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(28, 1I’R)-2-Z f A -3-(4-(1'-[2- Q- R EX-¥XR)-Z A & X
FHER]I-ZAK)-XK) A

(28, I'R)-2-Z A -3-4-[I'-G-Z A TFE-FRAEXTRE) -
LERE]-EL)-AR;

(28, 1'R)-2-Z A -3-(4-[1"--R-5-Z A FE-FEAHLT
BE)-ZEA]-XX)-HEK;

(25, I'R)-3-(4- (1" -[(KF-3-KAFR)-BRXFPBX]-THX) -
E)-2-ZHAAM;

(25, VR)-3-(4-(1"'-[2-G-H-FZX)-ZEAREFHA]-T &
R} -ER)-2-TRE-AR; |

(28, 1I’R)-2-Z R A -3-4-{1'-[2--A-XR)-ZEA R X T8
E]-TERE)-EXR)-AK;

(28, 1’R)-2-Z A X -3-(4- {1V -[2-2-R-FR)-Z AR AL TH
XI-CEX)-EZR)-AR,;

(28, 1"R)-3-(4-{1'-[2- 2, 4——K-FR)-ZEAREFBL]-Z
FR)-EXE)-2-THEE-AMR;

(28, 1’R)-3-(4-{1'-[2-Q, 6——KR-EXER)-ZEA A X FHMA]-T
FR)-XR)-2-ZHE-AR;

(28, 'R -3-(4-{1'-[2-Q-R-XX)-ZEAREXF®ME]I-C &
EI-XR)-2-z8£-/8; (25, 1I'R)-3-4-{1'-[2-(4-&TA-X
K)-CEABRETPHRRE]I-ZERE)-XX)-2-THRE-AR;

(2S,I'R)-2-Z R A-3-(4-[1'-U-R-FEEEATFHRE)-T &
AI-ERA)-#8; (2S,1'R-2-ZHE-3-U-[1'-G-=ZRFE-FX
BETHRE)-CARR]-XX)-AR;

(25, VR -3-{4-[1"-(4-RTE-FERAATHA)-ZAE]-X
A)-2-TEE-AR; S, UVR)-3-U4-[1'--BRTEA-EXXRATFH

B -ZEE]-ER)-2-TRE-FE; (S, 1/R)-3- (4-[1/ - (4B K-

BRTEA-FOEARXATHRE)-TAA]-ER) - 2-LHREA-AK;
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(28)-2-F AE-I-(4-{1-FR-1-[2-(-XAE-XX)-TE K
AFBAI-CRL)-XR)-H8;

(28)-3-(4-(1-[2-2-ZRE-KK)-Z X RE FToLE]-1-F £-
LER)-ER)-2-FEREA-AMK;

-FHA-3-(4-(1-FE-1-[2-C-Z A FE-XX)-ZERAT
BEI-TEE)-XX)-H;

(28)-2-FRAE-3-(4-[1-FPR-1-C-Z R FE-FEAAL T8
R)-ZEEI-XR)-78; 29-3-4-1-[2-Q-F-XX)-zX 8%
FRA]-1-PEA-ZRE)-¥XL)-2-FHREA-AK;

(28)-3-(4-{(1-[(RE-I-EAFX)-RAELTHE]-1-FE-TH
A} -ER)-2-FHREA-A8;

(28)-3-(4-{1-[2- 2, 5-— FHRE-XX)-LEREL TBX]-1-
PE-ZAX)-XR)2-FRE-58;

(28)-3-(4-{1-[2-(2-R-FX)-ZRA KA TBAI-1-FTX-L &
X -¥X)-2-FHRE-AR;

(28)-2-THE-3-(U-{1-FE-1-2-G-ZAFA-XX)-T X
BEFTBRE]-THAR)-FER)-AR;

(28)-2-LRE-3-(4-[1-G-R-5-ZRAFE-FEARETHBE) -
I-FRA-ZEA]-XX)-A;

(28) -3-(4-(1-[2-2-K-XR)-ZRA AL THMA]-1-FR-ZH
R)-FR)-2-ZHE-F8;

(28)-3-(4-(1-[ (R E--EFX)-REAFHE]-1-FEX-Z 4
A} -FR)-2-ZEE-H8;

(28)-3-(4-(1-[2-B-F-XR) - X R X FHE]-1-FL-T &
X} -FEK)-2-TL R E-A;

(28)-3-(4-{1-[2-Q2,5-=—FHRE-FR)-ZEARE FToi]-1-
FE-ZARE)-ER)-2-ZHRE-%8;

(28)-2-T | AE-3-(4-{1-[2-Q-R-XX) - A RA FPEEA]-1-
FE-ZEE)-XR)-A8;

(28)-3-(3-[1-4-RTE-FTLERARXTFHRA)-1-FL-T &
A]-FK)-2-FRE-ARL;
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(28)-3-(3-[1-G-A-5-ZAFTE-FRALTHRE)-1-FL-T
FE)-FE)-2-FRE-OK;

(28)-3-0-{1-[(RE-I-XFPR)-REFHEI-1-FL-Z &
E)-XE)-2-FHREA-AH;

(28)-3-(3-{1-[2--AEXX)-ZEX A XA THRE]-1-FX-T &
R)-EX)-2-FHRE-HH;

