE. RikFESER, 2P RERIEPEE/X~
AFRARH NI, AP E&Bik, AFERLLA-EWALRT, %
BRIERIRAEBRKRT. ARTFHFART, N EHAINEEE &
BEE, BHE, X, W-ERHE, FA BEEA, FE9E, a&
X, beb X, RAZFRTHE, *FE, FHE, FRE,
ek, g, g, vl vEEEAREL, ﬁaﬂuz
WM LR ARS R G BARERLAGEEA, LI,
FREBEEFTUNRALRETFERLRGENEE, aEHEIOELE
B, stoh, TERBAERTRERTTAMARRTAERNOHE
T 3EHF k4L BB,

ERAERRGBE (AERIR), KFAEARERER LA
SBF. REAMMGIH (BREBIKEOERZEZAMN AZTE,
LR, BHREA BTHA EAE BIAPEREE

EHEESER ARG E, R THERR AR XEBLNE
MRFBBERE-ASRT. BEAAGEH(BREBEZKEQCHEFZ
FHRS)AELHRE(R 1,2-RLHER), BAHE. BETHE. EX
HE. RTHEAFERIFE.

ERAFSEREFZREGE, RTHERLZARRXEBAE
AEZBEERE-ALET. ALEAGEH (BEREZKECHEFT
ZARB)ARLHRA, EEEE. BTHE EREE RLHEAfE
Bk,

BHERA. B BRI
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RAR ISR PER ISR BHOREGEH (BREETK
BBz IAMAFTE. LA AE. FaX TA #HTHE &
T, KA. FAE, FHxadk, BREA 1-FEATE 2-FER TR
S-FRATR. A Foik EEAPFA

REABBIEEBEVAGBPREARIBBPREA. THH
RAKG Lo (REfz kEOEFL LA IFTAE. LRE &
A, FEAA TREA FTRA RTAE. RE&EL. FREE.
FARRE RARE CAE FTLRA EAAPFAL.

AALP, REFE-N-HRZ-NN-(CCOREHEHXZ-N,N-
(CCoME~ WL (CCORAFLS (FF x REHFLIHA(C-
COMEFEN x ABIE, Fli, FRALEKELE--NN-(C-COR
A& EA).

RAEHHHA, TX L6 ‘W FraBFEgBRA (He, £2
EIMNEBAEZXFTHARGBRRER RERE, REABEMEHRHFSH
B, REAEMFLHE RERKR). 22, X T éHF, 3K
ZHriEm MAZEES, AREEXEHK-F=ARKREARRK. b, £X
IeHT, FAr X Ar' RASBPHGEENTKTE, HEFLEK.

BEBmRERREFES TAELHEREIUALECFTXEETH
EREHE, AEBRTHRIRFANKETOFALARIZHERS,
ML TRGE, FERAZERTRAALZMGERRET. #l,
R#E sk 35 2-. 3-H 4-wbmE, KiE “Eulk” 3§ 2-% 3%
i, i £,

A& “BRE” BAFLTBETHAETE, »(ERRT)EKL
P, B, it ABRE. BREAL BEE. L&E L,
. g hmE. Em¥ AmE BoRkid MHEKE HaEsA.
PHBELIP - FPEZBE., FABERALZMNETF L (ERRT)HA
.95 L L BEXATALFE NN-FEABLER)).
fesk., TEK., —LEE. Lok, HFPE(N-FE-H8K). X2
Fhe N-FRAELAR)., RER R TZHQ-RA2-BXFE-1, 3-
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AR,

AALY, K& “REBEREMN f “BWHREMN BRASHE
FoHEERNY AT AEREBR. AN, PRAX “HBEZHER
i

iﬁﬁ*%&%%%lﬁ%A%A$i%%%k%A%A%ﬁ*
AREATRAAEHRIAMFINTHBALEGRT, FEIAFH
Hdoxt gtk At F AR, AMBFHEPBRXFRIFEEARLE
otk LA AR X GRREX. KXPEHETHAILEFHKE
A RAY.

AEPLOERLBHESHGKE D FEMCH.

DTT 4% —# %48 85. DMSOJR —F X M. EDTAHR L_BwW L &.

AXPE TP HRERTEHBAR, BRKTRHHE. KA9NAE
WRB{EREFHRAREG, ZE P/ XBETRARREE XFEROL
SWFeF kN AEBRAEE T R K.

EeHREAKIABREEALAG A I PRANEZLETEAS
.

AERRGERAERRAHDEAGTARG S &, CHELHER
LHPAEBEFARKETHRANER 1 Gbsd. A TSR EMELSE
EN RS A

KEREGRETRALDHERANBRESO T %, QHLNER
LG MERLEF ALK EGARANER | 9. ANGEREMENS
M3 ERMGNHME.

UL

B ki, XX TRELOELFRARC o0 FE,
HINAAILFTHAGFTEHE. FELARPREIHELEFTEHAL
APt —F R EREFBAITRAEFERAA. AECFEHETE
B3 4
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—BRAE (ER)RTFEIESRIBGEHE A —FFE
Hegsid & (Hlde, BB EARBAGHLTAHERERR
).

EFBRERTFHX IS, TAAAFE 1-5 MEQF EH
&, XBFFoE QABHETHRELN, —KIRE[LD X
BABREEERERBEEAREL; (b) ARE QLY R RE R
BB RBEREL, X C)RRERALILE, HHAN B
. ATVERE. FABEREAEARE, AL bsB L.
LHTRAREAHE, —HREALHNEA Q-ZHY, PREZLT L
Ry BELSREY, G —HRELHNESK-MNFS, ATEEHRPY
B ERAREESREY. RAKGRF, 4 Q-1 35 0kEAH
RAEMAZZE RN, BEBTEERAGRA SR, SRTERALE
H, Q-2 F45TAXETFTEAMNIAREAMN, IREHEHRANGE
FREDEELXABREANEE FEEANGRAEYE. ZRAXMEEE,
AE LB X ABER TR FBRLEE, FRELH
WK, REPWR, QK. EREEALH, RAALARBERAAR
BedFERE HECNOEERAGFTEERIFTHE.

Blde, wTHE1IR2FLETHEBRERRTHX ILEBHY
Fik., EERA, ZEZANRABOEELIGX I HHBREXXN I HE
BRLEELSHRARNLDIREARRER B AREL. 7E 1246
REZ AU A AR AL G A, R s —&RET S
Wi eg R EHEE. —BEAERERER DG FOMERY. XHT
B ESE —RALTETARALEASEHE, AAFHEAKkEGE
BREAHE, AT —FRACRE. EFE 12 P, —FREL
FAEHEBRABZEBRFHY, pREL, CNHAETNRPRAESI K
. b, EFE 12T, XRIWERTARERESE, LT RAE
TEAGRPE. —&, BEPAZISRE, ABTEXLE, X
RETARER EAGBEARAARRGESARNFTE LR 2P,
TG RAECRFHY B, LiE6, A2 B Twdeas5%).
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BRGREHNAE. F. FEIBIE I DPSERE, FHhER
Kig i H ek aiL sy,

ARB AN, —FAERALE. R (ZFAFRERE) R,
M(EZFHEPERE) RS, RTEYF, EATHREN 2 -—FE
FEER, WEXBHINN-—FEAPBE/X T, AREHIS-T8CEY
100C, RN 1 €GBBEIBEXTAANET. AX2X3HELH
AR REX 2R IHEAHNREFRE, LT XBRELNG
R X RBREHRS, EREADHOCEYLHI0CHNFR T TFREL,
FRApHX 4R 5HERA LS. E—EHAT, FEAXAE
BRERBEIRRREREALREEGEH Y, FTRETEERK, &
#bhik &#EB LM C. Still, M. Kahn, A. Mitra, AL FLE
43, 2923, 1978). F—REALE B TRE, RAE LGB A,
R(ZFREFERL)EE. —FREARKKE. R(ETAFAEREL)
RALAY. RTHRAIERN, EATHBEN PR PEE. Wi
AN N-ZFRPBE/AXAHP, EBAAH-T8C E£4100T,
BFRXAXSGUGHHLTAANET. AXIX2ETHF _HRE
RMAHREX SR 2HREAZBRERLE S FRAL, FIAEGKX
6t bk, ERAFARCEN, ABARKEREX 6 &
BAkBAMBHX IHER. RABRAAZETASKTERLET
HARLRIEARNMYT. FETLABEMNXS KB E XA PHARA
42, EREH O0CEYH 80CTHAT. &, AABTAARARR
RARBIGFT X, Ik “CAMSRTEHEFLREY, F=0&, T. W
Greene # P.G.M. Wuts, John Wiley and Sons, Inc, 1991” ¥ #
=3 B 2 o o o
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7E 1
1. & 1.
G—A—NH, >~ G——A—N—K—M = -
1 2. X—K—M 2. X=—Q—CO,R
2 4 3
G——A——N——Q—CO,R 1. NaOH G——A——N—Q—CO,H
K—M 2. H;O+ K—M
6 I
& 2
1. A%, 1. B,
G——A—NH, > G——A-—N—Q—COR -
; 2. X——Q—COR 2. X——K—M
3 5 2

G——A——N—Q——CO,R 1. NaOH G—A—N—Q—COH
o R

K——M 2. H30+ K—M

6 I

AP BRANGX IAHETHENS, LiE 3-4. —FEk#,
AIFIONELHBERED THRMATREAARBEIARAAR RN T &
HELBAG. EAXpAELLSWAE LT LB FE?, Ed. S.
Patai, J. Wiley, New York, 1982). #l4e, X 7 X 8 HE MM
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Patai and Rappaport, “E#H4F”, pt. 2, Wiley, New York,
1983). ERFTHEEMNbwE kBB Ty, ABREAY-T8CEY
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7, ARTX IR 126844Y. ATBRAARBREIACEGHIA
£, REGQRREEBREVTRA— AL ETHETHRIP ZLE. I F,
AR T ABEMN X 2 -1- K A= (CFTEER)-FRHR
% (BOP), AWM EMN PR P37, RERAE-HAERELH-30T
F480C, £ 0C £4 25CTFit4r. ATRBEKGAECFHOTR
%, Houben—¥eyl, Vol. XV, Part II, E. Wunsch, Ed., Geoge Theime
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Y, EEASTETAEREAGHE (S.J. Wittenberger # B. G.

47



98810026. 6 o P 5E46/245T
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KA, BENGELEX IREWH &7 KT ALEAFE 1452
8% Ew & X 46 &, MG R P a4k Heck BELB F XA Q4L (Ek
FRBUHRF ALY, FEA-RATRAGBRERLSTHLRLY.
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FTARBTFESTHEGX 120908 &. %X 61 68 (4
HEAAE A RBFEUHERFIHKX 62 9 8. RERRBHLENF ik
AREBLESE-BR(RA)EGE, ARRTRGALET M. B T4
H#X 420940 (GEHHX 64698, TUAITAZHZER N
R TEAMAE, RLHID/FLEAX At atbEatE, |
X 63 R EFHHE.

MEXN S ARG T EHETFE 28, FHERB Kang HE S F %
(J. Org. Chem. 1996, 61, 2604) #= Jeffery ¥ & &5 % (J. Chen.
Soc. Chem. Commun. 1984, 19, 1287)41%&. A Te4eELA,
HABEREGHFET, FABLD A EUDEHFEABBE. LA
REZETHRE. RTHEEN, KRA-—FAPESE P, WA
BiRBRIAARELE e TEARLE, HE3TX 6568 H8.
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% K 26

Pd LA  oHC— AT
- \

B(OH), - o

F £ 27
H O
N=—= Q Z [ ] - }—Q———Z
61 H 62
0
N=—= K M [H] > >—K-—-M
H
63 64
7% 28

PO
e PN, L
o _\_CHO

NaHCO3, Bu,NC)
65

AT A A4k

TUAEBFE29 P30 HEPETRHARKFTRELSH. —FK
H, AYRER I ETR, AERAREN L R PRXEG T,
MiE TG AN S HCl., EAGXR=ZFRAEARERAY, £4 0T E
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HE0CHBET, AHEETNX 66X 68HHABKIKERE, 575
BHETXETHOHNATESNTEY.

# % 29
G—A——NH (CHO), G—A—N Cl
HCI %, TMSCI |
66 67
(CHO),
\ A)Clzi
PCIS
OH
G——A-——-T
Ky
7 E 30
H . G—A—N—Q—CO,R
G—A—N—Q—CO,R ——
68 -
(CHO), 69
SOCI2 &

PCI5

G A N Q COzR

OH

FEINLETXOMETAR RXT0MARFTHEFHEL
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Aot XK AL TGEMNKLDMF Pk, £7RAHGE &,
AR FRAXT. BEHEAFARARSLATFTR TSN, AL
IR —FTEREANEER, BHRESHX0MBELTAR.

o d

F Cow /w i 7 AR
\ 60

F
71 J/J
70 AP = wtek,
J=CHXN nhef X ke

N\\\\\ .NaH N\\E’j\ RaNi 54 <\

BEBALZPEX IS TUARELHOHBXALE, FHEL
EHT AL - AXEART, BRFLSAURTERRTREHR
58 8FAAGERRTERRTFTREHRA. &RF. BERT.
B, AP ARRERLES MR CH UC. PP, ¥S. “F # *Cl.
CHBAERAMBRRAEER/IAAECRTHACAARRAEEFNLAL
AKX IS HAERLAVGRBEA. I HA%E-14 B “CHASH KRR
LEFHTESTHEFERNOHNLRL. AKX PHAHSEFRGX T
e —BTERBEAARBAARA RO T EHE. X EF XKL
ML TRARBERBRLEFER/ATEEALREH FTHA
O ERTHNE, RAAL TRAEGALSRFRENKREERAAR
#7183 A

AGBREAARSERHRBAEN (P EEE. SBBEX. R
BBk, MEBERIIMN/ RN, BB E. BREE/FHERSHN.
Premarin®. #®M. # B X 170X 17Tp-L A B -_B)T5 Lk
AP E LS

ZHRFEETRAROE: BETERER, HE3 £, B8
MLk, SRMALE, BRATINE, H518, SR{EH, &
BRALFW, BRELEF, LAFH, REiLR, WEEW,
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AR kEH, XL ®, etonogestrel, R ASF R, 348, 3
ZNR, LEEEN, 25N, N538R, LBRRER, LRhiESR
M, Af£53H, £AFWF, BRTHREFR, SRECF3H, AT
M, bW, BRBEER, FRiER, #4548, 53 &N, »
R, FABRAEER, A4hW, BBEE3E, £38MEEH.

HKZEGEHERFTEEIR,. iR RiEMA.

BFREHHN I RIS EH LR LA 3,683,080 AF 3%
BERE, FEAFAZIAMISE. KANIBRRIER A6 =
BB (EHEXBRE). BEBRR_AXRRNKLEG SRR E.
MEBBEIRNKAZGIBRE NOBBRIFINKLAEYEIBR
#. 2 EBBERIRANKLAGIHBRE. LECHhAYEIBBEEN 6-K
A-1-2A-PTEAIXBRP 1-FX-3-(FAREARL) -ZHE-R
BE. SBBEEATAUARITERRLEEARLLE LY B XL
%, AHCESBEOTKER. KLY LapaElk-1-24-
1, 1I-B &, PROUBE, KR-1-B4A-1, 1-UB&E, FREX
BE, FHREAKE, LR-1-£4-1,1-XB®, LRr-2-8%
1L, 1-RBR, AR-3-REA-1-FZA-1,1-ABR, AK-N,N-=VF
E-3-RE-1-2E-1,1-BE&%, AR-3,3-—FE-3-RE-1-8%
-1, 1- R, XARATFRUBRE, NN-—FEARAFTRUBL,
N-Q-Z2EXCR)REATHERABE, TR4-KA-1-2X-1, 1-0%
B, RIFE-5-8A-1-F4-1,1-WHE, OR-6-REA-1-2£-1,1-
REBEAL G AGERG A%,

B3, AXAPHLE B TS FAGHRE T RN/
RAABEAS. BB EHFHN/BRABTHEARLAE S
R, KEBREETEIHN/EINBEERBETTRELHLEW, £
WHEEHP/ABRETRE. ARG, BB FTHINELALTZ
SATERADB AR FPHREFIALELLELSFE—FARSHAR
TERESEEIAAGLES S, BRBEITRAMNAELAITEL AL R
LA BB TEREETSAEELESFAE—FREAAR P EB S
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HEMAGLASY., TEERRLABBARAANAKREERE A
), QEBHESHAREL TR, RATHREIERNPE AL
% % , ¥vhA K Eriksen E. F. ¥, T AR ¥ 5% £ ( Bone
Histomorphometry) , Raven ¥ j&#, New York, 1994, 1-74 W ;
Grier S.J. ¥, N ZT - HERAKMNZEFHH FTH LA, Inv.
Radiol., 1996, 31(1): 50-62; Wahner H.VW.# Fogelman I., %}
FRHERG N REE -HEREKRANEZATELRELR, Martin
Duntitz Ltd., London 1994, 1-296 B). A ¥ 2 # A& Bk
TF.

EgMmBEEIMN/ERNAREHF: (B)-3-(1-(4-(2-
(ZFPEER)ZERER)2-%E-1-THE)-B) ARX b,
CMAFFEBEH 5,047,431, HAELAFREIARIHKAL
* .

FoHhkenBERFSHN/BERMNR 3-A-(,2-=FF%k-T-
- A)-XR)-A% 8B, EAFT Willson F, A4 & F
( Endocrinology) , 1997, 138, 3901-3911.

F—FhAkGHEEFHSIN/BEMNIBESF: (2-(49)1, 2-
ZEEA-I-THE)EXAX)NN-ZFE LK, (2)-2,2-2 % -
,2,3-AXA=PEREQ:DARELELSL S, ENAFTELER LA
4,536,516, EAFAZIALIHKSZEE.

F—HMELEBR -FERARELF, AAFTERELA
4,623,660, XAFRAEIARLIHEASE.

BB ERDHN/BRNZFELF(6-2E-2-(4- &K
ERA)EF(b]EH-3-K)@-Q-(1-%=ZH) AR X R) @R A
BE), AAFFELEREH 4,418,068, AAFREIALIHEAL
.

B —#kkemM RSN/ REAMNZRBEF: (2-(4-@-K
-1, 2-— %A -1-TH R ERE)-NN-ZFRTE, @)-2-%-
1,2,3-AX=P&EE(1:1), AAFTEREHA 4,996,225 FAAF
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NEFIANRIHEHZE,

oA aeREFRFIMN/BERAREILTE: 1-2-(4-(-
FTAREA-2,2-ZFA-3-FE-XH-ans-4-K)-FA4%X)-¢
B)-wd bk, AAFTERETAH 3,822,287, AAFRAFFIAKRL
ALY, BHALEEREF.

FHAaGRBEERIHN/BERANRLSE LS B)-1-(2-
(4-(1-(4-2-RR)2-FA-T-1-HE)-F$&L)-2 X)) wE R
B, EAFTER LA 4,839,155, AAFAEIALRIHKS A
*.

FRHEAEGHRBE TR/ RBHRMNZ 2-4-FARE-XH)-3-
[4- -k -1-E-ZAX)-FXEE]-X5# [b]E9-6-8, LAFT
£B 445,488,058, AAFABZIARIHhLLE,

FHREGBRBETEIMN/ RRAMNZL 6-U-BE-%XK)-5-
(4-(2-%R-1-R-Z&E)-FR)-E-2-8, AAFTELE LA
5,484,795, AAFAEIALALEALE,

AR EGERFTEIMN/BRMNE (G-C-(2-R 2 -R3K
[2.2. 1] -2-F)-TAX)-XK)-(6-BX-2-(4-# X -(K)-%
H [b]Em-3-%)-F8, ARREHEF%EAFT PCT ## WO
95/10513, ¥i5A# Pfizer Inc.

AR ENBRBEFEDIN/RRACEELEB FH 5,552,412
— RGeS, AAFAZIALAIAAILE. EFHMIK
® AL

M -6-(4- R -FKK)-5-(4-C-RR-1-X-TEX)-XX)-
5,6, 7, 8- S KX-2-8;

() - M -6-FK K -5-(4--FR-1-X-THRK)-%HX)-
5,6, 7, 8- § K28 ;

Wi-6-k K -5-(4-(2- B R-1-A-Z A& X)-%X%)-5,6,7, 8-
WS E-2-8;

B-1-(6- s A TR E-3-hRwE)-2-(K K 6-F K-
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1,2,3,4-wAX;

1-(4-e B R R EXER)-2-(4"-REK)-6-8 K% -
1,2, 3, 4-v3 & 5759k ;

M-6-(4-FEEXX)-5-(4-Q2-%=-1-X-TRE)-%%)-
5,6,7, 8- WA X-2-5; #

1-(4a-st R CREER)-2-% R -6-2%-1,2,3,4-w &K
k.

LeBBEHDHN/BEAMNBETER LA 4,133,814 (A F
NEFIARIHEHLE). £BEH 4,133,814 AFT 2-%1%-3-
FBmA-X A Eoh 2-FE--FREXFED-1-ABgHi 4
.

ABRBERARGERIALECETEAARRN, LHRAF ARG
#M, TALSAARGLEHES. FREENZRETREH T
AL LGS Y, #FALEREIAHYS “FHARRFRASEEE
FRERBEPHEA (1994), #RLLAALZHL PAKHKE. #X
EAAZFEKEF 843" .

EEAEXRGEEFE, AR EIHNIRTHIIMN/FHRM
TAEHE —#Hs. XOERBLEZAGNHF LRGSR I 444D,
KGBHEAARLERANLTHER IGF-1. RULH. PRI F
(PTH). PR EFMB I ER . £ KRB EFREKBERSZH. &
THRLSFBHETALXBGE —HLESPeG L4,

BALXBOEEFT R, ETHAFARETARER .
REWHMERFEAKXKWHIKRFE PGD.. PGD,. PGE.. PGE,#= PGF,#j
i esiest, CMATERTRES. ZELSHENFRER
s, RELSRIARBAARNBEIHARR S THELH (Fldo, An
SHE ANHINKREELSARGEPL, ERGLEREAX, 2HLFFEYD
W AR @R, 1993, 197(1): 263-270).

WHRERSEANS DRI RRBEA LGMRLSH. LA
FIRENBERTAMABREAZRR FAIR AR R GMAAR M4 6§ Kt
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BRIk Eineg, —&kél, AEGMEIRARA. £XREARS
G C-9EAFERRAAHS A E LHFIME, M PCEE CoCuBEAR
K sefodl, Ml CoCodr B A MR X 4,

ATHET SHAAME. 22, XEFAARFTHLAHARIERA
AR, HAREFHZHAFTEEEFA 4,171,331 #
3,927,197, EAFAZIANRIEASE.

Norrdin &, WA R ELATPTHERAKER, IR TG =HBLER
W5 & 41, 139-150, 1990 & & B K ## 7 A £AT T &L,

AXERHELEFT G, EMHAREIEIN/BRANTAKE =
e, KENHIRTEIAN/BRABLESAINRE AL (&,
An S %, Cloning and Expression of the EP, Subtype of Human
Receptors for Prostaglandin E.;, Biochemical and Biophysical
Research Communications, 1993, 197(1): 263-270) i fE 4k A
WAMEER B, ARFHBRAENRTR) GLEYS. ZE2EAR
AEBREBAARBIHARMEHHALE. Eriksen E. F. ¥, 74
2w AR Z, Raven ¥ i&4k, New York, 1994, 1-74 | ; Grier S. J.
F, BT X-HEAAKMNZESH T AR, Inv. Radiol., 1996,
31(1): 50-62; Wahner H.VW.# Fogelman I., s F R ZEAG3EH:
KT X-HEXRKMNEZRTEAEKELK, Martin Dunitz Ltd.,
London 1994, 1-296 R). X ¥ 3 #XEHMELT. 2R, K%
HAREFEDIN/BHRAFEARBAARAAK L Cotd. WHR
FHRDIMN/BRAGEHHERT.

£BH+H 3,932,389 AFTAATAHRERS 2-BEE-2-
(vguk-5-4)-11-BLA-15-BRRSG-Q- KB A A RE, LAFA
BIANRIHEASE,

£BE4 4,018,802 AFTAATEHARERY 16-F K-
13, 14-—4.-PGE, AR X A&, AAFTAZIALXIEALE.

(B EH 4,219,483 A F TAA TREHRERN 2, 3, 6- A4
~4-th B, RAFRAZIARIHAASE.
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EFEEHN4 132, 84TAFTAHAAN TEHREEG 2,3, 6-RAH
-4-t 8, EAFABIAKRIEASE.

£H %4 4,000,309 AFTAATFTAHREES 16-F K-
13, 14-= 4 -PGE, s B R KB, AATAEIARIHYLE.

(B %A 3,982,016 AFTAATARHBRERS 16-F K-
13, 14- =5, -PGE, s KA X &, AAFAZIALAIASSH.

EFEE#4,621, 100AF TAHANTEHREESRRG KRR,
EAFARIARIHEDSE.

£ B+ 4] 5,216, 183 A F T HA THFHAREEGEREG KKK
M, AAFAZIARIHEASS.

EAZPHELETH, RLATURESE - HLEH. RER
A BAAAGHABR (Fid, EHERACH. FEBHEALA).
HEBARALAAXAFTER LA 4,904,478, EAXAFAZEFIALL
Ve ASE, AEBBAARALIEBZRE LM ZRALAE EH (4
4=, W EriksenE. F. %, FHA LB SR Z, Raven & &k, New York,
1994, 1-74 ®; Grier S.J. ¥, NEET X-HERKRNZALED D T
#7 8 A, Inv. Radiol., 1996, 31(1): 50-62; Wahner H.W. #
Fogelman 1., A BERGFH: AT I-HEXBRKIAN LA TEA
% #%,, Martin Dunitz Ltd., London 1994, 1-296 R).

AHREBREOTAREELALRGE —FHLEH (H 4=, L Ono
F, WIMEEl REFTVAFTHEBREAGTHRER
(Promotion of the Osteogenetic Activity of Recombinat Human
Bone Morphogenetic Protein by Prostaglandin E1), ‘& ( Bone) ,
1996, 19(6), 581-588).

PREFREE (PTH) TUAAASLAL RS Z - HLEH. KETF
REBRBEERTRIRET LA BARBIRRLEH LD, €
MTHEETBERFEREFR. TOETRIREBEAXIKRARLTR
FREAR £ B FE R B B A £ 404 (JL PCT 3 WO 94/01460 5). X
MBERARBHFAER S THZXHTERNRM D REHE b,
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% Eriksen E. F. %, #aAz2H AR Z, Raven k&, New York,
1994, 1-74 W Grier S.J. %, WA T X-HEAAKNZEFHD T
& g M, Inv. Radiol., 1996, 31(1): 50-62; Wahner H.VW. #
Fogelman ., st B REAMGEH: AT X-HEAKMNZATER
%%, Martin Dunitz Ltd., London 1994, 1-296 ®). X ¥ % #
AP ELT. 2R, RETFRFEEESALBRBRAR A5
REdg. PRIBBEHEHAMELT.

CRAFTKFHREKLTEMHRDIB T RER”, Osteoporosis
Int., 3, (¥ 1): 199-203.

@B FREBRREHFAPIH 1-34 B FTRER: £4. Fh
FRMEFRE”, Osteoporosis Int., 1:162-170.

AAXBHEREFTEY, EMEKRBTREKREETRSEMNT
RHEE-—#Hisd. RELARMEIRSEMNBHBEKRITHEAR
BRAKREHAA He, EoFHBA, FETRAGHE M) GALE
M. ZEEAFEAFBREARAARARATAGAARNESRAZ. £
LA B T AT PCTH A %45 : W095/14666; ¥0 95/13069;
WO 94/19367; WO 94/13696 & WO 95/34311. {2 %, A EA KM
EFREKBEIRIEHNATERFRERARERZC 8.

Hakdd kB ERSBHNE N-UIQR -, 2-=&-1-F 5%
B2 3Z [3H-% -3, 4% R ]-1-K) BR]-2-(REFRA)TA]-
2-FE-2-F R ABE: MK-667.

F-AEHEKRBERSEHN O

2-F E-N-(2-(Ba-(R)-F X -2-PH-3-8K-2,3,3a,4,6,7-
X E -k 4, 3-c]mmw-5-£)-1-R)-FRAEFA-2-RAK-L
B)-FTdmiit L-E68E;

-RE-N-(1-R)-FREFTE-2-Ba~-R) -(4-RK-FX)-2-F
A -3-8.4K-2,3, 3a, 4, 6, 7-5 &[4, 3-cIHmE-5-%)-2-K
R-TRK) T8,

-8 A -N-(2-Ba-(R)-FA-3-fK-2,3,3a,4,6, T-7v A~
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5[4, 3-c] R -5-K)-I-R)FEAFEA2-AR-ZHA)F TH
B, Ao

2-R A -N-(1-2, 4= R-FREFTA)-2-AKR-2-3-A K-
3a-hm-2-A FTH-2-(2,2,2-Z K-T#£)-2,3,3a,4,6, -5 f -t
5t [4, 3-cImb-5-3)-Z &) -2-F A -A Bk,

HERALHMANS Y —LHEFTETREZRPLERTREA
(B4, X I @ATHEE. . BE). SXHEFHEEHR
RTEFHERAGBRAPEHNE T ZHRLEFH. ARBRBEARAAR
HDTREANBEHETFOER. AHRYP/BRYP 7 EGEAELZ LA
BEAARG—ZeR. ARPERAELAES—HKHERL T. W
Greene, A A R F & H P X (Protective Groups in Organic
Synthesis) , John Wiley & Sons, New York, 1991.

LR HOREDPENEL S THRAXTRAARIES RS F
BAENEKARBARAAREHHREAR. Hlde, KX TFHAGHE SR
S5 XRRISGBRE XA ThiAiE:, EAFPBAEAEXOHFTER
BRALER, FERRIAFGHLEGHTHRRA LK TIRE,
ZFETRBIAIRFTREGTEIRECFTRATRIANDRAEHHH
%. P, THESKESDOEHIIRE.

ARG ERBRAARELERINERALAAG —LELSHWAEREY)
—AFRAARERTHARS S RAEAXFESRAHE. BLALAHRD
ik, i, EEP/RSBEH, READFELFTHAGREA,
TAKESRFHEREI S BEAECNOEANAESRFHE. B
5 BAFERRESY (8B LEF Tk RE W4T 423wkt
HhReY, BEARFAES EFF LN G ETRFHEEL (B,
K, OHEALZRBFERBEDESRSKBT X, Wi, BELK
) A E 6 St pe R, IH TR &. MAXEFHAK, &
HEABFHE, FRERABRSGIBRBAAZLLAG—F 5.
AEXREG —BLSHELLTEEFHEHH L, RAGEFE), HH
HAEHEZRKLRG K5
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AZXBHRSENESY, X IS, RN, F4ARK
WM. HAREIEDIHN/BERN. FRIREE, £ KEFPEKH
ERSERN, RBROHASEABETFTHAL. AL P —2s
W, QX 1448, REKHN. FERRMMN. FoMEHSHN/
HRA. FRIBREFE. £ KB EFFEREEFRS N, ZHRHBY
FTEHRARBETHRE. HMAGXLEERELALAERA, H7
ABEFRFERSE. P, pXEL, THEAAIERBEF
WHRBFALFITZTORAER, AKX FXXESHFSKGHIRA
PHECH. WREREY, ALITE REXNRZELE. AXE
MR TFAREZRBEL A T EBix i,

o, BEAKXPLESH, GEX IEH. KAKH. FE4&
RBH. TARETHDHN/BRMN, PRI E. 2Rk FREK
BERSMN, BRAKSGBREMNCHE, CNELEXLABHER
A.

B, AXBSGLESY, X I L4, REKHN. F4&
RBH, HAREHIHN/BRN. PFRIBREE. 2 KRBEEFHEK
BERS N, AHANHEELAKXAHEEA.

AEXBALEY. RAABERMEANS AT EHHAERET
BRARE, CSMEAEEEDH, Hl, FLIHH, FENZAT
HMEFTHRAERTRAEN. OTEFHBARETAERFRTAXE
RO X RETERE BREANTOER, X240, AHHALZ
AN SHARERHEGERLE, REB. REF/RERTHFARARE
B |

AEXRAALHEABBRAMNELFTEEDI Y, He, FLIH
(A, HANRZLR)EAGAEKRTRORE B, TFREM) T
AL, EFAMNE, AQEAARNZ., SHRLELSBZT. 3K AMP AR
FEH RO (MARBELT)F, ALXLXARESH G TR
B, RARNE (AAFBELBEBRRAARSREBAHRTESIARL)T
ATRMEALZRAGECOEARBHHNANAMELSD NG FRE, HE
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ABHMN/BEANFTETATRARZREARASRE LRGN /BRAAR
FERBEMGERE (EXFARLEBRRARPREBAETES
BE). mTHRGBEXBRAEAFERATRABEAI T RHE G SR
K#AN (Flde, KEXPHLEH) PR BERH (P, BEFHIHH/
HEA) GBS AE. ZEMNZEAXEAHLE D (XA TH
R AL ECERARBAPREARKMNGERRIREURASEE O &
HEHEERATIERBETFIER. ZBRBRGLERNTHREZAR
MY, B, LY, CHEAPEAFILERGHNSTAELA
A 69,

SRR #MN R AR T

TRAEXGHEEIBEXRR. BEFTHZHE(FLER) X%
HOFEDBR)XEAT, KB FTAEARBNERNRLTBRAE TR
g,

BEBRTTARAREFH (W SAR)GERIMEXE. X
BRARAGHABLLAR (FEIRIFEALDR), FARARN
F (1. 3K 10mg/kg/R)ETEHXTH 30 XWAMBERHAN.
AELEABKATY, EFABRE A FLEF ABLEFHRE), X
ALEOCEATREANFEET REAFR). ERERF, LA
KA BHEAFRATEGEKRSH (Teklad Rodent Diet # 8064,
Harlan Teklad, Madison, WI), X ¥4 1.46%45. 0.99%&F 4. 96
IU/g A XD, ERRW 122K, 2 AKXZAA TZH 10ng/ke
GGk AR XKL, RETHHKL:

BaidagR .

RERARAGPATHBELERTFARGE -HEBHOLEF
(DXA, QDR 1000/W, Hologic Inc., Waltham, MA)#3#, A EA“H
G HERPBHM (Hologic Inc., Waltham, MA). B K&K A
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5.08x 1.902 cm, 2 #H F#H 0.0254%x0.0127 cm, BHEE A
7.25mm/#. SR ALEMBRFAZEANSARE (W), E%KETT5%
% (DFM), AW (FS) A& KA (PF) & F &R, F 4% (BMC)
Fof 3% B (BMD).

BERmEAER LM

MPRTHEERET, BEMA, FR3H5. FEBBF
FRERETONTLETEAR, ELERESETHK, ERETHK
R, REEHTFELAAHKFH (Eastman Organic Chemicals,
Rochester, NY)¥.

Al Reichert-Jung Polycut SWH M A% B F TR ER
HaWk 4F 10un B. 4pum A A& B 8 Masson's =& £ M &
@ 10um WA BRHEFREE. AFAHFERXEAG—A 4un F#— A 10um
MH#AABRFTARBESER.

A Reichert-Jung Polycut S A MK B FAGHEAR DA
10un . ZEWMARTEFARAS SRR 2.

MRFTARBEER:

¥ Bioquant 0S/2 B &% A4 R % % (R&M Biometrics, Inc.,
Nashville, TN A TE#HBF FHH (EL KO -HHSL 1.2 £
3.6mm) I RAFT RN BEFDSARHERR. BF TH%ER
BFE—AN 1.2nn FZ2ZHAEHLARMNERELTRR. 4un WA
AEAFBEERFER. REMAPTREALGHE, @ 10umnh A%
HBELEFHRPTEHAEXGRE R

D 5hEFERPEHRXGEMAFTE:

(1) BFHEHGR(TV, mn?): FEAL KT - FHEEEL 1.2 £
3.6um I FEEH @R, 2) MRFTERGBV, mo®): £ TV $I£F
BEGmR., 3) MEFTAKGS, m: MEREFERAK. W) MEF
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2 A% (BV/TV, %) : BV/TV = 100. (5) >3 % # (TBN, #/umm) : 1. 199/2
x BS/TV . (6) 2% B & (TBT, um): (2000/1.199) x (BV/BS).
(7) R F %o (TBS, um): (2000/1.199) x (TV-BV).

1) AXFRKGER K

(1) #Fal#E(OCN, #): EEXTHmaRTHORTHIREHE.
(2) HE@EAKOCP, mm) : AF@REIGIRFAK. 3) &
H e he 3 /om (OCN/mm, #/mm): OCN/BS. (4) & F @) Kka 49k
(% OCP, %): OCP/BS x 100.

I11) AXFH A EHGEAF

(1) - BREEHEGAKGSLS, mm): A—AEF5EE&FH
oIt P REAKSERE. 2 X-BXEE/HATHH K (DLS,
mm) : AEASREZERhiChELHINZEFTRESEKE. (3) A-
Lo EE (ILV, pm): AASXGERLHIAGTHESE. (4
FAB¥E 5% (PMS, %): (SLS/2+DLS)/BSx 100. (5) FH W %
% (MAR, pum/X): ILW/ #ZE K. 6) FHREER/ 5L XA H
(BFR/BS, pum’/d/pm) : (SLS/2+DLS) x MAR/BS. (7) % # #i& B (BTR,
% /y): (SLS/2+DLS) x MAR/BV x 100.

TERRBEE SRR

¥ Bioquant 0S/2 A& W 54 ® % % (R&M Biometrics, Inc.,
Nashville, TN B TR AEAFTEA RO B I SEBHEEAR. £
MEmpaiR. FHREGR. FERAK. RRFRAK. £4HFLGA
K. RERRGBAKFETREPFPALRAGOAFLERE, F3HEFA
RaR(EZHagaRn-TRER). TARORGSHE(LRER/
B AR *100). FRORT LB (FHEREGR/EARFGR X
100) . FERA ALK A > #FLHAK[(EHRLH A K/2+XAFL 6 H
K)/ERAKx100]. #HHER (ARREL/AR)FFHRiEF
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(5 9B A < [CRARie s A K /2+sUe i A K) /&R K],
s it %

T ¥ A StatView 4.0 %% # & (Abacus Concepts, Inc.,
Berkeley, CA)# T4t F# H. 5 £45 4 (ANOVA) BB, #A4T
Fisher’'s PLSD(Stat View, Abacus Concepts Inc., 1918 Bonita
Ave, Berkeley, CA 94704-1014) AWK A Z &R F.

ABEHWRBEXEMA EP, o EP, $4Kty 293-S i 2 P HZ
cAMP # &

K EA EP,#o EP, 4k 8§ T H T 4865 cDNAs, AEATAFHF
5 (1, 2) 9 KEHFRINBFRFEMWEAR 2K (EP,) X4 B AR
e (EP,) 6 RNAMEARMK, B ## FHRESHE RS £ K. cDNAs
#% % %t AN pcDNA3(Invitrogen 25, 3985B Sorrento Valley
Blvd., San Diego, CA 92121)# % i B4z %, FALHARSER
R kP 203-SAKEMK. H G418 B EZT HFLrf M
PHIPGE, £4. 27T &KRFHHFHHIPCE, £4 ML TAY
Scatchard 4 # i — ¥ T ¥ A % £ PGE, % Bmax #» Kds. Al T &%
7% 4 & 48 B % 3T T PGE, (EP,) £ A £ 338400 & k4 % & fa Kd=12nM,
st PGE, (EP,) £ A £ 256400 % 4k % Jo ™o Kd=2. 9nM. /& F K 293-S
mp BT RGEARAETESERH. WBERFTHALAKF L
A (BRERE 10%)F 6418 (&3 B 700pg/ml) # RPMI .

f£ 293-S/EP,#» 293-S/EP. i & ¥ &) cAMP R B i vk T & &
M AEH Inl 2 H5ETFRELETHPBSHBFAMRTERAK
i mBEim, AL hAe) RPMI ERXLREHN 1x10° 488 /nl,
Fhn 3-FTH-1-FH &% (IBMX) ER&EERAN oM. F 1nl
MBESAEIBESIMANL ] FREEZAREH CF T IA 37
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T, 5% &8tz MaBEGIHEHTFEIRE 1054, R,
1100 M HBEFHRRANS AR M T, £7F 1% DMSO X &
BEAREHR 1%. MARSYEIFHILERETEL, REHAR
4, FESICTRRA 12484. RE, E100CEF 10 04 KH =
BRI AR ELS S 4. BitE 1000xg TES 5 544k %
BN R, B ARGEMREBEHXNE 7. AAH B cAMP &
5t %, % % A & 71 £ RIA (NEK-033, DuPont/NEN Research Products,
549 Albany St., Boston, MA 02118), Z#¥#FA#eGEMER A cAMP
RIAMBME AR (BREEXMNET)R 110 HBE, B8] cAMP R E.
— & k#, M6-8ARENKRLESHA L log¥ELERE. A
EHhaRsHAHANETARBEGEER,HToHETFFN LR
17 ECso 3t .

B LK

1. Regan, J.VW. Bailey, T.J. Pepperl, D.]J. Pierce, K.L.
Bogardus, A.M. Donello, J. E. Faribairn, C.E. Kedzie, K. M.
Woodward, D.F.# Gil, D. W. 1994, RAHHFMR L EP, ER
HFaEBATNINREIHESCHEASLE, 2T HH F (Ml
Pharmacology) 46: 213-220.

2. Bastien, L., Sawyer, N., Grygorczyk, R., Metters, K.,
A2 Adam, M. 1994, AWM % E2 Sk EP2 BH M B, HiEh i
kA Z M, AHAFLE (] Biol. Chem ) Vol 269, 16:
11873-11877.

5WAREEXANESHE

B
PR BMERE ACTH4T. KEAZXWFIRE E. 1 B (EP). 2
A (EP,). 3 B (EP,) X 4 B (EP) £k miait ik 2 e v mies
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EHEFTEF % AS0nM Tris-HC1(pH7.4), 10mM R 4L4E, 1mM
EDTA, 1mM Pefabloc Ak (Boehringer Mannheim Corp.,
Indianapolis, IN), 10uM # &t — Ak (Sigma, St. Louis, MO), 1uM
BE GBI H M A Bk (Sigma, St. Louis, MO), 10uM BHRE G &
4 %) Bk (Sigma, St. Louis, MO), 100uM 3% & 85 Ak (Sigma, St.
Louis, MO)]. # ik A Branson #& # % 4L (Model#250, Branson
Ultrasonics Corporation, Danbury, CT), ¥A#:K 15 #5695 K 3
TREAEE RS . RKEBG BB N AL 100 g &S 10
SH L. REHEE 45000% g F 30 KM ER. HBRERGRE
A 3-10mg ZOHEHAFAEF, G KEMA Bradford &5 %
[Bradford, M., & # £ ¥4 5 ( Anal. Biochem. ), 72, 248 (1976) ]
ME. REXRARFHRASCAARASLA.

g4

B EEHNEGDABRRAFELEGFRATHEN Ing &G
HFEH. HF1IARRGERAMNE 0.05 ARGERILES B RE F & VA
B 1L AKRRGEGZHFR A 65 3nM "H-H 1 IR & E.(#TRK 431,
Amersham, Arlington Heights, IL)4& 3. ¥R B ESH (EHKR
205pl) &£ 25CT®RAE 1 . K5, @l GF/C ABHHELESR
(#1205-401, Wallac, Gaithersburg, MD)X #E A Tomtec K £ Z
(Model Mach 11/96, Tomtec, Orange, CT)HEB. AIE B K
£5 H-HAMEFELEGYE, FAHEFRPALESG H-SIKRE
E, @it EEHEL. REKHEAH M 30l [50uM Tris-HC1 (pHT7. 4),
10nM # A4, 1oM EDTAlR#ZF 3 K. A THRAF I MARIEEF
B, ATHNEZERLELGH-WFKRESE, FTROIEBBETHR
AN RGBHEFIHAE LKB 1205 Betaplate £ XK B (Wallac,
Gaithersburg, MD) Pit3. B E# 50% 9% F B L4 6 H-w 7 I
FENEZHHEMNES WG REHAZ ICs,.