(28)-2-FRE-3-(4-[(1-XRX-ZEAREAFTRA)-FHRA]-X
A)-A8;

(29)-3--(1-[2-Q, 4 =—REX)-TEREX B E]-1-F A~
CERAE)-FL)-2-FHRLA-AR;

(28)-3-(3-{1-[2-(2, 6——REXX)-Z A REX FTHB L] -1-FX-
ZLEA)-XR)2-FHRE-AE;

(28)-3-(4-{1-[2- 2, 4-—REX)-C A R E TR RA]-1-F £-
ZEREA)-XR)-2-FREA-AH;

(28)-3-(4-(1-[2-Q2, 4——REX)-Z AR XA T E]-1-FX-
LEE)-ER)-2-ZRE-AH;

(28)-3-(4-(1-[2- (2, 6——RFEX)- LA REL FHA]-1-F X~
ZEA)-FR)-2-2REA-AR;

(28)-2- LB E-3I-(4-(1-[2-4-ZAEXX)-ZEARRA FEL]-
1-FPE-ZHRE)-EX)-AR;

(28)-2-T A E-3-(4-(1-[2-Q-ZHEEXX)-TAKRATH
E]-1-FE-ZHE)-FL)-AK;

-ZRE-3-U4-[1-C-ZRAFE-FEREATHRE)-ZEXE]-X

A)-msg;

- RA--(A-[1-G-R-I-ZRFE-FREATRE)-TH
EK]-EA)-H8;

2-TEE--(A-[1-C-XE-FEARATBA) -TREA]-XE) -
R
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X]-EX)-AM;

12
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2-TEE-3-U-(0-2-U-ZR-BER) -2 X RETFHEA]-2-X
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(28, 1’R)-2-Z A -3-(4-[1'-Q-Ew-2-X-Z X £ X T8
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27. BRAIZK 1S Y, LAridkisdith:
QS,’R)-3-4-[1"-U-RTE-HRTLERETHRE)-TARL]-
15 FER}-2-ZHEE-H88;
(28, 1’R)-2-Z X -3-(4-(1"-[(Ep-2- XA FR)- AL F Bt
EI-ZRA)-XR)-A8;
(2S,I’R)-2-Z A -3-(4-[1"-Q-%9-2-R-Z A RA F&
R)-THRE]I-ZRX)-AR; &
20 HTHEME,
28. MANEBR 1 6Ho%, KA sdmdy:

\/@anfl@/\‘} >

25 ARXTHRMHE.
29. BRAIZR 1-28 E—RAWsdh, €2 F%REL.
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—HeGheWmERTERL.
3. AV SRS R MBI YE TR TR, QHEHAESA
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32. R BRI BBMARY T E, LHELHFRBELHWAEN L F
BHEHES —FRFAAER 1-29 F—FANLOHAETHEALS S
%,

5 33. MR BMARY F ik, QIELARBILSIBHN &
AREHES—FRAAER 1-29 F— G WX X TERAEN S
x.

34. K HILHME X SN F Kk, AL mERILHHER
BAAMEGEY —FHRAZL1I-29IFE— RSB I L THALY

10 ¥k,

35. BAIRK 129 E— AR ML HAATHALA FHESLH
BARABRGHMEER.

36. MHAERHRBHHNRAER 1-29 FE—F gL A A TEHERAE.

37. MABR1I-DIF—FABE NS HRAATHAL LS SN T4

15 FAFRGHILFHHBAAGEBTHAER.

38. MAERK 1-29F—RATRAS WAL TH AL LAEER T
AL X o5 BBTHER.
39. REWAE—LRBFTAOFHHEY.
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1% AL By B 4 3 7H 2 8 SE % Ak (PPARs) R B & S A Rk R
R, EMRARAFEREARAGRAEARERZIET. L LAT %4 PPARs
R, Hlde, X PN 6,3 PPARa, NUCL, PPARy F= PPARD .

&2 45 PPARa. PPARy e PPARD S 5 A K. ShaF &Rk,
Jepks . X GO R THEARRERMABAE X, X GA4ERA S
Kegas, QELSHAHOE, AEHEG. HH=_NH &5 LDL ¥
Hhfk HEL S E.

BWAT X 44 PPAR MM AFRF RS Kz — M X
(TZDs) A A S B K S A MW ZA) (ISBs). TIDs Z—#& PPARy £
Fl, SMECMIEHENBZMRD THEDOGHER., HEREEHA
MR R PR EORETR R BE GEGTERE, {2
TZDs #o ISEs 5— & RARHBAREA X, BNEZXHB RS HF. B
REZHOEFRTREFLFNBHHERN., BB/ IMXE
KRERNEFT, BARTFLLMNI A Ao BITH M 49X £ PPAR v M
ER-8 F X I8 T ERAE P SR

| XANE
AERNERTRIBEMX T AREGIEH:

A
R1
6 /
E/©\ RS}QfN\
(o) R2
(a) Rliié]ﬁ.‘ Cn—Caiii‘ CJ—C6%R£\ %ﬁa—Co-Eﬁ,Zm %‘t‘:%
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E-Co—bt . BE C-CHA, C-CHREEFA-C-RE, FLEZ
C—-Ci stk . —CHC(0)C—Ci X . CommA-C) Z C-Ci T X, Fo—
CH:—C (0) -R15-R16; H HAE C-Cett . C:-CHRBEE. FE-Co—B
A, AFR-CHEA. EXACCHEE. CG-CHREEAFRE-C-RE,
FEFEC-Clt. -CHC(O)C-Citt A K. Coi— bt X -C(0) Z C-Ce ST X
#2—CH.—C (0) —R15-R16 B- A Ik T b & RN AM 1 -3 B sk
A RUIRARETRA; mEKXFE RIS 0% NH, R16 4 C-Clt i
RFE, FOCREXFELAZRRRGIM 1I-IAE AR ING
B R16% &5 BA K ATEIRAX;

(b) RI’AZe R2’E A3t f C-Cslt X, C-Ce k. C—Cs it
fA, FEC—RAE. FARC-CEREE. gF. FE£. -C0O)C-CK
X, CO-FX. K C-CRAX, FX C-CREP_FEX C-C
s (biarylCi—Csalkyl); R FAE-CO)-FRZRABRRHRM 1-3
AEAREEAERE. C-CRE. X C-CRrRE. C-C REEF-
C(0) Ci—Cs BE R B BRAR R AT ERAN; FF BLATE C-Cs k. F X C-Csbn XK.
ZFRC-CGRE. PFELZARIAARRKGRM 1-3IAS AR IS
AEE. C-Ce . FR, gARC-CGEEX. =K C-CGEREE. C-C
R Ao F K C-Cs AR X FTIRAA; I BATE 5 X2 RN K
#I-IAEHRIHAEDE. C-Clg . FEX,. gRC-CHE. =5
R C-Clt i, C-Colt A A F R C—Co b K AR ATIRA;

(c) R2ih C-Colek. C-C A, FE-Co A, RFE-
Cordt . R C-CERRBAFR, ZC-CEHBEAFR C1-C4 A, &
EC-CEE. CCHREAFEC L. FEEC-CEE. Cmi
A-CWO) & C-C e &x. -CH(C(0O)OCH:) ¥ & . #-CH.—C(0)-R15-
R16>’; H BAFiE C-CodeR. C—CeRmE. FE-Co—txk. £ C-C
FREFE., R C-CHREAFE CI-C4 A, ZFE-CRE. &
ACCHREAE, OGCHRREAFECoIKE, FEAEC-GEA. C R
A-C(0)Z& C—Ce X Fo-CH.-C (0) -R157-R167° & A 3 3 36 2 A B4R &4
B 1-3 4% ATk A R AGBU KR ATERAK;

(d) R15”°% 0 & NH;

() RIZEC—CHREXFE, XEC-CGREFSFELSHIZAK
R 1-3AME A2k A RICH IR EFTERA;
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(f) Rl Ao R2 TRA—RHBRER, HEKRARBRRGAK -3 A
S aBaik f RUHBRREFRN, HFRAARBRER S FEME;

(g) Eit @ C(R3) R4 A. (CH.).COOR13. F X -Co—tih. K-
C—C-. ARFE. FE C-CREE. C-C.RAX C-C.RE.
RAFEARRX C-CEA; B+ (CH:).CO0RIZ. FE-Cotui.
AAR-C-C—3t k. BRFE. CCREAFE. (-CREXE C-C &
X CAEFEFRECCHRESE GBI RBRHHAM 1-34E0
W3k f B IR TR

(h) R7’FR7”E& AL A C-Coht C-CogRIL;

(i) nfendhiiith 0. 1. 24 3;

(j) A& h (CH:).COOR14, C—C:ix X k. FBEAR (caoboxamide) .
H G5B, A RSB A T, HiXLHAR8%, XA RN ey i
AT A R 1-3NEA BTk AVHRAREFTRK;

(k) A’z A C—Clt k. C-CopgRtek. #FEPFE, APAR
RFIXFFREABIARBANIR 1-3A SRR HE.
C-CsmE. C-CgRIEE., C-CREEA-C(0)C—Cs 3 X & RAK AT
B
(1) R3: g H, C—Csie k. C—CsHHE. o CCEALR;

(m) R4iH H. g¥. C-CsmE. C-Co i, C—Co KA.
FECRE,. G RAXFE, BRAPHC-CREE, C-CRRAX.
C-Cothtik. FAC-RE. FCo- RMERFEL A X3 R KB .
R 14N a2k h ROHIRAREITRA; #H R3 # R4 0B K
C:o-Ce SR BT X ;

(Il) RS i" R6 &éiﬁix&ﬁi. Cl-Caﬁgx %gt-Co—a ﬁ.)ﬁx %%
A-CoA, C-CHRREFE-CRE. CG-CGIHRRE-C—RE. Fo
—CH:-C(0) -R17-R18, BRAFTH C-GRA. FECotb k. X X-Co
BEA. C-CHFREFEAC-BE. C-C A -C—X. Ff-CH:-
C(0)-R17-R18 Z- A T Z R KRB 1-4 NS AT H RSH
B AT BAR,;