A ¥ EP, SRS HENFT Funk F, A P54 E (Journal
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of Biological Chemistry) , 1993, 268, 26767-26772. 4 K #
EP, 14k & 4 & A~ F F Regan ¥, % F % # ¥ ( Molecular
Pharmacology) , 1994, 46, 213-220. £ K# EP, £4edHl & A
#F T Regan ¥, ¥ B 2 2 ¥ 2 & ( British Journal of
Pharmacology) , 1994, 112, 337-385. £ K# EP, xRy H &2
# F Bastien, £ 4 F £ &E( Journal of Biological Chemistry),
1994, 269, 11873-11877. X &k &4 A TH & %L EP,. EP..
EP,# EP, X 4k #5 293S @ Jd.

&% A EP,. EP,. EP.% EP, W7 M & E. X4k 2935 e & B
AGBEAAR GG FEAR. — K%, AETAFGLEKE
ey 5% 3 K%6 PCRIRGBMBRE) I DEBLENFTFH Rl
A#&F AT RT-PCR & B, X Vv#AFAAR (EP). AW (EP,).
A B (EP;) S AHKE M6 (EP,) % & & RNA. PCR H o1 TA X 3%
7% % B3 A pCR2. 1(Invitrogen, Carlsbad, CA)Jf 1 DNA &5

M % Bt %K 4E pcDNA3 F @it & F 3Lk 4 3 293S @ e (Mayo,
Bl kF, 2WiL5F % (Dept. of Biochemistry, Northwestern
Univ.) ). R G418 2 F4 s mMe)E, i 22 BT HRGREY
Wi %.

4 miE H-PGE, £ 4R L5 A k46 PCE. AT FHEH
AR BRRAKBEETHRGLESEZ.

MNEERLHENTHEEL NG

THFEA:

A EBE®EAEAR 3 A% Sprage-Davley X L. EEBTXEEH
BB IGHEPHRLS L lcn o, TABETEBFFARKR. ¥
W E TG, HAEBERTREMENFRS dun, FERH 2un 24
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— A 1mm 3L. A 0. 8mm R4 %E (R K & #7 36. 3N, & K4 & 61. 8N/mm,
E5FRAAF4TARBTREAEHR. FRAFHEES L. B3 =%
T AR T ANG T AMERMES L L 2nn RS 474
BEGER. ATRYKALHYG, 2EXER T4, KABRA
PERAZEZRS. FAREABEHTHATY. BB mA
THAHBE, HRMATHAETREAFT TR T HEG KA.
BHTHADENSATHE, FHECAERGHFAIANREHZALL
A 10-12 R&%H. F—AH5XA nl/ AL EHEA(K:100% L8 -
95:5), MACHEXE4L 0.01 £ 100ng/ke/ X #E R4 (Inl1/ K &),
%43 10. 20, 40 # 80 X.

A5 10. 20, 40 7 80 X, HH A 10-12 X34 A F 9 A8
B, BABABEBABMRTFREINAGKRAR. ¥F
BBET 56 RKANFRET 0% L FARFTARF %ﬁ 78
HFHEA 5-6 RXEANGTHAETE+H Ringer's & F (+T, pHT. 4),
A#FEBHBRES HFEE.

WEF S

NEHEFOREFIMF EEEH Mosekilde # Bak £A AT (£
KM ESKETHESHER: A FHE, F (Bone) , 14: 19-27,
1993). AT, EFWERHM Sm EFTHL, ABKSERTYEAS
B P& Y, J4 Reichert—Jung Polycut ¥k M _Edn A 8um B & #] 3
Wh. ¥ Masson-Z& &P WA (CERTAHEFT)IRTEAN L
B AREFOEATHRAPAESTHELHRE. RBELFE
B E REAETHHEHMAREFETHEERSRETRETR.
#HAATFHER: (1) FHE: RAFTHOTEARAABIMREGES,
(2) BFhKkEREFHRAZ Q) FHEGEFTERER, (1) AFHK
BREELEERARFHFTAL, 6G) FHPHHFLARE6) T
0 A KK,
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A hF R

X W hF 5 ¢ F k68 Bak #v Andreassen A A F (REN KA
FHRELHHEM, Calcif Tissue Int 45: 292-297, 1989). fj &
Z, EAMHFRETAMATHRAAHHE, SdHIFRRE=XD
EEHAEIMFTHRASANMER. RBRXAH. #E, BXA
MEHORE. FARANHEERPRKALE .

MERRLEBARHESOHA

FHBAK:

AL b ARSGHRERERIBR, FHEY2 ¥, BdA
ZETHTEBEALARNLEHRART TN, * Lenehan FHE
(Lenehan, T.M.; Balligand, M; Nunamaker, D.M.; Wood, F.E.:
EHDP st ¥ B &4 694 M, J Orthop Res 3: 499-507, 1985).
BEEEATHENERARTG T LG MK, G, Bdw
BEBEREZHUASVHERIVNETHH AN HRERERXE
FRAMX LSS 10. 15K 20 B, TR EFEI A AHREE T

WM F oM

SEHFTOHALFIIF E O H Peter F2uHAF (Peter,
C.P.: Cook, W.O0.:; Nunamaker, D.M.; Provost, M.T.; Seedor,
J.G.: Rodan, G.A.: ML BERESHEHECEFTABHOEA, J.
Orthop. Res.14: 70-74, 1996) A & Mosekilde and Bak # (£ K
BESKEAFTHELHGHA: AR FHE, F (Bone) , 14: 19-27,
1993). MTZ, &%E, ERHEEM 3m BFHE, REHERT
PHEAEH&TE Y, £ Reichert-Jung Polycut W . Edr% 8um
BAwHEWE. A Masson-Z& &8 TH A (BEBRFTFHFT) A
THRAZLF PAREAABRATaRAALTFHESHRLE. R
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EuteimE RARBTREEHNEREFETHELERS B R TH
WER. HATTHER: (1) FHE: BAFTHGTEARRSR N K
BEHEE, Q) FHEKERFHEELRZE, Q) FROETERER, (4
ARHERRFELECGRALZTHRTALR, O) P THHFEAEE (6)
SR A L e

AW F 5

A Y 5 F oM %5 ik €W Bak # Andreassen(EEMN XA B HES
645 B, Calcif Tissue Int 45: 292-297, 1989) #= Peter ¥ (Peter,
C.P.: Cook, W.O0.; Nunamaker, D.M.; Provost, M. T.; Seedor,
J.G.; Rodan, G.A. : ML BB ENHAFH RSP TAEGHER, J.
Orthop. Res.14: 70-74, 1996) ABMAF. FHEX, EEABHFR
FRWHAEFHATARBR. ALARBE=ZRIWETHFT XS
FHRAGOMMBER. BARRAHR. RE. RXAFHGERE. X
KRAFHGEEFRRXEA.

B ERFIHN/BRMFE

P ERCENELT A PEE L L SR Pail & TR
ROFTREALESY. TEMRXAFTREABRECH S LAKEL
EEREGER,. RMIER, AMNTAEMNERFTHEI AN/ FERAL
S E UL PR LS

XL b AR FEH (B 5 AH) Y Sprague-Dawley #H
X & (Charles River, Wilmington, MA). ZZEBH A, KFiXxX
REANEE20EE*32EA 20 BEXGET. iEMMAKXA B w4k
K34 R T 6 kK498 (Agway ProLab 3000, Agway County Food,
Inc., Syracuse, NY), ¥ ¥4 0.97%45. 0.85%8%# 1.05 IU/g 4
% % Ds.

E—ZHR (4 A)A, F—A XA (B £ 10 R)#HABRF AN
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AEK(10% Z8A 90% &K, Inl/XK) 2 RAE, fmi4A K& MW
PR (OVX) A A KK (2 R). 17p-# — 5 (Sigma, E-8876, E.,
30ug/kg, HRATER)XBRBERDIN/ERN (REFFHX
TR 5. 10 X 20mg/kg) & ®. ARXRAFW 12/ 2 X, 2HARXRAL
TEH 10ng/ke BHEXEF (RAERTRRZH)AREFTARGT S
FEN, 2F4AE, RAKAFPH. BRRATLE:

REHE I
PRREAETREFATGKRE.

FTEEEFALRFE:

PR, REXXATBETE, FLF&kE. B, T
THRIAALFRE, #ie, TERABARGR. ERAEAFEL
BB E.

& fn i F2 ] Bf

AR CEFHRERFEZAE ATHRE, KB 2000g Fu
10 4. B Gz F &% % # M Z (Boehringer Mannheinm
Biochemicals, Indianapolis, IN4#H ee#FH & P& aFieE
B .

BRELARE:

MERRXREAGPATBELERTFANE X-HEBKIER
(DEXA, QDR 1000/W, Hologic Inc., Waltham, MA)33 3, H&A
“BiHEH o HERHH A (Hologic Inc., Waltham, MA). BHEK
B’HA5.08%x1.902 cm, 2 #EH 0.0254%0.0127 con, BHREEH
7.25nm/#. S MR EFEMEARFBIEART WF) . ZHKFTT
# 3% (DFM). BEAR FS) P& K7 PR FER. 7 &2 % (BMC)
Fo 5 % B (BMD) .
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Ui FTHEMRKTAREEILN S

MPHRTHBEERET, RENA, Fhx3Hs. FEmBF
FEETRETON CHETER, ECTHREHETHRA, EARTHR
e, REEHMTVPA&%S S P& (Eastman Organic Chemicals,
Rochester, NY)¥. /M Reichert-Jung Polycut S 7k #I& A 3%
BRTFHBGEDES IR 4% 10pun . AFREHERKANH—A
dpm Fo— A 10un WA BT RKFALH SRR, 4qum v h AER W
Masson's Z& £ M E &M 10pn Wh RiFFREE.

¥ Bioquant 0S/2 4B 42 % &4 # % % (R&M Biometrics, Inc.,
Nashville, TN A T#H#% B F FH® (BELKkE-HE 5 1.2 £
3.6mm) M RBEFRRAGBAPHIESALBEIELERN. BF FHERER
HFEF—A1.2mm FE2EZEAFEFERREALXL TR, 4pn W h
BEABEILFAR. FLEMPETRKAELROEE, 7 1l0umh Ak
B X5 g RA R R .

I. 5075 htgealfiti:

1. &% af=(TV, on®): FAEAKTG-FHESE 1.2 £ 3. 6o
75 T 56 3% dy A2

2. PEEF®@®ABY, wn’): ETVFIEEFHEER,
DREAKGBS, mn): MEFEAK.
DR FERBV/TY, %) : BV/TVx 100.
A7 # (TBN, #/mm): 1.199/2x BS/TV .
D ZF BB (TBT, um): (2000/1.199) x (BV/BS).
Jy F o (TBS, upm): (2000/1.199) x (TV-BV).
I. AXAFRMER 5.
HEMBHE(OCN, #): X THEmGaRTHEFTBIREK.
KEmBAKOCP, mn): KEmEEZSIETAK.
BEmilE/on (OCN/mm, #/mm): OCN/BS.
EEmmpA¥aE 45 #(%0CP, %): OCP/BSx 100.

)—1\10301»}.00

B = e
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I11. AARHERREHGEMN A H:

l. 3—FE%EH#CHAKGLS, m): B—ABEEEH#R
AP REEFRKGEKE.

2. N—45%G EHiLHAKOLS, mn): AB/ASEE EHRL
WAL RETAKGEKE.

3. AR EE (LW, pun): BABXELHFEHZH-FY
36 5.

4. B ¥k a5 % (PMS, %): (SLS/2+DLS)/BS x 100.

5. YK EE MAR, pn/X): ILW/#EH .

6. FHAREE/H£F K& (BFR/BS, un’/d/pm): (SLS/2+DLS)
x MAR/BS.

7. F #£ & E (BTR, %/y): (SLS/2+DLS) x MAR/BV x 100.

i3t

W vAL A StatView 4.0 # # @ (Abacus Concepts, Inc.,
Berkeley, CA)ZAT&MF3FH. 7 244 ANOVA BB E, AT
Fisher's PLSD(Stat View, Abacus Concepts Inc., 1918 Bonita
Ave, Berkeley, CA 94704-1014) XA Z H & FH.

THAFESRTHAARBEAARKE. e, TRARALG#
IR RXR. RZHBEORRE (FADR)IBE(FEDR) X
A. s, RERFTAEARRAFHE G 12 AR)IHXA. KAT
AR EGHRAEE (P EBRREFLDIR), FAXAMNE (1, 3
% 6mg/kg/K), E—ZHB (GBAEZBHAAA, EALSANKHHN
WA XBHLEY, FHEARRAME (1. 5. 10ng/kg/R), £
—ZHP(ERAEHBAAA, RARKBKMN P EEZEF, AR
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RAlE, E—THBBEAEZAAMAAIA, KEEATEARHBH P

HEKAH, STHIAGKR, EFAREFRATAARESF(ATH

rFRE), RECKEFRENEF A TRETR).
MABEFRGELERR. B A TLS.
BREEENERBEHTHDHN/ERMNTEFAERAT,

BAER LR E:

ERBAXATRAEA“AR ST HFEBHH M4 (Hologic Inc.,
Waltham, MA) &3 4t X-S & R Kk & % (QDR 1000/W, Hologic
Inc., Waltham, MA) B A BE T Fo N BH(LVI-6) T 55—
AMyFER, FEALEGOPFTEZEEGD). AL & H
(i.p.)1ml/kg RER/FFER2 QLB H 4:3) B RSP KRR,
RERXAETTFE L. BHERS6x1.9 cn, 5 FH 0.0254
x0.0127 cu, BHEEA 7.25mm/#. THIAEABESEHES
iAo, A F R (BA) R HAF (BMC), it A EABRMER
A (LV1-6) T 65 & A 657 3 %5 B (MBC FR 2L BA).

ER O BREFEFIN /LN T ERERATASRE T T8
MR ET AL S EHH.

ERLOS RS IRIMN/RRANFENERTAXIERTSE
Bkt E. I, BEREGA BB ITHIN/REMNFT EHE
HIAREFTRKHEMANPFE. A5, BRLEGIBRBETESDHN/
REMFENERTAXRFTHRALHGERPHF. HI, BB
TR EEIN/ BRMNFTENRERGIE T FRESNAFH
.

BRAERL

B WANBREECPGE)RAFNARTRIMNEF AN 203S @R f
A EP, 365 203S BT HF AT HAEHRE G 7T(BMP-7) ¥ 8E 77, #F
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ARERARETHINRETHEGINAGHAEA.

F ik

293S #= EP2 293S e % K F Dulbecco’s & B Egale 32k %
(DMEM, Gibco, BRL; Gaithersburg, MD). & PGE, X # 7|8 # &
HRAEEF—K, VL 1.5x10°@mK/10 BAmGEE FmiEim
M. —&EY 16 £ 24 I WE, EALERK AL EK (DMSO).
PGE, (10°M) X # I B F R &M (10°M) 854 T, M OptiMEM(Gibco,
BRL; Gaithersburg, MD)W £ E@mp & — Kk, M MmA 10ml
OptiMEM/3x. B 4 4@ 6 5 4 8. 16 F» 24 > B 3 U RNA. & & RNA (20mg/
# i) 6 Northern (i 9 #rif it A “P-47 7865 BMP-7 #E 4t & X &
fp ik gt 47, @it 55 P47 69 18s A 4Bk RNA 3541 % X H fp 3£ 69 RNA
fAIEF . PGE, Fo i UM F 830 Al v oy 4R Hi 09 & X5 X £ EP,
293S M fe, P oG BMP-7 £ 2. A AN BAHFELX KL ELBEE TR
KX 3. BMP-7 A B FH AT TR AW £ M E
S FHRES X FELBMP-TAE293S EFmR TAENHE LN T
MERSIMNAERRETOHER.

AEPEREHTAEAR RGP/ ZHEFBELILARLEG S S
BT & @B, EFHELE RFAIFHBFR)ARBLALASL
S, ZEFxaoR. EHhdE. T EBAFER. —K XK,
AEPHLLhoREY, RETAEAERELH (Hl, #HK.
LR, BE. KTF. EBAMALEH), i, ToRATEGRE
EXEBZLRRBAG DA,

BEHHRAERN B, EAHIABRFTREL)ATAEFARER
BT REEGHEALAHRLASBRL ALY, #l, RFATE
BEAKBILEHALETESEZN (B, dlEMNEHR) T8
e, XM THAABRTFR, BIRAETELEERAIFREN T
¥, EFATR. ROTHER. FEHANFIGALALSH AR
AFEALRALE DA THEHIAFT AL L. K&, TRHAHL

93



98810026. 6 o P 5E92/245m

BRACGDEZELABRERIAEMNTHERRSBOERERA TEHFN
FRFFAEAGEARIFARBEASDG (F k2R, EKEEKP
Wk F (kiel bone) RBHKR)M A&, ABEBAERAY P TR
B3R %A .

AXPHLEHETALE L BRAIABREN TS L —HR %
HEBRRBANXTRBEEMNASBHHRER TFHEAFT RIFE.

AXPAECHAGXIEBDESTRNLSY, AAEMMFRALE,
RALEBEARKIFABANTFL AR T 4Y. RAEX AL
A ERNBOERAEANR LR Z —HLo DB L EHhas M
W

Blde, TERKBATAERIEREAUMNBES=AAE=HF
RTAER, MEELBERARBRKMNEZANAAEZSF, THEFUERE
EREANEFAN. RE, #l, TERARBATERRL REKHM
WMAEERMZARAEZS, BEAZENLE T IR RFMKA.
Blhe, EHXKBGBEFXT, EEX T 94eP. RETHXAR
REHRAFATEGERAETAHERLH —R, ALEARZ _HHLL
B (Bldo, BRBEEFHIHN/BERMNTRAAEHNEXEMNEHXRLS.
RE, Blie, EHA-AMRBEGLEFX T, THFALESBHTREKK
%, AP ERX T @4, RANHINENRLSHRFHETS
MERETUARELE K, AL ENRARARFARZIETE
FEAGKF(ERILEAR “FHARERRRAENBEEE T AR
WHEPHEM(1994). #XTLAEHRIAGERS. EX T4
PR AKES 8437 ), MEWL LA XRR S —FHAEY (Hld, BEF
BAM/BRM), FRENEXRIMNELH. KA LEF —FHLoH
Uk BB o REXLH— K,

BAEMBEALT, &L 5EhEE, IRERATHRETN
. RN ER. 2807 XAPIAERGSE. B, BT ES
EERENAR, TOALEHHNITARNNKY, BELXESEFGT
T, THEAZXHNSEFAR (FREMGHIMNE. TEINTES
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Fe R, EALATHSHEEA LT RAOREKAE, EFGFE,
ANAEERGBEALNRLCEARGER (B, SHETERR).

— kW, AXROREGHERERARFRARGESTANH
AARFCGELELPIAGER A BEHRL).

EZ, wEMBRATEAARGESARBAGAZLMNEN 0.001 £
100mg/kg/ %, 4£i& 0.01 £ 50 mg/kg/X.

TaRETHTRARBKMNGEEN Z.

FBEBMNBERBAAEATHREAWAMNGERLALH. LiFE
HATE OV ERDIIFAAELEEFTE(RBEETRDIN/B
RANFE)FTHHITRAGE P RRAAMN AR L.

— kW, REARKMNGARZMNEANY 0.001 ng/kg/ X EH 20
mg/kg/ XK.

— Bk, FHEGAZAMEANYS 0.1 £ 10ng HX; H&EHNF
H#0.25 £ 5mg A K.

—# ok, SHMBREGARNFTESAEARAENZ TR BKH
RS- & Y

— R EBRAEGBLHEHMNEREAY 0.001 ng/kg/ REH 20
mg/kg/ X.

— & kH, BTARRABAEF, i, BTEALAUGFRKEST
MAZPHBEETHDHN/BRAGALMNEA 0.01 £ 200 mg/ke/
%X, i 0.5 £ 100 mg/kg/ XK.

Bk, BEAEFHAXNEN 0.1 £40mg/keg/ X, 3£ 0.1
% 5 mg/kg/ k.

Bk, EREFAAXMNES 0.1 £ 100 ng/kg/ XK, £
0.1 % 10 mg/kg/X.

Bk, REEFOAKMEN 0.1 £ 100 ng/kg/ X, it
0.1 £5 mg/kg/X.

B, 2-(4-FRE-EL)-3-[4-(2-%R=-1-FA-TAHE)-
¥ EA]-E5 [b]Em-6-B65 A M 2R 0.001 £ Img/ke/ K.
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B, THHBSARANE:

R X ~6-(4-R-FK)-5-(4-Q-%=w-1-X-THRK)-¥(%)-
5,6,7, 8- A -E-2-5

(-)-Mi 6-K K-5-(4-Q2-wBK-1-A-CTAX)-%HL)-
5,6,7, 8-m&a~X-2-8

R -6-% K -5-(4- - g K-1-R-ZAHKX)-%XHL)-5,6,7,8-
A-E-2-%,;

A -1-(6-t e R LR E-3-mwm A )-2- % K -6-% % -
1,2,3, 4-m A LXK

-4 B R A CRAEFRL)-2-(4"-RER)-6-2%-1,2,3,4-
vg S 5FEk

WE-6~-(4-2 A EX)-5-(4-(2-mR-1-A-Z A& E)-¥4)-
5,6,7,8- 9 & -%-2-8,; &

1-(4-d b X R A XER)-2-¥ % -6-%%-1,2,3, 4 W&}
o off.
7 0.0001 £ 100 mg/kg/ X, £ 0.001 £ 10 mg/kg/ K.

B3, 4-BAREFFGAAMNEA 0.0001 £ 100 mg/kg/
X, 43 0.001 £ 10 mg/kg/ %.

ARXPHSH—BHABBBALHEHBILH, LFLHEY
—FH AL PGS AGARAIAHEN. B, KARGLEH
TUEBRX—RAETFAR., FHE. EHRXELHANGH X

URLHGHPASHTUAREER. EF&. hH. LA, K
. BAEBX. ANSAHASHBHUALHSER. ERSFHR
B, 3 BB mER AR ALTA TR AT, X188,
BoMeBLERESRE., EE. AERAFTEMAK. o, A TH
KFAk#, HENDPEEBEE., T RARBAFETLEFTRETA
Ao, MMERGBEAABSARIBERREKEFLRAAFRLH,; b
FERRAEADREOHEALBARGE S TERL-E. 3o0REHTX
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GRS KBFRAP/ XA, KXPHHEHTRAE $H8%H.
HorAl., HEHN., AP/ XREFAARHBEN K. LB, A=
B, HiPpRht EHREBARE.

stFAEBEALE, TURAZRBIAELEBRASKAHER,
ABRAMBEKREREGLAKRER. WREFZ, IBKERTAES
WE N, FEZREABBENALAERGRBGAALIXIGIRF
B, ZBEREERFNEDTHKR. WA, K THRERAZH. #it
ma, TALBESANRABERATAIRAGEBRAAR R fE
REHHFEHS.

HTEEAFRAHRILY, HEFLBRERRF LS KER
(—REAL 0.1%E5%), REMTLAFHALHER.

A—RERERBALFRAERRAGEDASH G T ET KAREK
ARRAR O, AXATEAAAZEARGALY. #slodl&dda
5 %eH %k, X Remington’'s Pharmaceutical Sciences, Mack
Publishing Company, Easter, Pa., 15 & (1975).

AXPHHHASHTALSAE 0. 1% 5% XX HALLH (—F
REF), Kt 1%-70%. EEMFALT, HFAASHXARNFL
AAEFBERATONELMEANARR/RERPTERALETORL
RAEH (—FXEH).

BAXEBY AT EFRALTAERLHHETRAS I
ST P EFTR, B, RAVNEZFRERXNETHER LY
B BESHELSE—R, GEANEOEBARLGH ALY : X1
Bieth. RANSIMBCS XA ENEGEAEAREXRSR
LY. BRANECERATERINGAESPNES, BILIH
HATHHAEROE, 22, REBpIHAasHLTURESEE—
B, RTANEEF. ZRMNE—ROEILRIHLSNEAHA.
LR EBEIASRABUARAMNE B, vRAPEHE)LH. AKX
LB RLENREALENIRERALRAETIATH
B, ZEAMNELFHNAFG.
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ZRAMNEH L RAFEHLEELE (blister pack). BB EE
RO T dReGF 2R TOEGHGELEMNB(AH,. KE
%), WAAE - BUBRESERFBEIEL LG —EBRAARKR, &
HERBAEVBHE. LOEIBFAEAR A THATR, &
MRGRKIFHBRAKCESANIKE. BF5, FAMNIABKEX
EAURTHABERBBELSEHTEREAASD, AURBARGA
RFitl. %, AMIABKEREHTEREAPERAZE. £LH
PHBERBATAFAETURTUAFAMNIKERGBCE T
R, WHAEZR#AL LOUREEBAFe. BLHEFLTRE
) EEY & &

THEZARNELRBEEZR, Hlp, A HAIKEEH
%8, AP EEBMETABARMNNGEAFEORE. AHG
EREGRE -AEHAREFALGAH, A, “F—H, ZH—.
EH—_%, A, 2H—-. EH= "F. EEFHECEAE
X28mBAE. “BHAB"TURE—ANIAKE, RFLEIXR
AEEFEAREE. 5, XN I184EH. AATHRNENLS
BAFEAMBYEREG AN T TR —AAAIKEAR, @F
—HEAHE AR T TARAAANREERER, RIFR. G
EFERBAAR.

EARPES —AKRZERFET, RBETHRBLAARRSF—
A5 RBANSHLERE. ik, ZHIRZBERAEER, Rzt —F
HAFRHEAFFEGRR HESFH A EHARNRMFEE, L
cEl TELZORGAMRB AR, REZZWNFI A EHAERAEE
BRERMANLERGGBYL ARE, RBFTRFET, Hip, X
BEECRAREBANEZH ANS/AREBANTHZRAT — A0

%.
AEBGRESHERINIAZARSEE S LEREHKES
MEX, —BAFRAHNGRLE. TAHMNEAARRENR

B, MARARHALAGTEEA B .
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ETHARMNE, “ERAS"RALANLEH (—F R E ).

HM1: BEREE

ATHaAasFERARKEKE:

48 4~ % (mg/f %)
EME Yy 0. 25-100
Z#, NF 0-650
TR TRABMEK 0-50
HEER ALK, 350 2% 0-15
RTHASPERAN:

HH 2: K H

48 4 + (mg/ k)
SEpEE A 0. 25-100
BES%E 200-650
B — g s 10-50

: 8- 5-15

¥ix i 5 RAFEHG RN
XE, ZH40.25-100mg FHALS G K AHERT:

## 3 hA

i % (mg/ 1)
Ea s 0.25-100
) 45

FEEI 35

99



98810026. 6 o P 5E98/2451

B LHwed W 4
(10% K& &)
RPREGEZTH

B JG B4

w G

BiEBAy. EHobastdad s ST HE LR FMRRAE.
BELHERBRBEZEAARARS, REAT 145K B £B5H.
g EALS0-60CTFRHFEAT IS THBERAR. FEFTEASSEF
W, BREEAFTLAAL 0T LEAR, REMAHNLEABEY, B
A6, EHRAWLERRNG KA.

# 5ml M EE4 0.25-100ng FHASHEFHAE T :

HH 4. BFH

48 4 % (mg/5ml)
e XL 0. 25-100ng
BYRHELER 50mg

X 1. 25mg
P RER 0. 10ml
Hok A %%

% & 7 % ¥

46K he . 5ml

FERas BT THBLABFERFEAAEFTAPRBRY
RBAHBRATHE. REATRER. HiAhfPFEMNA-L2XHE
FHEHETmA. RE, MAREGKRINEGER.

STHAFHGIAFNERNE ST

#H 5. ZEM
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3 - (%E %)
AWy 0.25
Z 8 25.75

A 2(FR-AKTHR) 70. 00

BEREALSELERASFERLRS YA RS RN F, A
£ 30C, F#BEIHAEIF. RE, BHESMAAXEREET
FRA&GELENFE. FREELEES L.

R F & T

HAH 6: #H

;D % (mg/##)
Ay 250

18 %o i e R H ok &S 2, 000

FERE, AT 0 FTHBLAFHFEFTACARIERAE
BB Y HEET. RE, ¥R EWBA 2g 52 A A
bk A .

HRAHMNB ST :

FM T BEKAER

4 o b4
HpEE S 20mg
Eikok W kA 1, 000m1

HLEREASWERLEFHWRER, REAZFSHE lnl.
LR ERAS AT AR N GIKSE.
$i;}:p, ?ﬁf}“Me”, “Et”, uipr”, “Tf”, “BU”, “Ph”, “EDC”
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#“AC”%’%‘] 7‘@ )ﬁ.i:g_“ Wgn‘ 113 Cg”‘ “;f‘fjg”\ “iﬁ.‘f’ﬁﬁ‘ﬁii”. “T
Ao, RKER -G FREARR) LA B emE g d”
ﬁb“ 7. &‘g”a

ERBF

ARG, MMAREARAERBEARA LRI (N) ¥R,

NMR * # A& Varian XL-300(Varian Co., Palo Alto,
California). Bruker AM-300 X% # L (Bruker Co., Billerica,
Massachusetts) & Varian Unity 400 ¥, £% 23C, s THA-F4&£
300 X 400MHz #mxt T8 A 75.4 Miz. LFEB A TP &
KAL) ppm k. BHBEk T TF: s, £4; d, RE¥; ¢, =
9%, q, WES; n, $F%; bs=R %, RELIALAEI NMR
FRFRERGEA, EFPHALRAEMNTSILE DO —REHE.
B F & & (APCI) /i# /& Fisons Platform II £ 43t L7335, 4
9 & H#E L Hewlett-Packard 5989 L (Hewlett-Packard Co.,
Palo Alto, California) (K% %, PBMS)fF 3. X PMEIH &KX
RETHREMBPZREHMHE GF TS CL/CLETH 3:1, ma
T4 "Br/'Br EF4 1:1), BRLAETHRAZETHRA.

# ¢,7% M Baker Silica Gel (40um) (J. T. Baker, Phillipsburg,
N.J.) & Silica Gel 60(EM Sciences, Gibbstown, N.J.), £#&EZ
By, ARKRALETHAT. #EE#EM Chronatotron®(7924T #,
Harrison Research) # 7. ¥ & & # /& Flash 40 Biotage
System(Biotage Inc., Dyax Corp., Charlottesville, Virginia)
#AT. BRERFFAY, HARXNZEBS. —FEATEREK. 2-A%,
L. ¥8. wEi %P _R95E, fARBENN, TLKAL, &
Aldrich 45 25] (Milwaukee, Wisconsin) %, KZF“R & i
EERERBAEZREEZZBFRAKT 45CHERBRLEMN. £
“0-20T”H“0-20C” THIAHRE, FHREXTEERKEGTHEST
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Adp, ELPHAAKAABEER. 559 F DR R F 08
ﬁp“ ,l\ Bﬂ'”‘,

EH 1
7- ((A-THE-FH)-w-3-#8h) -84 - k8
TEA: ERAEL

T-(U-TE-FEARR) - RETE

BHE&EH 1 AL 7T-KE -V EERHE (112,
5.9mmol). 4- TH - X¥& (0.915¢g, 5.65mmol) # = k& (0. 83ml,
5.98mmol) £ 20m]l PHTAETRTHRHEIIH. AHFE0TE, A
M EAH (0. 342g, 9. 04mmol) F W HE BEEELR TR 15 24. A
L1 BRAH KERRAERSGBBLEREFATRLTER. A-KYF
BRENBEAU AR AP ERRARANER, BARETFR, &
B ATRGEFHT R AGKEELSD (1. 4g).

'H NMR (400 MHz, CDCl;) 6 7.08-7.38 (m, 4H), 3.62 (s, 2H),

3.29 (s, 3H), 2.52-2.66 (m, 4H), 2.25 (t, 2H), 1.53-1.63 (m, 6H), 1.25-1.40 (M, 6H),
0.85 (¢, 3H); MS 306 (M+1).

Y% B: BEHBA
7-(4-THA-FH)-R-3-B8L)-81) - EBTE
BE#am I TEARNEN 7T- - TEA-FLAER) - kBT

(0. 10g, 0.33mmol). N,N- =% & X T (0.85g, 0.66mmol) Fofh] &
# 2 H &gt - 3- BBk A R A& 3 (0.070g, 0.33mmol) 4 3ml =
AFPRTEETHERHAR. AZATRFERRSHIFAKSIEKE
ARANER, RABETE, ZBFLEZERE. HFRPHBEIRNA
B EARKEQ0% LRLE/THRE 0% LERLE/TKR) %4,
B 4 % B 64 F2 AL A4 . "H NMR (400
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MHz, CDCly) & 9.01 (s, 1H), 8.75 (d, 1H), 8.04 (d, 1H), 7.41 (dd, 1H), 7.23 (m,
4H), 4.30 (s, 2H), 3.62 (s, 3H), 3.08 (t, 2H), 2.55 (¢, 2H), 2.19 (t, 2H), 1.10-1.58 (m,
12H), 0.87 (t, 3H); MS 447 (M+1).

% C: AR
7T-((4-TE-FR) - -3-#H%E)-/K) - R&
BEAs 1 TEBHEMGT- (G-TE-FH) - -3- %8
R)-£L) - B8 P& (0.040g, 0.158mmol) £ 2ml F & 4= 0. 5ml 2N
SEMMY, TR THRETA. A NI FRHBREWFLRE, A
—RPRAL. A INHCL Sk AE, ARRETHR, SEFRA
R, FHEHASRBEF ALK E QY TR/ ATFTRESS T

B/ S P ) #401F 3 47444 (42mg) . 'H NMR (400 MHz, CDCly) &
9.09 (s, 1H), 8.77 (d, 1H), B.08 (d, 1H), 7.48 (dd, 1H), 7.09 (m, 4H), 4.32 (s, 2H),
3.12 (s, 2H), 2.55 (t, 2H), 2.25 (t, 2H), 1.12-1.58 (m, 12H), 0.88 (t, 3H); MS 431 (M-
1).

E 4] la—lan

AEMTF LA 185k, BEIHREY, BEABEOTRE
B, BEAXMNAARE, W& £HEHA la-lan.

% 74 1la
T-(EBSA-(U-TEA-FR)-84)-RE

'H NMR (400 MHz, CDCly) § 7.83 (d, 2H), 7.51-7.59 (m, 3H), 7.11 (m, 4H), 4.28
(s, 2H), 3.07 (8, 2H), 2.57 (t, 2H), 2.24 (t, 2H), 1.51-1.59 (m, 2H), 1.44-1.48 (m,
2H), 1.27-1.35 (m, 4H), 1.08-1.15 (m, 4H), 0.91 (t, 3H); MS 430 (M-1).

34 1b
(3-(((1-F A -1H-%%-3-E FRA) - (R -3-HBA)-RE) -
PE-¥XKX)-28%
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'H NMR (400 MHz, (CDCL;) § 8.93 (s, 1H), 8.66 (s, 1H), 7.96 (d, 1H), 7.39 (d, 1H)
7.01-7.37 (m, 9H), 6.77 (s, 1H), 4.56 (s, 2H), 4.41 (s, 2H), 3.66 (s, 3H), 3.52 (s,
2H); MS 448 (M-1).

LB 1c
(3—-(((5-% A —kwb2-AFE)-(h-3-%8E)-F&)-F
2)-XX)-ZB

'H NMR (400 MHz, (CDCl3) 8 8.02 (d, 1H), 7.22-7.34 (m, 12H), 6.42 (d, 1H), 6.17
(d, 1H), 4.45 (s, 2H), 4.40 (s, 2H), 3.60 (s, 2H), MS 461 (M-1).

FEp 1d
(3-((G-FE-mw—2-A FR)-(E-3-HBL)-£2&)-F
2)-XRX)-L®

FHA: TRTRAEMEA 3.5 K. "HNMR (400 MHz, CDCh) §
8.97 (s, 1H), 8.71 (d, 1H), 8.15 (s, 1H), 7.98 (d, 1H), 7.44 (d, 1H), 7.04-7.34 (m,
10H), 4.54 (s, 2H), 4.43 (s, 2H), 3.87 (s, 2H), 3.50 (s, 2H); MS 486 (M-1).

ELwP le
- (((A-RZARBE-FH) -(hR-3-s8A)-85) -3 -
(X)-L#&

THA: ERTRENEAA 4 DH. 'y nur (400 MHz, COCL) &
8.00 (d, 1H), 7.50 (bs, 1H),6.90-7.38 (m, 15H), 4.31 (s, 4H), 3.49 (s, 2H), 3.11 (¢,
2H), 2.87 (t, 2H); MS 531 (M-1).

LA 1T
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(3-(((3-X-4-HEA-FA)-(w-3-HaE)-RHL)-F
R)-FXR)-L#&

FEA: ERTRAEKEA 3.5 8. "HNMR (400 MHz, CDCly)
8.95 (s, 1H), 8.72 (s, 1H), 7.98 (d, 1H), 7.37 (m, 1H), 7.13-7.23 (m, 2H), 6.94-7.00
(m, 2H), 6.55-6.68 (m, 3H), 4.55 (s, 2H), 4.31 (s, 2H). 3.95 (t, 2H), 3.52 (s, 2H),

1.78 (m, 2H), 0.99 (t, 3H).

> >

LH 1g
(3= ((U-RE-FE)-(nm-3-ss i) -|RK)-FTH)-¥5)-C
B

FEA: ERTFTRBENEH 3.5 8. 'HNMR (400 MHz, CDCly) §
8.98 (s, 1H), 8.74 (s, 1H), 8.00 (d, 1H), 7.38 (m, 1H), 7.14-7.26 (m, 2H), 6.95-7.05
(m. 6H), 4.35 (s, 4H), 3.54 (s, 2H), 2.54 (, 2H), 1.56 (m, 2H), 1.29 (m, 4H), 0.88 (,

3H); MS 465 (M-1).

Z 4] 1h
(- (((A-FABREE-FR)-(hR-3-mE)-K1)-FK)-
(X)-L&

F B A: ERTREBEA 3.5 D, 'y NMR (400 MHz, CDCl) 8
9.06 (s, 1H), B.85 (s, 1H), 8.16 (d, 1H), 7.53-7.64 (m, 3H), 6.91-7.26 (m, 6H), 4.39
(s, 2M), 4.35 (s, 2H), 3.50 (s, 2H), 2.63 (s, 3H); MS 488 (M-1).

LA 1i
- ((4-FRELE-FH)-(RR-3-BHL) -2 -FH)-X
A)-T#&
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THEA: ERTREEEA 3.5 4 B.'H NMR (400 MHz, COCL) 6
8.97 (s, 1H), 8.74 (s, 1H), 8.03 (m, 1H), 7.42 (m, 1H), 6.94-7.25 (m, 6H), 6.72 (m,
2H), 4.48 (m, TH), 4.32 (m, 4H), 3.52 (s, 2H), 1.29 (t, 6H); MS 453 (M-1).

L 1]
- (((4-F—E-2-AFE)-Chr-3-smL)-f L) -FHL)-
(X)) -8

FH®A: ERTRENEA 3.5 DK, 'HNMR (400 MHz, CDCl) 5
9.01 (s, 1H), 878 (s, 1H), 8.07 (d, 1H), 7.45 (m, 1H), 7.20-7.29 (m, 2H), 7.12 (q,
1H), 7.10 (s, 1H), 7.07 (s, 1H), 4.46 (s, 2H), 4.42 (s, 2H), 3.60 (s, 2H); MS 435 (M-
1.

L) 1k
C-((U-TE-FH)-U-AE-XRBE)-8L)-FL)-FE1)-
[y 3

*H NMR (400 MHz, CDCly) 8 8.23 (m, 2H), 7.85 (m, 2H), 7.15-7.25 (m, 2H), 695-

7.02 (m, 6H), 4.32 (m, 4H), 3.53 (s, 2H), 2.52 (m, 2H), 1.51 (m, 2H), 1.30 (m, 2H),
10.89 (t, 3H); MS 495 (M-1).

LS 11
C-((4-TEFR)-4-fE-(881)-20)-FL-%X%)-
L&

'H NMR (400 MHz, CDCl,) & 8.21 (d, 1H), 7.67-7.84 (m, 3H), 6.89-7.24 (m, 8H),
4.46 (s, 1H), 4.38 (s, 1H), 4.32 (m, 2H), 3.54 (s, 1H), 3.38 (s, 1H), 2.55 (m, 2H),
1.58 (m, 2H), 1.33 (m, 2H), 1.29 (s, 1H), 0.89 (t, 3H); MS 475 (M-1).

107



98810026. 6 oW B 5E106/245H1

AP 1n
C-((@-TEA-FE)-G-f-Xs8L) L) -FHE)-¥X)-2
&R

'H NMR (400 MHz, CDCl3) & 7.58 (m, 1H), 7.45 (m, 1H), 6.92-7.24 (m, 10H), 4.29
(m, 4H), 3.52 (d, 2H), 2.52 (d, 2H), 1.52 (m, 2H), 1.28 (m, 2H), 0.90 (m, 3H); MS

468 ’(M-1).
E 34 1n
B-((A-TE-FE) -6 g—2- —~Eny-3-F/R)-HH)-
PR)-(AR)-_8

THEB: AZLBEARBNN-—FREATE. "H NMR (400
MHz, COCl) § 7.81 (m, 2H), 7.17-7.27 (m, 6H), 6.94-7.16 (m, BH), 4.29 (d, 4H),
3.55 (s, 2H), 2.54 (m, 2H), 1.54 (m, 2H), 1.31 (m, 2H), 0.91 (¢, 3H); MS 533 (M-1).

F3H 1o
B-((U-TEA-FB)-(PE4-mBL) -1 -FH)-$1)-¢
§
THEB: RAZCEAZENNFAREALE. 'H NMR (400

MHz, CDChy) & 7.71 (d, 2H), 7.24-7.29 (m, 2H), 7.11-7.19 (m, 2H), 6.87-7.01 (m,
2H), 4.26(d, 4H), 3.52 (s, 2H), 2.55 (m, 2H), 2.43 (s, 3H), 1.54 (m, 2H), 1.32 (m,
2H), 0.91 (t, 3H); MS 464 (M-1).

bR

%] 1p
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(3-(((2,3-=&-~%#[1,4]1 ="EH-6- X FH)- (b -3- k-5
B -8 -FHR)-XHB)-TE

"H NMR (400 MHz, CDCls) 5 8.98 (s, 1H), 8.76 (s, 1H), 8.02 (d, 1H), 7.40 (m, 1H),
7.14-7.26 (m, 2H), 7.02 (d, 1H), 6.96 (s, 1H), 6.72 (d, 1H), 6.59 (m, 2H), 4.35 (s,
2H), 4.25 (s, 2H), 4.20 (s, 4H), 3.55 (s, 2H); MS 453 (M-1).

L3 1q
(3-((CGEFHkwh-2-A PR -(w-3-2ui)-FX)-90)-%
)-8

"H NMR (400 MHz, CDCl3) 8 9.05 (s, 1H), 8.66 (s, 1H), 8.04 (d, 1H), 7.11-7.42 (m,
9H), 6.44 (s, 1H), 4.45 (s, 1H), 4.39 (s, 1H), 3.59 (s, 1H); MS 435 (M-1).

LHRH 1
(3-(((4-TA-FL)-0-FA-1Hs%44-58E)-£H)-F
E)-XE)-28

"H NMR (400 MHz, CDCl3) § 7.58 (s, 1H), 7.28 (s, 1H), 6.99-7.26 (m, 8H), 4.33 (d,
4H), 3.65 (s, 3H), 3.52 (s, 2H), 2.54 (t, 2H), 1.54 (m, 2H), 1.32 (m, 2H), 0.91 (.

3H): MS 454 (M-1).
Lawp) 1s
(3- (((4—vfeb—1-E-F ) -hR-3-HBm L) -8B -FIH)-%
X)-LE

"H NMR (400 MHz, CD;OD) & 9.45 (m, 1H), 9.44 (s, 1H), 9.03 (m, 1H), 8.91 (d,
1H), 8.19 (t, 1H), 8.04 (M, 1H), 7.77 (s, 1H), 7.61 (d, 2H), 7.53 (d, 2H), 7.11 (m,
4H), 4.70 (s, 2H), 4.51 (s, 2H), 3.33 (s, 2H):; MS 461 (M-1).
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LA 1t
(3- (((MP-3-mE)-(4-gRx-2-%-FH)-8/L)-FH)-¥
)-8

'H NMR (400 MHz, CDCl3) 5 9.10 (s, 1H), 8.80 (m, 3H), 8.14 (d, 1H), 8.02 (d, 2H),
7.47 (m, 1H), 7.06-7.25 (m, 6H), 6.83 (s, 1H), 4.40 (s, 2H), 4.33 (s, 2H), 3.41 (s,
2H); MS 473 (M-1).

34 1u
(3- (((wemz-3-#haE)-(4- ;e -2-F-FXK)-RAL)-FH)-¥
X)-L8&

11 NMR (400 MHz, CDCly) § 9.11 (s, 1H), 8.85 (s, 1H), 8.15(d. 1H), 7.87 (s, 2H),
7.63 (d. 2H), 7.51 (m, 1H),7.37 (s, 1H), 7.07-7.27 (m, 6H), 6.83 (s, 1H), 4.37 (s,

2H), 4.33 (s, 2H), 3.41 (s, 2H).

LB 1v
(3- (((1-F & -1H-skd 48t ) - (4 2- % -F )&
2)-FH)-¥(K)-L8&

5%EB: BZCLBERENN-FALLE. '"H NMR {400

MHz, CDCl) & 7.85 (s, 1H),7.59 (m, 2H), 7.47 (s, 1H), 7.34 (s, 1H), 7.07-7.25 (m,
6H), 6.88 (s, 1H), 4.46 (s, 2H), 4.38 (s, 2H), 3.77 (s, 3H), 3.40 (s, 2H); MS 483 (M-
1).

L P 1w
G- ((U-——FEEE-FE)-(RHE-3-H8I) -fR)-FH)-X
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)-8

THRA: ERTRE4DH. FERB: AZCERENN-—F&

A TR, "H NMR (400 MHz, CD:0D)

8.09 (d, 1H), 7.09-7.16 (m, 2H), 6.93-6.99 (m, 7H), 6.65 (d, 2H), 5.36 (s, 2H), 4.32
(s, 2H), 4.27 (s, 2H), 2.89 (s, 6H); MS 438 (M-1).

LS 1x
G-(((A-HTE-FRK)-(HR-3-HBE)-EL)-FH)-X§
A)-z®m
TEB: AZLERENN-ZFELLE. "H NMR (400

MHz, CDCl,) & 8.95 (s, 1H), 8.73 (d, 1H), 8.00 (d, 1H), 7.39 (m, 1H), 7.17 (¢, 1H),
7.13 (d, 2H), 7.08 (d, 2H), 6.81 (d, 1H), 6.73 (d, 1H), 6.61 (s, 1H), 4.54 (s, 2H),
4.34 (s, 4H), 2.43 (m, 1H), 1.81 (d, 4H), 1.37 (t, 4H), 1.23 (m, 1H); MS 495 (M+1),
493 (M-1).

LHH 1y
(3-(((2-(3,5~—FK ¥ 8 L)-CH)- (st -3-#s L) -KH)-
PR)-XAHL) -8

THB: AZ=LERENN-—FAEALE. "M NMR (400
MHz, CDCl3) 8 9.07 (s, 1H), 8.78 (d, 1H), 8.12 (d, 1H), 7.47 (m, 1H), 7.25 (m. 1H),
6.82-6.91 (m, 4H), 6.53 (s, 2H), 4.61 (s, 2H), 4.47 (s, 2H), 3.91 (t, 2H), 3.54 (t, 2H);
MS 511 (M+1), 509 (M-1).

E#PF 1z
B~ (((4-—FEEE-FH)-(RE-3-HmA)-FF)-FH)-%
AR)-T&
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F®B: AZCUEABNN-ZFAREALE. "H NMR (400
MHz, CDCl3) § 8.91 (s, 1H), 8.79 (m, 1H), 8.04 (d, 1H), 7.43 (m, 1H), 7.16 (1, 1H),
6.94 (d, 2H), 6.81 (4, 2H), 6.64 (d, 2H), 6.49 (s, 1H), 4.51 (s, 2H), 4.28 (s, 4H),
2.91 (s, 6H); MS 456 (M+1), 454 (M-1).

L laa
B-((A-BTEFR)-(R-3-%B%EL)-8X)-FH)-X &
R)-7%
$®B: BZLERENN-ZFELALE. "H NMR (400

MHz, CDCl3) & 8.95 (s, 1H), 8.74 (s, 1H), 7.99 (d, 1H), 7.39 (m, 1H), 7.25 (m, 2H),
7.15 (t, 1H), 7.04 (d, 2H), 6.81 (d, 1H), 6.72 (d, 1H), 6.62 (s, 1H), 4.55 (s, 2H), 4.35
(s, 4H), 127 (s, 9H), MS 469  (M+1), 467  (M-1).

%L 3#.4] 1lab
(3-(((3-(3-H -2 K)-ARA)-(RR-3-%EE)-FH)-F&)-
$85)-L&
FEB: AZLEABENN-—FALTE. '"H NMR (400

MHz, CDCl3) 6 8.98 (s, 1H), 8.77 (d, 1H), 8.07 (d, 1H), 7.48 (m, 1H), 7.21 (m, 2H),
6.91 (s, 1H), 6.86 (m, 3H), 6.78 (s, 1H), 4.61 (s, 2H), 4.31 (s, 2H), 3.15 (t, 2H),
2.43 (t, 2H), 1.68 (m, 2H); MS 475 (M+1), 473 (M-1).

EZ 7P| lac
3-(((A-BRTE-FE)-(1-FA-1H-%krk-4-sh8 k) -F )
PR)-X88)-L&

FHB: A=CHEARASNN-=FAE LK. HNMR (400
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MHz, CDCls) 8 7.66 (s, 1H), 7.08-7.31 (m, 6H), 6.70-6.78 {m, 3H), 4.54 (s, 2H),
4.35 (s, 4H), 3.68 (s, 3H), 1.27 (s, 9H); MS 463.9 (M-1).

% 34 lad

(3-(((4-HFTA-F ) -(rrz-3-#8 L) -] -FR)-¥H)-
LR

BB AZCEARAENN-—FHLLEK. 'H NMR (400

MHz, CDCly) § 8.98 (bs, 1H), 8.75 (bs, 1H), 7.98 (d, 1H). 7.39 (bs, 1H), 6.87-7.25
(m, 8H), 4.36 (d, 4H), 3.54 (s, 2H), 2.44 (s, 1H), 1.72-1.82 (m, 4H), 1.24-1.36 (m.
5H); MS 476.9 (M-1).

L4 lae
(- (((1-FA-1H%%4-SFB L) - EEEX-FH)-£K)-
PR)-(K)-Z&

THB: RZCEA¥NN-ZFEHELE. " NMR (400
MHz, CDCls) § 7.52 (s, 1H), 7.06-7.37 (m, 10H), 6.94 (d, 2H), 6.83 (d, 2H), 4.38 (s,
4H), 3.71 (s, 3H), 1.72-1.82 (m, 4H), 3.56 (s, 2H); MS 490 (M-1).

%P laf
B-((4-¥(8E-FH)-mg-3-88 -8 -F¥H)-¥31)-
§4Y- 3

"H NMR (400 MHz, CDCl3) 5 9.00 (bs, 1H), 8.76 (bs, 1H), 8.04 (d, 1H), 7.41 (¢, 1H),
7.35 (m, 1H), 6.86-7.32 (m, 10H), 6.84 (d, 2H), 4.37 (d, 4H), 3.54 (s, 2H); MS 487
(M-1).
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L34 lag
(3— (((4-Q-AAR e -1-X)-(w-3-sL)-RK)-F
R)-XK)-T#®
F%HB: RZCUBEAR¥NN-—FARETE. "H NMR (400

MHz, CDCl3) § 9.06 (bs, 1H), 8.80 (bs, 1H), 8.14 (m, 1H), 7.47 (m, 1H), 6.96-7.26

(M, 7H), 4.28 (m, 4H), 3.78 (m, 2H), 3.35 (m, 2H), 2.59 (m, 2H), 2.11 (m, 2H); MS
478 (M-1).

%74 1ah
(B-(CEf[L,3] M =R LR RH-5- A PR -3 i)~
fE)-FR)-XK)-28

"H NMR (400 MHz, CDCl3) 5 8.98 (s, 1H), 8.76 (s, 1H), 8.04 (d, 1H), 7.41(m, 1H),

7.14-7.20 (m, 2H), 7.00 (d, 1H), 6.94 (s, 1H), 6.64 (t, 2H), 6.55 (d, 1H), 4.34 (s,
2H), 4.26 (s, 2H), 3.54 (s, 2H); MS 439 (M-1).

Lap) lai
G- (((1-F A -1k -4-sk B E) - (4-F=R-5-£-F ) -K
E)-FR)-¥RHB)-L&%

THB: A=CERENN-ZFEETE. 'H NMR (400
MHz, CDCls) 6 9.18 (s, 1H), 8.91 (s, 2H), 7.05-7.54 (m, 11H), 4.4 (s, 2H), 4.40 (s,
2H), 3.75 (s, 3H), 3.55 (s, 2H); MS 476 (M-1).

%4 laj
(3= (o -3-#mA) - (4-FR-5-H£-FH) -8B -FHE)-F
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2)-2.#

"I NMR (400 MHz, CD;0D) & 9.17 (s, 1H), 9.01 (s, 1H), 8.7 (s, H), 7.57 (m, 4H),
7.45 (d. 2H), 7.05-7.16 (m, 5H), 4.48 (s, 2H), 443 (s, 2H), 3.45 (s, 2H),

L34 lak
(3-(((4—E2-E-F ) -pmw-3-#s L)L) -FH)-%
)-8

'H NMR (400 MHz, DMSO-dg) 5 9.18 (s, 1H), 9.02 (s, 1H), 8.83 (d, 1H), 8.68 (s,
1H), 8.57 (s, 1H), 8.25 (d, 1H), 7.96 (d, 2H), 7.60 (m, 1H), 7.26 (d, 2H), 7.15 (m,
2H), 7.05 (m, 2H), 4.42 (s, 2H), 4.41 (s, 2H).

L4 lal
(3-(((1-FHA-1H-kek-4-#8 L) -G—gm2-L-FL)-&
A)-FR)-XK)-L®

"H NMR (400 MHz, CDCls) 5 8.78 (d, 2H), 7.94 (d, 2H), 7.54 (s, 1H), 7.44 (s, 1H),
7.22-7.03 (m, 6H), 6.87 (s, 1H), 4.45 (s, 2H), 4.39 (s, 2H), 3.73 (s, 3H), 3.38 (s,
2H); MS 476 (M-1).

%44 lan
B-((U-TA-FR)-RAPHmMA-FH)-FR)-XX)-L&

"H NMR (400 MHz, CDCly) § 7.31-6.96 (m, 13H), 4.13 (s, 2H), 4.05 (s, 2H), 4.03 (s,
2H), 3.62 (s, 2H), 2.60 (t, 2H), 1.58 (m, 2H), 1.33 (m, 2H), 0.91 (t, 3H); MS 464 (M-
1).
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%34 lan
5-(3-((toe-3-mr B A ) - (A& 2- X -F )-8 - &) -
E-2-% &
THA: ANN-—RARLEARZLE. 'H NMR (400

MHz, CDCla) & 9.18 (d, 1H), 8.82 (d, 1H), 8.05 (d, 1H), 7.73-7.20 (m, 8H), 6.60 (d,
1H), 4.35 (s, 2H), 3.22 (¢, 2H), 2.70 (1, 2H), 1.85-1.70 (m, 2H).

X4 2
B-((-F-(EX)-2X)-(r-3-#® ) - L) -FHL)-%
r)-2.8,

FEA: RELES

G-((2-F-FEA) - X)-(bmw 3-8 L) - 2)-PR)-%
R)-LB P&

& ZAHR (60% EF M, 0.016g, 0.3996mmol) £ 2m1 DMF
FHERT, £0CTHRAG-((RRE-3-HBEEAL)-FR)-21)-2
BR Y B8 (#)4-4 14, 0.096g, 0.333mmol), A FETHRH 30 54,
AWEOCHE, mA 1-(2-#-THEE)-3-§-X (H &4 29, 0.094g,
0.399mmol), FAZTRTHHIIR. LXK L DMF. $HELHAL
BLEHRBIF AR EKEERANER, ARRETR, TEHFA
ZREG., B FHAERKE(0.5% PE/_AFRE2% VE/ZAF
b)) BEAT P ik &3 b LAT B 5 & A 94 AL A (0. 025g8). MS
475 (M+1).

YEB: BEAHE
B-((2-F-%(82)-TH) - 3-8/ L) -ZA)-FHA)-%
R)-T,#&
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¥k 2 F %A GLEW (0,025, 0.053mmol) /£ 2ml ¥ & 4o
0.5ml 2N AAMARTHERAERTHRFFIA. A 2N HCL FrRé&
WAF LR B, AR A FTRAZE. A INHCl PARBEAMNE, ARR
BFE, Sk, FEATRSE. ¥ wERKEQY PR/ /PR E
5% P B/ = UV b)) #E A7 e ik & 9% s AL AT 3] AR AL 44 (20mg) .

'H NMR (400 MHz, CDCls) & 9.05 (s, 1H), 8.77 (d, 1H), 8.11 (d, 1H), 7.43 )

(m, 1H), 7.08-7.27 (m, 5H), 6.89 (d, 1H), 6.62 (s, 1H), 6.55 (d, 1H), 4.51 (s, 2H).
3.95 (t, 2H), 3.59 (s, 4H); MS 495 (M-2).

%34 2a-2c¢
VAEM T AP 268 5%, REZGREYHE LaP 2a-ac.

E3H 2a
BX-(3-(((3-(8,5-—f ¥ X)) Hak)- (b -3-#msi)-
R2E)-FR)-RKK)-L&,

'H NMR (400 MHz, CDCl;) 5 9.08 (bs, 1H), 8.81 {(bs, 1H), 8.11 (d, 1H), 7.48 (bs,
1H), 7.12-7.28 (m, 4H), 6.98 (s, 2H), 6.19 (d, 1H), 5.86 (m, 1H), 4.38 (s, 2H), 3.93
(d, 2H), 3.58 (s, 2H).

F 4 2b
(B3-(((2-(3,5-—F~FAX)-TH)- (b -3-m L) -KHi)-
PR-(X)-28

'H NMR (400 MHz, CDCls) & 8.96 (bs, 1H), 8.70 (bs, 1H), 8.04 (d, 1H), 7.41 (m,
1H), 7.24-7.09 (m, 4H), 6.86 (s, 1H), 6.47 (s, 2H), 4.44 (s, 2H), 3.86 (m, 2H), 3.49
(s, 2H), 3.31 (m, 2H).
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B-(((4--A-TH)-FR)-(hw-3-5sit)-84)-¥
K)-kK)-T.&

'H NMR (400 MHz, CDCl;)  8.91 (bs, 1H), 8.72 (bs, 1H), 8.03 (d, 1H), 7.40 (bs,
1H), 7.16-6.99 (m, TH), 6.81 (s, 1H), 4.57 (¢, 1H), 4.29 (s, 4H), 3.43 (m, 2H), 1.70
(m, 1H), 1.61 (m, 1H), 1.32-1.16 (m, 8H), 0.82 (t, 3H).

L3 p 3
5-(3-(Q-FEBRA-TE)-(x-3-g&8L)-gH)-m#)-
nr—2-5 8

YHA: EREANAE
5-(B3-2-FRAARE-TEAER)-AXL)-E)-2-FTrRRRTLE
AEM T 4] 1 o AGF T HT %A

J % B: BEEFA
5-(3-((2-FEAAKA-TE)-(WR-3-5%BA)-KE)-AH)-
Emp—2-F BT A8
AEMTE#RB I T RBGFEHTHIRB, REHZAAZT
BB NN-ZF B R,

FHEC: AR

5-(3-((2-FRARE-TH)-(ese-3-smmA) -8 E) -/ %) -
wo-2-F & - TFA

¥EaEb 3T HBHE 5-C-((2-FEARRE-TH)-(m-
3-#EMAR) -RA)-AK) K -2-FER T EE (0.038g) ) 1ml =&,
PIAE®RAIFZEO0C, HmA 1nl TFA. ¥ RBEOHIREFTBHFHE
F 1., AXBRX K TP TFA, AR PR EHFIFHL
&% (46. 3mg). MS 475 (M-1).
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BBEMTERAA 3T, FARTABEEA, HELY
AT 45 W ) & ) 3a-3i.

%34 3a
5-(3-((2-B-R-¥FEBRE)-T ) - (R -3-HBE)-RF) -
AR) Ky -2-F &
'H NMR (400 MHz, CD;OD)  8.93 (s, 1H), 8.78 (d, 1H), 8.21 (d, 1H), 7.64 (m, 1H),

7.57 (s, 1H), 7.35 (s, 1H), 7.19-7.28 (m, 3H), 6.87 (s, 1H), 3.16-3.35 (m, B6H), 2.87
(t, 2H), 1.89 (t, 2H); MS 497,499 (M+).

34 3b
(B-((Chrr-3-ss ) - (4-E2- X -FR)-RR)-FH)-%
$4L)-Z & - 2TFA
'"H NMR (400 MHz, CDCl,) 6 9.40 (bs, 1H), 8.98 (s, 1H), 8.84 (s, 1H), 8.28 (m, 1H),

8.10 (s, 1H), 7.78 (m, 2H), 7.68 (m, 1H), 7.51 (s, 1H), 7.24 (m, 3H), 7.12 (t, 1H),
6.77 (m, 1H), 6.48 (s, 1H), 4.53 (s, 2H), 4.45 (s, 2H), 4.34 (s, 2H); MS 494 (M-1).

L H 3c
B-(((rR-3-#HHE)-@—gw2-XA-FR)-FH)-FH)-X
§34)-Z% - 2HC1
Wi 2 %% INHCI1&EH, B TFRAES#TRHCLE, ZB6HBE

H.0 3 £ % F . "H NMR (400 MHz, CDsOD) 5

9.00 (d, 2H), 8.78 (d, 1H), 8.25 (d, 2H), 8.08 (t, 1H), 7.60 (t, 1H), 7.42 (m, 3H),
7.11 (m, 1H), 6.81 (d, 1H), 6.72 (m, 3H), 4.65 (s, 2H), 4.60 (s, 2H), 4.49 (s, 2H).

%34 3d
B-((Q-FA-1Hkd-4-8L) -4 E4-2-A-FH)-&
E)-FR)-XAK)-T# - 2TFA
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"H NMR (400 MHz, CD,0D) & 7.93 (s, 1H), 7.85 (d, 1H), 7.76 (d, 2H), 7.70 (s, 1H),
7.60 (d, 1H), 7.26 (d, 2H), 7.09 (t, 1H), 6.75 (d, 2H), 6.68 (s, 1H), 4.51 (s, 2H), 4.41
(s, 2H), 4.35 (s, 2H), 3.76 (s, 3H): MS 498 (M+).

L3P 3e
(3—(((whog~3-# B ) - (4~ 2-E-F )-8 4)-wH)-%
A1)-2& - HCL

EFBEAVFTRER =K. 8id5 24 %45 INHCL HH TFA
SHEAERE, MEKRXK, JFEAZFHE. MS 490(M+1), 488 (M-
1).

gL #&H 3f
(B-(((1-¥E-1H%%-4-s8 L) -(4-m-2-L£-F L) -&
A)-FR)-RAHK)-TH - HCl

EFBRAFTRER=ZCRK. Bt 243526 INHCL % TFA
HETHERYE, BMEREK, FAEZTTHE. MS 493(M+1), 491 (M-
1).

L4 3g
(3—(((wbrme-3-aE s i) - (4-bog-3-R-FR)-fH)-FR)-%
E4)-78 - HC1

AETBEAVTRERA=ZGHE. @b 2A%S68 INHCL #33% TFA
SHTAESE, MERIK, FAZTTFE. MS 400(M+1), 488(M-
1).

% #%4] 3h
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B-((Q-FE-1H%%-4-FBHE) -4 ww-3-A-FH)-&
B -PR)-KEH)-L& - HCl

ETERAFPRBERB=ZCLE. @ddh 24 %56 INHCL £33 TFA
ERHTAHAERE MEREK, FETTIE. MS 493(M+1), 491 (M-
1).

L 3i
(B-(((R-3-#HBEA) -4 %R 4-A-FR-RR)-F)-%
A4)-Z8 - HCl

ETHEAFPREAZLE. B35 2 A% %4 INHCI BH¥ TFA
$SHTALERE MBREK, FALZTR. MS 490(M+1), 488(M-
1).

LA 4
5~ (3-((3-(B-#-FFX)-AA)-(ww-3-ms L) -8E)-&
X)-Eo)r-2-F8

A RBENHA

5-(3~((3-(B-R-FXR)-:" &) - (e -3-mm )-8 1K) -5
R)-Ep-2-YRTE

¥ 5-(B-(3--&-FA)-AXEKRA)-"A) X -2- PR T &
(¥ %4 8, 0.0855g, 0.243mmol). =T (0.0541g, 0.534mmol)
Foubor —3-E B L3 8 3 (B &H 2, 0.0572g, 0.267mmol) £ 10ml =
FAFHEYEREOICTRA, FEELZRTHEAIA., FHAMERA
K, g AAKRERPEKREE, ARRETRE, SEFELTX
A3 A GRS, AmKRE. MS 494 (M+1).
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J K B: AR
5-(3-((3-(3-R-FX)-AE) - (RE-3-BMEA)-R L) -&
)27 &

Brks 4 TV ERBHENSS-GC-(B-G@-R-FXH)-m71)-(=
—3-#m ) -RE)-FR) E-2-F & P& (0. 119g, 0.241mmol) /£
5ml &A= 0.72nl INAAKBTHER, ZETHEHFIR. HR
ERASWEG pHAFE6.2, F5E. RREANE, ARRETE,
HRIF AT REFEHFALS Y (16ng).

'H NMR (400 MHz, CDCl3) & 8.00 (d, 1H, J=8), 7.70 (d, 1H,
J=4), 7.30-7.60 (m, 6H), 6.75 (d, 1H, J=4), 3.20 (m, 4H), 2.95 {t, 2H, J=7), 2.60 (t,
2H, J=7), 1.70-2.00 (m, 4H); MS 478 (M+1), 476 (M-1).

%34 4a—4h
BBENMTERM AGFTENESGREYF G L#EP 4a-4h.

L4 4a
5-(3-((3-(B-F~FFH)-AX)-(4-FEE-F s it) -8 5E)-
) -En-2-F&

'H NMR (400 MHz, CDCly) 8 7.70 (d, 1H, J=7), 7.00-7.40 (m, 8H), 6.80 (d, 1H,
J=4), 3.89 (s, 3H), 3.10 (m, 4H), 2.95 (¢, 2H, J=7), 2.50 (¢, 2H, J=7), 1.70-2.00 (m,
2H): MS 508 (M+1), 506 (M-1).

%34 4b
5-(3-((¥3#[1,2, 5] K -_mk4-BEA)-3-3-F-%XK)-&
R -ER)-AR)-EH-2-FE

"H NMR (400 MHz, CDCl) 8 7.00-7.70 (m, 8H), 6.70 (d, 1H, J=4), 3.05 {m, 4H),
2.90 {t, 2H, J=7), 2.54 {t, 2H, J=7), 1.72-1.92 (m, 2H); MS 536 (M+), 535 (M-1).
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%34 4c
5-(B-(EmmA-(3-3-F—%X)-AK)-8X)-"XL) &K
278

'H NMR (400 MHz, CDCl,y) 8 6.70-7.92 (m, 11H), 3.26 (m, 4H), 3.05 (m, 4H), 2.73
(m, 2H), 2.50 (m, 2H), 1.70 (m, 2H); MS 578(M+1), 576 (M-1).

LA 4d
5-(3-((3-B-F-¥(X)-AX) XA FHHE-EI)-FH)%X
9-2-F 8

'H NMR (400 MHz, CDCly) & 7.50 (d, 1H, J=4), 7.00-7.40 (m, 9H), 6.85 (d, 1H,
J=4), 3.00 (m, 4H), 2.60 (m, 2H), 2.40 (m, 2H), 1.60-1.80 (m, 2H); MS 490 (M-1).

L4 de
5-(3-((3-(3-R-FK)-FL) - (RHR-3-HBA)-KHX)-&
A)-%h-2-F&%

'H NMR (400 MHz, CDCl,) 5 9.00 (m, 1H), 8.70 (m, 1H), 8.00 (d, 1H, J=6), 7.50 (m,

1H), 6.80-7.04 (m, 6H), 3.20 (m, 4H), 2.78 (m, 2H), 2.50 (m, 2H), 1.62-2.00 (m,
4H); MS 463 (M+1), 461 (M-1).

Kb 4f
5-(3-((3-(3-F-%AK)-AR)-(R-3-mmA)-fH)-HH)-
Eyr-2-F &
'H NMR (400 MHz, CDC) 5 8.40 (d, 1H, J=2), 7.00-8.00 (m, 11H), 6.80 (d. 1H,

J=4), 3.20 (m, 4H), 2.82 (t, 2H, J=7), 2.60 (t, 2H, J=7), 1.80-2.00 (m, 2H): MS
528.9 (M+1).

L3 4g
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5-(3-((3-B-F-FX)-FHH) - (F-1-H8E) -KA) - " L) -
Ey-2-F &

'H NMR (400 MHz, CDCls) & 8.60 (d, 1H, J=5), 6.95-8.22 (m, 11H), 6.70 (d, 1H,
J=4), 3.20 (m, 4H), 2.40 (t, 2H, J=7), 1.72-1.95 (m, 4H); MS 528.9 (M+1),

% 34 4h
5-(3-((2-Z B A R A -4-FH ke 558 HL)-3-3-F-FK
B)-mE)-fK)-AX)-Ep-2-F&
TH NMR (400 MHz, CDCl3) 6 7.61 (d, 1H, J=4), 7.00-7.30 (m, 4H), 3.60 (d, 1H,

J=3.8), 2.80 (t, 2H, J=7.0), 2.60 (t, 2H, J=6.8), 2.40 (s, 3H), 2.30 (s, 3H), 1.70-
:2.00 (m, 4H); MS 556 (M+1), 554 (M-1).

LA 5
5- (3-((3-3-F %K) -FE)-(R-3-FH)-KH)-FX)-
Ker—2-F %

T B A BLEH TR

5-(3-((3-(3-F-%X)-FA)-(R-3-FX)-KL)-AX) -
Eny-2-V &7 E

¥ 5-(3-(3-(B-F- %K) -AEAEL)-AR)EH2-TRTE
(% &#] 8, 0.075g, 0.213mmol), DCC(0.0483g, 0.234mmol)#=&
& (0.0289g, 0.234mmol) 7 10ml —RK PR ERETETEH L
B BHBAOVIEFATRE. KHELDERT 150l LHRLET
FitEREREY., BAfERKEARERANER, AARETR,
HEFLTREFNTEAGRELSY, AHhRYP (113mg). MS
457 (M+) .

L% B: AR
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BBEMT LA 4 KRBT ERTIRB.

'H NMR (400 MHz, CDCl,) § 8.60 (d, 1H, J=8), 6.80-7.70 (m, 8H), 6.60 (d, 1H,
J=4), 3.25 (m, 4H), 2.80 (m, 2H), 2.45 (m, 2H), 1.60-2.05 (M, 4H); MS 443 (M+1),
441 (M-1).

%34 ba-5b
BERBEMTEAN K FE, HESHRBDHE LA ba-

ob.

£ 74| 5a
5-(3-((3-(3-f-%2)-&/A)-(emw-2-K-L&A)-HA)-F
X)-Ey-2-F&
"H NMR (400 MHz, CDCly) & 8.60 (m, 1H), 7.00-7.80 (m, 8H), 6.60 (m, 1H), 4.00
(s, 2H), 3.32 (m, 4H), 2.72 (m, 2H), 2.50 (m, 2H), 1.70-2.00 (m, 4H); MS 457

(M+1), 455 (M-1).
% #%4) 5b
5-(3-((3-(3-F—%X)-®RA)-(hw-3-£-Zsi)-&L)-&
X)) -Eyr-2-F8

'H NMR (400 MHz, COCh) 5 7.60-7.80 (m, 2H), 7.00-7.50 (m, 7H), 6.70 (d, H,
J=4), 3.60 (s, 2H), 3.10-3.40 (m, 4H), 2.80 (m, 2H), 2.60 (m, 2H), 1.70-2.00 (m,
4H): MS 457 (M+1), 455 (M-1).

LA 6
5-(3-((2-E-%53BE)-B-C-F-F£)-"K)-&8X)-&
R)-Ewy-2-F &

B A BRI
5-(3-((2-2-%588L)-G-C-F-%XP)-aH)-8X)-&
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R)-Eop-2-F BR&T XK &

#E5-GB-B-G-R-FH)-BAEN)-AX)Ep-2-FTER
TES G E&4# 9, 0.10g, 0.254mmol) &£ 10mmol —RKFRF Y EH
&, % 1ml st & (0. 010g, 0.0254mmol) A% 1 KS#F. QL
d A A = Z B (0. 78ml, 0.056mmol) = 2—-F.-¥X 5B & (0. 0059g,
0.028mmol), ¥HBAPEERTHEFAFIA. A 20l —KFPREHE.
¥ AMER R 3nl 5. 5%% K (2% ) Fe Sl BAERAAKER (2%)
ik, ARRETFRUANENFXEFIFRAGFALSY
(10mg).

FHB: BAR

5-(3-((2-R-XHBE)-B-B-F-k:K)-AX)-ERX)-F
E)-Epyr-2-F8

KEaH 6 FHEAFEN5-B-(2-R-FEmBEE)-3-B-&-%
A)-AR)-F2E)-/h)Ky-2-FE& T EE (0.010g, 0.010mmol)
£ ANHCL 89 1,4-="85% (3nl) P9 F R ER T I LA BN HCL (K
RYAEHNBIHFEEEMNEIRAETE. WRHREABRGMATRE. ¥
BENBELD 5w RALERXFHHE T H L (Gng). "H NMR

(400 MHz, CDCl3) § 8.00 (d, 1H, J=4), 7.00-7.72 (m, 8H,), 6.75 (d, 1H, J=4), 3.20-

3.40 (m, 4H), 2.81 (m, 2H), 2.52 (m, 2H), 1.90 (m, 2H), 1.80 (m, 2H), 1.20 (m, 2H);
MS 509.9 (M-1).

%34 6a-6 ]
BRERDTEAB NG T &, HELSHREDHE EHH) 6a-

6]j.

%= %P 6a
5-(3-((3-(B-£-F%XA)-m ) -Q,5-—FE-E#8E)-&
E)-AX)-E9-2-¥8
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'H NMR (400 MHz, CDCl)) 5 7.70 (d, 1H, J=7), 7.00-7.40 (m, 7H), 6.80 (d, 1H,

J=4), 3.32 (m, 4H), 2.50 (s, 3H), 2.36 (s, 3H), 1.84 (m, 2H), 1.75 (m, 2H), 1.22 (m,
2H): MS 506.1 (M+1), 504.1 (M-1).

% 34 6b
5-(3-((3-(3-F-EX)-®H)-(,4-—HK-1,2,3,4-W &A%
k6B BEE) -RI)-FARL)ED-2-FTE

'H NMR (400 MHz, CDCly) § 6.80-7.92 (m, 9H), 3.20 (m, 4H), 2.80 (m, 2H), 1.75-
2.00 (m, 4H), 1.20 (m, 2H); MS 594.0 (M-1+Cl).

% 704 6¢
5-(3-((4-(2-B A -5 7oA EL)-THR-1-581) - (3-(3-K
~FR)-F/A)-RE)-FH)-EK-2-FT&
'H NMR (400 MHz, CDCl) § 7.70 (d, 1H, J=6), 7.62 (d, 1H, J=4), 7.55 (d, 1H,

J=8), 7.45-7.20 (m, 6H), 6.80-6.90 (m, 10H), 3.22 (m, 4H), 2.70 (m, 2H), 2.60 (m,
2H), 1.80-2.00 (m, 4H), 1.22 (m, 2H); MS 620.1 (M-1).

% 34 6d
5-(3-((3-(3-f-%(A)-®H)-(4-(8,5-— A4, 5-=A—-3H-
[1,2,4] =% -2-K) kBB E) ~FR)-BR)Ep-2-F&

'H NMR (400 MHz, CDCly) 8 7.60-7.92 (m, 4H), 6.80 (m, 7H), 3.22 (m, 4H), 2.80
(m, 2H), 260 (m, 2H), 1.82 (m, 2H), 1.22 (m, 2H);, MS 587.1 (M-1).

=] 6e
5- (3~ ((3-(3-H-%K)-AR)-QC-FEBEALA-XBBA) K
K)-FE)EH9-2-FT&
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"H NMR (400 MHz, CDCls) 6 7.75 (d, 1H, J=4), 7.00-7.70 (m, 8H), 6.85 (d, 1H,
J=4), 3.90 (s, 3H), 3.31 (m, 4H), 2.70 (m, 2H), 2.50 (m, 2H), 1.82-2.00 (m, 4H),
1.20 (m, 2H); MS 534.1 (M-1).

skaebl 6
5-(3-((4-2-EamA)-3-C-F-%(H)-FH)-FH)-&
R)-Eor-2-F&
'H NMR (400 MHz, CDCl3) 8 7.75 (d, 1H, J=4), 7.00-7.70 (m, 8H), 6.80 (d, 1H,

J=4), 3.10 (m, 4H), 2.86 (m, 2H), 2.55 (m, 2H), 1.90 (m, 2H), 1.80 (m, 2H); MS
557.9 (M+1), 555.9 (M-1).

% &4 6g
5-(3-((3-B-F-%(2)-AH)-4-(L, I-—FA-ARX)-X 5 &
R)-BA)-AX)-Ep-2-FT&

'H NMR (400 MHz, CDChL) & 7.95 (d, 1H, J=4), 7.00-7.80 (m, 8H), 6.80 (d, 1H,
J=4), 3.20 (m, 4H), 2.80 (m, 2H), 2.50 (m, 2H), 1.30 (s, 3H), 1.70-1.90 (m, 4H),
1.55 (m, 2H), 0.60 (t, 3H, J=7); MS 548 (M+1).

5 364 6h
5-(3-((3-3-f—%(2)-7mRX)-Q3,5-—FA-FEL K 4B &
B)-8X)-AX)-EH-2-F®,
"H NMR (400 MHz, CDCls) § 6.95-7.40 (m, 4H), 6.80 (d, 1H, J=8), 6.75 (d, 1H,

J=8), 2.91 (m, 2H), 2.60 (s, 3H), 2.40 (m, 2H), 2.20 (s, 3H), 1.72-1.92 (m, 4H), 1.20
(m, 2H); MS 495 (M-1).

5 6i
5-(3-((3-(3-&-%(4)-a4)-Q,5-— FAA-EHBE)-R
A)-AK) XD 2-FTR

'H NMR (400 MHz, CDCly) & 7.70 (d, 1H, J=4), 7.00-7.50 (m, 7H), 6.80 (d, 1H,
J=4), 4.00 (s, 3H), 3.80 (s, 3H), 3.25 (m, 4H), 2.85 (m, 2H), 2.52 (m, 2H), 1.70-2.00
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(m, 2H); MS 538.1 (M+1), 536.1 (M-1).

L 6]
5-(3-((B-B-F—%(X)-"AX)-Q-A-X5s8L)-£1)-&
A)-Eyr-2-F &g

"H NMR (400 MHz, CDCl3) & 7.00-8.00 (m, 9H), 6.80 (d, 1H, J=7.2), 3.30 (m, 4H),
2.85 (m, 2H), 2.55 (m, 2H), 1.70-2.00 (m, 4H), 1.20 (m, 2H); MS 494.1 (M-1).

LA 7
5—(3-(1-(3-(3-f—¥K)-AX)-3-C A -BiE)-RE) K-
2-F &

FT®A: FREENEES

5-(3-(1-B-C-R-FX)-AH)-3-TE-MIE)-AR) K-
2-FEBRT A

HE-G-C-G-AFR)-AEEKL)-AR)-E9-2-THRK
TAE (&4 9, 0.10g, 0.254mmol) £ 10nl =R PR F 8 &A%k,
¥ 1ml B3 % (0.010g, 0. 0254mmol) e A %] 1 IMT. SR T v
AZLHEA(0. Tnl, 0.051mmol) fo it H.ER LB (0. 004g, 0.051mmol),
KBRS EETERHLIR. A 2nl —KFPREFHE. BRHANER
A 3ml 5. 5%% B (2% )fo 3nl e BERAAKRER 2> )kik. REAR
BT BRAEAMENRERE Y KA G4ZLS % (10ng) .

VB B: EEKE
BREMT EAH 6 FEB S ERTHYHEB.
'H NMR (400 MHz, CDCl3) 8 7.70 (d, 1H, J=4), 7.00-7.40 (m, 4H), 6.80 (d, 1H,

J=4), 3.20 (m, 6H), 2.80 (m, 2H), 2.60 (m, 2H), 1.80-2.00 (m, 4H), 1.05 (t, 3H,
J=7); MS 409.1 (M+1), 407.1 (M-1).
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ZaP Ta=7j

BREMTEARB THFE BELOREDHE EHES Ta-

ELHPF Ta
5-(83-(1-(3-GB-£-F 1) -dH)-3-FAA - HA)-HH) &)
-2-F 8

"H NMR (400 MHz, CDCl) & 7.70 (d, 1H, J=4), 7.00-7.40 (m, 4H), 6.80 (d, 1H,
J=4), 3.20 (m, 4H), 2.85 (m, 2H), 2.60 (m, 2H), 1.75-2.00 (m, 4H), 1.05 (d, 6H,
J=7); MS 423.1 (M+1), 421.1 (M-1).

L &4 Th
5-(3-(1-(3-(3-F~%X)-FX)-3-FE-BA)-H L) En)-
2-F &
"H NMR (400 MHz, CDCl) § 7.75 (d, 1H, J=7), 7.00-7.50 (m, 9H), 6.80 (d, 1H,

J=4), 3.20 (m, 4H), 2.90 (m, 2H), 2.60 (m, 2H), 1.80-2.00 (m, 4H); MS 457.1
(M+1), 455.2 (M-1).

L4 Tc
5-(3-(1-(3--#-FH)-7mH)-3-(3, 4 =g - X)) -HH)-
AX)-En-2-FE

'H NMR (400 MHz, CDCl) 5 6.80-7.60 (m, 9H), 3.20 (m, 4H), 2.90 (m, 2H), 2.60
(m, 2H), 1.86-2.00 (m, 4H); MS 527.0 (M+1), 525.0 (M-1).

%A 7d
5-(3-(1-(3-(3-§ %K) -AX)-3-HEA-HA)-H L) K-
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2-F &

'H NMR (400 MHz, CDCla) 8 7.70 (d, 1H, J=4), 7.00-7.30 (m, 4H), 6.80 (d, 1H,

J=4), 3.20-3.30 (m, 5H), 2.95 (t, 2H, J=7), 2.60 (t, 2H, J=7), 1.70-2.00 (m, 4H),
0.95 (t, 3H, J=7), MS 423 (M+1), 421 (M-1).

F 4 Te
5-(3- (8- (4-K-¥HX)-1-3-C-F ¥ X)-"a ) -Hi) -5
X)) —Ewyr-2-FE;

'H NMR (400 MHz, CDCl) 8 7.70 (d, 1H, J=4), 7.00-7.30 (m, 8H), 6.80 (d, 1H,
J=4), 3.22 (m, 4H), 2.90 (m, 2H), 2.65 (m, 2H), 1.69-2.02 (m, 4H); MS 491(M+1),

489 (M-1).
E3xH T
5-(3-(1-(3-(3-f-% 1) -BHHR)-3-(2,3-—f K1) -KHi)-
AX)-Ep-2-98

'H NMR (400 MHz, CDCly) 8 7.70 (bs, 1H), 7.00-7.30 (m, 7H), 6.80 (bs, 1H), 3.20

(m, 4H), 2.80 (m, 2H), 2.60 (m, 2H), 1.75-2.00 (m, 4H); MS 527 (M+1), 525.1 (M-
1).

P Tg
5-(3-(1-(3-(3-K-FXX)-HX)-3-QB, 5-=—F-XX)-Mit)-
Ak) Ewyr-2-P &

"H NMR (400 MHz, CDCl;) 8 7.70 (d, 1H, J=4), 7.00-7.30 (m, 7H), 6.80 (d, 1H,

J=4), 3.20 (m, 4H), 2.80 (m, 2H), 2.60 (m, 2H), 1.70-2.00 (m, 4H); MS 527.1 (M+1),
525.1 (M-1).

F 4] Th
5-(3-(1-(-G-#-FR)-HA)-3-(2,6-—K-¥X) M A)-
AA) —Ewy-2-F &
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'H NMR (400 MHz, CDCly) 8 7.70 (d, 1H, J=4), 7.00-7.30 (m, 7H), 6.80 (d, 1H,
J=4), 3.20 (m, 4H), 2.86 (m, 2H), 2.65 (m, 2H), 1.73-1.95 (M, 4H); MS 483.1 (M+1),

431.1 (M-1).
LB 7
5-(3-(1-(3-(3-f-¥21)-AX)-3-4-A-¥(K)-KL)-&
A)En)y—2-9P 8

'H NMR (400 MHz, CDCly) & 7.70 (bs, 1H), 7.00-7.60 (m, 8H), 6.80 (bs, 1H), 3.30
(m, 4H), 2.90 (m, 2H), 2.60 (m, 2H), 1.80-2.00 (m, 4H); MS 475.1 (M+1), 473.1 (M-

1).
EX % INA]
5-(3-(3-THA-1---F-%(1)-FE)-HKE)-"E)-E9-
-8

"H NMR (400 MHz, CDCly) & 7.70 (bs, 1H), 7.00-7.20 (m, 4H), 6.80 (bs, 1H), 3.20
(m, 6H), 2.90 (m, 2H), 2.60 (m, 2H), 1.70-2.00 (m, 4H), 0.95 (t, 3H, J=6.8); MS
437.2 (M+1), 435.2 (M-1).

%34 8
5-(3-((3-(3-£-¥X) - L) -(g Rr-1-FX)-8/HiL)-&
K)Eoyp-2-F&

T HRA: BENHBA
5-(3-(1-(3-(3-F-%A)-FHA)-3-LA-HA) - AL K52~
VEER T AR
& 5-(3-3-B-RAFRA)-FAEKA)-AL) E9-2-TER
THEE #4449, 0.10g, 0.254mmol) £ 10ml — R TR T HEER&,
%% 1ml st % (0.010g, 0. 0254mmol) Je A %] 1 EHF. @ FE Fiw
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A Z TEA(0. Tul, 0.051mmol) F=JF #. 8 T & (0. 004g, 0.051mmol),

BrARTETREHELIR, #A 20l —RFR&AHH. HHANERA
3ml 5.5%% 8 (2% ) A Snl P BEBRIAKER (2> ) k. BRESE
TREAWEFREFH T EAGHFARLSY (10ng).

V% B: BAKM
BBEMTERS 6 FEBGF AT KB

'H NMR (400 MHz, CDCl;) 8 7.70 (d, 1H, J=4), 7.00-7.40 (m, 4H), 6.80 (d, 1H,

J=4), 3.20 (m, 8H), 2.80 (m, 2H), 2.60 (m, 2H), 1.70-2.00 (m, 8H), 1.20 (m, 4H);
MS 435.1 (M+1), 433.2 (M-1).

%364 8a—8c

BRBEMNTERE 85k, HELHRERIF & LAEH Ba-
8c.

% 7.4 8a
5-(3-((3-(3-f-¥X)-H ) -(Gok-4-FH)-&FH)-AR) -
R -2-F B

"H NMR (400 MHz, COCly) 8 7.65 (d, 1H, J=4), 7.00-7.40 (m, 4H), 6.80 (d, 1H,

J=4), 3.60 (m, 4H), 3.00-3.20 (m, 8H), 2.80 (m, 2H), 2.60 (m, 2H), 1.70-2.00 (m,
4H); MS 451.1 (M+1), 449.2 (M-1).

% 7.4 8b
5-(3-((3-(B3-£-FXX)-RA)-FRHEAAKE-FH)-HHA) &
-2 &
‘H NMR (400 MHz, CDCl) § 6.70 (d. 1H, J=4), 7.00-7.30 (m, 4H), 6.80 (d, 1H,

J=4), 3.20 (m, 4H), 2.80 (¢, 2H, J=6.7), 2.60 (t, 2H, J=6.7), 1.80-2.00 (m, 4H), 1.0
(d, 6H); MS 424 (M+1), 422 (M-1).
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L] 8c
5= (B3-((3-B-F X)) -AR)-FEXE A -FI)-FHH) -
2-F &
"H NMR (400 MHz, CDCl;) & 7.70 (bs, 1H), 7.00-7.30 (m, 4H), 6.80 (bs, 1H), 4.00

(t, 2H, J=6.8), 3.30 (m, 4H), 2.80 (m, 2H), 2.60 (m, 2H), 1.40-2.00 (m, 6H), 0.90 {(t,
3H, J=7); MS 424 (M+1), 422.2 (M-1).