(o) B’. R4’, RS°F R13VE- A3 ik A CL-C5 A, CI-C5 RA
A, C1-C5 gREA. C1-C5 HALLAL. A, L, CHO. £X.
C-C.etstm. X&. FHE. SO.RT. SR7”. FE C-C:REL. C1-
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(p) RICHE A HE. C-CRE. FX, @M;ﬁa ZHK C-C
A, C-CREEFPLFEC-CRE;

(@) R17#R18 B AMaik h C-ClE. FE-C- i, £FX

5 —CosdtX. C-CIRBEFRE-Co— R EF C-CIRRE-Co— X

(DRIBARIAEABIH AR CL-CIRE. FE T AFR,
F P AL C1-CA X B AT IR ABRRKGIM 1-3 A4S LIk h
RIVHBERAER IR, FEAERFEAFEAARFRELE AL I AR
RGBT 1 -3 A8 ik i RICGERAEATRK;

10 (s) R13’1‘£-,E] Cl“CS)‘i&x Cz-Cs%ﬁis Ci—Cs ﬁ’f“(.ﬁui\ Ci—Cs %%,
FE.FEE O, FA, -COC-ChE. CO-FE. HRK C—C;
AR, FEC-CGHE. pC-CrX—FX, HHAAE-CO)-FX.
FE. FECCRER C-CREA-FES A 3302 RRAH MK
1-3A%A8%3EA RIHRALERNA;

15 (t) RIH @K, Cl-C8EE. CCHARR. (-CREXF
F X C-Cli; &

(w) ETHAL.

AEPHTRAEFREITRTREMHANRANLSHBELTH M.
20 R

(a) RIEAA. CColt k., C-CIRER. FE-Co—B K. ¥
25 R-Co—i,. BE CCHBE. OCCHREEFRA C-BE. FTAL
C-Cs XA . ~CHC(O)C—Ci EE . CoRE-CO) & C-C A, Fo-

18



03814173. 6 o 4 ZE5/135m

10

15

20

25

30

CH:—C (0) -R15-R16; H-b A7k C.-Codi K. C—Co3Rtt K. FECo %
A, E2FE-Co-E. AEX CG-CRA. CG-CHRRAZFZ-Co—E.
FEEC-GHREA. CHCO)C-C.RAEX. B EX-CO) 2 C-CRE
Fo-CH.-C (0) -R15-R16 B Afritdk 1 -3 AS Mk h RUHRKL
B RA; P RIS 0K NH, ELR16 h4Eikak 1-3A8 Aok
R16° &9 A A BAR 69 F X

(b) R2i#6f C—CelRE. C-CoERRE . FA-Cotth. 2FE-
Co—dt ., BECCRE., C:-CHEEFEC-RE., FRIC-C
A, CottE-C0) % C—C X F-CH:.-C(0)-R15-R16; H ¥ Ak
C—Cit . C-C3RiE . FE-Co-R. EXCO-CEE. C-CHR
AFE-C—BE. FELC-CREA., C-—A-CWO) & C-C R AA
~CH:-C (0) -R15-R16 & b 1-3AB A%  RHBRARX TR
R; o RIS H 0% NH, B R16 HiFikdk 1-3 A& A3k f R16”
H BRI AR FE;

(c) Rl Fw R2 T A —#H RIAK R KA 3K,

(@ Eikh CRI) RHOA ABRBRAXARKGL A THER:
(CH.).COOR13. F X -Co-—Sti. MR-C-C-stX. MARFL. C-C
BAEFE, C-CRAEXC-CHRE., REAFEAFRE C-CRE,;

(e) nfeonBAXIifh 0. 1. 2 Fu 3;

(f) A B AL THEERE: (CH).COOR14. C—C i im. Fi:
B, BRAE RBA 6T BB, BUR 3R BUR 6 B S ast Ao UK 3 K
BAR GG waed ;

(g) R3IAH, YoFo R RiaFaby C-Cs i X, Cl—Cﬁ%ﬁag;

(h) R4 2 H, H&, RARXARKGE AR THER: C-Cri.
C-Cs BB R. C-CoaRsr k., FREC-BE. CLRARFEAEL, 3
#F R3Fo R4 £ R, C-Co I X

(i) RS FR6 &AMt f &, RAIAARNKGEAUTHER:
C-Cost 2. FEC A, ZFE-CBE. C-CHKREFE-Coim
. C—Co3Rt A -Cor— st X Fo-CH.—C (0) -R17-R18;

(J) RIT#RIB B A IH A C-Chr . FE-CoitRh, 234
“Cos R . CO-CIHRBEFT R Co—to o O-CoIRE R -CoiB &

(k) R13A=R14 B ATk f A FiRRARY C1-C4 KXtk
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A RIGEAE, C1-C4 5k, FE, FTEFE, LPmRRL,

FRFEXTEIRRKGRK 1-3AS M TEf RICHBRARFF

B4X; JHRI, R2, R3, R4, RS, e R6 = E®X I AT X.
AERNA—%R#AFEFTAEXN I RSB ELTHA L.