L4 9
G- ((U-TEFH)-mw-3-#sL) -8 -FH) X 1)-¢
B

T®A: RRAAL

B (U-TA-FEEM)-PR)-¥K)-LB T &

¥a-TA-FE8 &4 15, 0.918g, 6mmol) 85 FEE R A
%] 4N HC1 #5 ="%52 (0. 7501, 3mmol) E#& ¥, MEMmA (3-FELE-
XE)-ZEB VP& (B 44 13, 0.534g, 3.0mmol). A RIEMAIS
(0. 194ml, 3mmol) FH®HA B ERTRALIR. ALBRLEHBHIR
S-H it mA 2N B AL, ARABRETERANER, SRHFALTXR
. Fh Bttt 6% (50% B, 50% LB LE. 0. 1%=2T8)

AR TR AGAFALS D, W NMR (400 MHz, CDClL) 5 7.08-
7.38 (m, 8H), 3.75 (s, 2H), 3.73 (s, 2H), 3.70 (s, 3H), 3.62 (s, 2H), 261 (t, 2H),
1.58 (m, 2H), 1.37 (m, 2H), 0.92 (t, 3H); MS 326 (M+1).

F % B: BEE A
B-((U-TE-FE)-(R-3-m#BL) -85 -FH)-XH1)-&
BT
BREMTZA&S 1 T RBGFE, #fThy%BFIFALS
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.

FHC: AR
(- ((4-TEFH)-R-3-58L) -85 -FH-%X4)-¢

B

BEREMTERAM I TRCHFERARTRC, FIHFHELS

. "M NMR (400 MHz, CDCl;) 5 8.99 (bs, 1H), 8.74 (bs,
1H), 7.99 (d, 1H), 7.36 (bs, 1H), 7.20-7.25 (m, 2H), 6.95-7.19 (m, 6H), 4.33 (s, 4H),
3.3.54 (s, 2H), 2.54 (m, 2H), 1.54 (m, 2H), 1.32 (m, 2H), 0.91 (¢, 3H).

% #%4 9a—9d

BRAMT LR OGF &, HELINREIHE KAES 9a-
9d.

L #&4 9a
B-((EsmEA-A-TEA-FR)-8H)-FPR)-XX)-L&
"H NMR (400 MHz, CDCl;) 5 7.83 (d, 2H), 7.46-7.58 (m, 3H), 7.24 (s, 1H), 7.14

(m. 2H), 6.86-6.98 (m, SH), 4.29 (d, 4H), 3.51 (s, 2H), 2.52 (t, 2H), 1.53 (m, 2H),
1.30 (m, 2H), 0.90 (1, 2H); MS 450 (M-1).

5364 9b
B-((A-TEA-FH)-Ep2-g L) -2 -FH)-%(K)-¢
R

'H NMR (400 MHz, CDCls) 8 7.53 (m, 2H), 7.16 (m, 2H), 6.89-7.14 (m, 7H), 4.27
(d. 4H), 3.52 (s, 2H), 2.49 (t, 2H), 1.51 (m, 2H), 1.29 (m, 2H), 0.8 (t, 2H): MS 456
(M-1)
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34 9c
B-((U-CLHAREA-EHBA)-(4-TE-FH)-RL)-FX)-
X)) -8
'H NMR (400 MHz, CDCls) & 7.69 (m, 2H), 7.49 (d, 2H), 7.06-7.23 (m, 6H), 6.91

(d, 1H), 8.68 (s, 1H), 4.30 (d, 4H), 3.44 (s, 2H), 2.54 (t, 2H), 2.17 (s, 3H), 1.54 (m,
2H), 1.29 (m, 2H), 0.89 (t, 2H); MS 507(M-1).

&4 9d
(B3-((CEHI[1,2,5] 8 —-4-58L)-G-TE-FE)-&
A)-FHR)-FR)-L®
'H NMR (400 MHz, CDCl3) 5 7.94 (d, 1H), 7.88 (d, 2H), 7.36 (t, 1H), 7.07 (s, 2H),

6.90-6.96 (m, 6H), 53 (d, 4H), 3.46 (s, 2H), 2.46 (t, 2H), 1.47 (m, 2H), 1.26 (m,
2H), 0.88 (t, 2H); MS 4.92 (M-1).

L34 10
B-((Q-FHA-1H%-4-gm i) -Fw2-4A-FH)-&
A)-FPER)-XAX)-L& - 1Cl

%A £BAKL
(B-((4-Fmw2-XFA-FH)-FO-XEL)-LRRTAS
BREMTERN 1 THRAGFT EZHETRA.

F % B: BEHA
(B-((U-FRA-1Hkt-4-ah st ) - 4-Fg2-A-FH)-&
R)-FR)-XAL)-28RTAE
BBEMTEAN 1 T RBY &, AZLERENN-ZFA/L
LiAE A, #3473t K B.

THC: BAM
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(3-((Q-FE-1H%,% -4 L) -(4-FR2-K-FX)-&
A)-FPR)-FEHR)-L B - HCL
HEHEH 10 FEBH G- (((1-FA-IHR%-4-8sE)- (4%
-2-R-FR)-RE)-FPH)-XEL)-L®mRT A (0. 094g,
{m

0. 17Tmmol) & IN HCl 6§ Z & T 845 R 4 20 44F, BH LK. @it
BAP AN Inl K 1ol 78R, FHLABRFIIN. AR
EERH, BLBELHRBHELALS Y, A BK(54ng).

"H NMR (400 MHz, CD,OD) 5 9.09 (m, 2H), 8.95 (bs, 1H). 8.24 (d.
2H), 8.04 (s, 1H), 7.71 (s, 1H), 7.44 (d, 2H), 7.13 (m, 1H), 6.82 (d, 1H). 6.76 (d.
TH), 6.69 (s, 1H), 4.81 (s, 2H), 4.54 (s, 2H), 4.46 (s, 2H), 3.92 (s, 3H); MS 494
(M+1).

Eap 1la-11z, 12a-12z

BREMTEAN | 85E, PREAGRETLENT. BEH
EMEATEAN, HEXGRLEYHELHES 11a-112, 12a-12z.

£#H] 1la
-B-{[Xms - (4 E2-A-FH)-EXA]-FE)-¥XK)-&
&

FRA: ERAAMN
3-{3-[(4-mp-2-A-FREK)-FLI-RA)-BRTE&

THRA éﬁmﬁ.%%% W EH 4489 3-G-BEAFE-XB)-AR
PEERE P EH 276 4 p-2-R-RTR, AZAH1THRA
BEGF ERNE, FRGTATE YR 2 o of % & £ K. M NVR (400

MHz, CDCl3) 8 9.01 (s, 1H), 8.62 (dd, 1H), 8.49 (d, 1H), 7.98 (d, 2H), 7.66 (m, 1H),

7.54-7.43 (m, 3H), 7.24 (m, 1H), 7.09 (m, 1H), 3.88 (s, 2H), 3.80 (s, 2H), 3.86 (s,
3H) 2.94 (t, 2H), 2.63 (t, 2H); MS 362 (M+1).
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F % B: BB
3-(B-{[Xmi -4 nE-2-A-FR)-FXA]-FR]-¥(X)-5
R E
FHEBAGRANLSY T RANY 3-3-[(4nE-2-K-FHE
R)-PRI-FA)-ARFEFERRI, BREAH 1 FRBHLEY
Fik, BMEZCERENN-ZFFELESE. 'HNUR (400 MHz,

CDCI3) 6 8.98 (s, 1H), 8.60 (m, 1H), 8.50 (d, 1H), 7.87 (m, 4H), 7.63 (m, 1H), 7.56
(m, 2H), 7.17 (d, 2H), 7.12 (m, 1H), 7.02 (d, 1H), 6.87 (d, 1H), 6.78 (s, 1H), 4.37 (s,
2H), 4.32 (s, 2H), 3.64 (s, 3H), 2.78 (t, 2H), 2.47 (t, 2H); MS 502 (M+1).

FHC: BAR
-B-{[EssE-4mE2-E-FH)-ZE]-FH]-XK)-&

-3
AR S D BB AN | PR CHBENGF &, W KB 3-
(B-{[ksmi- 4R 2-A-FH)-AA]-FE]-FRX)-ART&

HE. MS 486 (M-1).

L34 11b
3-(3-{[¥k#mE-(Uw-3-EA-FH)-FX]-FE]-XH)-&

0

B

FTHA: FRESEL
3-{3-[(U- g -3-RA-FREH)-FR]-XR)-ARTE
FHEANFALSDOHES 4409 3-C-RAAFE-FKL)-a8
Fos M AFREH 2365 4w -3-K-X P8, AE#EH 1 THEA

BEGF ENE.

"H NMR (400 MHz, CDCl5) 5 8.81 (d, 1H), 8.55 (dd, 1H), 7.84 (m, 1H), 7.53 (d,
2H), 7.44 (d, 2H), 7.33 (m, 1H), 7.26-7.18 (m, 3H), 7.07 (d, 1H), 3.84 (s, 2H), 3.79
(s, 2H), 3.84 (s, 3H), 2.92 (t, 2H), 2.61 (t, 2H); MS 361 (M+1).
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V% B: BB A
3-GB-{[((k#sE-(-mw-3-A-FH)-FXA]-FE}-XX)-&
BPE
%K BARANAMETEAN 3-3-[(-h=-3-A-FEALK
R)-FRI-FRA-ARTEFRB R, BRELEM 1 TERBHEY

Fik, BEZUEKEBENN-ZFARALES L. 'HNMR (400 MHz,
COCly) 58.79 (s, 1H), 8.58 (d, 1H), 7.87 (m, 3H), 7.61 (m, TH), 7.54 (m, 2H), 7.40
(. 3H), 7.18 (m, 3H), 7.03 (d, TH), 6.88 (d, 1H), 6.79 (s, 1H), 4.36 (s, 2H), 4.33 (s,
2H). 3.65 (s, 3H), 2.79 (t, 2H), 2.48 (8, 2H); MS 501 (M+1).

L% C: KB
3-(B-{[X#BEA-URm-3-E-FR)-8XA]1-FE}-XX)-&

B

HIFBA S ER LR 1 THECHAESF X, KRB 3-
B-{[ (s - (4T -3-E-FL-8E]-FA)-FXB)-ART&
& | 'H NMR (400 MHz, CDCl:) 5 9.14
(s, 1H), 8.63 (d, 1H), 8.46 (d, 1H), 7.90 (m, 3H), 7.63 (m, 3H), 7.40 (d, 2H), 7.22

(m, 2H), 6.91 (m, 3H), 6.75 (d, 1H), 4.36 (s, 2H), 4.27 (s, 2H), 2.81 (t, 2H), 2.56 (t,
2H); MS 485 (M-1).

LA 1lc
T-[ (ke —2-# B ) - (4 -2-A-F ) -EX]-B&K

FEA: FRAKL
T-(4-Kek - A -FRERA) -k & T &
WS D HHEN 1Y T-RA-EETERIKEPH &4 25
B 4Kk -2-A-KA PR, MERH 1 TRABEG T EHE.
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'H NMR (400 MHz, CDCl) 8 7.91 (d, 2H),
7.84 (d, 1H), 7.38 (d, 2H), 7.30 (d, 1H), 3.82 (s, 2H), 3.65 (s, 3H), 2.62 (t, 2H), 2.29
(t, 2H), 1.81 (m, 2H), 1.51 (m, 2H), 1.33 (m, 4H); MS 333 (M+1).

S % B: BuEE A
T-[ (e -2-#B ) - (4% 2- - F -SR] BB FE
TRBGHFENS I T RANG T-(4-E-2-A-FAER)- A&
BRPEAHNEH AT R 2-FBAERE, BB LA 1 JEBR
R 2 F -
'H NMR {400 MHz, CDCl3) 6 9.06 (d, 1H), 8.81 (m, 1H), 8.10 (m, 1H), 7.91 (d, 2H),

7.86 (m, 1H), 7.46 (m, 1H), 7.34 (m, 3H), 4.39 (s, 2H), 3.62 (s, 3H), 3.15 (1, 2H),
2.21 (t, 2H), 1.48 (m, 2H), 1.37 (m, 2H), 1.15 (m, 4H); MS 474 (M+1).

F%C: BAE
T-[(hm-2-am k) - (4 2- £ -FR)-KAT-4k#
RAGRUEIEB LA 1 FRCOHEG T, S %BH 7-
[(toe—2-mm ) - (4B -2-R-F )-SR -B R TR L.
'H NMR (400 MHz, CDCl3) § 9.07 (s, 1H), 8.81 (m, 1H), 8.11 (m,

1H), 7.87 (m, 3H), 7.48 (m, 1H), 7.37 (m, 3H), 4.37 (s, 2R), 3.14 (t, 2H), 2.23 (¢,
2H), 1.51 (m, 2H), 1.48 (m, 2H), 1.13 (m, 4H).

L4 11d
B {[(4-THA-FH)-(-FH-1H%k4 -4 L) -FA]-F
EI-¥(X)-2%

A BEEE A
G-{[(A-TE-FH)-(-FPH-1H%k-4-s L) -F4]-7
A}-XR)-2.8 78
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FHRBUGHEALS SO LRF OTEAG3-[U-TE-FEEK
E)-FR]-FA)-LEBPEEAH I-FR-1Hk-4-BBE, HELE
Bl 1T ERBHAENGF EHE. "HNMR (400 MHz, COCL) § 7.47 (s, 1H),

7.34 (s, 1H), 7.18-7.02 (m, 8H), 4.38 (s, 4H), 3.71 (s, 3H), 3.68 (s, 3H), 3.52 (s.
2H), 2.585 (t, 2H), 1.55 (m, 2H), 1.32 (m, 2H), 0.91 (, 3H); MS 470 (M+1).

FEB: BB
G- {[U-TEAFA)-(1-FE-1H-%%-4-5B8E)-FA]-F
ARy -RB)-LB
RS ERBLAN 1 TRCHESG T X, AT EAH (G-
([@-TE-FH)-Q-FE-1H-%=-4-ss L) -KE]-FR}-X
£)-T % P 8% & 'HNNR (400

MHz, CDCls) & 7.58 (s, 1H), 7.28 (s, 1H), 7.15-6.99 (m, 8H), 4.36 (s, 2H), 4.33 (s,
2H), 3.65 (s, 3H), 3.52 (s, 2H), 2.54 (t, 2H), 1.54 (m, 2H), 1.32 (m, 2H), 0.91 (t,
3H); MS 454 (M-1).

L34 1le
3-(3-{[(1-FE-1H-%t-4-FsE)-(4—E42-K-FH)-&
EI-FAI-XX)-AR

T A ERAKEA
3-{3-[(4—Fek-1-A-FRAKP)-FE]-FA|-AKRFTE
FHAGRRELS A 4489 3-Q-RATE-XL)-AR

PR A AR EH 256 4 Kok - K -F PR, MEHES1TEA
HAGFEHNE, FRAARTE TR 2 M LWHa Rk,
'H NMR (400

MHz, CDCla) § 7.93 (d, 2H). 7.85 (d, 1H), 7.43 (d, 2H), 7.31 (d, 1H), 7.26-7.09 (m.

4H), 3.84 (s, 2H), 3.79 (s, 2H), 3.66 (s, 3H), 2.94 (t, 2H), 2.63 (t, 2H); MS 367
(M+1).
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¥ 3% B: BRI R
3-(3-{[(A-FHA-1H-%K2-4-HBRE)- (4Kt -2-R-FH)-&
AI-PRAI-FH)-ARFE
S X BHRESDI T EAN -(3-[(4E4-1-EA-FEEK
E)-FRI-ZE)-ABFES I-FE-1H-K4-4-5 B AEB LAY
1 5 EBHFEHE. MS 511 (M+1).

TH®C: BARE
3-(3-{[(1-FA-1H-%b-4-B& ) - (4-FE%-2-F-FX)-&
Al-PAI-FE)-AK
BB WEREEN | THRCHEGFT X, WFRBW 3-
B-{[(1-FPH-1H-k-4- 8 i) - (4K -2-E-FE)-KE]-F
AI-ER)-ARTEAE.

"H NMR (400 MHz, CDCl3) 5 7.86 (d, 2H), 7.69 (d, 2H), 7.59 (s, 1H), 7.46 (s, 1H),
7.36 {m, 1H), 7.19 (d, 2H), 7.15-6.99 (m, 3H), 6.88 (s, 1H), 4.46 (s, 2H), 4.37 (s,
2H), 3.76 (s, 3H), 2.80 (t, 2H), 2.50 (t, 2H); MS 495 (M-1).

L 111
T-[(4-bek-1-E-FR)-(pw-2-%8 L) -8L]- 4%

F&A: ERAIA
T-(4-mhd-1-R-F R ER)-E B T E
TR AGHFALSYHHES 18 T-REA-ERTEER L A4
B4 42 65 4-mbrd-1-R-F TR, AEES 1 FRABEGT HHE.
'H NMR (400 MHz, CDCls) 8§ 7.90 (m,
1H), 7.70 (d, 1H), 7.63 (d, 2H), 7.39 (d, 2H), 6.45 (m, 1H), 3.80 (s, 2H), 3.65 (s,
3H), 2.61 (t, 2H), 2.28 (t, 2H), 1.63-1.32 (m, 4H), 1.25 (m, 4H); MS 316 (M+1).
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% B: BEEHA
T-[(A-—ed-1-E-FH)-R-2-%8 L) -8 A - 5 & 7 &
TRBOAEANESHH T RAG T-4-t-1-£-FRHRER) -4

BPBFP &5 AT R -2-RBAERE, BB EAH 1 FEB

¥k, BEZCUERENN-ZFHETES L. HNMR 400
MHz, CDCl3) & 9.06 (m, 1H), 8.80 (dd, 1H), 8.10 (m, 1H), 7.92 (d, 1H), 7.71 {d,
1H), 7.65 (d, 2H), 7.48 (m, 1H), 7.36 (d, 2H), 6.46 (d, 1H), 4.38 (s, 2H), 3.62 (s,
3H), 3.14 (1, 2H), 2.21 (t, 2H), 1.48 (m, 2H), 1.36 (m, 2H), 1.25 (m, 4H); MS 457
(M+1).

FHC: BARE
T-[ (- -1-R-FR)-(R-2-8 L) -4 ]-£8
RAFRA S BER LW 1 TRCHEGFE, BT EB 7-
[(4-wbrd-1-K-FR)-(bR-2-BBA)-EL]-BE % TE+H 5.
"H NMR (400 MHz, CDCl3) 5 9.07 (d, 1H), 8.82 (dd, 1H), 8.12 (m,
1H), 7.88 (4, 1H), 7.74 (d, 1H), 7.62 (d, 2H), 7.48 (m, 1H), 7.41 (d, 2H), 6.48 (m,

1H), 4.35 (s, 2H), 3.13 (t, 2H), 2.22 (t, 2H), 1.47 (m, 2H), 1.32 (m, 2H), 1.17 (m,
4H); MS 441 (M-1).

L 1lg
T-[ (4 -1-K-FH)-(mw-3-#Bi)-FL]- %

FHA: BBEHR
T-[(4-wbeg—1- R -FH)-(hvz 3-8 L) -G A - £ 8 P&
FTHRAGKRBULASDDEZRS 11T T HEAG 7-(4-bb-1-£-F
EEA)-EEPEAAEP 20N RT-3-BREL8E, BB LA 1
THRBHBENT R, AZLERENN-FAEACKHL. H
NMR (400 MHz, CDCl5) § 8.70 (m, 1H), 7.99-7.87 (m, 3H), 7.71 (d, 1H), 7.63 (d,

2H), 7.46 (m, 1H), 7.42 (d, 2H), 6.46 (dd, 1H), 4.56 (s, 2H), 3.62 (s, 3H), 3.25 (,
2H), 2.20 (t, 2H), 1.46 (m, 2H), 1.34 (m, 2H), 1.25 (M, 4H); MS 457 (M+1).
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FHEB: BB
T-[ (4 -1-X-FH)-hR-3-B8L)-RE |- &K
HiFRLSHER LS 1 TRCHEGFE, AT HRBH 7-
[(4-wbr—1-E-F ) -(hoZ-3-BBE)-REA]-ER T EH 4.
'H NMR (400 MHz, CDCly) § 8.71 (m, 1H), 7.99 (d, 1H), 7.90 (m,
2H), 7.74 (d, 1H), 7.60 (d, 2H), 7.48 {m, 3H), 6.47 (m, 1H), 4.56 (s, 2H), 3.24 (t,

2H), 2.20 (t, 2H), 1.46 (m, 2H), 1.29 (m, 2H), 1.12 (m, 2H), 1.05 (m, 2H); MS 441
(M-1).

L #4 11h
3-(B-([Faks A - (4w -1-R-FR)-FA]-FA}-FH)-&
B

FHEA: ZRALL
3-{3-[(4—k-1-R-FRER)-FR]-XRX]-ARF&
FTERAGHFALS D HHEM 448 3-C-FAFA-XR)-78

PELBREpHEH 4208 4k -1-X-X T8, AZAHA 1T KA
BEGFENE, FRAGFTHTERE 2 B BB R EE. "HNMR 400

MHz, CDCl) 5 7.81 (s, 1H), 7.44 (d, 2H), 7.32 (d, 2H), 7.24 (m, 2H), 7.17 (m, 3H),
'7.07 (d, 1H), 3.82 (s, 2H), 3.77 (s, 2H), 3.64 (s, 3H), 2.92 (t, 2H), 2.61 (t, 2H); MS
350 (M+1).

% B: BT
3-(-{[kgmE -4t 1-R-FH)-FAI-FA}-XX)-&
B A&
THRBHFRCOWHTERA 3-3-[ (4o 1-K-FEER
F)-PR]-FRA)-a8TEARSARA, BBEEY 1 PR BHEY

Fik, BEZCUEREBENN-ZFAXTES 4. 'HNVR 400 MHz,
CDCh) 5 7.87 (d, 2H), 7.84 (s, 1H), 7.64-7.53 (m, 3H), 7.20 (m, 5H), 7.11 (m, 1H),
7.02 (d, 1H), 6.84 (d, 1H), 6.78 (d, 1H), 4.33 (s, 2H), 4.31 (s, 2H), 3.65 (s, 3H),
2.78 (t, 2H), 2.47 (t, 2H); MS 490 (M+1).
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% C: BEAKM
3-(3-{[¥ssi-(4-wbek-1-X-F ) -EL]-FR)-X4)-&

[

RAFAMSDEREH#H 1 TRCHEGTE, HFEBWY 3-
G-{[ksBA -4 d-1-A-FH)-8A]- PR -(X)-AB 7&
W& 'H NMR (400 MHz, CDCly)

GEB3%) 5 4.44 (s, 2H), 4.36 (s, 2H), 2.88 (t, 2H), 2.65 (t, 2H); MS 474 (M-
1).

L 11i
T-[(OhR-3-#BE) -4 Fwx2-4A-FR)-2L]-£8

FHA: BRALL
T-(-ER-2-E-FRAER)-EB T &
TRANFEBRLSHHPNEN 18 T-RA-ERTEEBRE 4

HFH 2105 4 FR-2-R-XPR, REAP I TRARENFT EH 4.

'H NMR (400 MHz, CDCl3) 6 8.78 (d,
2H), 8.37 (d, 2H), 7.42 (d, 2H), 7.16 (t, 1H), 3.85 (s, 2H), 3.64 (s, 3H), 2.62 (t, 2H),
2.28 (t, 2H), 1.55 (m, 4H), 1.32 (m, 4H); MS 328 (M+1).

B B: BB A
T-{ohR-3-ss i) -(d-gx-2-A-FH) - L -ERPE
THRBUKBLSHHTHRAG T-WFw-2-A-FARR) -k
BRYRAHNEN 2HRT--RERERE, R ELEH | THRBHAL
5k, MEZCLBERBNN-ZFELTERNS.
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") NMR (400 MHz, CDCl;) 5 9.07 (d, 1H), 8.80 (m, 3H), 8.37 (d, 2H), 8.10 (m, 1H),
7.46 (m, 1H), 7.37 (d, 2H), 7.19 (m, 1H), 4.43 (s, 2H), 3.62 (s, 3H), 3.15 (t, 2H),
2.20 (, 2H), 1.48 (m, 2H), 1.38 (m, 2H), 1.14 (m, 4H); MS 469 (M+1).

T C: AR
T-[(hoe-3-m i) -(4-FR2-A-F L) -§2 - 4%
WEHERUEWBERB LR | TERCHEG &, S EBW 7-
[(Hog-3-B B ) - (4 FR-2-A-F L) -FA]-E R TEH 4.
H NMR (400 MHz, CDCI;) 6 9.08 (s, 1H), 8.82 (m, 3H), 8.29 (d,
2H), 8.13 (m, 1H), 7.48 (m, 1H), 7.42 (d, 2H), 7.24 (m, 1H), 4.40 (s, 2H), 3.14 (¢,
2H}, 2.22 (t, 2H), 1.48 (m, 2H), 1.32 (m, 2H), 1.14 (m, 2H}, 1.06 (m, 2H), MS 453
(M-1). _

£ 117
T-[A-FR-IH-g-4-ssE) - (4K 2- A -FR)-FHA]-
). 4:3

THERA: ERELML
-4 -2- R -FREX)-EB T &
THRAGKRERSHHHNEN 19 T-REA-ERTEE% L H4)
HH 250 4Kk -2-R-X PR, ALAH 1 FERABEGFT EH 5.

'H NMR (400 MHz, CDCl3) § 7.91 (d,
2H), 7.84 (d, 1H), 7.38 (d, 2H), 7.30 (d, 1H), 3.82 (s, 2H), 3.65 (s, 3H), 2.62 (t, 2H),
2.29 (t, 2H), 1.61 (m, 2H), 1.51 (m, 2H), 1.33 (m, 4H); MS 333 (M+1).

FHB: BEERMA
T-[(A-FHE-1H-kk-4-m ) -(4-E2 -4 -FE) -84 ]-
RE T &
TEBOKRARSHITRAG T-(4E2-A-FRERX) -5
BT &R I-PRA-1H-k2-4-B8 R, BRILHH 1 FHEBHEGH
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E, MZCLERAH¥ N N-=F&X T EHE. HNMR (400 MHz, COCL) 6
7.90 (d, 2H), 7.85 (d, 1H), 7.49 (s, 1H), 7.43 (m, 3H), 7.32 (d, 1H), 4.47 (s, 2H),
3.74 (s, 3H), 3.62 (s, 3H), 3.20 {t, 2H), 2.20 (t, 2H), 1.48 (m, 2H), 1.40 (m, 2H),

1.15 (m, 4H); MS 477 (M+1).

% C: KR
T-[(A-FA-IH-skek -2 R ) - (4—Fed-2- A -FH) K&t |-
BB
RN HBER LAY 1 TRCHEG &, BF KRB T-
[(1-FR-1H-sk 4B B L) - (4 -2-R-F ) -RA]-EB T
R "H NMR (400 MHz, CDCy)  7.87 (m, 3H),

7.48-7.34 (m, 4H), 7.32 (d, 1H), 4.46 (s, 2H), 3.75 (s, 3H), 3.19 (t, 2H), 2.21 (¢, 2H),
1.48 (m, 2H), 1.31 (m, 2H), 1.24 (m, 2H), 1.16 (m, 2H).

%4 11k
5-{3-[ (b -3-#m ) - (4—Fek-2-R -FH) KA ]HE) %
»-2-F &

THEA RRALAL
5-[3-(4—Erd-2-A-FEERA)-AR]EY-2-FT8 78
FTRAGHEALSHHEEH 585 5-C-AL-AX)Epp-2-7F

BMYBFR &0 2560 48 2- L X TR, BAEEH 1 5EARHE

ok, BZLEAEN N-ZF &L 2 ES &, HNMR (400 MHz,
CDCl;3) 6 8.87-7.32 (m, 7H), 6.72 (d, 1H, J=4 Hz), 3.82 (s, 3H), 3.70 (s, 2H), 2.91
(t, 2H, J=7 Hz), 2.62 (t, 2H, J=7 H2), 1.80 {m, 2H); MS 373 {(M+1).

V% B: SEEHA
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5-{3-[(mm-3-#st k) -(4—Eu2-A-FH)-fgRA]HA) %
w—2-F BV B

FRBHEANS DT ERAGS-[3- (4K -2-F-FREL)-
AR]-Ep-2-FRYEFHNEH 29N R-3-HABALERE BRE
w1 THRBHMEN T, AZCERZENN-ZFARTEHE. MS
514 (M+1).

FEC. BB
5-{3-[ (e -3-d k) - (4—E= 2-X-FH)-EX]1HE) %
i s -3
AR RS D BB a1 FRCHEN Tk, HFEBH5-
{3-[(rg-3-#m i) -(4—E2-%-FK)-FEA]H L) -Enppr-2-9
BRYEHNE, RLERETTHAELZMN.
"H NMR (400 MHz, CDCl;) § 9.12 (d, 1H, J=4 Hz), 8.81

(d, 1H, J=5 Hz), 8.17-7.21 (m, 9H), 6.61 (d, 1H, J=4 Hz), 4.41 (s, 2H), 3.25 (t, 2H,
J=6.5 Hz), 2.72 (t, 2H, J=6.5 Hz), 1.73 (m, 2H); MS 498 (M-1).

L] 111
5-B-{[3-G-F-FX)-AA]-FALFHEL-RA ) -m4) %
P-2-F &

T A: BB
5-(3-{[3-B-R-FA)-FR]-HrAHASHBE-FE}-HE) &
-2 B P B
ME &EH 869 5-(3-[3-B-F-(KK)-AXRA]-ARX]-Ewp-2-
Y & 7 & (51. bmg, 0.1463mmol) &5 =K P& #%& (10m1) ¥, £ O0TTF
AR ALEFEBE (22. 6ng, 0.161nmol) # = Z. & (0. 45m],
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0.32mmol). ¥HEEFAZEERFEHF 48 ) H. R I FE
48 B I F AN = LR (0. 45ml) Fo 3R A A A 8L K (22, 6mg) . R R B
MEEAT.S NN, AHEERAEHF 7208, FRRERETR
24 B, B 5. 5%EB. K. BAEBRAAERPERELBELAN
Bk, FRANERTHR(RREL), SRFREFHTERAGFAL
A% (78. Img). MS 456 (M+).

% B: BAKR
5-(3-{[3-B-F-¥(H)-FEA-REA M EA-RA}-FH) %
i e -
RAFAAS BB ERY | TRCOHENGFT X, HFEALYG 5-
B-{[3-(B-F-XX)-FR]- st A-84)-AK)Ep-2-F

BB G, FRGZIE S A LE P HAT. 'HNMR (400 MHz, COCL) 5
7.62 (d, 1H, J=3.4 Hz), 7.42-7.00 (m, 4H), 6.62 (d, 1H, J=3.4 Hz), 3.25 (m, 2H),

2.92 (m, 2H), 2.31 (m, 1H), 2.20 (m, 2H), 1.32-0.90 (m, 4H), MS 440 (M-1).

%34 11l
3-(3-{[ (b -3-#BA) - (4w -3-A-FR)-FR]-FR)-
)-8

THA: RRAEL
3- {3-[(4-me-3-A-FREREE)-FRA]-XH4) -H&FH&
THAGHFALSHIHEHN 448 3-GC-RATFTR-XH)-a8
FEEXBEPHEH 238 4-R-3-RL-APR BEBL#H 1 THKA
WA T A,
'H NMR (400 MHz, CDCl,) 8 8.79 (s, 1H), 8.55 (m, 1H), 7.81 (d, 1H), 7.53 (d,

2H), 7.46 (d, 2H), 7.32 (m, 1H), 7.22 (m, 3H), 7.09 (d, 1H), 3.84 (s, 2H), 3.80 (s,
2H), 3.63 (s, 3H), 2.92 (t, 2H), 2.61 (¢, 2H). '
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J % B: BEERH A
3—(3-{[ (P -3-#B ) -4 w-3-A-FH)RE]-FH}-
XE)-ABTVE
FEBHEELS BT HEAY - [3-[ (4R -3-L-FELK
R)-FRI-¥A) -ABRPEAFAEEH 29RT--RBAE&EHE, &
BE#M 1 FEBHFE, AZCERENN-ZHFAXLEHS.
'H NMR (400 MHz, CDCl,) & 9.05 (d, 1H), 8.80 (m, 2H),
8.60 (d, 1H), 8.06 (m, 1H), 7.91 (m, 1H), 7.44 (m, 4H), 7.21 (d, 2H), 7.15 (m, 1H),
7.06 (d, 1H), 6.92 (d, 1H), 6.87 (s, 1H), 4.41 (s, 2H), 4.38 (s, 2H), 3.65 (s, 3H),
2.82 (t, 2H), 2.51 (t, 2H); MS 502 (M+1).

FHRC:. BK#E
3-(3-{[ (k-3 B A)-(4-RR-3-K-FH)-KA]-F&]-
XK)-" 8
iR D BB AN | TR CHEG T &, WIKBH 3-
(3- ([ (brz-3-#m ) - (4w -3-K-FA)-KRA]-FE}-X )~
w T R 'H NMR (400 MHz, CDCl3) 8
9.02 (s, 1H), 8.89 (m, 1H), 8.78 (s, 1H), 8.58 (m, 1H), 8.08 (m, 1H), 7.99 (d, 1H),

7.44 (m, 4R), 7.21 (m, 2H), 7.07 (m, 2H), 6.87 (m, 2H), 4.37 (s, 2H), 4.34 (s, 2H),
12.83 (1, 2H), 2.54 (t, 2H); MS 486 (M-1).

. %34 11n
3-(3-{[(mor—2-BA) - (4 -3-A-FR)REX]-F4}-
) -A%

B A BB
3-(3-{[ (e -2-#BE) - (4w -3-E-F )AL ]-FA}-
$R)-ARTE
FHAGEELS Y ERSA 1ln TERAS 3-(3-[ (4 H1%E-3-
E-FRER)-FPRI-¥(A) -ARTERHEH 47 9T -2-5 B A
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Ami, BREAV 1 FRBEFE, AZLEABENN-=FELT
B &, "H NMR (400 MHz, CDCly) 6

8.79 (s, 1H), 8.69 (d, 1H), 8.59 (d, 1H), 7.98 (m, 1H), 7.88 (m, 2H), 7.49-7.38 (m,

4H), 7.24 (m, 2H), 7.11 (m, 1H), 7.02 (d, 1H), 6.95 (d, TH), 6.90 (s, 1H), 4.54 (s,

2H), 4.49 (s, 2H), 3.65 (s, 3H), 2.80 (¢, 2H), 2.49 (t, 2H); MS 502 (M+1).

% B: BXB
3-(3-{[ (o X-2-ma ) (4-%r-3-A-FL)RL]-F
A -¥RR)-A%
iAW BB LA 1 TR CHEN T &, HPEAL 3-
(3-{[ (b Rk —2-m B ) - (- -3-A-FR)RA]-FTA}-FX)-
75 B4 4. 'HNMR (400 MHz, COCly) 5
8.84 (s, 1H), 8.69 (m, 1H), 8.55 (d, 1H), 7.97 (m, 2H), 7.87 (m, 1H), 7.47 (m, 2H),

7.37 (m, 2H), 7.22 (m, 2H), 7.02 (m, 2H), 6.89 (m, 2H), 4.52 (s, 2H), 4.45 (s, 2H),
2.80 (t, 2H), 2.52 (t, 2H); MS 486 (M-1).

L4 110
3-(3—{[(4-mbep-1-KFH) -k X -3-BBA)-8E]-F
A}-XR)-A8

FBA: ERAKL
3- {3-[(4-mhep-1-A-FAEA)-FA]-XX} -HRFTH
FHAGFEALS D HRES 4409 3-C-REAPE-XE)-F&
FEEMEfPMEH 42654tk 1-E-X PR, BB IHAM 1 FTEA
HAEGFEFHE, FRAGZLETESR 2 DHEHRERE.

'H NMR (400

MHz, CDCls) & 7.89 (dd, 1H), 7.70 (d, 1H), 7.65 (d, 2H), 7.45 (d, 2H), 7.28-7.19
(m, 3H), 7.10 (d, 1H), 6.45 (dd, 1H), 3.83 (s, 2H), 3.79 (s, 2H), 3.66 (s, 3H), 2.94 (t,
2H), 2.63 (t, 2H); MS 350 (M+1).

YK B: BBEHA
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3-(3—{[(a--1-X-FE) - E-3-58 L) -FL]-F
A}-%2R)-H8 P&

THBOARELADH T EAWN3- {3-[(4bek-1-R-F R K
R)-FPE]-¥X) -ARTERHEN 20T -- B En i, &
BL#&W 1 TEBH I X, AZCERENN-ZFARLEHNEL.

'H NMR (400 MHz, CDCl3) 6 8.03 (s, 1H), 8.77 (d, 1H),
8.04 (m, 1H), 7.87 (d, 1H), 7.68 (d, 1H), 7.54 (m, 2H), 7.42 (m, 1H), 7.14 (m, 3H),

7.07 (m, 1H), 6.88 (d, 1H), 6.83 (s, 1H), 6.44 (dd, 1H), 4.36 (s, 2H), 4.32 (s, 2H),
3.62 (s, 3H), 2.79 (t, 2H), 2.49 (¢, 2H); MS 491 (M+1).

FEC: BARE
3-(3-{[(4-ek—1-R-FH)-(tw X-3-5BE)-8X]-F
AI-XR)-AR
RS H BB LA 1 TRCHEG T &, HFEB 3-
G- {[(4—tted—1-F-FE)-(w A -3-mm ) -KA]-FPHR)}-%
R)-ABPEHE. 'H NMR (400 MHz, CDCl) 5

9.08 (bs, 1H), 8.85 (m, 1H), 8.18 (d, 1H), 7.82 (s, 1H), 7.72 (d, 1H), 7.52 (m, 1H),
7.47 (d, 2H), 7.14 (m, 3H), 7.07 (d, 1H), 6.96 (d, 1H), 6.83 (s, 1H), 6.46 (s, 1H),
438 (s, 2H), 4.34 (s, 2H), 2.82 (t, 2H), 2.52 (t, 2H); MS 475 (M-1).

Lap] 11p
3-(B-{[(4—tm—1-KF ) -(hoe K 2-s® L) -|EA]-F
A-XE)-A%

B A BREHLA
-3 {[ (4t —1-X-FH)-(RA-2-H8E)-RA]-F
EI-RX)-ABTPE
%A GRS YR LA 11o TH A 3- {3-[(@bmd-1-
E-FEEA)-FEI-RK) -G8 TEPHEN 47 R -2-5 B R
HEmE BRIEARA I TERBEF ], AZCEARENN-ZFALLT

152



98810026. 6 oW B E151/245|

B 4. "H NMR (400 MHz, CDCl) 5
8.66 (m, 1H), 7.96 (m, 1H), 7.85 (m, 2H), 7.68 (d, 1H), 7.50 (d, 2H), 7.46 (m, 1H),
7.16 (d, 2H), 7.09 (m, 1H), 6.99 (d, 1H), 6.92 (d, 1H), 6.88 (s, 1H), 6.43 (m, 1H),
4.48 (s, 2H), 4.4 (s, 2H), 3.63 (s, 3H), 2.78 (t, 2H), 2.48 (t, 2H); MS 491 (M+1).

F®B: BA#
3-(3-{[(4-hrk-1-A-FR)- (bR A -2-HEE)-RKA]-F
A}-ER)-AEB
AR AL PR EAES | FRCHESFT %, HIRAN 3-
(3-{[ (4 mrd-1-A-F L) - A -2-smA)-KE]-FA}-X
A)-ARPEEHE. "H NMR (400 MHz, CDCly)

§8.75 (m, 1H), 8.04 (m, 1H), 7.93 (m, 1H), 7.79 (d, 1H), 7.74 (s, 1H), 7.52 (m, 1H),
7.39 (d, 2H), 7.16-6.99 (m, SH), 6.80 (s, 1H), 6.46 (d, 1H), 4.55 (s, 2H), 4.44 (s,
2H), 2.78 (t, 2H), 2.47 (t, 2H), MS 475 (M-1). ‘

L34 11q
3-(3-{[(1-FE-1H-%kd-4- s i) - (4 d-1-KX-FX)-&
E-PRA)-¥XE)-" 8

T %A BB
3-(3-{[(-FHA 1048 RE) - (4t -1-K-F )&
A]-FRA-FH)-ARTFE
FHAGARLS D H LA 110 FTHERANG 3- {3-[(4-b=k-1-
A-FREA)-FR]-RA)-ARFER I-FEA-1HRE-4-BBHA,

BERE&EM 1P BBEFE, AZCLERENN-—FARLEHNE.
"H NMR (400 MHz, CDCl3) & 7.89 (d, 1H), 7.70 (s,
1H), 7.54 (m, 3H), 7.39 (d, 1H), 7.24 (m, 2H), 7.14 (m, 1H), 7.04-6.97 (m, 3H), 6.45

(m, TH), 4.43 (s, 2H), 4.40 (s, 2H), 3.74 (s, 3H), 3.65 (s, 3H), 2.83 (t, 2H), 2.53 (t,
2H); MS 494 (M+1).
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Y% B: AR
3-(B—{[(I-FH-1H-k=d-4-5B ) - (4t -1-KR-FH)-&
RI-FEAI-XA)-AK
HAFBS DR LA 1 TRCHEG T &, T EAL 3-
B-{[A-FE-1Hk-4-HB L) - (4 -1-E-FH)-KHX]-7
A-(X)-mmPEHE.

"H NMR (400 MHz, CDCly) 6 7.79 (d, 1H), 7.70 (d, 1H), 7.57 (s, 1H), 7.46 (s, 1H),
7.40 (d, 2H), 7.18 (d, 2H), 7.11 (m, 1H), 7.02 (m, 2H), 6.86 (s, 1H), 6.44 (m, 1H),
4.45 (s, 2H), 4.36 (s, 2H), 3.75 (s, 3H), 2.79 (t, 2H), 2.47 (t, 2H); MS 478 (M-1).

L 11r |
3-(3-{[ (A -3-HBE)-(4—E2-X-FH)-EX]-F
EI-RKX)-A&

T %A BB R

3-(3-{[(e ik-3-ms i) - (4 2-KL-FH)-EX]-¥
AI-FX)-A BT E

T B AGIFELS DY EHAS 11e 6 3- (3-[(4—E=E-2-3-F
EER)-FRI-XXL)-ARTPEFAHEH 200 T-3-RBERER AL,
BERBEAN 1T EBEF %, RZCLERBENN-ZFALLEHE.

"H NMR (400 MHz, CDCl,) 5 8.68 (d, 1H), 7.97 (d, 1H).
7.87 (m, 2H), 7.79 (d, 2H), 7.47 (m, 1H), 7.33 (d, 1H), 7.18 (d, 2H), 7.12 (m, 1H),

7.02 (d, 1H), 6.94 (d, 1H), 6.90 (s, 1H), 4.52 (s, 2H), 4.47 (s, 2H), 3.65 (s, 3H).
2.80 (t, 2H), 2.50 (t, 2H); MS 508 (M+1).

T%B: EK#E
3-(3-{[ (b A-3-HBA)-(4—E-2-X-FH)-KA]-¥F
K)-RX)-A&
AFRS BB ERS 1 FRCHAENFE, BT EAH 3-
G- {[ (R A-3-sB L) - (4—E2- X -FR)-FA]-FH}-X
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R)-mBFEEH%. 'H NMR (400 MHz, CDCk) 5
8.72 (d, 1H), 8.00 (d, 1H), 7.89 (m, 1H), 7.83 (d, 1H), 7.64 (d, 2H), 7.49 (m, 1H),
7.33 (d, 1H), 7.3 (d, 2H), 7.07 (m, 1H), 6.98 (m, 2H), 6.80 (s, 1H), 4.53 (s, 2H),
4.42 (s, 2H), 2.76 (t, 2H), 2.46 (t, 2H); MS 492 (M-1).