OR, R1
{?g\@\ rs. f6 N<
o7 R2
I

EPRIGEHE, AP RIIEAHAA, Cl-C4 A, FR, pFEAFL,
ARt FEFAFEAPTEIRBRROAME 1-3 A3k ph
15 RICHERARANEA; HFHR], R2, R3, R4, R5, #aR6 I L& X I FF
£ 3.
AERHS —FHRFTETRENX S THHESBBRATHA S
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APRIIiEAFR. FRE. CO)FE. AR C-CHRAL. C-CK
AFE C-CREA-FEPCI-CoRE, RPAESTE. -CO)FX.

5 BARC-CHRAE. C-CREFE, C-CRE-FEXF C1-C6 AL
AT RBARYREAR IR I-INSH R TR HRUHRARE
Ay AR, .

FEANGA — R FRIAEMIA L THRSHAXATHALE:

@%O/

AP RI2EAGFE,. FEE. -COFE, R C-CHREE. FE C-C
RE. CCRE=ZFEA C1-C6 KA, APk, COFX.
FERE. GRC-CREL. C-CREFE, C-CE—FEF C1-C6
15 RELSABIRERARRKHIS AR IIB 1-3 A5 ATk A RD
R TR,
AREPHH— LT RFETF X4
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EAEANE—FEY, RIAAERRP 044 R HMHEFIT
8.
5 AE—AEEFEY, REXRLEFTAKWELSH, CSCEE Y —FF
AK RS RITH A BT 8 A Bk
AR —FL%FET, FEAATRAT PPARa £hR M FiE, OIEH
B gEhEE)—FEMX ] AIREAGLESWA/ A THEALEH.
EH—EHRFTEY, AXAFRAY PPARy £ G Tk, €K
10 FMRZAEHES—FEHX ] AREGLSWAF/RATHALES.
EAR—FhFEF, AELBPAAY PPARD &N Fk, L#H
ik b 20 —FEMX I IRAQGLSHF/ARATHALES.
EA—FHRTEF, REXAPFARY PPARaf PPARy £4Re) %
&, QARG AREEV—MHEAKX ] IRAGHESDF/AELTH
15 Rk
AEHZ—FRRFEY, REXWFAAT PPARy #= PPARP L4 M 5
k, QB RZAESES—FHEHX T HIREAGREHBF/ZATH
F 3
AEXRAHSDRABREA TAAPRE (A TREARHAE
20 FRE)XNGHE. ITNBAR. Sk, b, RHE,. #biF,
Bl k. FHERBHELARE X FLEARACREERA LORACRE.
A, HSEWMATFAAXIERENYLSHAAL, FHREALAKLS DR
A EZRFAHERESL R SHABE. I, KEPLEY
TR FRgked T RAKE. e DL K-F, 45705, HHEAAK
25 &, BABMAHMER, LR —L2RFARPATHR.

% Wtk
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AFRAEEAHRERLF TH SN
AXFRY B QRAKF/RIELHBFR, Bb, XHR
ATk A, 4. REEF. KE “C-ComE” ZTRAFRTLETHK
BRIWEA, EAKXAN—ARELZAFTETY, KRN C-CoXEAT
s R, ZEA. AX RTE., AERENCI-CARERFTERTE.
ALHANHAE “RE C1-C4 k" RHA[X BT AARTHT
BEFHREEEARSTRENERE.
AE-CORE ZRBAAMAKERRF AL “-C(0)-”
EERAE X XS TFHREGHY., A, -C(0)C1-C5 mERMB-C(0)
10 HPEREXKSTFREHEA I-SABERTFHRE.
AR “BRit” REBLFES —A NN Rthife C-C L
REERBE,
AXFAE “HIL” Fo “C-C A QIEFRTRABTIHT
. BRRTFHERRR, ENAFSAT LY. REFRE D LaTd,
15 HEFKEERKRPREE CG-CRENK, IXAXKEOEERTRTIRSD
A, FALE. RTAF,
AXFTRAE “FRh” QEBRRFERE BlXE), WEZXF
FHRE W oEEAHFERIRASEFEULERKEAMONFERE
(B4 1,2, 3, - R EEF XN R —H KKK (benzodioxyl)).
20 HREHFETUARER, F—AMMAGFETAREE, KXHAH
“ERERE” RBFRAEALEIARABIERATHRAEREAEAE
LEAMENGEE. Kk EE C0-C3 H C1-C3 k. KiF “F£-C
A RHRFAFIMFEIBABASBLT L. KXAAARE R
EAFX" o “Cl-CSHREFR LAMFRABIRAMELIER T
25 MAABEASERGTMEAGHA. Fob, HAARRAERB KA
i, XAEBRF/RFETURBRAK. AEREERESAH 1-3 4K
BF. Kkt FETAE C-CLOF K, RiF “FREATE” THFXC
wAMH e FERX,
ALHARE “FEBRRAL LA PLER “FR” HRANHESL.
30 KRiF “CO)FEARALR” EHRFEAEL-CO)-EREEH AKX TFA9
i, #H—F, X EHR, KF “-C0)FX” LA M“-C0) FER
KA 698,
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AXFRARE “FEEK ARFREBLIRERALASTEBOFEH.
RiFFRCG-CREXL ABRFEREBAALSEKS THREGHE.
LFRC-CRALRIFE CRARN, MNiEKERNE “FHRE” . &
HAH, SRKEZFECGRARN, RAXRAEL.