L4 11s
3-(B-{[(hrA-2-BBE)- (4= 2-X-FH)-FH]-7
Al-kR)-a®

TEA: BREHBA

-GB-{[(hRE-2-ABE)-(4-FE-2-A-FH)-EL]-7
AR -H 8 P&

TRAGHERNLHHLES 1le T % AH S0 3-{3-[ (&K=
2-E-FERR)-FAI-X4) -BRFEFHEN 47 Gz -2-5
BRERE, BREEN I FRBGFTE, BZLBERENN-—F&
RLEda%. "H NMR (400 MHz, CDCls) §

9.05 (s, 1H), 8.80 (d, 1H), 8.05 (m, 1H), 7.84 (m, 3H), 7.43 (m, 1H), 7.34 (d, 1H),

7.15 (m, 3H), 7.06 (d, 1H), 6.91 (d, 1H), 6.86 (s, 1H), 4.39 (s, 2H), 4.36 (s, 2H),
3.65 (s, 3H), 2.82 (1, 2H), 2.51 (t, 2H); MS 508 (M+1).

VEB: A
3-(3-{[ (o X 2-mt ) (4 Emk2-RH-FH)-FA]-F
XI-(E)-B8
WA D BB ERG | TR CHENGFTE, HFEAY 3-
G- {[ (e A2~ B i) -(4-Eeb 2R -FR)-EX]-FH)-%
R)-BRFEHE. "H NMR (400 MHz, CDCl,) &
9.03 (s, 1H), 8.80 (m, 1H), 8.13 (m, 1H), 7.84 (m, 1H), 7.71 (d, 2H), 7.47 (m, 1H),
7.34 (d, 1H), 7.12 (m, 3H), 7.06 (m, 1H), 6.92 (d, 1H), 6.82 (s, 1H), 4.36 (s, 2H),
4.32 (s, 2H), 2.80 (t, 2H), 2.51 (t, 2H); MS 492 (M-1).
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Eawp 11t
3-(B-{[X#BE-(4FZ5-X-FR)-AA]-FE]-%(5)-&

7

|

FHRA: ZRE;K
- {3-[(4-EF=m--A-FRAER)-FE]-RE)-FRTE
THEAGHALSDHANEN 448 3-C-2AFPA-( ) -a8
PELASEpHEH 26 65 4 FR-5-A-XVE, AE#EH 1 THA
0% EHE, FANRETETER 2 MR HHAREE. 'HNMR @00
MHz, CDCly) & 9.19 (s, 1H), 8.92 (s, 2H), 7.55 (m, 4H), 7.25 (m, 3H), 7.11 (d, 1H),
3.87 (s, 2H), 3.81 (s, 2H), 3.66 (s, 3H), 2.95 (t, 2H), 2.63 (t, 2H), MS 362 (M+1).

Y% B: BRETGA
S-(B-{[(kmmit-(4-FR-5-A-FH)-EA-FH)-¥X5)-%
BYE
TRBOHFALSHHTH AW 3-(3-[(4—Fw-5-E-FELK
B)-FR]I-FAR) -9 TR ERBR, BB LM 1 FEBYFE,
AEZCERENN-ZFRECEN£. "H NMR (400 MHz,
CDCly) 6 9.20 (s, 1H), 8.90 (s, 2H), 7.88 (m, 2H), 7.62 {(m, 1H), 7.55 (m, 2H), 7.42

(d, 2H), 7.21 (d, 2H), 7.12 (m, 1H), 7.03 (d, 1H), 6.87 (d, 1H), 6.78 (s, 1H), 4.36 (s,
9H), 4.33 (s, 2H), 3.65 (s, 3H), 2.78 (t, 2H), 2.47 (t, 2H).

FHEC: BA#
-(B-{[R#mmA-(4-Ew-5-A-FR)-FL]-FH]-¥XX)-&

%
RAFRU S W R LA 1 TR CHEG T X, HFEBY 3-
(- {[ R E- (AT -5-A-FH)-RE]-FE- XD -8 F&
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# & "H NMR (400 MHz, CDCl) 5
9.19 (s, 1H), 8.93 (s, 2H), 7.89 (m, 2H), 7.63 (m, 1H), 7.55 (m, 2H), 7.43 (d, 2H),
7.21 (d, 2H), 7.11 (m, 1H), 7.03 (d, 1H), 6.87 (d, 1H), 6.81 (s, 1H), 4.36 (s, 2H),
4.33 (s, 2H), 2.80 (t, 2H), 2.52 (t, 2H); MS 486 (M-1).

L4 11u
3-(B-{[ (R -3-BBA)-(4-FR-5-A-FA)-FA]-FH)-
AR)-A 8

TR A: BRI

3-(B-{[ (st -3kt A )-(4-FER-5-A-FH)-BA]-F&)-
xE)-" %

TRANGFRALSHH TR 11t % AW 3-{3-[ (4-F%-5-
A-FRARE)-FA]-RA)-AR FEF445 2 90hw 3-8 2
BRE, BREEW I FRBEF#E, AZLERBENN-ZFELALE
#l & "H NMR (400 MHz, CDCh) 6 9.20 (s, 1H), 9.06 (s,

1H), 8.92 (s, 2H), 8.81 (s, 1H), B.08 (m, 1H), 7.46 (m, 3H), 7.26 (m, 2H), 7.15 (m,

1H), 7.06 (d, 1H), 6.91 (d, 1H), 6.86 (s, TH), 4.42 (s, 2H), 4.37 (s, 2H), 3.65 (s, 3H),
2.82 (t, 2H), 2.50 (t, 2H).

JHRB: AR

3-(3-{[ (Mo -3-sk B A ) - (4—F5-R-FH)-FA]-F4)-
XA)-" %

ARSI B R LR 1 TR CHRG Tk, dFEAMY 3-
(B-{[ (3-8 K)-(4—FR-5-R-FR)-FR]- PR} -F A)-
7B B A 'H NMR (400 MHz,

CDCly) 5 9.20 (s, 1H), 8.98 (d, 1H), 8.93 (s, 2H), 8.79 (d, 1H), 8.15 (m, 1H), 7.48

(m, 3H), 7.31 (d, 2H), 7.20-7.09 (m, 2H), 6.85 (s, 1H), 6.91 (d, 1H), 4.42 (s, 2H),
4.40 (s, 2H), 2.87 (t, 2H), 2.58 (t, 2H); MS 487 (M-1).
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LA 11v
3-(3-{[ (kg 2-mBE) - (4—FR-5-E-FE)-KRE]-FH]-
K)-d#,

FH A BRI R
3-(3-{[ (o -2-sBE)-(4-FZ-5-E-FE)-FHL]-F4)-
L) -ABTE
TR AGFELS Y EEH 11t F B A6 3-(3-[ (4-FR-5-
E-FERL-TRAI-ZX)- A8 TEPHEH 47 SRR -2-5 8L &
s BREAEN I TERBYEFTE, AZCER¥ENN-ZFFHAT
B . * "H NMR (400 MHz, CDCl) §
9.20 (s, 1H), 8.90 (s, 2H), 8.70 (d, 1H), 7.99 (m, 1H), 7.89 (m, 1H), 7.49 (m, 1H),

7.42 (d, 2H), 7.29 (d, 2H), 7.10 (m, 1H), 7.01 (d, 1H), 6.83 (d, 1H), 6.89 (s, 1H),
4.56 (s, 2H), 4.48 (s, 2H), 3.66 (s, 3H), 2.79 (t, 2H), 2.48 (t, 2H); MS 503 (M+1).

F%B: BAHE
-(3-{[(hm-2-#BR)-(4—F=5-K-FH)-RE]-FHK}-
X -A8
RAARUSHEBEEN 1 TRCHEGFT X, HIHAN 3-
- {[ (Mt —2-sE X)) - (4-Fw-5-A-FE2)-RA]-FE}-FH1)-
AR TEH . 'H NMR (400 MHz,
CDClh) 59.19 (s, 1H), 8.94 (s, 2H), 8.71 (m, 1H), 8.01 (d, 1H), 7.90 (m, 1H), 7.50
(m, 1H), 7.42 (d, 2H), 7.29 (d, 2H), 7.09 (m, 1H), 7.02 (d, 1H), 6.92 (m, 2H), 4.56
(s, 2H), 4.48 (s, 2H), 2.81 (t, 2H), 2.54 (t, 2H); MS 487 (M-1).

L4 11w
3-B-{[A-f-%(%8L) -4 Fm-5-E-FX)-REI-FH}-
2R)-A8%

158



98810026. 6 o B E157/245|

G HA: BB
-3 {[(4-F-XABE)-(4-FR-5-X-FH)-KA]-FR}-
2 E)-AB T E
F AR EAS R LA 11t TH A 3-{3-[(4—F"-5-
A-FAEL)-FRAI-XA) -8 TEA 4-ZAERBRA, BB LA
1 FHE B F ik, ACLERENN-ZFARLEHE.

"H NMR (400 MHz, CDCl3) § 9.20 (s, 1H), 8.91 (s, 2H), 7.78
(d, 2H), 7.49 (d, 2H), 7.44 (d, 2H), 7.23 (m, 2H), 7.14 (m, 1H), 7.05 (d, 1H), 6.89
(d, 1H), 6.81 (s, 1H), 4.36 (s, 2H), 4.32 (s, 2H), 3.65 (s, 3H), 2.80 (t, 2H), 2.49 (t,
2H); MS 536 (M+).

% B: EKR
3-B-{[@-R-EsE)-(4-FR-5-F-FH)-RKE]-FR}-
X)) -AER
AR S P ERERA I TRCHEG T &, BFEAN3-
B-{[(4-F-EsBA)-(4—FRw-5-A-FE)-KA-FR}-FX)-

B FEHE. 'H NMR
(400 MHz, CDCly) 5 9.20 (s, 1H), 8.92 (s, 2H), 7.79 (d, 2H), 7.50 (d, 2H), 7.44 (d,
2H), 7.23 (m, 2H), 7.14 (m, 1H), 7.06 {m, 1H), 6.89 (d, 1H), 6.85 (s, 1H), 4.36 (s,
2H), 4.32 (s, 2H), 2.82 (¢, 2H), 2.55 (t, 2H); MS 522 (M+).

%P 11x
3-(3-{[(4-E-2-X-FX)-b7-3-HsE)-RAE]-FH}-
X)) -BE

F®A: ZRAKL
3-(3-[(4-mE-2-RA-FEEI)-FEAI-XRX)-ARTE
F®AGHEEALS DI ANES 4409 3-C-RETFTE-XL)-AR

PEEABREFHEH 2760 45 2-K-K P8, AEEH1TRA
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W7 ERE, REAGRETE TR 2D oK E .
'H NMR (400
MHz, CDCly) § 9.02 (d. 1H), 8.61 (m, 1H), 8.48 (d, 1H), 7.98 (d, 2H), 7.49 (d, 2H),
7.25 (m, 1H), 7.18 (m, 2H), 7.09 (d, 1H), 3.87 (s, 2H), 3.79 (s, 2H), 3.66 (s, 3H),
2.94 (t, 2H), 2.63 (t, 2H); MS 362 (M+1).

% B: BB AR
3-(3—-{[(4-sFE-2-K-FH)-(x-3-#8 L) -fA]-FPH)-
FR)-AKR T &

TRBEKRAKESH BT HRAG3-(3-[U- 02 2-E2-FELE
B)-TRI-ZE)-ARTEAHNEA 2RI FHRERE, &
BELEH 1 FEBWHFT %, BZLBERKBENN-FAELES &,

"H NMR (400 MHz, CDCly) § 9.06 (s, 1H); 8.99 (s, 1H), 8.80
(d, 1H), 8.62 (s, 1H), 8.51 (q, 1H), 8.06 (m, 1H), 7.89 (d, 2H), 7.43 (m, 1H), 7.23

(m, 2H), 7.15 (m, 1H), 7.06 (d, 1H), 6.92 (d, 1H), 6.86 (s, 1H
2H). 5.65 (s, 3H), 2.82 (t, 2H), 2.50 (t, 2H); MS 502 (M+1).

), 4.42 (s, 2H), 4.37 (s,

FHEC: BAM
3-(B-{[(4-mb-2-K-FK)-(boe-3-#m L)AL ] -F&)-
X)) -A#
WS B RB LA | TRCOHBENF %, WHFHB 3-
G-{[(4—t—2-A-FR) - -3-BmA)-EA]-FE)-EH4)-
&P R &, "H NMR (400 MHz, CDCl5) 6

9.0Z (s, 1H), 8.96 (s, 1H), 8.78 (m, 1H), 8.58 (s, 1H), 8.53 (d, 1H), 8.13 (m, 1H),
7.78 (d, 2H), 7.46 (m, 1H), 7.22 (m, 2H), 7.13 (m, 1H), 7.06 (d, 1H), 6.93 (d, 1H),
6.83 (s, 1H), 4.40 (s, 2H), 4.34 (s, 2H), 2.82 (t, 2H), 2.53 (t, 2H); MS 487 (M-1).

L3P 11y
3-(-{[(4tg-2-K-FK) -t 2-sm X)) -BAE]-FH]-
2R)-H8
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&K A: BB A

3-(3-{[(4-mFE—2-K-FK)-(br-2-smmA)-KA]-F&]-
AR)-BRFE

T %A QGHEBRGSH S LM 11x F %A G 3-(3-[(4-E-2-
E-FRERR)-FRA]-XRA)-ARPEAH 45 47 8oz -2-5 8 5
dHmH, BREAFN 1 TEBNF®, AZCERENN-ZFREL
) & '"H NMR (400 MHz, CDCl) &
8.98 (d, 1H),‘8.69 (m, 1H), 8.62 (m, 1H), 8.50 (d, 1H), 7.99 (m, 1H), 7.86 (m, 3H),

7.48 (m, 1H), 7.26 (m, 2H), 7.1 (m, 1H), 7.01(d, 1H), 6.94 (d, 1H), 6.89 (s, 1H),
4.56 (s, 2H), 4.48 (s, 2H), 3.65 (s, 3H), 2.80 (1, 2H), 2.49 (t, 2H); MS 503 (M+1).

J%B: kM
3-(3-{[(4-bF—2-A-FR)-(brw-2-ssKE)-RE]-FH}-
ARE)-H8,

ARSI B LA 1 TRCHESGT X, HFEA 3-
G-{[(Atm2-K-FR)-(bw-2-%s L) -EL]-FR)-(H)-
7B R H NMR (400 MHz, CDCl) §

8.96 (s, 1H), 8.73 (d, 1H), 8.60 (s, 1H), 8.54 (s, 1H), 8.02 (d, 1H), 7.91 (m, 1H),

7.74 (d, 2H), 7.51 (m, 1H), 7.23 (m, 2H), 7.12 (m, 1H), 7.04 (m, 2H), 6.85 (s, 1H),
4.57 (s, 2H), 4.46 (s, 2H), 2.80 (t, 2H), 2.52 (t, 2H); MS 487 (M-1).

LB 11z
-(-{{O-FE-1H-%k24-HBE) -4 ETR2-E-FL)-&
AI-FRA-XR)-R8

TRA: RREALL
- (3[4 gw—2-A-FTHAERE)-FA]-¥K} -ABRTE
TEANEALS D HHEM 4489 3-G-RAFEA-E1)-58
PEEREAHNES 2194 FR-2-2-F TR, BREEN 1T HEKA
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MGG ERNE, FTRAOIETEDR2 DB R LK.
"H NMR (400 MHz, CDCk) § 8.79 (d, 2H), 8.40 (d, 2H), 7.49 (d, 2H), 3.88 (s,
2H), 3.80 (s, 2H), 3.65 (s, 3H), 2.94 (t, 2H), 2.63 (t, 2H).

% B: BB AR
-B-{[-FRA-1Hk—4-HBE)-(4-FR2-X-FL)-&
Al-FR-FE)-A8 PR
THRBOGFALSHHTRAN - (3-[(4—FR-2-£-FEAK
R)-FRI-FEX)}-ABTPER I-FE-1H-%k4-4-38 K, BB L

Bl 1 FBBFERE. "H NMR (400 MHz, CDCls) § 8.81 (m,
2H), 8.30 (d, 2H), 7.52 (s, 1H), 7.39 (s, 1H), 7.28-7.20 (m, 3H), 7.14 (m, 1H), 7.04-
6.63 (m, 3H), 4.46 (s, 2H), 4.43 (s, 2H), 3.72 (s, 3H), 3.65 (s, 3H), 2.83 (t, 2H),
2.52 {t, 2H); MS 506 (M+1).

F®RC: BKRE
3-B-{[(A-FA-IH% 4B E)-(4-FR-2-%-FH)-&
Al-PRI-EB)-B&%

RAFANSHER LA | TRCHENFT X, BHEB 3-
G-{[Q-FRA-1H-kt-4-BE L) - (4—FR-2-L-FR)-RA]-¥F
EI-XX)-ARTVEHE.

'H NMR (400 MHz, CDCl;) 6 8.80 (d, 2H), 8.04 (d, 2H), 7.57 (s, 1H), 7.47 (s,

1H), 7.25-6.99 (m, 6H), 6.88 (s, 1H), 4.49 (s, 2H), 4.39 (s, 2H), 3.76 (s, 3H), 2.81
(t, 2H), 2.52 (t, 2H), MS 490 (M-1).

LA 12a
-C-{[U-F-%kms ) -(4E-2-FL-FH)-FA]-FA)-
xK)-a8

FBA: BREHEA
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3-B-{[4-F-X38A) -5 2-F-FH)-KA]-FH}-
A& 8P
F %A GRS B H LA LIx FH A 3-(3-[(4-wE-2-
~FRERA)-FAI-FA)-ARTEF4-AEXRBER, HBEEH 1

SHRBEFTE, AZCUERKRENN-FALLEHNF.
'H NMR (400 MHz, CDCly)  8.99 (s, 1H), 8.62 (m,
1H), 8.51 (d, 1H), 7.89 (d, 2H), 7.79 (d, 2H), 7.49 (d, 2H), 7.22 (m, 2H), 7.14 (m,
1H), 7.05 (d, 1H), 6.89 (d, 1H), 6.81 (s, 1H), 4.37 (s, 2H), 4.32 (s, 2H), 3.64 (s, 3H),
2.80 (¢, 2H), 2.49 (t. 2H); MS 536 (M+1).

J % B: KR
3-(3-{[4-F-%8sE)- (4 2- L -FH)-&EX]-FX}-
K)-AB
WAL HEB L& 1 FERCHEN T E, HFERAG 3-
B-{[(A-f-f a8 i)- i 2-E-FE)-KRET-FA}-FH)-
B B & "H NMR
(400 MHz, CDCl,) 8 9.05 (s, 1H), 8.64 (s, 1H), 8.50 (d, 1H), 7.91 (d, 2H), 7.86 (d,

2H), 7.59 (d, 2H), 7.27 (d, 2H), 7.09 (m, 1H), 7.02 (d, 1H), 6.94 (d, 1H), 6.83 (s,
1H), 4.41 (s, 2H), 4.35 (s, 2H), 2.72 (t, 2H), 2.42 (s, 2H); MS 520 (M-1).

%34] 12b
3-(3-{[kmmh- 4k 2-X-FH)-KA]-FH)-XHK)-&

B

T %A BREHAR
3-(3-{[F s A-(4—E-2-A-FH)-FXA]-FRA]-XH)-&
BYPE
-

T EAGHFELS LR 1le TE AW 3-(3-[(4—Kd-2-
FRER)-FAI-FA)-ABRPEFEZRL, BREEH 1Y R
Bk, MZCLBERENN-ZFAEXLENE.

163



98810026. 6 oW B E162/245|

'H NMR (400 MHz, CDCly) 5 7.87 (m, 3H), 7.80 (d, 2H),
7.62(m, 1H), 7.56 (m, 2H), 7.33 (d, 1H), 7.11 (m, 3H), 7.03 (d, 1H), 6.87 (d, 1H),

6.78 (s. 1H), 4.34 (s, 2H), 4.32 (s, 2H), 3.65 (s, 3H), 2.79 (t, 2H), 2.48 (t, 2H); MS
507 (M+1).

FEB: Bk
SC-{{XAME-(4-K22- X -FX)-8BRA]-FA)-E1)-5F
B
WHRENSHBERERN | THRCHAEGFE, WHFEAQG 3-
G- {[AmBA-(4-Kd-2-2-FR)-FA]-FR)-XR)-F 8 VE
E- 'H NMR (400 MHz, CDCl) 5 7.86

(m, 3H), 7.67-7.53 (m, 5H), 7.34 (s, 1H), 7.06 (m, 3H), 6.98 (d, 1H), 6.90 (d, 1H),
6.71 (s, 1H), 4.32 (s, 2H), 4.26 (s, 2H), 2.75 (t, 2H), 2.46 (, 2H); MS 491 (M-1).

Z#A 12¢
T-[ (o3-S Bt )-(4E%2-R-FR)-5R]-E®

T A BRBEHA
T-[ (R -3 AR ) - (4-Ed-2- A -FR)-f A -5 % T
FRAGHALGHNERES e FHRAW T-(4—K2—2-£-F
RER)-RBTPERHNEH 2 MR --HB R AR BB ETAA 1
THEBRHAEYGFTEHE.
'H NMR (400 MHz, CDCl3) 5 9.06 (d, 1H), 8.80 (m, 1H), 8.09 (m, 1H),

7.91(d, 2H), 7.86 (m, 1H), 7.46 (m, 1H), 7.34 (m, 3H), 4.39 (s, 2H), 3.62 (s, 3H),
3.15 (t, 2H), 2.21 (t, 2H), 1.48 (m, 2H), 1.37 (m, 2H), 1.14 (m, 4H); MS 474 (M+1).

TEB: AR
T-[(bm -3-m s ) - (4o 2-R-FR) -84 ]-k B
AR S Py B LA 15 CHMENGFE, S HEAL T-
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((R-3-mm ) - (4K 2-R-FR)-RA]-ERFEH L.
'H NMR (400 MHz, CDCl3) § 8.07 (s, 1H), 8.81 (m, 1H), 8.11 (m,
1H), 7.87 (m, 3H), 7.48 (m, 1H), 7.39 (d, 2H), 7.36 (d, 1H), 4.37 (s, 2H), 3.14 (t,
2H), 2.23 (t, 2H), 1.48 (m, 2H), 1.30 (m, 2H), 1.14 (m, 2H), 1.07 (m, 2H); MS 458
(M-1).

L4 12d
T-[(4-tH2-A-FA)- (e -3-ss L) -fX]1-58%

F®RA: ZFRAIL
T- (4 %-2-A-FRAEL)-BR T &
FTRAGKEALSHHHEN 18 T-REA-RETEELE M
HH 278 4B -2-K-KTR, AEMTEAHA 1 T RANGFTEH
& "H NMR (400 MHz, COCly) 8 9.01 (d,
1H); 8761 (m, THY, 8.48 (d, 1H), 7.97 (d, 2H), 7.46 (d, 2H), 3.85 (s, 2H), 3.65 (s,

3H), 2.63 (t, 2H), 2.29 (t, 2H), 1.62 (m, 2H), 1.54 (m, 2H), 1.33 (m, 4H); MS 328
(M+1).

% B: BRI A
7-[(4-hE2-A-FR)-(hw-3-#8%L)-EX]- 2R P&
THRAAGHFACES BT RAG T-(4-g2-R-FEEL)-&

BRYB RSV 2090 --RBRERE, EBREAH 1 FRBERE
) 7 % .
’H NMR (400 MHz, CDCH;) 5 9.04 (d, 1H), 8.99 (d, 1H), 8.78 (m, 1H), 8.60 (dd, 1H).

8.49 (d, 1H), 8.08 (m, 1H), 7.95 (m, 2H), 7.46-7.39 (m, 3H), 4.40 (s, 2H), 3.60 (s.
3H), 3.14 (t, 2H), 2.18 (t, 2H), 1.45 (m, 2H), 1.36 (M, 2H), 1.12 (m, 4H).

F®C: BB
T-[(4e—2-A-FR)-w-3-sB% )-8 4L]1- k%
HAF RS YR LN 1 TR CHEGTE, HITEBY 7-
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[(4-mef-2-2-F ) - (o -3-BmA)-RA]-ERTEHE.
'H NMR (400 MHz, CDCly) § 9.07 (m, 1H), 8.01 (d, 1H), 8.82 (dd.
1H), 8.63 (m, 1H), 8.55 (m, 1H), 8.13 (m, 1H), 7.92 (d, 2H), 7.47 (m, 3H), 4.41 (s.
2H), 3.15 (t, 2H), 2.23 (1, 2H), 1.48 (m, 2H), 1.33 (m, 2H), 1.13 (m, 4H); MS 453
(M-1).

LB 12e
T-[(@—k%-1-A-F ) -z -2-m% L) -2 -8

FH®A: ERAEN
T-(4—%-1-A-FRER)-EBRTE
THRAGKHFALSDHHEN 18 T-RE-ERTEER L fo4

& 436 4k -1-R-X PR, AE#A4 1 TR ARESF EHE,
ARG RAETETRERE A 1 DHEEREE.
'H NMR (400 MHz, CDCly) 5 7.82 (m, 1H), 7.43

(d, 2H), 7.33 (d, 2H), 7.25 (m, 1H), 7.18 (m, 1H), 3.82 (s, 2H), 3.65 (s, 3H), 2.62 (t,
2H), 2.29 (t, 2H), 1.61 (m, 2H), 1.52 (m, 2H), 1.33 (m, 4H).

% B: BEEHBAR
T-[(A—%kee-1-A-FR)-R 2% E)-FA-ERTE
FERAGKRALSHHTRAYG T-GK4-1-A-FEEHL)-%k
BRYPE AR &6 AT R R-2-SB AR E, BRIAH 1T RBH
ROFTERE 20 0, AZCUERFENN-ZFALLEHNE.
"H NMR (400 MHz, CDCl5) § 8.70 (m, 1H), 7.98 (m, 1H),

7.89(m, 1H), 7.84 (s, 1H), 7.48 (m, 3H), 7.34 (d, 2H), 7.27 (s, 1H), 7.20 (s, 1H),

4.59 (s, 2H), 3.62 (s, 3H), 3.25 (1, 2H), 2.19 (t, 2H), 1.45 (m, 2H), 1.34 (m, 2H),
143 (m, 4H).

FEC: BAKE
7-[ (4—kok-1-E-FR) -z -2-B%L)-f L ]1-£ &
7-[(4—keb-1-£-FR) - -2-%BA) - A ]- BB T &
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(52mg) ¥ M58 (8lng). & & (1ml) A a5 3% 2 7 & (pH=7. 5) & &
SMEETRTEH200H. FALFHE-_KFTRG*)FER., A
TR GEEBE), TEFREAEFFELS D (440g).

'H NMR (400 MHz, CD,0D) &

8.71 (m, 1H), 8.24 (s, 1H), 8.07-7.98 (m, 2H), 7.64-7.54 (m, 6H), 7.19 (s, 1H), 4.57
(s, 2H), 3.29 (t, 2H), 2.15 (t, 2H), 1.41 (m, 2H), 1.33 (m, 2H), 1.13 (m, 4H).

LA 12
-G {[(#8E-dE2-X-FH)-FX]-FE]-XH)-5&
B

o A: BRI A
3-(-{[E#mBE-(4—ER2-E-FH)-FX]-FA]-X1)-&
B &

TR BHFENS Y H EEN 11z T E AW 3-{3-[(4—F="R-2-
E-FEARR)-FPEAI- XA -ARTERESRRL, BRELEM 1K
B#Fik, AZCLEARENN-ZFREALERE.

'H NMR (400 MHz, CDCl,) 5 8.79 (m, 2H), 8.27 (dd, 2H),
7.88 (m, 2H), 7.61 (m, 1H), 7.55 (m, 2H), 7.18 (m, 1H), 7.12 (m, 3H), 7.03 (d, 1H),

6.88 (d, 1H), 6.79 (s, 1H), 4.38 (s, 2H), 4.32 (s, 2H), 3.65 (s, 3H), 2.79 (t, 2H), 2.48
(¢, 2H); MS 502 (M+1).

% B: BEKE
3-(3-{[EgBE-(4EZ-2-A-FH)-FX]-FEI-¥XHX)-&

B
hiREA S EB LAY | TR CHMEFE, I KB 3-
B-{[ koA -G-Fm-2-A-FER)-EA]-FR-XX)-ARTE
%.] é. 'H NMR (400 MHz, CDCI;3) 6 8.80
(d, 2H), 8.07 (m, 2H), 7.92 (m, 2H), 7.63 (m, 1H), 7.55 (m, 2H), 7.24 (m, 1H), 7.10
(m, 3H), 7.01 (d, 1H), 6.94 (d, 1H), 6.74 (s, 1H), 4.38 (s, 2H), 4.29 (s, 2H), 2.79 (¢,
2H), 2.51 (t, 2H); MS 486 (M-1).
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LB 12g
- {[(str—2-H L) -d-Fgrm2-A-FE)-8E]-FH}-
X)-A%

T ®A: BEHA
3-B-{[(whw-2-mEE)-(4—FR2- A - FH)-fHA]-FH)-
R -F B VB
TR AGEEANSY S LS 11z F % A6 3-{3-[(4—Fw-2-
E-FERR)-FRAI-ARX)-ABPEMAHEH 47 b T -2-5 8L &,
e H, BREAENA 1 FRBEF)k, AZCEARENN-ZFAELL

) & 'H NMR (400 MHz,
CDCy) 5 8.80 (d, 2H), 8.68 (m, 1H), 8.27 (d, 2H), 7.98 (m, 1H), 7.86 (m, 1H), 7.46
(m, 1H), 7.20 (m, 3H), 7.12 (m, 1H), 7.02 (d, 1H), 6.96 (d, 1H), 6.91 (s, 1H), 4.55

(s, 2H), 4.48 (s, 2H), 3.65 (s, 3H), 2.80 (t, 2H), 2.50 (t, 2H); MS 503 (M+1).

JHB: BKE
3-(B-{[ (o -2-m s i) - (4Fm—2-X-FH)-fX]-F41]-
) -Am
AT S ERB L& | TR CHENFE, BT EAN 3-
(B-{[(mrr—2-s L) -4 Fm-2-A-FA)-FA]-FE}-¥34)-
BT B A 'H NMR (400 MHz,

CDCly) 5 8.82 (d, 2H), 8.75 (m, 1H), 8.06 (m, 3H), 7.92 (m, 1H), 7.52 (m, 1H), 7.26
(m, 1H), 7.17 (m, 2H), 7.10 (m, 1H), 7.01 (m, 2H), 6.84 (s, 1H), 4.57 (s, 2H), 4.46
(s, 2H), 2.80 (t, 2H), 2.53 (t, 2H), MS 487 (M-1).

%74 12h
3-(3-{[ (g -3-#/E)-(4-gw-2- 42 -F X)) -f4L]-FH}-

168



98810026. 6 oW B E167/2451

E)-AR

T A BT A
-G {[(hm-3-mBE)- (4 ER2-K-FX)-KE]-F4}-
X)) -HR T &
T AGRES Yl A 112 FE A 3-(3-[ (4-—Fo-2-
A-FEEE)-FRAI-FR)-FRPEHEH 2 93-S &3¢
B, BRIAN 1 TERBHF%, AZLERENNFHEALE

&) B 'H NMR (400 MHz,
CDCl3) 6 9.03 (d, 1H), 8.77 (m, 3H), 8.29 (d, 2H), 8.03 (m, 1H), 7.40 (m, 1H), 7.15
(m, 4H), 7.04 (d, 1H), 6.90 (d, 1H), 6.84 (s, TH), 4.41 (s, 2H), 4.34 (s, 2H), 3.62 (s,
3H), 2.80 (t, 2H), 2.49 (t, 2H); MS 487 (M-1).

FHEB: AR
- {[(hme-3-ms R )-(4—Fw2- R -FH)-FH -7}
AR)-A8
AT h BB EES | TRCHENG T E, HFHAY 3-
(B-{[(R-3-# B R) - (4-Fw-2-EFR)-RA]-FH)-%%)-
ARTEHE. "H NMR (400 MHz,

CDCl3) 8 9.05 (s, 1H), 8.81 (m, 3H), 8.16 (m, 3H), 7.49 (m, 1H), 7.24 (m, 1H), 7.16

(m, 3H), 7.06 (d, 1H), 6.95 (d, 1H), 6.86 (s, 1H), 4.42 (s, 2H), 4.35 (s, 2H), 2.84 (t,
2H), 2.56 (t, 2H); MS 487 (M-1).

LA 121
3-B-{[U-RF#HBIB) -(4Fw—2- X -FH)-FA]T-FH)-
*R)-B%

T KA BREHBR
- {[4-R-X#BE)-(4Fw-2- A -FX)-RA]-FH}-
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FRA)-ARVE
B A GRS G EAEN 112 & A6 3-{3-[ (4-Fwe-2-
E-FARRA)-PRAI-XEA)-ARTEA4-FERBL, BB ELEH ]
TRBHOTE, AZLEKRHENN-ZFALLEHE.
"H NMR (400 MHz, CDCly) 5 8.78 (m, 2H), 8.28 (d, ZH).

7.76 (d, 2H), 7.46 (4, 2H), 7.15 (m, 4H), 7.03 (d, 1H), 6.88 (d, 1H), 6.80 (s, 1H),
4.36 (s, 2H), 4.29 (s, 2H), 3.63 (s, 3H), 2.79 (t, 2H), 2.48 (1, 2H); MS 538 (M+1).

VEB: KM
~C-{[U-F-¥ i) (4-Fw-2-X-FH)-fA]-FX]-
A2R)-AE _
AR BB LA I TR CHMAEGI X, KA 3-
G- {[U-R-¥2BE)-(4Fw-2-2-FR)-BE]-FA-FHX)-

ARTEHNE. "HNMR
(400 MHz, CDCl;) 5 8.80 (d, 2H), 8.09 (d, 2H), 7.83 (d, 2H), 7.53 (d, 2H), 7.11 (m,

4H), 7.02 (d, 1H), 6.95 (d, 1H), 6.76 (s, 1H), 4.37 (s, 2H), 4.28 (s, 2H), 2.80 (t, 2H),
2.53 (t, 2H); MS 520 (M-1).

LM 127
-(3-{[¥mBE-(bd-1-A-FE)-FREI-FE]-KK)-2-
PR-B8

FHEA XE
I-(B-AEA-XA)-ARTF &
BHEH U TFEBHEN -C-RA-ZR)-AHRT&E 3. 24g,
17. 3lmmol) A= 4248% (10% , 0.600g) &£ Z & Z & (30ml) ¥ ¥L 25psi Parr
REZBLAA 1, BEaAEIRTEREEAMNFLTREE
B, AATEEEG:1 TR . LERLE)FHAT R AGKRENLSY, &
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e K (2. 98g) .

"H NMR (400 MHz, CDCl;) 5 7.50-7.36 (m, 4H), 3.65 (s, 3H),
2.97 (¢, 2H), 2.63 (t, 2H); MS 190 (M+1).

Y% B: ik

3-(B-RA-EHB)2-FR-HB T &

GF AN -C-RE-XL)-RH&K V5 (220mg, 1. 16mmol) #5
THF (5m1) & ¥, £-T8CTF, MmAR (= FHAARL) BRALA(IME
THF %, 1.2ml, 1. 2mmol). 3B B HH 0. 5 /B - AR %Z (0. 08ul,
1.28mmol). 1 /hHJE, MASPERAHER K (L:DERFHFRR
FHmETR. AT R G ) REKRERF TR (ABRE)SHGAE
Wk, S, FEkE. PEEEG:1 LR LZARLK)ERATEB
83 ML, ALK& EKRY (62ng). ' MR (400

MHz, CDCl) 5 7.50-7.34 (m, 4H), 3.62 (s, 3H), 3.01 (m, 1H), 2.71 (m, 2H), 1.16 (d,
3H).

YK C: R
3-B-RAFE-FR)2-FPR-HRTE
BFEBHI-B-RE-FERX)-2-FE-H R T (62ng, 0. 30mmol)

Fo4e.8% (10% , 50mg) £ F 5 (10ml). Z % T & (10ml) F» & R AL 4% (5ml)
F 4 40psi A4k 24 B, R80T W E, @daF AGTER LB

F., ArEid. #FEEA1OR: LARULEEZATR: 7.
S A4, 95:5:0.1)4F 2 ¥ % C ey #A NS (45ng).

H NMR (400 MHz, CD;0D) & 7.31-7.14 (m, 4H), 3.94 (s, 2H), 3.59 (s, 3H), 2.96 (m,
AHY, 2.72 (m, 2H), 1.12 (d, 3H); MS 208 (M+1).

FED: AREIL
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2-FH-3-(3-[(4-wbd—1-A-FREHL)-FR]-FR)-58 Y
[

FHEDAFANED I T ECH - GC-REAFTRA-FER)-2-FR-
FERTEAMNEH 428 4t 1- - PR, BRBTHH 1T EA
BFERNE, RAEGRZEAERRK.

'H NMR (400 MHz, CDCl3) 8 7.90 (m, 1H), 7.66 (m, 3H), 7.41 (m,

2H), 7.24-7.02 (m, 4H), 6.45 (m, 1H), 3.81 (s, 2H), 3.7 (s, 2H), 3.61 (s, 3H), 3.01
(dd, 1H), 2.76-2.60 (m, 2H), 1.14 (d, 3H); MS 364 (M+1).

FBE: BREHA

3-(3-{[FEmmA-(4-ed-1-A-FRH)-KHA]-FR}-¥H)-2-
PA-ARTE

TREGHALSH BT RD M 2-F R -3-(3-[(4-bt-1-%-
FEED)-FAI-EA-ARTEP LSRRI, BBEEH 1 FEB
W7k, AZCERENN-ZFAEACENE, RANEA 46,

_ ‘ ~ "HNMR (400 MHz, CDCls) 5 7.87 (m, 3H), 7.69 (m,
1H), 7.61 (m, 1H), 7.54 (m, 4H), 7.10 (m, 3H), 6.98 (d, 1H), 6.85 (d, 1H), 6.75 (s,

1H), 6.44 (m, 1H), 4.31 (s, 2H), 4.29 (s, 2H), 3.61 (s, 3H), 2.87 (dd, 1H), 2.61-2.47
(m, 2H), 1.06 (d, 3H); MS 504 (M+1).

JEF: BKE

-(-{[Xem A -4 1-KA-FR)-KXA]-FA}-¥EX)-2-
FE-A8&

ARSI BB LA 1 TR CHEN Tk, AFKREW 3-
G- {[Fmps -4t -1-A-FR)-BA]-FA)-¥EK)-2-7 £~
RBETEHNE, FROZKBETE PRTER 24 .

'H NMR (400 MHz, CD;0D)

§ 8.14 (m, 1H), 7.90 (m, 2H), 7.69-7.53 (m, 6H), 7.17 (m, 2H), 7.07 (m, 1H), 6.99
(m, 1H), 6.90 (m, 1H), 6.79 (s, 1H), 6.49 (m, 1H), 4.34 (s, 2H), 4.31 (s, 2H), 2.79
(m, 1H), 2.50 (m, 2H), 1.02 (d, 3H): MS 488 (M-1).
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b 12k
3-(3-{{U-FE-1H%k4-4-H8 L) - (415 2-X-FH)-&
A]I-PAI-XH)-A%

B A: BTG
3-(B-{[(1-FA-1H=K&-4-mBE) - - %E2-X-FHE)-&
AI-FRAI-XRK)-ABRTE

THAGRKRARS DO LES lla FHEAS 3-3-[(@-bE-2-
H-FERL)-FE]-FRI-FRFPER I-FE-1IH%K44-5 5K,
BERELEN 1 FEBY X, AZCUBERBNN-ZFALLEH L.

'H NMR (400 MHz, CDCl,) 5 8.99 (d, 1H), 8.63 (m,

1H}), 8.50 (d, 1H), 7.88 (d, 2H), 7.55 (s, 1H), 7.42 (s, 1H), 7.32 (d, 2H), 7.13 (m,

1H), 7.04-6.97 (m, 3H), 4.47 (s, 2H), 4.41 (s, 2H), 3.75 (s, 3H), 3.65 (s, 3H), 2.82
(t, 2H), 2.51 (t, 2H); MS 506 (M+1).

JEB: BKE
3-GB-{[A-FR-1H-k 4B E) - (4 E-2-H-F )&
AI-¥RI-XR) -/ 8
RAFRLSHHEBEES 1 T RCHENT X, BT KA 3-
B-{[(1-FHE-1Hkd-4-B B E)-(4E2-K-FX)-EX]-7
ARk 1) -mmPEH&.
'H NMR (400 MHz, CDCl3) § 8.96 (s, 1H), 8.59 (s, 1H), 8.52 (s, 1H), 7.78 (d, 2H),

7.59 (s, 1H), 7.44 (s, 1H), 7.28 (d, 2H), 7.11 (m, 1H), 7.01 (m, 2H), 6.93 (s, 1H),
4.47 (s, 2H), 4.38 (s, 2H), 3.74 (s, 3H), 2.81 (t, 2H), 2.52 (t, 2H).

A 12m
3-{3-[(ApsA-BEE 4 XFR)-FA]-FRI-XI)-A&

FERA RREALL
3-G-{[(HEEA-AFH-FELA-FRAI-XL)- a8 T &
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FTRAGHALSYHHER 4469 3-C-REAFE-¥ 1) -58%
PREERLEPEERL-4-PR, BREAHA 1T BRAGTEHE, FA
HREFTETEA S DR LR EE.

*H NMR (400 MHz, CDCl3) § 7.55 (m,

4H), 7.40 (m, 4H), 7.32 (m, 1H), 7.29-7.22 (m, 2H), 7.17 (m, 1H), 7.07 (d, 1H), 3.82
(s, 2H), 3.79 (s, 2H), 3.64 (s, 3H), 2.93 (t, 2H), 2.61 (t, 2H); MS 360 (M+1).

% & B: 8L T &,
I-(3-[(kBmA-HEA-FXFEA-EH)-FEI-XX) -88YF

|3

T ERBOIFRSWERBELRN I T ERBHFTE, BTV EAH
-(B-{[(KREA-EAFR)-ZA]-FR)-EX)-ABR T EAEHFBKL,
RECERBENN-ZFEELEHNE. "H NMR (400
MHz, CDCly) 5 7.85 (d, 2H), 7.60-7.28 (m, 10H), 7.08 (m, 3H), 7.01 (d, 1H), 6.88

(d, 1H), 6.78 (s, 1H), 4.33 (s, 2H), 4.32 (s, 2H), 3.63 (s, 3H), 2.78 (t, 2H), 2.47 (t,
2H); MS 500 (M+1).

T C: KR
-(3-[(EmBtA-REA-RPR)-EA]-FEAI-XA}-A&
RAFRNS BB LA | FRCHEGFTE, HFEBH 3-

{3-[(AmmA-HE-4-AFTR)-ZL)-FRI-ER)-7RTFEH

%. "H NMR (400 MHz, CDCly)
57.85 (m, 2H), 7.60-7.29 (m, 10H), 7.13-7.01 (m, 4H), 6.88 (d, 1H), 6.79 (s, 1H)

4.33 (s, 2H), 4.32 (s, 2H), 2.78 (t, 2H), 2.52 (t, 2H); MS 484 (M-1).

%34 12n
-(-{[Xmmit-(2,3-— 8-k [1,4]="2H-6-AFE)-&
A1-YE)}-%K)-5#%
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THA: RREAL
3-(3-{[(2,3-=&A-%K 5 [1,4] =" CE-6-XFE)-KRA]-FHX}-
AX)-ARTE
THRAGKRBALS D IHEN 4468 3-C-RAFRA-XR)-A8
PEEIRLER2,3-28-KHF(1,4] = CH-6-F&, BB L& 1 ¥
BARENTEHE, FRAHRETESA 3 M ALEHR LK.

'H NMR (400 MHz, CDCh) 5 7.26-7.16 (m, 3H), 7.07 (d, 1H), 6.85-6.78 (m, 3H), 4.24

(s, 4H), 3.75 (s, 2H), 3.68 (s, 2H), 3.66 (s, 3H), 2.94 (t, 2H), 2.62 (¢, 2H); MS 342
(M+1).

3 2% B: Bt B B A&
3-(3-{[FakmA-(2,3-—E-%5#[1,4] ="BH-6-EFH)-K
AI-FEI-FX)-ARFE
Y HRBHFALSH AT EANG 3-B-{[(2,3-=&-%3[1, 4]
ZEE-6- A FR)-RA]-FRA]-XX) -G8 PEAFESRER, &R
RSB 1 S HRBETENE, ATAZCERENN-ZFREATE.
'H NMR (400 MAZ, CDCl,) 5 7.84 (m, 2H), 7.60-7.49

(m, 3H), 7.14 (m, 1H), 7.04 (d, 1H), 6.89 (d, 1H), 6.78 (s, 1H), 6.69 (d, 1H), 6.51
(m, 2H), 4.29 (s, 2H), 4.20 (m, 8H), 3.67 (s, 3H), 2.81 (t, 2H), 2.51 (t, 2H).

T C: BB

-(B-{[¥(#sE-2,3-—8-%#[1,4]="2F-6- LA FH)-&
EI-PRI-%(X) -8

BB ERERN | FHRCHAG T &, HF KB 3-
B-{[k#dE-(2,3-—a-F5#[1,4] ="EH-6-RAFHL)-RA]-7F
EI-XRL)-ARTPEHE. "H NMR (400 MHz,
CDCl3) 6 7.82 (dd, 2H), 7.59-7.47 (m, 3H), 7.12 (m, 1H), 7.03 (d, 1H), 6.88 {d, 1H),
6.78 (s. 1H), 8.67 (d, 1H), 6.49 (m, 2H), 4.26 (s, 2H), 4.18 (s, 4H), 4.16 (s, 2H),
2.81 (t, 2H), 2.55 (t, 2H); MS 466 (M-1).
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534 120
3-(3-{[(2,3-—&-%H[1,4] ="CH-6-KFA)- (R -2-A &
B)-f5X]1-F2)-%X)-78

F A BEER

3-(3-{[(2,3-—&-%#[1,4] —"EH-6-X FX)- (T 2-H8&
R)-BAE]-FRI-FR)- AR FE

T AGIFEANLS Y H LA 120 T H A 3-B-{[(2,3-—4&-
A1, 4] =" CH-6-XAFR)-RA]-FE)-XRX)-5R FTEFH &0
AT R -2-B B AL R E, BREZAEM 1 FHRBYF EHE, L
AZCUERZENN-ZFAXTE.

'H NMR (400 MHz, CDCl,) 5 8.66 (m, 1H), 7.95 (d, 1H),

7.85 (m, 1H), 7.45 (m, 1H), 7.15-6.91 (m, 4H), 6.68-6.54 (m, 3H), 4.45 (s, 2H),
4.36 (s, 2H), 4.19 (s, 4H), 3.68 (s, 3H), 2.82 (t, 2H), 2.53 (t, 2H); MS 483 (M+1).

VHB: BEKE
3-(3-{[(2,3-—&-%5#[1,4] =" CE-6-A F£)-(box-2-5 %
B)-8A]-FA-(R)-H%

HAFRN S YRR ERP | THRCHESFT X, BFEAL 3-
(3-{[(2,3-=—&-%[1,4] ="EE-6-X FH4)- (g -2-s 8 1L)-&
EI-FRI-AR)-ARTEHE.

'H NMR (400 MHz, CDCl,) 5 8.65 (m, 1H), 7.93 (d, 1H), 7.84 (m, 1H),
7.43 (m, 1H), 7.12 (m, 1H), 7.02 (d, 1H), 6.95 (d, 1H), 6.88 (s, 1H), 6.65 (d, 1H),
6.55 (m, 2H), 4.43 (s, 2H), 4.33 (s, 2H), 4.17 (s, 4H), 2.81 (t, 2H), 2.56 (t, 2H): MS
487 (M-1).

%34 12p
3-(3-{[U-F-%(%B) - E2-2-L-F ) -2E]-F£)-
AR)-A%
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%A BEHR
3-(B-{[(4-R-E s ) -(4—Ed 2K -FH)-KHA]-FL}-
) -R B8RP &

FHAGIFEANS Y h LB 1le T AW 3-{3-[ (4—&E=k-2-
A-FREL)-FRI-FRA]- AR TEF4-ZEBRE, BREHEH 1
THEBHFTEHE, EFPRAZCEARBNN-ZFHELATE.

'H NMR (400 MHz, CDCly) § 7.85 (d, 1H), 7.81 (d. 2H),

7.77 (d, 2H), 7.48 (d, 2H), 7.32 (d, 1H), 7.12 (m, 3H), 7.04 (d, 1H), 6.88 (d, 1H),
6.80 (s, 1H), 4.33 (s, 2H), 4.30 (s, 2H), 3.64 (s, 3H), 2.80 (t, 2H), 2.49 (t, 2H).

V% B: BKE
3-B-{[4-F-FBmBA)-(4Ed2-A-FE)-KA]-FH}-
*R)-"8
AR EB LA | TR CHEGTE, HFEAG3-
G- {[@-R o) -(4—Fnd2- K -FE)-FX]-FE]-¥XH)-
AR T EHE. "H NMR

(400 MHz, CDCly) 5 7.84 (d, 1H), 7.82 (dd, 2H), 7.68 (d, 2H), 7.51 (d, 2H), 7.34 (m,
1H), 7.13-7.01 (m, 4H), 6.92 (d, 1H), 6.74 (s, 1H), 4.33 (s, 2H), 4.27 (s, 2H), 2.78
(t, 2H), 2.49 (t, 2H).

%34 12q
3-(3-{[BE-4-AFE-(er2-#m )-8 A]-FR)}-F14)-
A

& A: BEHER
(B {[HEX-4-AFE-Chw2-58 L) -RE]-FRA) %)
ARTE
T RBOGHFALSDERLES | THRBOFE, HE&EH 120
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THmAG -G {[(BEA-XPR)-EA]-FR)-EX)-ARTEF
H A AT RR-2-SM AR Y, AZCER¥NN—FARXLE

& 'H NMR (400 MHz, CDCl3) §
8.65 (d, 1H), 7.95 (d, 1H), 7.83 (m, 1H), 7.51 (dd, 2H), 7.45-7.29 (m, 6H), 7.16-

7.10 (m, 3H), 7.08-6.90 (m, 3H), 4.50 (s, 2H), 4.48 (s, 2H), 3.64 (s, 3H), 2.79 (¢,
2H), 2.49 (t, 2H); MS 501 (M+1).

Y% B: KM
3-(3-{[HEA-AFPR-R-2-58E)-FR]-FA}-EL)-
1
ok S PR LA 1 PR CHEGHTE, HHEBE 3-
G- ([BE-A-AFE-(tr-2-#mA)-RE]-FPR}-XL)-ARYT
Bg Al & "H NMR (400 MHz, CDCl5)  8.68
(m, 1H), 7.97 (m, 1H), 7.85 (m, 1H), 7.53 (dd, 2H), 7.47-7.31 (m, 6H), 7.18-7.11

(m, 3H), 7.04-6.93 (m, 3H), 4.52 (s, 2H), 4.51 (s, 2H), 2.82 (t, 2H), 2.56 (t, 2H); MS
485 (M-1).

E 4 12r
3-(3-[(HE4A-ATFE-FHBEA-£5)-FRAI-FEA}-AR

T % A: BB A
-{(3-[(HEEA-EFEA-FHEBEE-RL)-FRAI-XEL]-BRF

-3

T AGEELOEREAES | TRBO T %, BEEH 120
SHEAG-C-{[(BREA4-EXFL)-AA]-FRI-EXRL)-ARTED
THEBR, BEZCERENN-ZFREALEHNS.

*H NMR (400 MHz, CDCl3) 8 7.56 (m, 4H), 7.44-7.23 (m,
BH), 7.14 (m, 3H), 4.35 (s, 2H), 4.33 (s, 2H), 3.64 (s, 3H), 2.92 (¢, 2H), 2.78 (s, 3H),

2.59 (t, 2H).
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F % B:BAB
S-B-[FHEF 4+ EAFE-FHBEA-KX)-FRI-FA}-AR
RiFREN S DB LR 1 TRCHEGFE, BT HAL 3
B-[(HEEA-RAFE-FHBEA-FL)-FPR]I-XR]- AR PEHNE.
'H NMR (400 MHz, CDCh) 5 7.57 (m, 4H),
'7.45-7.24 (m, 6H), 7.15 (m, 3H), 4.36 (s, 2H), 4.34 (s, 2H), 2.94 (¢, 2H), 2.79 (s,
3H), 2.66 (t, 2H); MS 422 (M-1).

L3P 12s
3-(3-{[4-|MTHA-FA)-(b—2-a L) -FA]-FA)-%
X)) -8

Y%A FREFEKL
-{3-[U-RTH-FEEL)-FEA]-¥A]-FRTE
THEANFELSDIREN 446 3-C-REFTE-RXL)-A8

PRIRER 4-RTE-XTR, BREEN 1 FHRABESG T EH
%, FRAHAETE TSR 3 DA EMBREE.
'H NMR (400 MHz, CDCl,) § 7.35 (m, 2H),
7.25 (m, 2H), 7.18 (m, 2H), 7.08 (d, 1H), 3.79 (s, 2H), 3.7 (s, 2H), 3.66 (s, 3H),
2.94 (1, 2H), 2.63 (t, 2H), 1.31 (s, 9H); MS 340 (M+1).

¥ XK B: 8RBT A
3-(B-{[4-RTHA-FE)-wz-2-mmL)-fHh]-FX}-%
R)-AKTPE
TEBHFACSHHTERAN -B-[U-RTE-FELEKL)-
FRA]-RR)-ABRIEAHEN AT -2 AERE BT
#5 1 T EBHFEHNE, ETAZCERBENN-ZFALTE.

'H NMR (400 MHz, CDCl) & 8.62 (m, 1H), 7.90 (m, 1H),
7.81(m, 1H), 7.41 (m, 1H), 7.17 (d, 2H), 7.09 (m, 1H), 6.99 (m, 3H), 6.92 (m, 2H),

179



98810026. 6 oW B E178/245|

4.48 (s, 2H), 4.43 (s, 2H), 3.65 (s, 3H), 2.80 (t, 2H), 2.51 (t, 2H), 1.24 (t, 9H); MS
481 (M+1).
T C:.RAM

3-(3-{[(4-BRTHA-FE)-(r-2-#sL)-RA]-FA}-X
A)-RE

HAFRNS D ER LR | FRCOHENFTE, BF KB 3-
G- {{U-RTEFE)-(Z-2-HBE)-|A]-FA)-(X)-AR
L "H NMR (400 MHz, CDCl3) 5 8.64
(m, 1H), 7.92 (m, 1H), 7.83 (m, 1H), 7.43 (m, 1H), 7.19 (d, 2H), 7.12 (m, 1H), 7.02

(m, 3H), 6.94 (m, 2H), 4.48 (s, 2H), 4.43 (s, 2H), 2.82 (t, 2H), 2.57 (t, 2H), 1.26 (t,
9H); MS 465 (M-1).

T 3H 12t
-C-{[(#sEA-U-RTEA-FR)-FA]-FEAI-FH)-A8

F B ABEYR
3-B-{[X#sA-(4-RTEA-FA)-EA]-FR]-FX)-A&
Nl
T B AGFELSD LR 12s FHRAW 3-(3-[(4-&THA-
FERA)-FRI-ER-ARTERERBRL, BBEEH 1 T KB
BEENE, APAZCEAENN-ZFALLE.

"H NMR (400 MHz, CDCly) § 7.81 (dd, 2H), 7.56 (m, 1H),
7.48 (m, 2H), 7.19 (d, 2H), 7.10 (m, 1H), 7.01 (d, 1H), 6.94 (d, 2H), 6.86 (d, 1H),

6.79 (s, 1H), 4.28 (s, 2H), 4.26 (s, 2H), 3.65 (s, 3H), 2.79 (t, 2H), 2.49 (t, 2H), 1.25
(s, 9H); MS 480 (M+1).

FEB.EAXR
3-(B-{[¥kHmmA-(4-RTE-FA)-KA]-FH}-FH)-"&g
RAFHEASHER LS | FRCH/EN T &, HPEAN 3-

G- {[EmA-U-RTE-FTR)-KA]-FR)-FRX)-A8 T &4
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%.

*H NMR (400 MHz, CDCly) § 7.82 (dd, 2H),
7.59-7.47 (m, 3H), 7.21°(d, 2H), 7.12 (m, 1H), 7.03 (d, 1H), 6.95 (d, 2H), 6.88 (d,

1H), 6.81 (s, 1H), 4.30 (s, 2H), 4.27 (s, 2H), 2.81 (t, 2H), 2.55 (t, 2H), 1.26 (s, 9H);
MS 464 (M-1).

% 4] 12u
3-{3-[(Emm A% it skat—0-AWE-RA)-FHEI-XK}-A
B

—

FEAZERIEL
3- (3—{[(X%ﬁi"ékz—ia“f’ﬁ»)—i;ﬁe]*?%}—X-E)"Fﬁ:&‘ﬁﬁé
S AGRELASHHHEN 448 -C-RETA-XH)-AR
PRLBREPEAZH-2-TR, BREEHN I FRASGTERNE, &
Fleg 2 AP E P @A 3 bl B o & R .
'H NMR (400 MHz, CDCly) 5 7.50

(dd, 1H), 7.42 (d, 1H), 7.25-7.14 (m, 5H), 7.07 (d, 1H), 6.55 (d, 1H), 3.91 (s, 2H),
3.79 (s, 2H), 3.64 (s, 3H), 2.92 (t, 2H), 2.60 (t, 2H).

¥ % B: 8B A
3-(3-[(EgBA-EHAxd2-A FR-EL)-FA]-F5}-&
BYE
FEBAFEALSIBREAN | JHRBH S ®, ATRAH
3- (3 {[(EH%m-2-RFR)-BR]-FR)-XL)-FR T &+ X5
e, AZCBRBENN-ZFAECESE. HNMR @0

MHz. CDCls) § 7.83 (m, 2M), 7.52-7.42 (m, 3H), 7.26-7.09 (m, 8H), 6.39 (d, 1H),
4.46 (s, 2H), 4.39 (s, 2H), 3.68 (s, 3H), 2.88 (t, 2H), 2.57 (t, 2H).

VB C: AR
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3-(3-[(CEgmA-X ok h2- B FE-RH)-FAI-FHE}-&

&

RS ER LA 1 VECHENF X, W EBM 3-
(B-[(EmmA-Efkp-2-APEA-RA)-PRA]-XRA}-AmR T &R
%. "H NMR (400 MHz, CDCly) 5 7.81

(m. 2H), 7.51-7.37 (m, 3H), 7.25-7.06 (m, 8H), 6.36 (d, 1H), 4.43 (s, 2H), 4.37 (s,
2H), 2.86 (t, 2H), 2.58 (t, 2H); MS 448 (M-1).

F 4] 12v
3-(B-{[Rf%kh2-RFRA-(4-B-EHBE)-RA]-FHA]-F
X)-H8

P B A BT AR
3-B-{[EFfHm2-AFE-U-F-XB8H)-RET-FA]-X
E)-AB TR
FHAGHEEALO MO LR 120 F % AS 3-G-{[EHkwh-
2-EFR)-BEA]-FR)-ER)-ARTPEM - AEXRRE, HBLE
Bl EBEFENE, ETAZCERENN--FAECE.
'H NMR (400 MHz, CDCl,) 5 7.82 (m, 2H), 7.46 (m, 1H),

7.28-7.03 (m, 9H), 6.42 (s, 1H), 4.45 (s, 2H), 4.38 (s, 2H), 3.67 (s, 3H), 2.90 (¢,
2H), 2.58 (t, 2H).

Y HB: BEAR
3-(B-{[RAf%wh2-AFPA-(4-R-¥(58X)-24]-FA}-¥X
A)-A8
BB B EREEN | TR COHEG T E, T EBH 3-
(B-{[¥Hfekmd2-RPR-4-R-EBs)-8E]-FPR}-XR)-&
A U
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'H NMR (400 MHz, CDCl) 8 7.81 (m, 2H), 7.45 (m, 1H), 7.24-7.03 (m, 9H), 6.41 (s,
1H), 4.44 (s, 2H), 4.38 (s, 2H), 2.90 (t, 2H), 2.62 (t, 2H): MS 466 (M-1).

L] 12w
3-{3-{[(2,3-—& ¥ H%w-5-APR)-FEMA-EA]-¥
El-(X)-"g

THA: ZREEL
(- {[(2,3-—8-%Fh-5-AFL)-FA]-FE)-%E2)-
ARTE
THRAGFEALS Y HHEH 409 3-C-RAFRA-¥R)-78
P EBENR 2 -Z G -F b -5-F8, BBELHAEMN 1 FTEASS
EHE, FRANZAFTE YA 3 Il L& E B, HNMR 400
"MHz, CDCls) § 7.23 (m, 4H), 7.07 (m, 2H), 6.73 (d, 1H), 4.54 (t, 2H), 3.77 (s, 2H),
3.71 (s, 2H), 3.66 (s, 3H), 3.18 (t, 2H), 2.94 (t, 2H), 2.63 (t, 2H); MS 326 (M+1).

% B: BLEHA
3-(3-{[(2,3—&-%#%h-5-XFPHA)-FasE-£L]-¥
EI-FR)-H8 P8
TRBYFEACOWERLRY 1 FHRBHF &, I HAQ.
3-(B3—{[(2, 3 =&KXk 5-AFHR)-RA]-FA)-XH)-7&%
YEATHBES, AZCERENN-ZFAALEHE.

'H NMR (400 MHz, CDCls) § 7.27 (m, 2H), 7.14 (m, 3H),
6.98 (d, 1H), 6.73 (d, 1H), 4.57 (t, 2H), 4.29 (s, 2H), 4.24 (s, 2H), 3.66 (s, 3H), 3.19

(t, 2H), 2.94 (t, 2H), 2.75 (s, 3H), 2.61 (&, 2H).

FRC: BAR
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3-(3-{[(2, 38X+ 5 EFRH)-FHBEEA-RL]-F
A}-FX)-AR

WA BLS W BEREAEF 1 FRCHBRENGF %, AT KRB 3-
(B3-{[(2,3-—&-XH=k-5-A FH)-Post-AA]-FE)-%X
R)-ARPEHE.H

NMR (400 MHz, CDCl) § 7.27 (m, 2H), 7.15 (m, 3H), 6.98 (d, 1H), 6.72 (d, 1H).

4.57 (1, 2H), 4.29 (s, 2H), 4.24 (s, 2H), 3.18 (t, 2H), 2.94 (t, 2H), 2.75 (s, 3H), 2.66
(t, 2H); MS 388 (M-1).

L4 12x
- {[k#msAt-(2,3-—A-KF%kd-5-EAFE)-FX]-¥
A}-KK)-AK

T %A BEBR
-(-{[¥(5BE-(2,3-—5-Ff%n-5-XFH)-&L]-F
AI-FR)-ARFE
FHRBOFENSDER AN | FHRAGFE, HLEH 12w
THAW 3-B-{[(2,3-=&A-F k-2 FE)-KA]-FA}-%
R)-ABFEFEFRE, AZCLEAENNFALLEHE.
'H NMR (400 MHz, CDCl3) 6
7.82 (m, 2H), 7.587.47 (m, 3H), 7.10 (m, 1H), 7.00 (d, 1H), 6.89 (s, 1H), 6.85 (d
1H), 6.74 (s, 1H), 6.68 (d, 1H), 6.56 (d, 1H), 4.50 (t, 2H), 4.26 (s, 2H), 4.21 (s. 2H).
3.65 (s, 3H), 3.06 (t, 2H), 2.78 {t, 2H), 2.47 (t, 2H).

J % B: KR
3-CB-{[XmEi-(2,3-— 8-k %k h-5-RFH)-RA]-F
EK}-31)-A%
RSB EEN | TR CHEN T %, AT EAH 3-
G- {[EmmA-Q,3-— 8-k i %kwh-o-AFH)-RA]-FAI-X
R)-ARTEH &,
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'H NMR (400 MHz, CDCly) § 7.82 (dd, 2H), 7.59-7.47 (m, 3H), 7.11 (m. 1H).
7.02 (d, 1H), 6.88 (m, 2H), 6.73 (s, 1H), 6.68 (m, 1H), 6.56 (d, 1H), 4.50 (t, 2H),
4.26 (s, 2H), 4.21 (s, 2H), 3.06 (t, 2H), 2.78 (t, 2H), 2.52 (t, 2H); MS 450 (M-1)

Epl 12y
3-GB-{[(2,3-—A-¥Hw-5-EAPH)-(4-F-E88L) ~&
Al-FA-XK)-5a8

T A BREEH A
3-CB-{[(2,3-—&-F Ik h-5-AFR)-(-F-£88L)-&
R]I-PRI-FX)-H%FE
FTRAGHBAUSHERERH 1 FRAGFE, B LEH 12v
THRAN-C-{[(2,3—a-%K#kb-5-APR)-RA]-FL)-%
R)-BRTER 4-RERBRE, AZLBERENN-ZF AL Z5S
% "H NMR (400 MHz,
CDCl3) 6 7.78 (m, 2H), 7.14 (m, 3H), 7.03 (d, 1H), 6.88 (m, 2H), 6.79 (s, 1H), 6.71
(d, 1H), 6.58 (d, 1H), 4.51 (t, 2H), 4.25 (s, 2H), 4.21 (s, 2H), 3.64 (s, 3H), 3.08 (t,
- 2H), 2.80 (t, 2H), 2.50 (t, 2H).

FH%B: KM
3-(-{[Q,3-— &K Hkh-5-AFR)- (- F-%BBF)-£&
Al-FRI-XK)-A%
WARBRE BB EEE | TRCOBEG Tk, HI &AL 3
G- {02, 3-= 8- K kub-5-APH) - (4-F- X L) -&A]-F
AI-XR)-mBPRH 4.
"H NMR (400 MHz, CDCly) & 7.79 (m, 2H), 7.14 (m, 3H), 7.03 (d,

1H). 6.89 (m, 2H), 6.79 (s, 1H), 6.70 (d, TH), 6.58 (d, 1H), 4.51 (t, 2H), 4.25 (s,
2H), 4.20 (s, 2H), 3.07 (t, 2H), 2.81 (t, 2H), 2.55 (t, 2H); MS 468 (M-1),
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LA 122
-G (koA -U-FTE-FR)-EA]-FL}-XX)-d8

THA FRELL
3-{3-[U-FTA-FARL)-FR]-¥R)-ABTE
#F3-C-BAFTA-EL)-ARFE LKL (400ng, 1. 74mmol).

4-F TEREX P (311ng, 1.91mmol)F» = Z B (0. 26ml, 1.91mmol) &5
ZRAFRUnD)EREZRTRHEAIE., WAZLBRELHMEILA
(590mg, 2. 78mmol) ¥ bR B HEH 20 . mAEB EAAKERIF
MR FREAMKER. FANEE TR (G, L&, Fk%E.
R E#E(65% CRUBECRP)RH T IR AGFHALLY
(178mg). "H NMR (400 MHz,

CDCl3) § 7.26-7.04 (m, 8H), 3.77 (s, 2H), 3.75 (s, 2H), 3.63 (s, 3H), 2.91 (t, 2H),
2.60 (t, 2H), 2.41 (d, 2H), 1.80 (m, 1H), 0.85 (m, 6H); MS 340 (M+1).

BB B: BT
- {[kmBA-(4-FTE-FR)-KRA]-FR)-XX)-H&
i
TEBOHRANLSHERLEN | THRAGT X, HFEAH
-(3-[U-FTE-FEALKE)-FTAI-XX-ARTPEAEZRE, A

ZLEARBNN-ZHFAEZES %. 'HNMR (400 MHz, CDCL) 6
7.83 (dd, 2H), 7.57 (m, 1H), 7.52 (m, 2H), 7.11 (m, 1H), 7.03-6.86 (m, 6H), 6.79 (s,
1H), 4.29 (s, 2H), 4.28 (s, 2H), 3.67 (s, 3H), 2.80 (t, 2H), 2.50 (t, 2H), 2.40 (d, 2H),
1.80 (m, 1H), 0.86 (m, 6H); MS 480 (M+1).

FHC: AR
(- {[AsBA-U-FTE-FR)-FHA]-FA)-EL)-A8
RizHALS BB LA 1 FTRCHENSFT X, HHFEBY 3-
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G- {[FamA-FTEA-FE)-BA]-FE}-FL)-A % P&+

& 'H NMR (400 MHz, CDCls) 6 7.82 {d, 2H),
7.58-7.46 (m, 3H), 7.10 (m, 1H), 7.02-6.84 (m, 6H), 6.78 (s, 1H), 4.27 (s, 2H), 4.26
(s, 2H), 2.79 (t, 2H), 2.53 (t, 2H), 2.38 (d, 2H), 1.77 (m, 1H), 0.84 (m, 6H); MS 464
(M-1).

L4 13a—z, 14a-14de

BRBEMTEARN 3HFE, SREHNE., REFKMNEMIEE
ML, HELSNREDHE LHHA 13a-13z, 14a-14e.

%345 13a
G-{[(kmBE -4 1-X-FR)-FEA]-FH}-XEHX)-2
B

FHEA: AREEL
(3-[(4-te-1-A-FEARRL)-FPE]-XAX)-ZHRTEE
THAGKRALSDHAEN 2009 C-RAFTRA-XE&RX)-28

BTHEFHEH 4268 4t -1-X-X PR, BRLHHAITHA
87 EHE&, FTEREHIRAZLE.
'H NMR (400 MHz, CDCl3) & 7.80 (m, 1H), 7.70 (m, 1H), 7.63 (d, 2H), 7.41

(d. 2H), 7.23 (m, 1H), 6.94 (m, 2H), 6.78 (dd, 1H), 6.44 (dd, 1H), 4.51 (s, 2H), 3.81
(s, 2H), 3.77 (s, 2H), 1.47 (s, 9H); MS 394 (M+1).

V& B: BEHR
G-{[kms -4 -1-A-FR-FA]-FAI-FE&H) -2
AR T A K
FHEBHARBANSDER AP STHRBY T X, T HRAH
{3-[ (4t -1-R-FREE)-PR]-XERX)}-LERTEABEPES
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BLEH &, REurElA 2 e,
'H NMR (400 MHz, CDCl,) 5 8.01 (d, 1H), 7.86-7.49 (m,
'8H), 7.07 (m, 3H), 6.73 (m, 1H), 6.60 (d, 1H), 6.56 (s, 1H), 6.42 (m, 1H), 4.33 (s,
2H), 4.32 (s, 2H), 4.27 (s, 2H), 1.46 (s, 9H); MS 534 (M+1).

S C: BAKRE

G- ([£2%A-Ana-1-R-FR)-gA]-FA]-X8H)-Z
BB

BREIAEH STRCHEFE BT EB W G- {[Fssi- 4%
oA -ER)-HA]-FR)-FEA)-ZHERTASHSE TFAZ. &
i 4% 3t TFA 338 #F THF (2ul) ¥ MG A=A 0. 18nl IN HC1 44 & &
& O BRERATRE, BATRGX)EHFARELESH.

'H NMR (400 MHz, CD,0D) 5 8.16 (d, 1H), 7.89-7.51

“(m, 8H), 7.17 (d, 2H), 7.06 (t, 1H), 6.73 (dd, 1R), 6.67 (d, 1H), 6.59 (s, 1H), 6.52
(m, 1H), 4.46 (s, 2H), 4.34 (s, 2H), 4.29 (s, 2H), 1.46 (s, 9H); MS 476 (M-1).

34 13b
(3—{[ (4-E-2-A-FA£)- (k-3 B)-FX]-FA]-X
SR) -z sk

%A EBEREL
(B-[(A-tE-2-A-FREN)-FA]-FAA)-LBRTES
AR BEAS D RSP 208 G-fFAFE-RXEK)-L&

RTAERHEH 278 4-0E-2-R- K78, BREAEH I TEA
#HHERE FRYZRAZLE.
'H NMR (400 MHz, CDCly) & 9.00 (s, 1H), 8.60 (m, 1H), 8.47 (d, 1H), 7.96

(d, 2H), 7.62 (m, 1H), 7.47 (d, 2H), 7.22 (m, 1H), 6.94 (m, 1H), 6.76 (dd, 1H), 4.50
(s, 2H), 3.85 (s, 2H), 3.78 (s, 2H), 1.46 (5, SH); MS 406 (M+1).
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% B: BB A
G-{[(ms2-K-FR)-(mw-3-#mA)-EL]-FE)-%
) -TBERTAE
TERBOABNEGIERLAP STEBH T X, HFEAH
(3-[(4-Hh%E-2-A-FEEKL)-FR]-REL-LRRT AP HE
% 2 8GR -3 A Bt £ 3h B 3 ) & 'H NMR (400 MHz, CDCIy) 6 9.05 (s, 1H),

8.97 (m, 1H), 8.78 (m, 1H), 8.60 (m, 1H), 8.50 (d, 1H), 8.03 (m, 1H), 7.88 (m, 2H),
7.42 (m, 1H), 7.23 (m, 2H), 7.13 (m, 1H), 6.66 (m, 1H), 6.65 (M, 2H), 4.43 (s, 2H),
4.39 (s, 2H), 4.35 (s, 2H), 1.47 (s, SH); MS 547 (M+1).

T8 C: BAB

G-{[(aE2-A-FH)-brz-3-u k) -FX]-FHA)-%
-z ims

BREAPITERCHEF BT EB G- {[(4E2-£-F
B) - ~-3-#BA)-RE]-FPEI-XEL)- L8R TARHE. &
BEap 13aFVECHENF R RNEERE, FIHEAELLY.

'H NMR (400 MHz, CD,0OD) 8 9.25 (s, 1H), 9.16 (d,
1H), 9.00 (m, 2H), 8.87 (d, 1H), 8.66 (d. 1H), 8.17 (m, 1H), 8.04 (m, 2H), 7.45(m,

2H), 7.10 (m, 1H), 6.81 (d, 1H), 6.73 (m, 2H), 4.60 (s, 2H), 4.55 (s, 2H), 4.50 (s,
2H); MS 488 (M-1).

L4 13c
B-{[(@-tmp-1-X-FH)-(w—2-8 L) -fA]-FR)-%
§.5)-2.% TFA 3

TR A: BRETA
(G- {[(4-wt-1-XFH)-(bRw2-#8 -4 ]-FH)-%
) -LRRT A
TRAGHFALSDER LM S TERBHF &, HERH 13a
FRAG3-[(4 - 1-RA-FERER)-FR]I-FAK]-z&RTH
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BB &0 AT R -2- BB AL R EHNE, RAWHAA 2 H.
"H NMR (400 MHz, CDCl) 8 8.66 (m, 1H), 7.95 (d, 1H), 7.85 (m, 2H), 7.68 (d, 1H),

7.49 (d, 2H), 7.45 (m, 1H), 7.16 (d, 2H), 7.08 (t, 1H), 6.70 (m, 3H), 6.43 (m, 1H),
4.49 (s, 2H), 4.44 (s, 2H), 4.38 (s, 2H), 1.46 (s, OH); MS 535 (M+1).

V% B: BK#

G- {[(4--1-HA-FE)-(w2-88 L) -EA]-FR]-X%
§31)-Z&% TFA &

BRBIAPITRCHRFTERNTRAS G- {[(4t2-1-£-F
E)-(lrr—2-% st -84 ]- PR -FEAL)-LRRT A& &1
EA o, 'H NMR (400 MHz, CD50D)

& 8.68 (m, 1H), 8.15 (m, 1H), 7.96 (m, 2H), 7.68 (d, 1H), 7.60 (m, 1H), 7.55 (d,
2H), 7.24 (d, 2H), 7.09 (t, 1H), 6.73 (m, 3H), 6.49 (m, 1H), 4.52 (s, 2H), 4.49 (s,
2H), 4.46 (s, 2H); MS 477 (M-1).

g4 13d
G-{[(#st - mw-2-A-FH)-FX-FE}-FRK)-T
B4

FHA: FREIN
B-[amm-2-%-FAER)-FAI-FAL |- LR TEAE
FBAGAFACODHHEN 2088 G-AREFEA-XAK)-TR,

RTABAHEH 2268 4 2- % -X PR, BEREXEH I TEA
BFERNE, FRYEZFRAZLE.
'H NMR (400 MHz, CDCl5) 5 8.67 (d, 1H), 7.94 (d, 2H), 7.72 (m, 2H), 7.44

(d, 2H), 7.22 (m, 2H), 6.95 (m, 2H), 6.78 (dd, 1H), 4.51 (s, 2H), 3.84 (s, 2H), 3.78
(s, 2H), 1.47 (s, 9H); MS 405 (M+1).

Y EB: BB
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G-{[FmmiE -4 mw-2-A-FH)-fA]-FEI-XEHX)-C
BT AR

THRBUGREARSVER TRV S THEBYFT &, WHEAHY
{3-[(4-mm2-R-FEER)-FAI-XAR]-LERTAG X5
BEH &, H

NMR (400 MHz, CDCly) 6 8.67 (d, 1H), 7.86 (m, 4H), 7.77-7.51 (m, 5H), 7.24 (m,
1H), 7.11 (m, 3H), 6.76 (dd, 1H), 6.64 (d, 1H), 6.59 (d, 1H), 4.38 (s, 2H), 4.35 (s,
2H), 4.30 (s, 2H), 1.48 (s, 9H); MS 545 (M+1).

FTHC: BK#

B-{[¥mBE -4 mw-2-E-FH)-RA-FRI-FAHK)-C
B S

BERERF ITERCHREFT R I BB G- {[XRBE- (41
R-2-B-FR)-RA]-FEI-FEL) -8R TEEHE. 3L TFA
A LB LEARABRFBELRLA N FHAEERBLEY pH
11. BAASRBEIAKERGpHBUELY pH S5 HFATLRLE (Bx)%
., BRANERTRARE), SEFRSE, S5FTEES, I
%8 (128mg). WHBEMR T HH (4nl). V5 (4nl) # K (0. 5ml) &
S P, FheABEREH (22ng, 0.258mmol). HE B EH 24 P
FEERE, BLEQR)FREF (U x)&Hh, BIATHEALSGHHAL
(137mg) . "H NMR (400 MHz, CD50D) §

8.56 (dd, 1H), 7.89-7.76 (m, 6H), 7.65-7.56 (m, 3H), 7.33 (m, 1H), 7.21 (d, 2H),
7.05 (t, 1H), 6.74 (d, 1H), 6.63 (m, 2H), 4.40 (s, 2H), 4.31 (s, 2H), 4.21 (s, 2H); MS
487 (M-1).

%3P 13e
C-{[kspEAE -4 -3 A-FR)-FRAT-FAI-XAK)-C
B3
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2. JHEY &8 Y
(3-[(4-mmw-3-A-FRAEK)-FRAI-XAL}-ZLBRTAS
TERAGEARLSGDHHEH 208 C-RAFEA-XE8R)-28%

BT RAERR L& 2365 4-T-3-X-X T8, BBLHAH 3T EA
G EHNE, FRHARAZLE.
'H NMR {400 MHz, CDCl3) § 8.82 (d, 1H), 8.56 (m, 1H), 7.85 (m, 1H), 7.53

(d. 2H), 7.45 (d, 2H). 7.34 (m, 1H), 7.24 (m, 1H), 6.96 (m, 2H), 6.78 (dd, 1H), 4.51
(s, 2H), 3.84 (s, 2H), 3.80 (s, 2H), 1.47 (s, SH); MS 405 (M+1).

4 3% B: BEE:H AR
G-{[XmmA-(4-nZ-3-XA-FH)-FX]-FA]-X&1)-2C
BT A
FHRBHGHEALSHERLAEN 3T EBYI ., HFEAWN
{3-[ (4 -3-R-FEARX)-FRI-AEX)- 2o TAK XS
Bt A F &
M NMR (400 MHz, CDCl;) § 8.80 (s, 1H), 8.59 (d, 1H), 7.89 (m, 3H), 7.60 (m, 1H),

7.50 (m, 2H), 7.41 (m, 3H), 7.17 (d, 2H), 7.10 (¢, 1H), 6.74 (m, 1H), 6.64 (d, 1H),
5.58 (d, 1H), 4.37 (s, 2H), 4.34 (s, 2H), 4.32 (s, 2H), 1.48 (s, OH); MS 545 (M+1).

F®C: KB
G-{[¥ Bt -4 m-3-F-FR)-EA]-FE}-¥81)-C
B L
BEREAEPITRCHEF ZHTHRBY G- ([ (ks A-4-9
T-3-A-FR)-RA]-FAI-RER) -8R TASEHEFHALS
B, AEBEREES 13d FECHEFTEZHEL.  'HNMR (@400
MHz, CD,OD) 8 8.74 (s, 1H), 8.48 (d, 1H), 8.05 (dd, 1H), 7.88 (dd, 2H), 7.67-7.47

(m, 64), 7.23 (d, 2H), 7.05 (t, 1H), 6.74 (d, 1H), 6.63 (d, 1H), 8.59 (s, 1H), 4.39 (s,
2H), 4.30 (s, 2H), 4.20 (s, 2H); MS 487 (M-1).
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L4 13f
G-{[kssit - w4 EFH)-8EX]-FRI-XAH)-T
RAE

%A ERAEL
(3-[(amtm-4-A-FRAER)-FRI-XEEA} -8R THAE
FHAGHRELSHHHEN 2085 C-REATFPE-XER) -8

BTABPHEH 2408 4R 4-R-XF8, BRERS 3 FTEA
7 kg, FARNSZRAZLE.
'H NMR (400 MHz, CDCly) & 8.63 (dd, 2H), 7.60 (dd, 2H), 7.47 (m, 4H), 7.24

(m, 1H), 6.96 (m, 2H), 6.78 (ad, 1H), 4.52 (s, 2H), 3.85 (s, 2H), 3.80 (s, 2H), 1.47
(s, SH); MS 405 (M+1).

% B: BRI AR
(B-{[EmsE- (- -4-A-FR)-RA]-FE}-FAL)-T
BT AE
THEBMEFALSDERLIAMAITERBY T, WITERAH
B-[(4m-4-A-FERL)-FE]I-XERX)-LRRTEAEPES
BAHE, REBHREA 3.
'H NMR (400 MHz, CDCl3) & 8.63 (d, 2H), 7.86 (dd,

2H), 7.62-7.46 (m, TH), 7.17 (d, 2H), 7.07 (¢, 1H), 6.71 (dd, 1H), 6.60 (d, 1H), 6.54
(s, 1H), 4.35 (s, 2H), 4.32 (s, 2H), 4.29 (s, 2H), 1.46 (s, 9H); MS 545 (M+1).

TEC: BB
G-{[(k&BEA -4 XFHR)-KA]-FAI-FE2H)-T
B %
BEREIAMNITHECHET 2 BT RBY G-{[Rasi- (4%
R-4-R-FE)-BAI-FEI-XAR) - BB TARHE. ALEKR
St 13d ¥ B C Ik F R 4.

193



98810026. 6 oW B 5E192/245T|

'H NMR
(400 MHz, CD,0D) 8 8.56 (bs, 2H), 7.89 (d, 2H), 7.68-7.59 (m, 7H), 7.25 (d, 2H),
7.04 (t, 1H), 6.74 (d, 1H), 6.63 (d, 1H), 6.59 (s, 1H), 4.39 (s, 2H), 4.30 (s, 2H), 4.20
(s, 2H); MS 487 (M-1).

L 13¢
(3-{[ (e -3-ABAE) -4 ER-5-£A-FR)-FA)-FAI-¥
aL)-2&i8d

FTHEA BRELKL
(3-[(4-gmw-5-E-FEEL)-FEI-FEX}-ZRRTAE
FHRAGHEFALSBHHES 206 G-ARAFR-XEH)-28

BTABEAHEH 2609 452598, BERBRLAMNSITEA
BxERNE, FRAGREEEAGERA 1.5, BXAR=ZLTE.

"H NMR (400 MHz, CDCls) 8 9.18 (s, 1H), 8.93 (s, 2H), 7.65 (m, 1H), 7.48 (m, 3H),
7.24 (m, 1H), 6.94 (m, 2H), 6.77 (d, 1H), 4.51 (s, 2H), 3.85 (s, 2H), 3.79 (s, 2H),
1.46 (s, 9H); MS 406 (M+1).

3% B: BB A
(- {[(o-3-gmE) -4 FRw-5-%-FX)-EL]-FEA)-%
f)-TBmERTHAE
S EBUARNASYERE®RM S TEBYFE, BFHEAH
(3-[ (4o 5-RX-FEKL)-FPR]-FEAR)-ZLERTAERHE
B2 R-3-HB AL R EHE.
'H NMR (400 MHz, CDCl3) § 9.19 (s, 1H), 9.05 (s,
1H), 8.89 (s, 2H), 8.79 (dd, 1H), 8.06 (m, 1H), 7.65 (m, 1H), 7.44 (m, 2H), 7.24 (m,
2H), 7.12 (t, 1H), 6.74 (dd, 1H), 6.66 (m, 2H), 4.42 (s, 2H), 4.39 (s, 2H), 4.34 (s,
2H), 1.47 (s, SH); MS 547 (M+1).

TEC: BB
(3-{[OhR-3-#miE)--Fw-5-EFH)-FL]-FA}-X
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R)-zmEm s

EBREAFITECHEFEN TR B G- {[(hw-3-#%%&
B)- (45w 5K FR)-RA]-FR)I-XARA)-ZERTAEH
. BBEBERBEARS 13aTHECHEF HF4H4E&. 'HNMR
(400 MHz, CD;OD) 5 9.40 (s, 2H), 9.17 (m, 1H), 9.00 (m, 1H), 8.80 (m, 1H), 8.11

(M, 1H), 7.72-7.29 (m, 5H), 7.10 (m, 1H), 6.80-6.65 (m, 3H), 4.65 (s, 2H), 4.5 (s,
2H), 4.47 (s, 2H); MS 489 (M-1).

£#4] 13h
B-{[(4-ted-1-K-FH)-(w-3-me L) -FEX]-FH]-%X
F)-zmimd

FHA: ERRLAML
{3-[(4trd-1- R -FERE)-FA-XEN]}-LRRTEHE
FHRAGEBALSDBHEH 208 G-RAFR-XARX)-28

BTEEMES 4265 4k 1-R- PR BRBRELABAITHEA
BFEHE, FROARRBZCEK.
'H NMR (400 MHz, CDCly) 5 7.89 (m, 1H), 7.68 (m, 1H), 7.63 (d, 2H), 7.41

(d, 2H), 7.23 (m, 1H), 6.93 (m, 2H), 6.77 (dd, 1H), 6.44 (m, 1H), 4.50 (s, 2H), 3.81
(s, 2H), 3.77 (s, 2H), 1.47 (s, SH); MS 394 (M+1).

% B: BB A
B3-{[ (4 -1-E-FH) - -3-mBL)-EA]-FE}-X
£3)-2 BB THAE
THBEHRANSDBERELEP STEBHY %, HFEAH
{3-[(4-tod-1-X-FRER)-FR]-XEL)- L8 ERTEERHE
Bl 2 gere-3-BB ALK EHN S, K EWNREA 2 0B, *HNMR (400
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MHz, CDCl3) § 9.05 (s, 1H), 8.78 (d, 1H), 8.03 (dd, 1H), 7.88 {m, 1H), 7.69 (m. 1H).
7.55 (d, 2H), 7.42 (m, 1H), 7.13 (m, 3H), 6.76 (d, 1H), 6.66 (m, 2H), 6.45 (m, 1H),
4.39 (s, 2H), 4.38 (s, 2H), 4.33 (s, 2H), 1.47 (s, 9H); MS 535(M+1).

F®C: BAR
(3- ([ (4-trd-1-R-FR)-(R-3-#BA)-RA]-FR}-F
f)-zmiEmd
EBEAH 3 TERCHEF ENFRBA G- {[(4rk-1-X-F
E)-(hre-3- s ) -RA)-FA-RRR)-LERRTAEH 42
b, HMEEBEES 13a Y RCHET HHE.
NMR (400 MHz, CD.0D) & 9.15 (m, 1H), 9.02 (m, 1H), 8.88 (m, 1H), 8.26 {m, 1H),

8.18 (m, 1H), 7.82 (m, 1H), 7.63 (m, 2H), 7.39 (m, 2H), 7.12 ¢, 1H), 6.82-6.72 (m.
3H), 6.58 (m, 1H) 4.63 (s, 2H), 4.62 (s, 2H), 4.49 (s, 2H); MS 477 (M-1).

LA 131
G- {[(-SF-52MmE)-(4—Eee2- X FR)-RA]-FE}-F
£4)-28

FEA: EREEL
(3-[(4Frk—2-%FAER)-FRI-XAHA)- LRRTEE

S A GARES T EH 2089 G-RATEA-RAR)-LR

BTAEAHEH 2568 4-Ed-2-X-X78, BBEAEHFITRA

BrEHE FRGARAZLK.
'H NMR (400 MHz, CDCl,)  7.90 (d, 2H), 7.82 (d, 1H),
'7.397d, 2H), 7.28 (d, 1H), 7.22 (m, 1H), 6.92 (m, 2H), 6.77 (m, 1H), 4.50 (s, 2H),
3.80 (s, 2H), 3.76 (s, 2H), 1.46 (s, 9H); MS 411 (M+1).