5 AXHARE “CL-CS A —FX" AHAARERKIFERTHR
RERAXRSTHE, FRHARKENKS EHHAMEL @G FEATR
Ko E—ARBEKEFEY, —FERTHFEAEARBHER,

AiE “HKREAFE” RAR/IBEASFEMEBR_FRAL, K
AT EREARBMAOY KA EAFRABIREEBEAERLSTF

10 %4, LA, “C3-C6RREFE-CO-C2RE” ZR/EH 3-6 A
BREIFHFRELFEAMS, REFETRLA -2 AR THRESE
EASTRE, SAL O ASETH, WHRSEAIREEAAS T
B,

AiE “HF” £} Cl. F, Br XK 1. ke G XL Cl. 5 —A4E

15 @mETREF, AXLAAKE “C1-C4 gARLE” F “HK C1-C4 3%
A" RREABZHEFZERFEHERATUH—AXEANAGERN. #
4o ({2 <FRF)CFs, C.Fs, C:Fs, C:F-FF. BH#H, KiF “HK C1-C5 &
A" R —AZIATFRARGEERAKERERTHRAL,
HEARAREEZRERRS Tk,

20 ALHAY “FL” OQEEIFTEV—AFTEERTHEY A
BIRFORRTF (R, BRA)BRRKGERFEFRER (Bl
). EHEYV—ABRATHRERTFHRRTFHORMESERFTERRAUR
AHEY—ABRTHERTFHOERATFHEETEURILEAMEY
SHERE., KB RFETURLCS-CL0ZFTX, Rt RIFRATIUE

25 Ew R, Wk, REA. REEAF. HEKBHEFETURLE 4,
o F, FBARGEFEAETAREE, Kok, g, &
=, .

AXAARE “FFE-C-CRE ZREFFRAEIRAAREIHKE
BETHRRAEERKY) TS, ALFFAKE “RFR GREEL” &4

30 HFEARSERSTFHRE,

ALHARE “CoBE-CO X C-CiltX” ZREC-CGRAR
AHEPERG—ABERFHEEL S. 0F N R RFRMK)EiT Coim
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RECOEXASLSEERS TR, AETPOELFTRTFLEEREARTE
A, CEA. AEA. FRAEA, AL, AL, RATPE. &R T
A RAREAFEAANARGLEHA.

AL RE “C1-C5 AKX R “Cl-Co’EE” RIBAAHE

5 HEERFHREESASEARASTFEE,

ALHMAE “-CHC(0)C1-C4 RARXL” RBELAHZHEHRT
HREERAFE-CH-CO)-2 A XAXS TR, RAHR, KF «-
CH:C (0) R15-R16” & 48 R16 &1t “~CH.C(0O)R15” B R 5K K45 Fik
.,

10 ALHARE “FEZFC-CGRE” THRFEXBLATIHRREEN
— AR FHIEH S, Of NGRBRFAERAY C-Con X (EXZ KN

R AEBRRE VAR TFRE. A HEXAFTETRAPLEETF
kS BFEHRBRAG R 1-3 A& AT % PHENYLSUB 69 IRA L
IBRARGERGHEH. F—HERFTEFRATFLETH 0 XA R

15 KREAKRK 1-3AE G234k f PHENYLSUB IR X ATIRA G XL
Y. H—HERAFTETRAT FEAHRRRGIM 1-3 A3 52
Zi% i PHENYLSUB ¢ BRAR K AT B B A& bu R ik 4 % R B 4 Sk
1-3 A& BIE A RUK RVYBRREFTBRARGFRERE. 5 —F
fRFTETFEARAPLEETFAHANALFEDRBAYRE 1-3 M85

20 % B PHENYLSUB ¢y KRR HFH., REXHEFTE—ELRLA
RBFFRERPHELALE, R AATH—FHAT KL BEREDY
HERFERBGEE, KA “PHENYLSUB” v E&. Cl-
Ce8 A, X, AR C-CEE., ZgGAC-CRA, C-CRAL. -
COC-ClxEAfFk C-CRAARKG—EEH.

25 AN “RARE R HI ZRMAAREIEFERTH C-Cn
E, AP 13 ABEARFHRER TR ARREFRAR. LKL
Fiekvhik, FrEek X, XA B9 X, ok, FEE. G
R Bk, sk, FowEA, w X, ok k, WERBHAfE
k. RIFKEH 3-6 LK, KB RIRTLE:
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RiF “RHHREFERL” BHEAXRRAS XA FRTIHE
BETITHREAERAERSTEE, Bk, RCO-CHREEAFECI-C4EE
RBEFEAMEHEZ Cl-CA4 A SRR ARINEKSTF L&y C1-C6 &
B, RiEFETURER,

RiE “ARFRX” RRFARBEFES —AMARTFRANHERTF.
BEAARFZROIEERBRTFEPLSF.