4 % B: BT AR
B-{[(4-f-E58E) - (4-K2-2-K-FX) ~fEI-FAI-X
g -z T A
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FERBEFANLSDEREIAMITEBYF &, UTHEAY
{3-[(4—ep—2-R-FRAR)-FEI-XEA]-LEBERTEAE P 4K
XA 4E, RENEA 96 8. MS 584 (M+1),

FEC: BAR
BG-{{U-E (%58 E)-(4—Ed2- A -F ) -8A]-FHI-X
£X)-28
TET, OF KB G- {[@-R-XHkst)-(4-E4-2-K-F
)-8 E]-FEI-RAR)-LBRT AR (48ng) YA A £ T "85k
T 65 HCL(4M, 3ml), KB 24 I H. EATERERRE, 5K FRE
15 B 47 AL 4% (32mg) . "HNMR

(400 MHz, CDCL) § 8.20-6.80 (m, 11H), 6.75 (s, 1H), 6.65 (s, 1H), 6.38 (s, 1H)
4.50 (s, 2H), 4.23 (s, 2H), 4.16 (s, 2H); MS 526 (M-1).

LM 135
G-{[ kA -(UwF-2-E-FE)-FA]-FAI-XA/HK)-L
B EEE

T BA: BBEREBAR
G-{[kmst - (4mE2-A-FR)-KA]-FRI-XE&H)-T
B T AR
THRAGKRBERS W ER LA 3T EBEH £, WEEH 13b
TBAGB-[(A-E2-E-FRAEL)-FRI-RKEA}-ZBRERTE
B Fo X 8% B £, 4] & "H NMR (400 MHz, CDCly) 5 8.97 (s, 1H), 8.60 (m, 1H), 8.49
(m. 1H), 7.87 (m, 4H), 7.61-7.51 (m, 3H), 7.26-7.08 (m, 3H), 6.75 (m, 1H), 6.63 (m,

1H), 6.58 (m, 1H), 4.38 (s, 2H), 4.34 (s, 2H), 4.31 (s, 2H), 1.47 (s, 9H); MS 546
(M+1). :
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T EB: BAMR
G-{[XsmA -4 2-A-FR)-FL]-FRI-FA&L)-T
BEmE
BEREEM STRCHAEFERNTERAN G- {[XZBE-(4-
F-2-K-FR)-REA]-FPR)-FERA) -8R TAKH &S
Y. RBEEBERY 13a FHCHEF EHE. HNWR

(400 MHz, CDs;OD) & 9.18 (s, 1H), 8.91 (s, 1H), 8.62 (s, 1H), 7.81 (m, 4H), 7.69-
7.58 (m, 3H), 7.26 (m, 2H), 7.05 (m, 1H), 6.69 (m, 2H), 6.57 (m, 1H), 4.48 (s, 2H),
4.38 (s, 2H), 4.30 (s, 2H); MS 488 (M-1).

L4 13k
(B-{[(1-FH-1Hk=t-4-S8E)-(4t-1-A-FH)-&
AI-FRI-X8 L) -zxig

T A BB R
G-{[Q-FE-1H=k$-4-s8E)- (4 -1-E-FR)-&
Al-FEAI-FERA)-LERTAK
FTHRAGHBULSERELHRA 3 TRBGFTE, WEHRH 130
THRASG 3[4k 1-A-FRAEL)-FR]I-FEA]-z8EHRTE
B Ae 1-PR-1H-k k- 4-BBEHE, REHEA 2 DH.
'H NMR (400 MHz, CDCl,) & 7.87 (d, 1H), 7.67 (d, 1H), 7.52 (d, 2H), 7.48 (d, 1H),

7.37 (d, 1H), 7.23 (d, 2H), 7.10 (t, 1H), 6.73 (m, 3H), 6.42 (m, 1H), 4.41 (s, 4H),
4.36 (s, 2H), 3.70 (s, 3H), 1.46 (s, SH); MS 538 (M+1).

K B: BKE
G- {[Q-FH-1H%k2 -4 L) - (4-m2-1-X-FH)-&
Al-FPRAI-XERP)-2,8E8E
BBEAF 3T HRCHEFT EH S HEBY G-{[Q-FE-1H%=%
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-4-R L) - (4-whrd-1- R -FR)-EA]-FA-RAX)-28&&TH
B &AL SY. AREBBE®Y 13a T HECHEFTEHE. MS
480 (M-1).

L) 131
G-{[FKomA- % -1-X-FE)-FX-FA]-XEK)-C
REBHE

T®A: ZARALL
(8-[(4—ckmt-1-A-FREL)-FH-FEA)-LERTEE
T AGKRALLS Y HHEH 200 C-EAFR-XAR)-28
BTEEHHEH 4309 4kk-1-R-X98 BRBEHEFITEA
GrEHEgd, FEAGEZRAZLE.
'H NMR (400 MHz, CDCl3) 8 7.78 (s, 1H), 7.40 (d, 2H),

7.28 (d, 2H), 7.22 (m, 2H), 7.13 (m, 1H), 6.89 (m, 2H), 6.73 (m, 1H), 4.47 (s, 2H),
3.78 (s, 2H), 3.74 (s, 2H), 1.43 (s, 9HY;, MS 394 (M+1).

T B: BLEH A

C-{[kmmi-(dkk-1-A-FR-FAT-FR}|-FAEX)-2
BR A T A &

THRBYRANSWERERF ST ERBY T &, T EKAWY
{3-[(4—ke-1-A-FEEE)-FRI-RERL)-LoBRTAEES
R R

'H NMR (400 MHz, CDCl3) & 7.86 (m, 3H), 7.62-7.52 (m, 3H), 7.22 (m, 6H), 7.15 (%,
1H), 6.71 (d, 1H), 6.61 (d, 1H), 6.56 (s, 1); MS 534 (M+1).

FHC: BAH
B-{[kmmE -Gk -1-A-FR)-8E]-FAI-X4KX)-¢
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BLBE
BREIAWITECHEFT X I H B G- {[EmmE-(4—=k
p-1- A -FR)-BE]-FA-XAR) -LERTABRN & HRANLS
Y., RBAEEREES 13a FHRCAHAEF EHE. 'HNMR 400
MHz, CDCl,) § 9.67 (s, 1H), 7.91 (d, 2H), 7.67-7.59 (m, 3H), 7.46 (s, 1H), 7.33 (s,

1H), 7.27-7.18 (m, 4H), 6.85 (t, 1H), 6.74 (s, 1H), 6.67 (d, 1H), 6.34 (dd, 1H), 4.58
(s, 2H), 4.36 (s, 2H), 4.26 (s, 2H). MS 476 (M-1).

£ 34 13m
G-{[(4%k-1-X-FE)-(mbex-3-ssit)- A ]-FE}|-%
) -zBE8E

& B A: BTG
(3-{[(4—km-1-A-FH) - -3-H&E)-fA]-FHA}-X
fRX)-z BB THE
TR ANFRANSHER LRP 3 FHRBGF &, wE&EH 131
%A (B-[(4kek-1-E-FEEA)-FAI-XALA-T&RTE
BEfo b &5 2 R-3-HBEAEBREF . "H NMR (400

MHZ, CDCl,) 3 9.04 (d, 1H), 8.80 (dd, 1H), 8.06 (d, 1H), 7.83 (s, 1H), 7.44 (dd, 1H),

7.22 (m, 6H), 7.11 (t, 1H), 6.73 (dd, 1H), 6.64 (m, 2H), 4.39 (s, 2H), 4.38 (s, 2H),
4.32 (s, 2H), 1.47 (s, SH) .

% B: BRAKME
B-{[(4—k=-1-£-FH) -t -3-ss L) -FA]-FH}-%X
fF-zEind
BERIAMNITECHEFERNTHEBH G- {[@kek-1-X-—F
A)-(or-3-ss k) -RE]-FR}-REAR) -LERTASEH &4FA
o, SBEBEBEEN 13aFRCHEFTERE.
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'"HNMR (400 MHz, CD,0D, £ 454 15467 (s, 2H), 4.58 (s, 2H), 448 (s,
2H); MS 477 (M-1).

F 341 13n
(3-{[ (4wt -1-A-FH)-(Ep-2-58 ) -fE]-FEI-X
A)-z8E88

T®A: BBHAR

(- {[(4-—mbe—-1-FA-FH)-(Ep-2-s5BL)-FL]-FE}-FX
fE)-LEBBRT A

R LAY 13a FEAH S (3-[(mtek-1-X-FEXEX)-¥
A]-%28R)-CH&R TS (78. 9ng, 0.200mmol). = Z B (44. 6ng,
0.221mmol) Fr — R LA (10ml) S5 E & 7, A KD -2-5 B8t & (40. 3ng,
0.221mmol). FHLR BLHEH 24 18, FHMAZTE (0. 221mmol) Fo
Eoy—2-#% B £ (40. 3mg, 0.221mmol). T EREH 24 1B, BHREA
kw24 oA ETR. A 5.5% HCL. K, ARgERAA
KB R BEREREERANER. FRANER TR (FERE), &
BirREG. AR EZR (KRG :TE 99:1), FAT K AGFALS
# (58mg). MS 539(M+1).

F%B: BA#E
(B-{[(4-rg-1-XFH)-(Ep2-mm L) -FX]-FH]-X
ai)-zHiEmd
BRI 131 VERCHEFEI ST HRAG G- {[(@-d-1-%-
FR)-(Eyp-2-sm ) -fAT-FRAI-XERL) -z TEAEH &
AL A4 . "HNMR

(400 MHz, CDCls) 5 8.22-6.80 (m, 10H), 6.72 (m, 2H), 6.64 (s, 1H), 6.52 (s, 1H),
4.47 (s, 2H), 4.39 (s, 2H), 4.36 (s, 2H); MS 481 (M-1).
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L& 130
G- {[(mBEt-Ugw2-%-FH)-8EI-FEI-XaH)-C
BAAE

THRA ERALL
(3-[ (4ot —2-E-FEEL)-FRA]I-FEA-LRRT A S
FEAGKEALS D HHER 200 G-REAFRA-EEAL)-2&
BRTEAEPHEA 2194 FR2-L-XF8, BREEHMITHEA

ﬁﬁxiéﬁz‘fk-%l% FAERSGEZRB=ZLE.

H NMR (400 MHz, CDCly) & 8.89 (d, 2H), 8.38 (d, 2H),
7.46 (d, 2H), 7.23 (m, 1H), 7.17 (m, 1H), 6.95 (m, 2H), 6.78 (dd, 1H), 4.51 (s. 2H).
3.86 (s, 2H), 3.79 (s, 2H), 1.47 (s, 9H); MS 406 (M+1).

V% B: SRR
G- {{kmm A -(4-FR-2-X-FH-FE]-FEI-FEH)-T
BT AE
FEBHARBRNSDERERP STERBEOF X, HTEAY
{3-[(4 R 2-A-FRALD-FE]-XAX)-LBRTEAEP XS
A R
'H NMR (400 MHz, COCl3) 5 8.78 (dd, 2H), 8.27 (d, 2H), 7.87 (m, 2H), 7.59-7.50 (m,

3H), 7.18 (m, 1H), 7.11 (m, 3H), 6.75 (d, 1H), 6.64 (d, 1H), 6.59 (s, 1H), 4.39 (s.
2H), 4.35 (s, 2H), 4.31 (s, 2H), 1.48 (s, SH); MS 546 (M+1).

TEC: KR
G-{[kmEmA - Frw-2- A -FR)-EX]-FAI-X&H)-
B H
BEREAPITECHEFENTERBY G- {[X4BEA- (4%
R-0-R-FH)-REAI-FRI-FEK)-LERRTAEHNE. REER
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LA 13d FECHEF EHE, X VRATEHGo) A QnD) A

p il "H NMR (400 MHz, CD50D) 5 8.80 (d, 2H),
8.23 (d, 2H), 7.89 (m, 2H), 7.67-7.56 (m, 3H), 7.32 (m, 1H), 7.21 (d, 2H), 7.06 (m.
1H), 5.75 (dd, 1H), 6.63 (m, 2H), 4.41 (s, 2H), 4.32 (s, 2H), 4.21 (s, 2H); MS 488
(M-1).

%74 13p
(3-{[ (5-rg -2~k —Ewy-2-sk B L) - (4—E2- K -FE)-&
A]-FR}-(EB) -z ERE

F%A: BEHA

B-{[(G-hR-2-A-E-2-s8E)- (4K 2- A -FL)-K
A]-PR)-RER)-LBRTAE

B LA 13 FHEAG(3-[(4—E2-A-FEARL)-FE]-X
S E}-ZBRTAE (111lng, 0.270mmol). = LA (120mg, 1. 19mmol)
Fo RT3 (10m)) 893K & T, A SR -2-R K -2-5 B K
(77. 2mg, 0.297mmol). AR BIEH 72 I8, HmA 5-—bw-2-%-
oy -2- % R (38.5mg). K 48 W. A 5.5%HCL. K. faf&kR
SRR AR AR R BERANER. A NER TR (RRE),
ik, AR eE(RAG:FE 99:1), FHIERAGERAL
4% (58mg). MS 633(M+1).

J%B: KM
(3-{[(GMm—2-A - Ep-2-Ett)-(4—Fd-2- R -FH)-&
Al-FRI-¥ER)-oHiRd
BEREAMA 1IBITRCHEFEH T EAS G- {[(G-wb-2-%&-
ey 2B A) - (4—Eek2-A-FE)-RA]-FTRAI-FEA)-L &R
TAEHEFALSY.
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'H NMR (400 MHz, CDCl,) 8 8.75 (d, J=5.2 Hz, 1H), 8.39
(t, J=7.5 Hz, 1H), 8.20 (d, J=8.1 Hz, 1H), 8.15 (d, J=3.7 Hz, 1H), 8.00-7.40 (m,
8H), 7.10 (t, J=8.1 Hz, 1H), 6.80 (d, J=7.5 Hz, 1H), 6.75 (d, J=5.3 Hz, 1H), 6.70 (s,
1H), 4.50 (s, 2H), 4.49 (s, 2H), 4.42 (s, 2H); MS 575 (M-1).
L34 13
(- {[(38,5-—=—FX-}"lek4-BHBA)-(4-FR-2-X-FH)-&
AI-FRAI-(28 )-8 8

A BREH A

B-{[B,5——FE-F T 4B A)-(4-gw2-L-FH)-§&
Al-PRI-REB) -2 8RR THLE

LR 130 FTHEANB-[(4Fm2-E-FEARL)-FAI-%
A -L®BRTAE (83.3ng, 0.2054mmol) R FIER T, MA
Z B (0. 94ml, 0. 68mmol) A= 3, 5— = F X — - "%ek —4 5% B K (44. 2ng,
0.226mmol), H PR AmbEALR. AHETEE, AMAZL
Bz (0. 94m1) #o 3, 5- = F R -F7hek—4- B A (44ng) . BHE B =
T2 PR FAHEFTER. B5.5% HCl, K, AP BERIAKERF
HEAKABRREFEREIER. FRANERTH GLREL), SEHFK
., AT EE (B T8 99:1), BHATHEAGEALSY
(61mg). MS 565(M+1).

FHB: BAKE
(3-{[(8,5-=—FRA-FRt4-HBA) -4 Fw-2-£-FL)-&
A]-FRI-FEP) -8 Em B
BEREAFSTERCHEFTESTRAGG-{[(B,5-—FH-F
whek -4 B R ) - (4-FR-2-A-FR)-RA]-FPR)-REL)-2%
RTAGHERANSY. ERABRBE#AH 31V ECHRAF LA
HCl &5 =PRI ik (AM) & 72 TFA 414, "M NMR (400 MHz,

CDCi;3) 6 8.92 (d, 1H, J=4.1 Hz), 8.25 (d, 1H, J=2.9 Hz), 7.55-6.71 {m, 8H), 6.62

(m, 1H), 4.55 (s, 2H), 4.52 (s, 2H), 4.45 (s, 2H), 2.62 (s, 3H), 2.43 (s, 3H); MS 507
(M-1).
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LB 13r
-{[ (g —2-SBE) - (4w -2-L-FH)-FXA]-FH}-X
L) -28AHE

%A BEHR

G- {[(hmw2-#A)-d-FTR-2-5-FR)-FA]-FR)}-X
F)-LBETAR

TEAGKREALSDERERB I THEBH T X, WEEHM 130
FTHAG B[4 FR2-2-FEARL)-FRA]I-FEA)-z8&TH
B Fo ) &) AT B9 —2-h B R I B 4 & 'H NMR
(400 MHz, CDCl) 5 8.78 (d, 2H), 8.67 (d, 1H), 8.26 (d, 2H), 7.96 (d, 1H), 7.85 (m,
1H), 7.44 (m, 1H), 7.18-7.08 (m, 4H), 6.73 (m, 3H), 4.54 (s, 2H), 4.48 (s, 2H), 4.40
(s, 2H), 1.48 (s, SH), MS 547 (M+1).

T % B: EK#
G-{[hr—2-#sA) - (g 2- KA -FR)-KE]-FE}-%
£0)-28a%
BRI ITRCHEFT R B EB G- {[(HE-2-5%%
E)-(4-Fm-2-F-FR)-RA]-FRI-XEL) - &R TAEHE
TFA 3. BEBEBT#4 13d FHRCHEF EAFH (Gnl) Fok (1nl)

YA BB E. H NMR (400 MHz, CD;0D) § 8.7 (d, 2H)."
8.65 (d, 1H), 8.23 (d, 2H), 7.96 (m, 2H), 7.56 (m, 1H), 7.31 (m, 1H), 7.27 (d, 2H),
7.04 (m, 1H), 6.72 (d, 1H), 6.66 (M, 2H), 4.56 (s, 2H), 4.44 (s, 2H), 4.22 (s, 2H):
MS 489 (M-1).

L3P 13s
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G-{[(a—F2- A -FR)-CEp2-ss L) -8E]-FL]-X
FRh)-28

% A BRSO

G-{[(a—Em—2-%-FR)-(Ep-2-ms ) -8E]-FE}-X
§R)-LEBRTAS

PR 13 T HAN3-[(U-Ep2-A-FERL)-FE]-X
A E)-%&RT AR (87. 3ng, 0.213mmol). = Bk (47. 3mg,
0. 234mmol) o — K T A% (10m1) $5 & & F, mAED-2-5 8L K (42. Tng,
0. 234mmol). ¥R BEEH 24 o, HFH A= LE (0. 234mmol) #»
w27 Bt &£ (42. Tmg, 0.234mmol). W3R B /-WH 241 8. A
5.5% HCl. K. R HERAAKXERPEREREELAER. ¥
HAWERTRGAERSE), TEIRE. XTRRER (A TE
99:1), 23 ¥ %, A G4 ENLS Y (63mg). MS 556 (M+1).

V% B: BAR
G- {[(4E%-2-2-FH)- (K258 i) -fA]-FL]-X
f§1)-z&
BREEA I RCHEFEIFRAG G- {[(4—&E-2-K%-
FE)-(Er2-BEBE)-RE]-FR]I-XEX)-LERRTAEH&.

'H NMR (400 MHz,
CDCly) § 8.20-7.00 (m, SH), 6.73 (m, 3H), 6.62 (s, 1H), 4.46 (s, 2H), 4.41 (s, 2H),

4.32 (s, 2H); MS 499 (M-1).

L HA 13t
(3-{[ (A-eme-1-A-F L) -EBE-1-EX)-2X]-FE)-%
FR)-2BE88

F B A BB A
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(B-{[(4-wbmp—1-A-FR)-(bBR-1-FH)-RIA]-FHA)-%
£A)-TLERTEE

¥ LA 13a T HAGHES B-[-d2-A-FRER)-F
E]-RER) -8R T A (15mg, 0.038mmol). B -1-ZHBA (5
)R ZLEGEE)ESAFTR(-20) PHER, TRTHEHE 2
N, BRARBE-1-ZEAGEE)IA =BG ET), FELBE
BEH 24 1N, REMAZLETROVWAD LG = (2-EATH) K.
¥R B M 24 DB T oK RTEREME. KRANER
A5 5% BlefERAAKRERRKIEE. BRANERERSEHA
BERATYEBmARELLEAA.

F%B: BAE
B-{[(4-ted—1-H-FR)- (B R-1-FX)-gA]-FL]-%
§ -zl
BERERA BiTRCHEFTEITEAGG-{[(@—k=t-1-%-
FR)-(BR-1-FE)-RA]-FAI-FE&L) - 2B R TAEH &4

AMALS M.  HNMR
(400 MHz, CDCly) 8 8.35 (s, TH), 7.95-7.20 (m, 9H), 6.5 (s, 1H), 4.65 (s, 2H), 4.39
(s. 2H), 4.33 (s, 2H), 3.42 (m, 4H), 1.82 (m, 4H); MS 433 (M-1).

E#H 13u
G-{{(4-R-X4%E) -4 %4 1-X-FR-FA]-PR)-%
fF)-zEim s

J %A BBEEA
G-{[(4-F-EstA)- (4= -1-R-FR) -8 LA]-FL)-%
£R)-LBERTEAE
W EHS 13a T HASGB-[(4-1-A-FREL-FRA]-%
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F) -2 %R THAE (15ng, 0.038mmol). 4-RERKBREG X 2)f=
LEGIB)EAFTR(Q-20) FHER, ZRTRERIF 2. F
A S EBBREGCEIIAZCHEG ST, FERREHEHE 24
B, REMABETRESWAY LG =C-REATH) K. HrHEEH
FUIHHES T _RFPRIER M. BFRHAMNERA 5. 5%%
B X R EARERKEREE. FRHRANERREFAEATY
% B ¥ R & 44k,

% B: BB
G-{[U-f-¥$ssL)-(4mteb-1-H-FH)-BRX]-FR}]-%X
§A)-zmig s
BREI&EN B[ THRCHEFTERTRAG G-{[@-R-E5H5
A)-(4wbd-1-X2-FH)-8A]-FRI-FER) -z TEAEHE
FREALSY.

“'H NMR (400 MHz, CDCl3) § 8.37 (s, 1H), 8.00-6.72 (m, 13H), 6.55 (s, 1H), 4.61
(s, 2H), 4.43 (s, 2H), 4.39 (s, 2H); MS 510 (M-1).

LA 13v
(3-{[ (4-brk—1-A-FR)-(Gkrg-2-A XKy 2-#BL)-&
EI-PRAI-XEX)-z&EBE

A BREHAR
G- {[ (4t -1-X-FH)-GwT2-X-Er-2-H 8 E)-&
A-FRI-FAR)-LBBRTARK
FMEEY 13a T HAG(3-[(U-1-X-FEEKA)-FEX]-X
fA)-ERTHE (15mg, 0.038mmol). 5-wtw-2-F —Ew-2-5kEt
AGEFZCLEGEI)ERATR(-20) PHER, TRTH
H 7208, FRAS5HR-2-X-E9-2-BfGEE)P=0EEG
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5%), FWHREEF 2400, RERMABETRESYRB L=
C-RACHE) K. BHRAERF 24 I H A TR RIS ER LR
B, B AMBERR L. NERFBPEREAKREREREE. Bib
FMERKREFIBEA TSI RBOARE LA,

Y% B: BAB
G-{[(a-k-1-A-FE)-Ghm-2-LEo2-58L)-&
A]-PA-XEX)-TREK S
BRERA 13 TRCHEFTER T HE AN G- {[(@Atbrd-1-3-
FR) -6 -2-A—Ey-2-HsA)-|A]-FRAI-XAK) -2 8K
TR B H & 47 L4 W . 'HNMR (400 MHz, CDCl3) § 8.61 (s, 1H), 8.00-6.72 (m,
15H), 6.46 (§, 1H), 4.49 (s, 2H), 4.39 (s, 2H), 4.32 (s, 2H); MS 559 (M-1).

L 13w
B-{[G-FPEEA-XFHBEL)-(4FEg2- X -FH)-FX]-F
AI-¥X&H)-2&

T BA: BEBRBA

G-{[(4-FRERE-ForsA)-(4Ek2-X-FR)-EX]-F
A} -AER)-LERTAE

# & = T H(0.515ml) £ =K F 5 (80ml) F & = A&, 4 2ml
MeNE] B 131 T EANES (3[4 -2- K -FEKE)-7&]-
XA} -8R THAE (29. 80mg, 0.0726mmol). # & 4-FALEH
B £ (17mg, 0.084mmol) 4§ = A ¥ (1ml) & DMF (1ml) & &, FH ¥
0.56ml AR HEERESGHT. FURETETHRIF 24 10, A
## (0.5N, ImD)#HEB. ARfFRCx )AL ERIFLIGA
MR FIR (B, JFk%. @R & HPLC MK : T :0.1% TFA
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&R B R BLEAT Sk, 3 Y % A 948 AL 6 (20. 4mg) . MS
581 (M+1).

Y% B: AR

B-{{U-FEE-EBE)-(4—E42- K- FH)-F4]-F
A}-XEX)-28

T EAN G- {[U-FAREA-FHBE)-(A—EE-2-X-FR)-K
Al-FRI-FER)-ZBRTEAES —AFR Q) E% Y, &£ 0T,
A TFA(Iml), R RRRERTRBE 110, BRAARY XS
WA E., BRAZLTR (Inl), FARUARY FRSEER. €51
By RFFEAWAT TR, FHAFALS W (24.6ng). MS 524 (M-
1).

=74 13x
B-{[G-f—En-2-msL) -4 E2-A-FH)-8L]-F
EX}-(84)-2%

V%A BBEYA
B-{[G-F-—Em-2-sEt)-(4—E2- L -FH)-FX]-F
RI-FEB)-LBRTAS
FRAGHEALSWBE R ERS 13w FBRAGF &, b EhH 131
THRAG{3-[(4—E-2-RX-FRAEL)-FRI-XEL)-z8-ETH
Bife 5-RED-2-HEEAFE, FRANIRABREZIRT_AFR
(Iml) 53 2 F 0.28nl A F KB FRES P,

'H NMR (400 MHz, CDCly) 5 8.03 (d, 1H), 7.79 (d,
2H), 7.43 (4, 1H), 7.34 (d, 1H), 7.24 (m, 3H), 7.13 (m, 1H), 6.94 (d, 1H), 6.76 (m,

1H), 6.68 (m, 2H), 4.41 (s, 2H), 4.35 (s, 2H), 4.30 (s, 2H), 1.48 (s, O9H): MS 591
(M+.

FTHEB: BK#B
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B-{[(c-F—EH-2-Hmsi)-(4—E42- A -FH)-8L]-F
AI-FER)-LR

BB I 3w T BRBAEFTERNTERAG G- {[G-R—Ew-2-
BB ) - (4K -2-E-FR)-RA]-PH}-XAL)-2&BTEE
H & A HAAD. MS 524(M-1).

L#P 13y
B-{[-F-¥XZBE)-(4E2-X-FR)-AXA]-FHA)-%
§)-28

T % A: BB AR
G- {[(-R—FHBE)-(4—Fnp2-KA-FH)-gHA]-FH)}-%
FHR)-TEBRERTAE
FTHEAGRBLSDBERLAN 13w B AGF %, §LEH 131
THRAG(-[(4—F2-E-FEAER)-FEI-RE&A)-28&ETE
Bf S-REZERAFNES, FRSARZHEERT L7 R (o)
¥EF 0.28m] eAF R ERASHF. MS 569 (M+1).

J%B: BB
G-{[B-f-Fmof)-(4—&K4-2-X-FK)-8E]-FX)-%X
£1)-z8
BEREEN 1w EBHEFT AT RAG G- {[G-R—X4%K
B)-(4—Eed2-%-FH)-RA]-FR)-FARX)-2ERTEAEHN &
AR RS-, MS 534(M-1).

% #p) 132
G- {[GFEEA-¥58L) -4 - 1-E-FH)-&4]-7F
A-R8HK)-2.8
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FEA: BEHBA
G- {[4-FAE-EXmsiA) -4 -1-RA-FH)-EL]-F
Al-XEA)-28RTAS
FEAGEALS BB LEN 13wHBASGF Z, B E£#EH 13a
T%Ae(3-[(4-bek-1-A-FEERE)-PE]-FRAA)-ZHBRTE
Bif a-FRAEBBAHE. MS 564 (M+1).

F%B: BB
G- {[(4-FRE-FBBE) -4t -1-X-FH)-RE]-F
A}-RXAR)-LB
ERBEES 3whRBHEAF AT HEANGC-{[W-FPRE-X
HEmE) -4 -1-A-FR)-EE]-FEI-REAR)-LERTAK
%) & 37 HAL AP . HNMR

(400 MHz, CD,0OD) 6 8.14 (m, 1H), 7.81 (d, 2H), 7.68 (s, 1H), 7.54 (d, 2H), 7.19 (m,
2H), 7.09 (m, 3H), 6.72 (m, 2H), 6.60 (s, 1H), 6.49 (s, 1H), 4.47 (s, 2H), 4.32 (s,
2H), 4.28 (s, 2H), 3.87 (s, 3H); MS 507 (M-1).

L3P 14a
B-{[(G-f—Ey-2-Hi) -4 -1-X-FH-FX]-¥F
XI-X8X)-2#

VI A: BEHR
B-{[(G-F—Ep2-Hs i) - (4 1-A-FH)-FA]-F
EI-RaK)-2BERTAE
T ERANGFANS YRR ELEN 13w T EAGG X, B XEH 13a
THEAGB-[(@-1-XA-FEAEEL)-FEA]-XARX}-LEERTE
B 5-FED2-HBEEAHNE, FRAOARZARIAERT AT
(1ml) ¥ E % 0.28ul A F R FZEHF. MS 574 (M+).
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JEB: BA#
(G- {[(5-F—E-2-SkBA) - (4t —1-K-FH)-RKX]-F
E-XaR)-28&
RRELEH 1ISWTEBHEFERTERAS G- {[G-F—&E¥»-2-
Bm ) - (4o -1- R F ) -R|A]-FA)-XAE)-L8RTAE
# &AM B, MS 517(M-1).

%364 14b
(B-{[(-R-E#E)-(4-bed-1-X-FA)-FA]-FR}-X
£4)-2%

V%A BB
G-{[B-F-%smE)-(4—kk-1-R-F ) -5 X]-FR)-%
EX)-LHBRT AR
TERANEBLSYEREZAN 1w RAG T X, B E£#w4] 13a
THAGB-[(4mbed-1-A-FRER)-PR]-XEAL]-2&ETHE
Bife S-RAEARKANE, FRNARRBERAEMRT K TR (nl) #
KEF 0 280l MAFBEERESHT. MS 552(M+1).

Y% B: BEA#
G- {{B-F-(%BL)-(4-m-1-E-FH)-8X]-FH}-%
aX)-LR
BREAEN 3w BRBHEFERTERANGG-([G-R-E48
B)-(4em-1-E-FR)-BEA]-FA]I-XER) - 28R TAEHE
WAAASH. MS 495(M-1).

LB 14c
- {[(3-8 (kA E)-(d—Ed2-A-FR)-gA]-FHI-%X
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§L)-2.8

V%A BB R
G-{[(B-f%mt i) -(4—&E42- A -FH)-FA]-FH}-%
FRA)-ZHBERTEAE
FTHRAGEMANLS R EEL 13w BAS G &, L4 131
THRAN(3-[(4—Eek2-X-FRER)-PR]-XaX)-ooE&TE
EBEfe -A XA EAHE, FRNOARZBRAERT APk (nl)
BHEF 0.28nl AR KR ERESHF. MS 585(M+).

T%B: BAR
G- {[(B-f-%(=8E)-(4—x4-2-A-F ) -EX]-FH)-%
£)-28
BRIEN BwTRBAEFERFRANG G-{[(3-R-E58
K)-(4—&m-2-E-FR)-FX]-FA-XEX)- 28R TRAEH &
PRSP, MS 529 (M+).

g4 14d
GB-{[(4-wtrd-1-K-—FH)-(Ek2-58 L) -RA]-FL}-%
f§R)-z.BERE

%A BT A
(3-{[(4-wbre-1-H-FX)-(E42-Ha ) -RAE]-FHEI-%
- BRTAE
T AGFRBEL S YEB LA 3 THE B E, BEEH 13
FHAG(3-[(4-1-R-FEELR-PRI-REA) -2 TA
B o) &4 45 9Kk 2-F B AHE, RENENG 3 DB, H
NMR (400 MHz, CD,0D) § 7.95 (d, 1H), 7.87 (d, 1H), 7.69 (m, 1H), 7.59 (dd, 1H),

7.54 (d, 2H), 7.15 (m, 3H), 6.74 (m, 3H), 6.44 {m, 1H), 4.49 (s, 2H), 4.46 (s, 2H),
4.42 (s, 2H), 1.49 (s, 9H); MS 541 (M+1).
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THB: AR
(B-{[(4-mbet—1-A-FR)-(Eek-2-HBE)-FX]-FH}-X
-z L8 d
BEEAG STRCHEFT A HFHRAG G- {[(4-hk-1-%-F
) - (Ek-2-mm ) -RA]-FAI-REX)-LRRTEAEHEAA
e, REHRA 20N, BRBEEHS 13a F % CHAEF X TFA
EREHTHLRL. 'H NMR (400 MHz, CD,0D) & 8.02 (d, 1H),

7.83 (s, 1H), 7.79 (d, 1H), 7.66 (d, 1H), 7.39 (d, 2H), 7.18 (d, 2H), 7.13 (m, 1H),
6.81 (d, 1H), 8.75 (d, 1H), 6.50 (s, 2H), 4.53 (s, 4H), 4.43 (s, 2H), MS 483 (M-1).

L3P 14e
G-{[4BTEFE -3 L) -84 ]-PR)-X&1
LBHE

FTEA: RERAL
(3-[(4-BTE-FREEL)-FR]-FEX)-LBRTAE
MHEFH 205 RCHC-REAFTEA-XEX)- 28R TAS

(0.497g, 2.09mmol) 4 P& (Sml)E R ¥, MA 4B THAEFTR
(0.33ml, 1.97mmol), H ¥ HBESPHERTHEHE 2 I H. HhiERA
#E 0C H—RMmAMAAHA(0.119g, 3. 15mmol). KBRS HEH
10 54, HQBRERTFTRAK BAFERIAKER 1:18595%. ¥
FHEBAZ_RKFTRGBx), A4S FOANER TR FEBE), A
TR, BRI EIRKEE(LRLE, BELA-—AFE PG 5%
VEE) ShAt, FH T HAGHFALSY (0.691g), HF K HRY.

'H NMR
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(400 MHz, CDCly) 6 7.30-7.38 (m, 2H), 7.19-7.28 (m, 3H), 6.87-6.96 (m, 2H), 6.77
(d, 1H), 4.50 (s, 2H), 3.77 (s, 2H), 3.75 (s, 2H), 1.46 (s, OH), 1.30 (s, 9H):; MS 384
(M+1).

F % B: BB A

G-{[@BTEFL)-hR-3-HF8L)-KL]-FA]-FER
LERTAR

ATRAHEH B-[@-RTEFELL-FRAI-Xa i)l Lm
T A% (10. 0g, 26. lmmol) 8 = T3 (7T5ml)x& ¥, £ O0C A=
Z B (8.0ml, 57.4mmol) Fodl &4 2 9t -3-H B A E & & (6. 10g,
28. 7Tmmol). ¥ HRESWEH 0.5 1, BEXRD, FHARSYAHE
H1L5bH., R IBPERBAAKER 1:1 GERMANSLER T,
HFRFHERAZAFTRG>). BoHGANER TR (REE)H L
TRE, ¥R THAITHREE(2:]1 T LB LE) %L, ﬁ‘é’]‘)’"

B B 6547 ML A (11. 0g), A 7 #th s K. ' NMR (400 MHz,
CDCl) & .01 (s, 1H), 8.75 (d, 1H), 7.7 (d, 1H), 7.38 (m, TH), 7.11-7.23 (m, 3H),
6.97 (d, 2H), 6.71 (d, 1H), 6.65 (d, 1H), 6.60 (s, 1H), 4.40 (5, 2H), 4.32 (s, 4H),
1.48 (s, 9H), 1.26 (s, 9H); MS 525 (M+1).

FBC: BK#E

B-[@U-EBTE-FE)-(hR-3-58L)-FXL]-FA)-X8X)
L&

AT EBHEN 3-[(U-RTE-FR)-(brw-3-#st ) -RKA]-
PRI-EEXTERTAR (11.0g, 21.0mmol) & =K F I (50ml) 3%
BRY, EOCTRAZRLE (25ml). 10 945X ks, FHFHE
SH AR L5, BN 5nl ZR L8, ¥R SWHEH 30 54,
FREREAEERE. FRESHE A FRGx )&%, AR FH
KW EKALBRLUEZ R4 8. B INAAAARKIae pHAZ ZE 5.0,
FIEKERMFRRTEIK(4.86g). KHERSEFRLRTE@2x)
FRAKE, FEFAOANER TR (RBRE)FAEZRE, FRagée
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K (2.64g). AHREGEAKPGELR, FRLHEEL S, FHFA
.64 (5. 68g), #&& B4k,

"H NMR (400 MHz, CD;OD) 5 8.91 (s, 1H), 8.71 (d, 1H), 8.15 (d, 1H), 7.54 (m,
1H), 7.22 (d, 2H), 7.11 (t, 1H), 7.04 (d, 2H), 6.71-6.92 (m, 2H), 6.65 (s, 1H), 4.50
(s, 2H), 4.36 (s, 4H), 1.25 (s, 9H); MS 469 (M+1).

FED: EBAR

(3-[(4-RTEA-FEA)-(h-3-H#E)-EXA]-FAI-X4 K
LEHE

AT ECHEN 3-[(A-RTEFL)-(-3-58E)-£&]-
Wi)-(8 %% (5.68g, 12.13mmol) /£ 10:1 ¥ & : K (66ml) 6§ &
o o mA g E4 (1.02g, 12.13mmol), FRHRAEBEZTHRH 18
S FRRAYE TEAR, FATRE, FEFEALSD (5. 95),
A8 & B4R, HNMR (400 MHz, CD;0D) § 8.88 (s, 1H), 8.71 (d, 1H), 8.13 (d, 1H),

7.52 (m, 1H), 7.24 (d, 2H), 7.04-7.11 (m, 3H), 6.78 (d, 1H), 6.68 (m, 2H), 4.37 (s,
2H), 4.35 (s, 2H), 4.25 (s, 2H), 1.25 (s, 9H); MS 469 (M+1).

% #.4) 15a—15g

BEBREMTEAN 185k, SAENE. BERIMNENE S
MEL, HELOREHEE LHES 15a-15g.

L #4] 15a
- {3-[CESBA-FH 1,3 —AEHKABH-5-AFE-EXL)-F
EI-XE)-A%

F®A: RBREA
3- (3-{[(CEH[1,3) R LRrABES-EAPE-FH)-FEI-X
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X)) -AETE |

THRAGHEALSDHHED 448 3-C-RETE-XR)-A%
PEEKREFENF[LI=RERXRKHE TR, BREXEH 1 F KA
_éﬁifii—%l%, FAEHRETETER 4 DI L& L k.
"H NMR (400 MHz,

‘CDChy) 5 7.27-6.74 (m, 7H), 5.90 (s, 2H), 3.77 (s, 2H), 3.71 (s, 2H), 3.64 (s, 3H),
2.92 (t, 2H), 2.62 (t, 2H); MS 328 (M+1).

J % B: BEH A
-(3-[CRamA-¥#H[1, 3] =R EHXABE--EFE-FX)-F
A-¥X)}-ABTE
FHRBEFELSHERELEN 1 FTHRASGT*, BFHEAH 3-
(3-{ [(RH#H[L,3=RERRH-S-EFTE)-FL]-FTL) -XX) -
ABETEPEREIFNE, A TAZCERAENN-ZFREACE.

"H NMR (400 MHz, CDCls)  7.85 (d, 2H), 7.62-7.50 (m,
8H), 7.13 (m, 1H), 7.03 (m, 1H), 6.88 {m, 1H), 6.78 (s, 1H), 6.62 (d, 1H), 6.54 (s,

1H), 6.46 (d, 1H), 5.90 (s, 2H), 4.28 (s, 2H), 4.21 (s, 2H), 3.67 (s, 3H), 2.81 (t, 2H),
2.50 (t, 2H).

FEC: AR
3-{3-[(XmmA-XHH[1, 3] —REXKH-5-AFTEA-FA)-F
Al-¥A}-A8
BEREAM ITRCHEFT EH T RBe 3-(3-[ (KRB E X H#
(L3 =R EFRAFS-APRE-RA)-FPAI-XA)-a8 FEREA &4
LS HNMR (400 MHz,

CDCl3) 6 7.84 (d, 2H), 7.61-7.50 (m, 3H), 7.13 (m, 1H), 7.04 (m, 1H), 6.88 (m, 1H),
6.79 (s, 1H), 6.61 (d, 1H), 6.51 (s, 1H), 6.46 (m, 1H), 5.90 (s, 2H), 4.28 (s, 2H),
4.19 (s, 2H), 2.82 (t, 2H), 2.55 (t, 2H); MS 452 (M-1).
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FE3#4) 15b
- (- { [FH (LA R EHFEHES-AFE-(4-R-X&5H8EL)-
fEA]-FAI-¥XX) &8

F A BB R
3= (3-{[FHF[LI=—RAEKRE S KFE-(-F-%58E)-
AEA]-FRI-XA) -ARTE
THRAGAFEASHEREREN 1 FRAGFZ, HE£%&EH 15a
TR AW -(3-{[CEH L3I =REAXRBHE--AFRA)-RA]-7X)
-FR)-ARTER - AEFBEAPE, A TR CERARENN—#

RAE TR, 'H NMR (400 MHz, CDCly) §
7.82 (m, 2H), 7.17 (m, 3H), 7.05 (d, 1H), 6.89 (d, 1H), 6.83 (s, 1H), 6.64 (d, 1H),
6.56 (s, 1H), 6.48 (m, 1H), 5.91 (s, 2H), 4.27 (s, 2H), 4.19 (s, 2H), 3.67 (s, 3H),
2.83 (t, 2H), 2.52 (t, 2H).

FEB: BEKHE
3= (3-{[XH[1,3] =R LA XH-S-AFTH-(4-R-EBBL)-
AEAI-FRI-FR) -AR
BREAP 1T RCHEF EHFEBM 3- (3-{[XH#[1,3]=
BRARHE - AP E--R-EBRB L) -8 A]-FPA)-XX)-AKF
B Hl &AL,

"H NMR (400 MHz, CDCl) § 7.81 (m, 2H), 7.19-7.04 (m, 4H), 6.0 (d, 1H), 6.84 (s,

1H), 6.63 (d, 1H), 6.53 (s, 1H), 6.48 (d, 1H), 5.90 (s, 2H), 4.27 (s, 2H), 4.19 (s, 2H),
2.84 (1, 2H), 2.58 (t, 2H); MS 470 (M-1).

534 15¢
-B-{[FTHBMA-U-FAX-FR)-ZA]-FPA}-¥1)-a8
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THA: ERAEL
3-{3-[4-¥(EA-FAER)-FRA]-FX)-ARTE
FHRAGKHERS Y HREN 4489 3-C-AEAFE-(X)-A%

PEELEEEF4-EEA-XTR, BRERM 122 TR ASGTEHE.

'H NMR (400
MHz, CDCls) § 7.37-6.95 (m, 13H), 3.82 (s, 2H), 3.79 (s, 2H), 3.64 (s, 3H), 2.93 (,
2H), 2.63 (t, 2H); MS 376 (M+1).

¥ % B: BB AR
3-(3-{[PasA-(4-XAE-FH)-8A]-FA}-FX)-AR
N
TR BUHFALESYERIEN 1 TERAGFTE, ATERAH
3-{3-[(4-XEX-FEAEL)-FEI-XA}- ﬁ&?’ﬁ%#?ﬁ%&%ﬁ%

EPAZCBEARENN-ZFARXLE.  'HNMR (400 MHz, CDCly) 5

7.36-7.24 (m, 5H), 7.14 (m, 4H), 6.97 (m, 4H), 4.31 (s, 2H), 4.30 (s, 2H), 3.66 (s,
3H), 2.94 (t, 2H), 2.78 (s, 3H), 2.61 (t, 2H).