AiF “RPRAFE” ARFEABARARERE R RS> Fiki,
RiF “BAXRE” TREAS L —AIBHERFRRGEH. K
#RAFE ARFABAREEEXASTFHE, RiEF “RARRL”
REFEABATRASEADTFEE, KEF “RAN” ZRALET
REEERSERS Tk,

SHX T RSB TEHE—AREATFHPC, FAEARRAHY
HEMBXGE, SEHX [ 2B EF—AFHPIN, o
AR A2 B AR X AL, L ARE I 63X FF 2t mR il B at ik
BRAeW, It HRBLSY. XEMNRATUAAARAFRELERARS
fob) F kg, Hlie, BRTEEHE S5 X5 & GIExtnkik i,
BRTREHliottfh. R-REFERAE# 5Ttk d
WA BoW; F—Frrer ks RN RANRTREFSRE, #
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BB R A, RAFHIRET O -REHRAMEEE, vt
AFHBEr LA TFHRAGBRIBAFHEMN YK E 3
k. BUEM, SRALELEFEZ R Bt eikitih H—
HF LN, FEH-THTREBREAAEHImE, 3 —F50,
AR peRE T AE A AER RN, R, EANIENG R
AR F X, RIS R xR — A3 Bk R 4L h 2 S A sk 4y
7 RA A,

SEMX 1 GRHEWBA T NG FRERAEN, ETARIE
stk X AL, Extekksl TR AR E LB ARAAR CdotyF ik
S8, PlwE kst ik, FEEX P GETRETe LAFESE.
AEPOLEHEMKN [ AW B FIEMNRERLRSY,

— MK I REITUAURRANTHENRIMEN XG4,
BRRMNAFERYGZFE TR Pl oBLERRKREAGERE) X4
HER T HBAFSEEREGMEAHE. RAPEEHX T
ey S EFHERL RS,

—SEMX 1 HWEHTURAREFHBXAL, ALAGHEHE
UM X I LEHEEFIREFHEXALRSY.

“THAL” B HILDBEALELFHEMX [ LeBei.
RAVGTH AR CIEFRLPNS S LB R A B XA PR L
M EE#FGE, XXM RADEMRE. B LARI, BA
HETELALYG —F2 IR EZRHE T H TR, REINEH4HH—
ARERTHERAGHLFERHEF R LIREABAEFELREY
o BP T,

NTFHERMEES, EHX [ HREBTASTHABREL. &
AWk L aEs B, B4R, ML AL,
Fomt LBl fddtl, ARBEEIARNKGEE. BAGELEY
LH LIl TRRBARNHE: RARABL =98, =K, £
AR EB 2-BRLE, R-Q-2BRZE)-BR=Z-Q-LRTH)-
Be, A RO EBEX - FRAR, N-FR-p-XLEKE, KA
W, N, N-ABLE -, B, N-FEXABE; st Lk,
TAT. ETEEH; ARAMALAR oM R AR,

F BT ARABHEARAR Ot F k4.
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Wb, BERFLZRMNESARXFANEN (Pl LBRLE)H
W, BAANEMNETHAGAAEHS, REGTENGHEALHE
Bt ).

KiF “EHARLS” RWEMX 1 B E RG4Sl ZiX &4t
SHEy k.

K& “THRA” RBEE, HBH. BEHNLELASHLSHH
AeashE. RAAGHHASH TEBRAR Lo FEERAN
B FEMNELIHE.

“TE” RBBAPZTHERESEBEARALATEREY TSR, £
BEREZARABENDBE, HREHTHETURA,

“ERT RBAVARIAE, ARG IABA R - FTEARK
E5MERREPER XGER.

“BhAHEF R A8, R4 FLHH L L HRE
TEEGHESHERLENE. IHEFTURGHRLEE TFHRASHEAL
RARBENELE, HTGHRLE TELEN, AN TELELF RN
AARBBATTIROGARBGZELE, EAHFOLIELAFEY PPARa %
HETMGR BV EARIRENE. Eit PPAR a REFTHE K46 57 ¥ &
EOLIEREK. SHEFR. XE4E., BREATHERR.

“HISHH” RIBALEDIUAK, BILXFHHEaIEA. BT,
EEE. . .®. 5. .8, B, MEFAXA.

AL ARKEEY. KXV ESHFBOHTR TE7H/3
Mok EFRFH. #EGoik HDL B KE. BKaFHd=8KPF
PAR R4k dn 7k LDL Re B BE KR, &b =8 F LDL A4 A 4K HDL K
FHRECHERRD. PRAARRAGEEARSREHLER L.

AE AN S A ST A B T %97 fo/ AT L.

i — b, KB WF B ST R T i/ R RB M S E R
e (NIDDM) , R el B B F AR EX T LH MK E. s, KL
PEIS B A BT AR TR AT GGG M S FE &
BMERK, HlehATFK. A4, CUREFZIEANEENIFRE.
LBEFRALTRAELSTATLBERALALLSHFELHEA.

AERR—FRB|TAFF/ARFGALIFALFLS D H 2
BEN Tk, BT EOENART RN [ LBRARFALXFILSY
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BHAH. AEFHEXN (DAMADIAELERMNER/ZETHR
#. :
EMTRAARG R EFALREALRLDSY X S05. BR
AFAAKG AT HRShERRBAKETRR.