FEC:. BKE
-(B-{[FHBEA--FEA-FR)-FA]-FAI-XX)-AR
BERLAEM 1 PERCHEFT T I ERBE 3-G-{[FHsL-4-

REEA-FH)-EA]-FA)-XE)-ARTEASFHANLESD.
'H NMR (400 MHz, CDCly) 5 7.35-7.22 (m,

5H), 7.11 (m, 4H), 6.96 (M, 4H), 4.31 (s, 2H), 4.29 (s, 2H), 2.93 (t, 2H), 2.77 (s,
3H), 2.65 (t, 2H).

341 15d
3— (3-{[(4-tek-1-R-FH)-(Eeko-m X)-RE]-FH}-
*A) -K8
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%A BEKAR

3- (3-{[(4-wb k-1-X-FRH)- (K -o2-msit)-RE]-FH]-
X)) -ARTVE

T BAGKRELSHERE&A 1 TR ASGF X, HE#&EH 11h
T B AN I-{3-[(4hd-1-X-FRER)-FEAI-XA]-ARTEF
Eop - AHE, ATAZCEBERBENN-—FALCE.

'H NMR (400 MHz, CDCl,) § 7.95 (d, 1H), 7.88 (d, 1H),
7.69 (d, 1H), 7.60 (d, 1H), 7.54 (d, 2H), 7.18-7.12 (m, 3H), 7.04 (m, 1H), 6.93 (m,

2H), 6.44 (m, 1H), 4.49 (s, 2H), 4.46 (s, 2H), 3.64 (s, 3H), 2.82 (t, 2H), 2.51 (t, 2H).
MS 497 (M+1).

VT HEB: AR
3- (3-{[(abm-1-K-FR)-(Ed-2-sm ) -KRA]-FH)-
%) -"% |
BBIAA 1 TRCHEFT T EANG - (3-{[(4-wtmk-1-
A-FR)-(Ek2-B L) -RA]-FAI-X1) -ARTEAEFA

8-9 . 'H NMR (400 MHz, CDCl,)
§7.99 (m, 1H), 7.81 (d, 1H), 7.71 (d, 1H), 7.63 (m, 1H), 7.45 (m, 2H), 7.13 (m, 3H),
7.02 (m, 2H), 6.83 (s, 1H), 6.44 (m, 1H), 4.52 (s, 2H), 4.45 (s, 2H), 2.80 (t, 2H),
2.50 (t, 2H); MS 481 (M-1).

%34 15e
3- (3-{[(4—RTEAFH)-(E-2-muni)-fE]-FL]-X
X)) A%

VB A BRBETY AR
3- (3-{[(U-|TEFA)-(Em-2-m8L)-EXA]-FL}-X
A) AR TPE

221



98810026. 6 oW B 5E220/245H1

FTERAGHEALSGHERERY 1 FRANGT &, BERH 12s
THRAGI-B-[@RTE-FEER)-FR]I-FA-ARTEHAIEL
B EHE, ETAZCERENNFALATE,

"H NMR (400 MHz, CDCl5) 5 7.93 (d, 1H), 7.56 (d, 1H),

7.23(d, 2H), 7.14 (m, 1H), 7.04 (m, 3H), 6.98 (m, 2H), 4.47 (s, 2H), 4.41 (s, 2H),
3.67 (s, 3H), 2.84 (t, 2H), 2.54 (1, 2H), 1.27 (s, OH); MS 487 (M+1).

SHEB: BKME

3- (3-{[ABRTE-FL)-(Ed2-HEBE)-FA]-FX}-X
A) -HE

BERLIAEN 1 TRCHEFEHTRAN - (3-{[(@4-RTE-
FR)-(Eep-2-%BE)-RA]-FPAI- XX )-ARTERAEFALS
Y. REAGAKLEAEEEE 1.50HFLAFETE. KFHEEA
¥ E pH=5, FA_KFPRGx)hEhkER. KEFHANETR
(FRER4E), S fkg. Atk &% (98:2 —AFR:F&)FH#KE
ﬂ{{’,é}%, 'H NMR (400 MHz, CDCly) 6 7.92 (d, 1H), 7.56 (d, 1H), 7.24-6.93 (m,

8H), 4.47 (s, 2H), 4.44 (s, 2H), 2.84 (1, 2H), 2.58 (t, 2H), 1.26 (s, OH); MS 471 (M-
1).

4 165
3- (3-{[(4Fw-2-E-FA)- (e 2-BB ) -KE]-FH}-
%) -A%

F A BB AR
3- (3-{[(4—Fm—2-F-FA)-(FEd2-sgA)-RE]-FA}-
$E) -ABRTE
FHEAGHERANLSDEREEP 1 T RAGF &, BEEH 112
FHAH -(3-[FR-2-E-FRAEL)-PR]I-XX)-ARTERF
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ek 0 BBEAHE, ETAZLERENN-—FRELE.
'H NMR (400 MHz, CDCls) & 8.80 (d, 2H), 8.30 (d, 2H),
7.96 (d, 1H), 7.59 (m, 1H), 7.24-7.13 (m, 4H), 7.05 (d, 1H), 6.96 (d, 1H), 6.92 (s,
1H), 4.54 (s, 2H), 4.49 (s, 2H), 3.64 (s, 3H), 2.82 (t, 2H), 2.51 (t, 2H); MS 509
(M+1).

S%B: BK#
3- (3-{[(4—gw-2-A-FH)-(FEd-2-Hs k) -RA]-FX}-
%) -A%
BB L& 15e VEBHEFTEHFEAN -(3-{[(4-Fw-2-
E-FR)-(E-2-msl)-RA]-FRA]-XE) -AaRTEHAGFA
44,4y . 'H NMR (400 MHz,

CDCl3) 5 8.79 (d, 2H), 8.18 (d, 2H), 7.98 (m, 1H), 7.61 (m, 1H).‘7.25-7.11 (m, 4H),
7.05-6.98 (m, 2H), 6.87 (s, 1H), 4.55 (s, 2H), 4.48 (s, 2H), 2.81 (t, 2H), 2.54 (t, 2H);
MS 493 (M-1).

L34 15g
3- (3-{[@mE2-A-FH)- (k2w A)-RAE]-FX]-
iE)-A8

%A BB
3- (3-{[4mE—2-X-FH)-(Ed 2w L) -FHA]-FH]-
£) -ABYE

T EAGEALS D ER IR 1 T E AT £, WEEH 11a
FHAGGI-(3-[(4bk-2-E-FRER)-FRA]-¥XE)-mR&PEF

e -0-BBLEHE, AVPAZCEARABNN-—FALLE.

"H NMR (400 MHz, CDCl,) 5 8.98 (s, 1H), 8.61 (s, 1H), 8.50

(s, 1H), 7.96 (d, 1H), 7.88 (d, 2H), 7.60 (d, 1H), 7.26 (d, 2H), 7.13 (m, 1H), 7.04 (m,

1H), 6.95 (m, 1H), 6.91 (s, 1H), 4.54 (s, 2H), 4.48 (s, 2H), 3.64 (s, 3H), 2.81 (¢, 2H),
2.52 (t, 2H); MS 509 (M+1).
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J%EB: BKE
3- (3-{[(4-E—2-A-FH)- (K% -2-5m ) -RA]-FA}-
1) Al
BEREES 15e TR BAE T BT HE AW 3-(3-{[(4-b%-2-
E-FR)-CEe-2-#s k) -fA]-FRI-X1) -ARTEHEHFA
A%, 4% . H NMR (400 MHz,

CDCly) 8 8.79 (s, 1H), 8.46 (s, 1H), 8.31 (s, 1H), 7.81 (d, 1H), 7.69 (d, 2H), 7.56 (d,
1H), 7.09 (d, 2H), 6.95 (m, 1H), 6.88 (m, 1H), 6.76 (m, 1H), 6.72 (s, 1H), 4.36 (s,
2H), 4.40 (s, 2H), 2.62 (t, 2H), 2.30 (t, 2H); MS 493 (M-1).

L #H 16a
3-[3-({EABAE-[3-G,6-—fFL)-"LA]-FA}-FH)-F
A]-AR

F A AL
3-[3-((hasA-[3-B,5—F-XHX)-HBAHX]-RA]-FH)-
RA-ART &
BERLEN 2T ERANEN S &, B3-[3-(ARBt A RE-FE)-
A ]-HRFER 1-G-2-AKE)-3, 5-—f-F ik, FH I KA

64 A7 FAL 2% . "H NMR (400 MHz, CDCl) 5 7.87 (dd, 2H), 7.63 (m, 1H),

7.55 (m, 2H), 7.22 (m, 2H), 7.07 (m, 3H), 6.93 (s, 2H), 6.11 (d, 1H), 5.77 (m, 1H),
4.34 (s. 2H), 3.87 (d, 2H), 3.66 (s, 3H), 2.87 (t, 2H), 2.54 (t, 2H).

F B B: Atk
3-[3-({E#BA-[3-G,5-—K-FKX)-HE]-RA}-FH)-X
Al-ARTE
By mAe3-[3-((EHsA-[3-G,5-—f-FXK)-HAL]-&
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RI-FR)-FXR]-AR T & (23Tng), Pt.0(30nmg) fo F B 4 Parr 3kd%
Edfsopsi TA&L 2N, BdAF TR EHAN, FALS
BXBE Y, FRHEALSY (240mg).  'HNMR (400 MHz,

CDCL3) § 7.82 (d, 2H), 7.76-7.50 (m, 3H), 7.23 (m, 1H), 7.07 (m, 4H), 6.74 (s, 2H),

4.26 (s, 2H), 3.64 (s, 3H), 3.09 (t, 2H), 2.90 (t, 2H), 2.56 (t, 2H), 2.37 (t, 2H), 1.56
(m, 2H).

F®RC: BXK#
3-[3-({XmBA-[3-Q,5-—F-FX)-"A-FA)-FH)-%X
A]-A
BREAS 1 TRCHEFTEZH T RB G 3-[3-({KxBmEA-[3-
(3, 5-—R-%(KA)-AA]-RA)-FR)-XX]-AR PEKRFAFA

AH.  HNMR 400 MHz, CDCls) 5 7.82 (dd, 2H), 7.62-7.48 (m, 3H), 7.26-

7.09 (m, 5H), 6.74 (s, 2H), 4.27 (s, 2H), 3.10 (t, 2H), 2.91 (t, 2H), 2.62 (t, 2H), 2.38
(t, 2H), 1.56 (m, 2H); MS 506 (M+).

L &4 16b
-[3-({ B A-[2-C-F-X8X)-CHE]-RA&]-FH)-%
X1-a8%

FEA: A4
-[(B-({XHmmA-[2-C-K-FHE)-ZA]-FAI-FH)-X
A]-AE8TE
BRI 2TRANESS &, H3-[3-(EBAREA-FH)-
AE]-ARPEM 1-Q2-32-TAX)-3-A-%kRAL, FIAFTEAH
B S Y. H NMR (400 MHz, CDCl3) & 7.86 (dd, 2H), 7.60-7.49 (m,

aH), 7.22 (d, 1H), 7.13-7.06 (m, 4H), 6.88 (m, 1H), 6.60 (d, TH), 6.52 (m, 1H), 4.42
(s, 2H), 3.88 (s, 2H), 3.65 (s, 3H), 3.47 (t, 2H), 2.87 (t, 2H), 2.54 (t, 2H).
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THC: BA#
-[3-({EmmA-[2-C-R-FARX)-TAI-8X)-FH)-¥
Al-Aam
BREAN 1V HRCHES HHF R B 3-[3-({Xs8i-[2-
B-R-%8H)-CA]-RE}-FR)-XR]- AR T4 &840
4. 'H NMR (400 MHz,

CDCly) 5 7.84 (dd, 2H), 7.60-7.49 (m, 3H), 7.23 (m, 1H), 7.10 (m, 4H), 6.88 (m,
1H), 5.60 (m, 1H), 6.52 (m, 1H), 4.43 (s, 2H), 3.88 (t, 2H), 3.47 (t, 2H), 2.87 (¢, 2H),
2.59 (t, 2H).

#EH1

T-RfREA-ERTEERE

¥ 7- /A - ER(3.0g, 21. Ommol) /£ 25m1 V& # 2. 4m] K &
FokkmBEA 40, FEERTHRIEGO N, FRRSBAE
R 7 B AR A& (8. 3g).

'H NMR (400 MHz, CD;0D) 5 3.62 (s, 3H), 2.89 (m, 2H), 2.31 (t. 2H), 1.62 (m, 4H),
1.37 (m, 4H).

&4l 2
"R -3-HBALRE
A Karaman, R. AXF¥#E J. An. Chem. Soc. 114, 12, 1992,
4889-4898 ¥ # & &) 7 i H & iR EAL LD,

&P 3
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3-B-F-¥k¥)-am

¥ 1- & -3- =KX (9.63g, 40.38mmol). % & & (5. 86g,
100. 96mmo1) . 2% & 5,44 (8. 48g, 100. 96mmol) . W T A F AL (11. 22g,
40. 38mmol) F= & B 42 (317mg, 1.413mmol) £ 25m1 DMF Py &, 4
50C TH¥E 16 1. $RBLBAHIER, AXFHHE, FATRL
AR KER. AK. REAEREERRANER, ARRE TR,
AR AThE., K HhBEdhEeFLASKE (9:1 TR LRT
B) %A S AR RS, HhRY (5. 04g).

wE&H 4
5- B-f K -BH)-E-2-FERRTEAE

F A BHBA

S5-f -y -2- PERRTAE

A A AKAEE4EE (11.60g, 96. 4mmol ) 45 100ml = § F b & & F e
AR AR (1. 45m], 24. lmmol), H ¥R BRABEH 1554, MEMA
5- i -vXwy - 2- F& (5.0g, 24. lmmol). #H 1 54 5B, MART
B (11.6g, 20mmol), HWHHE B ERTHRME 16 I . AlFHERA
BMELERE. 2, RRAFPRERKE, FARRETRS I
AWE., REXANERGFHN ARG ERY, FAEALI TEEZ (3%
LB LEETKRT)SAFE & K AGFALSD (4.97g).

'H NMR (400 MHz, CDCl3) & 7.45 (4, 1H), 7.02 (d, 1H), 1.54 (s,

9H).

JH®B: BT
5- B-fR-AK)-EH-2- FERTEAE
AHEH 4T RAHE N5 8 - KD - 2- FERRTAE (0.50g,
1. 89%mmol) & 5ml DMF & F, A% &% (0.51ml, 7.57mmol), K
ERA& S48 (0.397g, 4. 72mmol). w9 T K F A4 (0. 525g,
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1. 89mmol) Fo Bt B2 45 (0. 021g, 0.094mmol). KR B E T b5 F ho
% 65C, HmkE90C, #2100, ALBRLE 250l KHE®
mRAoPFATAFEIREBEAE L, FAKUAx)REAIER,
RABETERARSIREERRY, RAAITEEE(7T:1 TR

LB L&) ST 3 kA4S (0. 190g) . 'H
NMR (400 MHz, CDCly) & 9.80 (s, 1H), 7.51 (d, 1H), 6.78 (d, 1H), 3.14 (, 2H), 2.86
{t, 2H), 1.54 (s, SH).

#HE&H 5
5- B-fE-BA)-EW-2- VERFE

T&®A

5- B-RTEBLASE-FH-1-3X)-En)-2- PHETE

¥a-2-nt-KEPHRTASGE&H 41, 1.67g,
0.01lmmol). 5- & - &% - 2- ¥R ¥ & (2. 50g, 0.01lmmol). w9 =
E AR (0)42(0.622g, 0.0538mmol). CuI(0.102g, 0.538mmol)F= =
Z K (1.5Tml, 0.01lmmol) /& 50ml Z A& ¥ &5 R4 B &K 16 B
HFHEpAPEER, ATnl ZRLEHE, B5.5%4E8. K
K Kbk, RRARETR, IBFAZREISRY. FFHE
WHhiEEE9:154:1 R LB LE)HLFH T RAGHANLSY,
Ak (2.06g). MS 313 (M+18).

F®B
5- B-RTAZAEA-FRA)- X9 -2-FRFE
BHEP ST RARNENS- G- RTAZEEE-&H-1-58%)
- ke - 2- VR PE (2.06g) A 10% 488 (1. 03g) /£ 50ml P & ¥ &9 %
%, EParrkEBRE W 50psi AAA/L 160K, £ TVEAL
HEIRERAETE, FETZRBER FATRBOKALEY, A
B 4k (1. 93g). MS 317 (M+18).
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F®C
5- B-fEX-AR)-Ep-2-YRTE
BHEP ST EBHS- G- RTABARE-AX) %9y -2
- Y &% W8 (0. 118g, 0. 5mmol) & 50ml FEE T #E %, A £ 0T, ¥
AEMEA K. FREABEETR TR 90 54, REERTE
Bk, BRELBRLEFAFPEREAAKRERZASR. 55, A
BAEESFHAWE, RAARETR, IEFALZTREFHAREAL
&%, Fibk (399mg). MS 200 (M+1).

#H & 6
5-B-fA-al)-SHh-2- RIS
AENTFHENSHFTE, DESHREDHEHEH 6 5iLe

W, REAMZ: (1) $%HBFER#AT5.508; 2(Q2) EFKCT,
FRTHEEEN 6 M FATREFARELSY, HAKE.

HEW T
5- 3-fA-FA) Eu-2-FERRT A

F®RA

F-2- Xk - RAFTRFTEAE

) ke 7 K (6. 4g, T1.2mmol) #wb7E (100ml)FE & F, 4 0.5 4
B A B AT 100m]l = P 5 P 65 §UF BF A 8% (13. 37g,
78.2mmol). ¥R A BEH 16 MHHETRLELY. KEALHEHR
FLBRLETHABKQ@)RERANER. AHLRBEARANER,
MERBREBRAALE. REARETRAEANER, TBHAEXR
B8 T B A AR LS (4. 438).

Y% B
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5- Q- FAZEEE-F-1-pL)-Eny-2- FERTHE

-
BERTHEVI ST RAGT &, HZLIHREDHETEBY
o Rl

F®C

5- B-FA-FH)-Ep-2- PERTEE

ARAEH TTEBYS- G- FAEAREA-"-1-%%)-%
- 2- PR TS (1.0g, 2.69mmol)#) 15m1 ¥ B4 2.69m1 IN 3%
BR( 47K 65 ) & P A Pd(OH) .. ¥ B AW & Parr 33 B LWL 45psi
AR A4 16 1. BrRSHBIEE TS E, REAN, FER
BR EES 6D, FARSDALIAFIRIRFALTERE. &
KT g RAEFRLRFE. FibF W45 %A B K (360ng) .

He&p 8

5- (3- 3-C-£-FB)-FEAKRM)-FHEL)-EH-2-F%
ki

¥s5-C-KEA-AR)-Ey-2- PRTE@EHEM5FRC,
0.118g, 0.5mmol)# N,N- =& % Lk (0.071g, 0.55mmol) 4§ 10ml
YEERERTEHIONIH, FeA3-G-K-%1) - AR HE
% 3, 0.093g, 0.55mmol). KRS EH 9054, BHEHAY
£ 0C, mA#MEANS (30. 3mg, 0.801mmol) B ESHHEH 30 4
. A1:1 BRAMH KB LR EFA—AFRE. REKEE
RATRERY, AARETR, B FATREFIARELESY,
A KP (171mg) . MS 352(M+1).

# &4 9-10

AEMTHEF 865k, HEIHREDHE EEHF 9 10
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Wbt

#HE&EH 9
5- 3-(3-B-8-¥H)-F/EAEK)-AX)-Enp-2-F&
BRTEAE

#&# 10
5- (3- 3-G-£-F R)-"EFL)-HA) -k -2-F&
FE
MS 336 (M+1).
#He&p 11

B-FHE-XAK)-LEBETE

¥ G- FeAt-EXER)- L5 (3. 6g, 20.0mmol). 5% & 47 (3. 30g,
23. 9mmol) Fo 84X ¥ 5% (1. 86g, 30.Ommol) /& 25ml1 DMF ¥ & R4%, Mv
#E 110C, F 2 W, FERTHRHF 16 186, AXBERLRESY,
FRLBRUEFERAKER. ARERLARER, AARETHR, &
BAATkE. ¥ pEdaREEE L1 TR CRLE)FIHF
HASY, HEFEHKP (3. 4g). 'HNMR (400 MHz, CDCh) § 9.94

(s, 1H), 7.48 (m, 2H), 7.33 (s, 1H), 7.23 (m, 1H), 4.68 (s, 2H), 3.79 (s, 3H).

# &4 12
3- -8R -XX)-Ak

B A
3- B-f-FX)-A™EK
¥ 3- (3- 8- ¥X)AH® (Aldrich, 15.0g, 82.15mmol) &
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50m]l PABEPHERRABAL 054, FETEABREIISHE
BREBER. A EREALETEHFE 17.288g X &4 K.
b KRB EMT 250l —KFRTF, A -TSCHRERER A
B AL T4 (50ml) 8% & (20m1, 80.07mmol) . ¥ A/ EiskIt
mETERFEATRE, BIATRAGKEALSY, AREHK
(19, 38g) . "H NMR (400 MHz,

CD,0D) & 7.57 (s, 1H), 7.45 (m, 2H), 7.36 (m, 1H), 6.64 (d, 1H); MS 182 (M+1),

180 (M-1).

F®B

3I-B-f-%(XK)-F"E&

0T, ¥ A /445K THF (6. Oml) W &5 1. OM 25 3% 7 v 3] 4] &9
125 HAHEH 3- (3- R - %X%) - AHBcHE(1.0g, 5. 5lmmol) &
30ml THF RER F. WA EARELBHEH 5o, HFAuA 40l IM
HAaAEEFRRR LREF 18 K. A 20l IMEASEHFF
BEEH 24 o, BAFEMKRELERBERSVORE. HHARLSY
AERFERETHF FRAARE. ALBLEERKLAEER. BAEi
HAWER, AABRETR, SRAATHRSE. BRBELBERTR
A IM BRI ANER. A IMEARALAR KK Z KL E pH
11, ¥ B R EFWEBRARGT. ARABETFREANESR, TRHFA
TREFEAFENLSY, AKEBRY (0. 134g).

'H NMR (400 MHz, CDCly) § 7.20-7.22
(m, 3H),7.16 (m, 1H), 2.74 (¢, 2H), 2.61 (¢, 2H), 1.74 (m, 2H); MS 170 (M+1).

HEH 13
B-FHA-X1)-LBPE
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F®RA

B-RE-FXX)-LBRTE

BERAABAG-2-%8X)- TR TVE (22.85g, 99.78mmol).
Zn (CN) , (7. 25g, 61. 75mmol) #= DMF (100ml) #5924, HEAN 54
B, KEMmAwZ5XB% (0)4 (4. 60g, 3.98mmol). R R4 A 80
Thth 3 PHHFAHETE. MAINLARERERFFRFHER
ANLBLE(Bx). BINARLEQx), HFRAEK@Qx)HRERAR
Kk, BHANERTRGER4E), SEIFATkE, Ak é#
(6:1 LR LB LE) 44, BHTRAGHEEALSY, AHRD
(15.9g).

4 NMR (400 MHz, CDCL) 5 7.57-7.41 (m, 4H), 3.706 (s, 3H), 3.703 (s, 2H).

FEB

B-PEA-%XX)-LRBRFYE

BFHEH 13T HAGG-REA-FRL) - ZRTE (1. 568,
8.91mmol). 48 - 4464 (1. 63g) # 75% V& (25ml) #§ R A Im k€1 iR
1.75 0., BARSHAREILR, HES THLEEIEFE LR
BEA, AKX, FR_RFPRGx)RAERAER. FRPERAA
KERDSHRANB AW ERY, A pH A% 8-9. ARKRE
HAMER, AARSETRIIFRSE. ddtki#e#G:1 TR LRT
B shAt, R EHALSY, AFARLERKYD (870ng).

'H NMR (400 MHz, CDCls) & 9.98 (s, 1H), 7.77 (m, 2H), 7.55-7.46 (m, 2H), 3.68 (s, SH).

&4 14
3- ((w-3- B ARA)-FR)-F( X)) -LEBRYE
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ME-RATFTE-XR) - LBRYEERE (B45 18, 0.56g)
Ao AR (2.20D) 8 10l —RFRERT, AR -3 - HABR
(#1&#) 2, 0.601g, 2.83mmol), FHHHEAEERTHH 16 8. o
ANINEBRAA—RPRALZLER. Baf R R AR LA IER,
ARBRE TR SBFATRERIAFEALSY. At & EAR
Bl (2:1 TR LEBLE) %L, FIAFHLSY, HEEBMK HNR

(400 MHz, CDCh) & 8.91 (s, 1H), 8.71 (d, 1H), 8.04 (d, 1H), 7.37 (m, 1H),7.05
7.24 (m, 4H), 5.87 (bs, 1H), 4.14 (s, 2H), 3.62 (s, 3H), 3.52 (s, 2H).

# &4 15

kA

4- TE¥E

% 4- TEFH(3.63g, 22.8mmol)# THF(10ml) XRE TEA
Vigreux BB R AM LG ZHEARMK . BERME EERT
E 1554 NdieBH, - — P& F 4% (2.0M £ THF ¥, 15ml,
30mmol). £ 1 IHANERERS B PERIBRE_FRE, FREER
ApEER, BdmRBIEEMALERK 6N, 25n1), FHHLREES
A 30 04F. BHAEAHE OCTHS AR LHA (7. 0g).
RUBRTE 3% ) hAkMARERFFHANER TR (AKE), &
FH%FE F ik AGKEALESS (4.01g).

TH NMR (400 MHz, CDCly) & 7.34 (m, 2H), 7.24
(m, 2H), 4.04 (s, 2H), 2.62 (t, 2H), 1.58 (m, 2H), 1.34 (m, 2H), 0.92 (t, 3H).

4- THE¥EERd
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EParr EBERE, £10%8%6.09)AET, H4- TEAFH
(30. 09g) /£ Z. % (380m1) # HC1 (4N & —*%&Lt F, 50ml, 200mmol) #5%
#%, vA50psi k. B F B EELN, FHRERAT
kg, FrHBLAPEFT OB PR, FR4- TAFRERE, 4
* & B4k (32. 47g) . ™H NMR (400
MHz, CD,0D) & 7.33 (d, 2H), 7.22 (d, 2H), 4.04 (s, 2H), 2.60 (t, 2H), 1.56 (m, 2H),
1.31 (m, 2H), 0.89 (t, 3H).

AEXZHREY, BERHEH 1568558 &F 45 16- 18.

#&H 16
2- (3,5-—R-¥kaHk)-TEk
BEBHAP 15 7k AP EFEELSY.

#E&H 17
2- 3-RK-X&K)-LE
BRBHEH 16 7% AF S REERALLSH.

Headl18

B-FAFPE-FHL)-LBFELERS

BERWEM 1557 EBABENFTE, HQ@-AA-XL) -8,
TE(H&H 13, TERAHSREALSY, FRAGRARLETET
#HAr., SRR BEAAFATREHANER. RARARECLRL
BT RFIHLE, FAFEALSY, A G ERK.

1H NMR (400 MHz, CD;0OD) & 7.42-7.32 (m, 4H), 4.09 (s, 2H), 3.69 (s, 2H).

3.67 (s, 3H); MS 180 (M+1).
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#4419
BAX-1-(3-#-"AHE)-3,56- —&F

F®A
1- B, 5-—FK-XK)-F-2-%-1-%
¥ 3,5- —fKEFR (7.5, 43mmol)# THF(75ml) X & & H £ 0
C, @ HRERI4EE (IM AL THF F, 48ml, 48mmol). 3R Bt
BETBFRFI6IH. MALZBRUNALRLE. ALRLERE
RAKERAFRANER TR FEKE), TB&, FRE. B2 LYD
FRESWABRTTIAE.

FEB
BT BRAHNGHBRLYERTLE Y, FARERPEBREANE
EAKY 1554, BARBEEZER TR 24 I, FAKXKPTLR
L&, RUBCEBERAKER, FAHHANERTR(GERE), &
B, k%, Bidtik &% (TR)ELFTIHEH 19 GRHLSY
(6.91g).

1H NMR (400 MHz, CDCs) 5 7.24 (s, 3H), 6.53 (d, 1H), 6.40 (m, 1H), 4.10 (m, 2H).

# &4 20
G-fEFE-XEX)-LBRTAE

FEA
G-PEmE-FER) - LERRTAK
f13- ALK P& (5.00g, 40.9mmol) & DMF (40ml) E & F, MmA
IM AR T B 47654 T 5% (40. 9m1, 40.9mmol) & &. ¥HHRRLEH 2 24
F A EK BT AR 6.61m], 40.9%mmol). WA HEH 1 W
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F /A 200ml KB R B, WHTHERACRLE, FBRGAERE
R, BRABRETE SRFfATRSE. Sl é&#EEdik E(9:1
TR LB LE) %A, BT RAGKALSY, HFRERY

(3. 53g). "H NMR (400 MHz, CDCl,) 5 9.94 (s, 1H), 7.48 (m,
2H), 7.32 (s, 1H), 7.21 (m, 1H), 4.56 (s, 2H), 1.45 (s, OH).

F&B

B-(BAFEEA-FH)-FRE) - LRETAE

AHER 20T RANEG G- FREA-XAL) - LERTAE
(2. 05g, 8.68mmol) &9 F &% (30m1) & & ¥, A NHOH - HCL (0. 66g,
9. 54mmol) Fowk®Z (3. 5ml, 43.4mmol), H W HEEHEHE 2IH. £F
BREPHEIALBRLEN INEBRABRLELD. S EHFALRLER
HHAKEER. RARSETRAIGANE, IERFAETRE, FHY
% B 944 (1. 99g). "H NMR (400 MHz, CDCly) 5

8.07 (s, 1H), 7.23-7.28 (m, 2H), 7.12 (m, 1H), 6.93 (d, 1H), 4.51 (s, 2H), 1.46 (s,
9H).

F®EC

B-REAFE-RXEL) - LERETAK

FHEH 20 FHEBHEN G- (BEARKE-FRA) - XL -
L&A T AR (2.25g, 5.96mmol)#5 LB (10ml) X% ¥, MAAET
100ml ZEE+ @A (N 1g, AKBRATERE). RMATE (90n])
AR SRS, A SRS (10m]) R RA B A 45psi AR THES 4
DB, B s BT L BN, HFRRERESE N FRBR
Y. Aidthik &KL (96.5/3.5/0.1 £.9/1/0.1 — & P/ 7 &
/B EAER) Bk, FERELSY, AXEBRY.
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'H NMR (400 MHz, CDCly) & 7.23 (m, 1H), 6.92 (m, 2H), 6.72 (d, 1H),
4.50 (s, 2H), 3.82 (s, 2H), 1.96 (m, 2H), 1.46 (s, 9H); MS 238 (M+1).

Ha# 21
A-gw-2- R - KPR
2T, ¥ 2- #2%%(1.00g, 6.3mmol)few =KX (0)&
(0.218g, 0.189mmol) 3 Z =B — ¥ & (30ml) X & 3 10 4. mA
4- FEEEAEME (1. 14g, 7.61mmol) Fogk B £.44 (1. 58g, 18.9mmol)
& 15ml KE&R, FHERXEEmEFTE 16 1. ARF_{ATFRAESL
RS, SE, AA_RTRARKER. REKRETRAINA
WE, SRFATKSE. BrELhAIhEEF ALK E (0% E 30

% UIRELBLET) %A, FHEHILESD (0.979).
'H NMR (400 MHz, CDCl3) &

10.11 (s, 1H), 8.83 (s, 2H), 8.82 (s, 1H), 7.98 (s, 2H), 7.23 (s, 2H).

&) 22 - 27

BEBEMTHER 2068957 %, HESHREDHNEGHEH 22-
27.

# &4 22
4-wkw -2- X - X9

"H NMR (400 MHz, CDCly) & 10.09 (s, 1H), 8.72 (s, 1H),8.16 (s, 2H), 7.95 (s, 2H),
7.79 (s, 2H), 7.29 (m, 1H); MS 184 (M+1).

#H&H 23
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4-mR -3-A-XPR

"H NMR (400 MHz, CDCly) 5 10.04 (s, 1H), 8.88 (s, 1H),8.64 (s, 1H), 7.97 (s, 2H),
7.91 (m, 1H), 7.75 (m, 2H), 7.39 (m, 1H); MS 184 (M+1).

R &4 24
4- R -4-K-XF%

“H NMR (400 MHz, CDCly) & 10.03 (s, 1H), 8.70 (s, 2H),7.99 (s, 2H), 7.79 (s, 2H),
7.52 (s, 2H); MS 184 (M+1).

&4 25
A-Kwk-9- K - FFR

MS 189 (M+).

# &4l 26
4-Fw -5- X -X¥®

'H NMR (400 MHz, CDCl) § 10.03 (s, 1H), 9.26 (s, 1H), 9.00 (s, 2H), 8.03 (m
2H), 7.76 (m, 2H).

# &5 27
4-whE-2-F -X¥9@t

'H NMR (400 MHz, CDCly) 8 10.03 (s, 1H), 9.10 (s, 1H), 8.69 (s, 1H), 8.59 (s. 1H),
8.21 (d, 2H), 8.03 (d, 2H).
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# &4 28
1-2-#-CZHA)-3,5- =K - %

#1 S 84 (2. 458, 61. 3mmol) #5K (20ml) HE& T, mA 3,5- =
X8 (52, 30.7mmol). ¥HAEBRREHDA 1IN HFAHELTE. M
A1,2- =8 THk(11.52g, 61.3mmol) H A& R B m¥k 1A 24 ) B,
RLBLEHRBIASER, FAERAN, 1x), K (1x) Fo2xk(Q
)RR EHEAMER. FANER TR GERE), SBFRE.
Wi & (THELS LBRUEATR P) 4L, FHEALESY

(3.79g). TH NMR (400 MHz, CDCl) & 6.98 (m, 1H), 6.82 (m, 2H), 4.25
(t, 2H), 3.61 (t, 2H).

# &4 29
1-2-#-ZHE)-3- KX
BREMTHEH 2869 5%, WELSHREDHEHEH 296
e,

#E&H 30
4-[OQ-ZsEHR)-TE]-FA#

W% A: Grignard B B Feff &
4- (Q-ZHER)-TH)-FX
EO0CT, HARALALELQOMAEZER Y, 25nl, 50mmol) 12 An
A B A A T THF (50ml) 65 5 F £ K X F 8 (5. Oml, 42. 4mmol) F. ¥t
BESBETRHABEHIIN. A INIBRFABLRLEERILKE
&, BERGBERANER, AARSETE, TEFRE FHEL
W 75 R T (35ml) Fo Ac,0 (10ml) . 336 B B33 24 B 5F A K
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B, OBRBFYERALBLEG*)HFMA IHARKR,. AARKEEARLA
Wk, ARBETFR, SBFRE. B 2PHBETHhREE Q0% T
BRLEE/TH) %4, FE4- (1-28A1)-THh)-FX

(2. 082g) . TH NMR (400 MHz, CDCl) § 7.12-7.28 (m,
4H), 5.69 (t, 1H), 2.33 (s, 3H), 2.04 (s,3H), 1.8 (m, 1H), 1.74 (m, 1H), 127 (m.
6H), 0.86 (m, 3H); MS 252 (M+18).

FHB: FTRHEL
BEEM0FTEAG4- [1-TBER) - T A] - 75 (2.082g,
8. 89mmol). N- £/X 37 Bt L & (1. 58g, 8.89mmol) FefEiLE 8 2,2
- BERFTRABAED 4% (30n]) PHIRSY, mBEFE 2 DB,
¥ E AR ERAAKRERLE, REARE TR SEHF
Xa., BREAHAIhEEEGS TRUK/LR)EL, FIHEH
30 e 4= H L4 (2. 67g).

1H NMR (400 MHz, CDCl) 6 7.34-7.40 (m, 4H), 5.70 (t, 1H), 4.47 (s,
2H), 2.06 (s, 3H), 1.86 (m, 1H), 1.73 (m, 1H), 1.27 (m, 6H), 0.85 (m, 3H).

#&#l 31
1-FPRA-1H-%#%-2-F8&
HAR A S-S T A B B Conins & L Fl ¥4 J. Org. Chem., 52, 1,
104-9, 1987 PRE 6 5 x4 &.

#&# 32
5- kX -=%wh-2- P&
AR T A BB D' Auria R £ B F £ Heterocycles, 24, 6,
1575-1578, 1986 J 45k & 7 & #l 4.
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&4 33
A-REABRE-XFR
soAn AL A% Tl & B Clark A X F) ¥4 EP 332331 v &£ &7
EH 4.

#HE&H 34
3-A-4-AHAE-XTE
st A7 AL 4% T vL #: B Beke £ Acta Chim. Acad. Sci. Hung., 14,
325-8, 1958 W & &9 F ik 4l 4.

#&H 35
A-FEA -N- PR - X8 E
WAF AL A3 T vl #: B Koetschet f£ Helv. Chim. Acta., 12,
682, 1929 T #E 6§75 xH&.

# &4 36
4-R-E9-2-F&
sbdw AL S T vl 3 B Raggon A L F] ¥4 Org. Prep. Proced.
Int. ; EN, 27, 2, 233-6, 1995 ¥ #& 6575 E4 4.

#&# 37
-k - Tk
WoAn AL A% T vl B B Meglio & X Bl ¥ /& Farmaco Ed. Sci. ; IT;
35, 3, 191-202, 1980 ¥ #ik &5 5 sk H 4.

&1 38
4-%g - 1- R -X9&
AR LS Ty E: B Sircar X E F4 J. Med. Chem. 30, 6,
1023-9, 1987 FREH F HH&.
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# &4 39
4- Q-fR-mER-1-K) -9
o AF AL S T vl 3: B Kukalenko f£ Chem. Heterocycl. Compd.
(Engl. Transl.), 8, 43, 1972 TH#&E &5 &4 &.

HE&H 40
2-(3-f - ¥ XBKRX) - LK
AR LAY T BB Elz A Fl ¥4 Fed. Rep. Ger. Sci.
Pharm., 56, 4, 229-234, 1988 ¥Rk 6575 k4 &

H & 41
A-2- k- RAPERRTEAE
SoAR LS T vi BB J. Chen. Soc. Perkin Trans. I, 1985,
2201-2208 #3£ 85 % H &

#&H 42
4-vped - 1- K -XP&
FEA

4-week-1- % - FH

#1 4- AF M (1.5¢, 12. 35mmol) Fout=k (0. 843g, 12. 38mmol) &
DMF (10ml) T ¥4 E R T, mAINA (LdH T 60%, 0.644g,
16. 09mmol). B R Fwik £ 145C, BF 201N, FRHEREAHZE
Fim, FAAFRLBRLEHRE. RLRLE G )REAME, FAK
A= )REAFOAWE. ANERRARE TR, SEFXE. #1T
hhE#E 4]l ORI LBRLE), B8 4-w-1- K- FH (. 6g),
A e Bk,
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'H NMR (400 MHz,

CDCly) 8 7.97 (d, 1H), 7.82 (d, 2H), 7.73 (m, 3H), 6.87 (d, 1H); MS 170 (M+1).

F®B

4-vhek - 1- K -FFER

aE&H 42 FHAG 4-wtd - 1- % - FH (L 6g, 9.47mmol)
75% PR KR (36nl) FHERT, mARALS L (1.6g). FHib
B RmAEAE 1250, #4FEFE. AU TRLBALEAELR
BEEA BARESABRER. ARMG Gx)REKER. Ak
AWERF P SHAZREAKRERE pH A 8. HANETHRGE
B4E), ik, FkE. B3 TEE#E (2 1 TR LALE) &K, &

3k H A% (1. 44g), H & & B4k, HNMR (400 MHz, CDCly) 5 9.99 (s,
1H), 8.01 (d, 1H), 7.96 (d, 2H), 7.87 (d, 2H), 7.76 (d, 1H), 6.51 (m, 1H); MS 173
(M+1).

F&H 43
- - 1-K-XPE
4-vkek - 1-K-XFH
oAb Adh 3 B &0 42 R 7 kR &
'H NMR (400 MHz, CDCl3) 5 10.04 (s,

1H), 8.10 (s, 1H), 8.02 (d, 2H), 7.58 (d, 2H), 7.38 (s, 1H), 7.28 (s, 1H), MS 173
(M+1).

# & Bl 44
3-3-FATPEA-RK)-ARTEHERS

B %A
3- 3-8 -F(X)-HHBTE
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¥3-2FXAAHERG.03g). FE(Tml)fRk iR (Inl) Kk
MBEERIIHE, BEEAERTHEHF 20 M. MARPERINALKE
BAFA—RPR Q) RER., HRAMER TR (LR, ¥
Bk, BE T % AN (4. 75g).

"H NMR (400 MHz, CDCl3) & 7.63-7.20 (m, 5H), 6.40 (d, 1H), 3.78 (s, 3H).

F%B
3-CB-fE-FR)-AHRTE
BERHALW 3T BRABEGFERFRAG - 3- 2 - ER)
- BB VE (4.75¢, 19.72mmol), R E WY 5o, A FEE
#(9:1 THR:LKLE) 4%k, F3 5 %BaykMALsW(3.05g).

'H NMR (400 MHz, CDCl3) § 7.75
(d, 1H), 7.70 (m, 1H), 7.64-7.60 (m, 2H), 7.49 (m, 1H), 6.46 (d, 1H), 3.80 (s, 3H).

F®C
3-GC-FAFE-¥R)-mmFRind
[T HBH3I- B-REA-XRX)- AHKTE (1. 37g,
7. 32mmol) . 10% 48 (1. 0g) # HC1 (4N £ —"&4% ¥+, 3uml) &£ F & (50ml)
P e RASY, /£ Parr kBB LA 50psi A4 65 8. A Eikp
FBACH, S LER KRG TS (1.97g).

"H NMR (400 MHz, CD;0D) & 7.35-7.24 (m, 4H), 4.06
(s, 2H), 3.60 (s, 3H), 2.92 (t, 2H), 2.64 (t, 2H).

# &4 45
ek - 90— BEBRE
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rE ek (2. 5g, 85mmol) &9 THF (40ml) X & ¥, 4 - 78C T ik
TA4EQ.5MAETK T, 11. 7Tnl, 29. 4mmol). ¥3tE R B 0. 5 I 0,
FR—FAR(RER)BARE T Y 10 54, BEABSHFHHEES T =
THEH 1.5, ZERTAZR L THF (4 30nl), B MmELET
THF (50m1) ¥ &9 N- S35 36 8t £ B (4. 3g, 32. 3mmol). ¥ B A B HH 45
24K (80ml). A=K FRGx )k KER, FAEKES
HAMER. FANERTR(AEE), IRATERTAEEREE
F. BhFELcHBEIFTEEEA:1 TR LHELE) %L, FIFEL
A%, HIEEHKY (1. 6g). 'HNMR (400 MHz, CDCh) & 8.11 (d, 1H), 7.87 (d, 1H).

# &4 46
3-[-CRAMAEA - TR - ¥A]- AR TE
ARSI ER L#H) 3T RBHEG Tk, HESFBEIAFE
EH44693- G- RATE-¥R)- AR PE MK %4 % HNIR 400

MHz, CDCls) & 7.84 (d, 2H), 7.58-7.47 (m, 3H), 7.17 (m, 1H), 7.06 (m, 1H), 6.99
(m, 2H), 4.62 (m, 1H), 4.10 (d, 2H), 3.84 (s, 3H), 2.84 (t, 2H), 2.53 (t, 2H).

# &4 47
1-@B-2-AHK)-3,5-—8f-%

V% A: Grignard B §

1-Q@,5-—f-¥kX)-"-2-HB-1-%
% 3,5-— R K P& (7. 58, 43mmol) & THF (75ml) & A # £ 0T,
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FAE AR (IMA THF &, 48ml, 48mmol). RHEA B A B E
ERFRBEAE. MALBRUNFLRLE. RLRLULEERKER
FHAWNER TR FRE), TEFRE. FRAERLPRBH4ELE

BERATTYRE.

F%B: #4ib
1- (3-#-AHE)-3,5-=—R-%
¥ EADNEHBRLBERTLEY, FARERTEEAANE
HERARYG 1554, BRUEREERTHRHE 24 M HRAXRFRLEL
B, ALBUEBERLKRERFHEANERFRGERE), TEHF
F., Bidteik &% (D) 4L, MM 4 (6.91g). THNMR

(400 MHz, CDCl3) 5 7.24 (s, 3H), 6.53 (d, 1H), 6.40 (m, 1H), 4.10 (m, 2H).

HE&p 47
WR -2-HBFERE
AR AL A B B Hanessian B 3 F] ¥ & Heterocycles, 28,
1115-1120, 1989 ¥ # A& 6575 &4 &.
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