AELALTF R LERK IS BAENER Fi&5 PPARaA SR A
GET LYoy

ERABRENERX I KEDTATHEATELSH, LEE
AR TRFIDAEW: B X om. WAR, SHFREE, BEH
wh ZBEKP, Mk diF LDL KF, R X HFEREREAKE, fib
. AEAERELRERFIRBHBLG LN, URAFRBE &Y
EABMEAESMEREDNRBHENEERESG LR, —&N
AT, ERABXFHOARAL P WA FTREEE G ahd b =8KP
Meik29 20%3 £ %, H4eiAhsk HDL KF. HDL RPEHAEHESY
0% E . shob, AT AL NIDDM 8928 8 R F ¥
R EA G AT, ERABLRZE HoAlc B2 0. TR E £,

HFGA, @48 I LoHR AL GBEDTUAEEHNYH
Kitsh, HAMN FLEHESH 2 1-4 S00mg 4L F #9409, 4K,
BHAMNYR, EMX 1 QRSB I AL LGB ERTELR
EHAMBXBEXRRE.

AXFEAN X FLE0ETBRARRSFIRMLLGLERKLFT
REH R, BBHERLME. FREEFRBUBER. FERLE. &
fEeE. Rk, HeEURECERARA EMHFLE,. A
i 6 ik T QIR T LA KE, AL QLA R/ RAFBET
A REEAESGER: TRAFREMBHEFRANSSE. LAFFR
WMHEE. MEBEERME, [T RRFEMRSERMAEBEA. FEB0E.
SfdE. JEHE. ABREBARAXGEECHARECHECLETRR,
AR FHBRBAF AL,

BRAL#MPEG—BF LT LB AL NESY., RIEE
FHEFRF, AXPRAMTUAFHBERER, A EE—HX S
HRACEHRMABRSER. BASFOHEARSHERMX 1 LoBi
—HAEHACERRRGE—HNALH, ABAST B HH A
BASRERAEMX T b hflHERHR. tlio, 2HX 1 H
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Ko s ERISEM IR E, Kb — ML, HBEE. RS
FRo-F BTN TAAL -G RNF A4 R H IR
M ABFEE, RELEMBFAITFHORFNTLYE. LA
SFGEAE, AKX ] LD E—FHAEFAECESRNTERE
RT3, BPHfAT48%, XEFABTHNELYE, BFHALEE,; BHe
REHBERAOLIERAXEFTE.

REEF AT HBRBHRELG — AT O TR, b
BT GBI RA LS —HREIFTHERANPESLYE: AEKa
F; o X HDL ¥ FH; e Esihab; NigEdh (fibrates), 4
AFE, MIAEKF. LAk, £HX [ G TLE 2T —#
HETERNBRLSLH .

BT A—RVIRRA TATBERBAXLER, AT EHX]
6gady. RETUAR MBS HomBlki, KKK, Bk X,
a-HWEFEEFRN. REREERIEHN. REEUR LEXAFLA
PR BAEALG E NS EA .

AEAHLMBATHALEAENAGHERE, FETAH
HNOLEFTABRENALARAS IR THEALUAR —FXEHTH
ARG HHasHmP. REMNEWREDA, e RTm-FH&,
BN . AAMN. HokA. Ak . BAEMN. BEMN. BEHN. BH
Fi. KaRh. HRN. CHBHFLE TN, ELHHFRET
it Fde B2, RWadsW—BEFY 1-4 INETHEFRRS
(BP AR K WA 84 104-40) .

B FMEA A LMY, MY TRELSFLTHEATHAR
RERIDBLHGL AL LN ENDERELL S, Fldo, £45H
BTUR—BRER—AAEN, RESEBERSAAN. “E45H
¥ RE—HEAEIHTHABREANLESGRZEHERLPERALLY
(BHEERTLETRHEFTER). REFFAHKZSEAENL, 4
HMEFERBRSHETULL 0.1 - £ 1000 ELEXEHHREAT
HRRF.

BAAEPALSYNLEFTERAVEFILEEFMRGEAHK
ARBEEFHREEEY, AEFEOELRBRTLEFEGHL,

HE. R, RARRRRAL, TAAARNEEAE. BHHBRE,
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THERANKBEREFHRDR. ZAGHEY, FFAHLIKLESGBA
FEF.

AELALLSBRAEANEBHNFLEE, AFEBMNEUESRBL.
ZR. RESRGSMNEHXLH, HL8H 2 LERHN#T0,
BB RRELEN.

BRALXRBHBRSPHNETRBOEP o R, HRk., LK.
ERE. BRI BALY; FhOMLH GREZARE), CEMNA. K
T.HMAZH. AXHA. BB SFH (direct intraven—tricular),
A, BBA. RA. ARAEH., RARRSHETR LG L
BAGLE, Pl A alRdFRibcdBAEne s,

sNF o, AP THEREHASWE XML 40
HTHARK -RRESmFEIBERY., IEXBEKESERLAHGLE
HEFRA M A R DL BN, &H. BREM. &K,
B . BT . BRACAH . FLA. RN, RERAM. RENFHEY, %
AANEFZo0PFR, UREAGHHHANNRFOLIERSGERRS
SR&BERN, EAMERFREY, WREE, ANZELHNE
mIBERBESY, KAAMNIBENR S,

HFUAAMNIBREMNBXG o RELSY, TARERRTES IR,
REGTHRARRABREKG BB . EEGBESH ., FRGEEFMN
—ARRES, AP AREAb o R TIE. . BB, 8.
FEHLE. BR4ES. BREG. ARG, KR, HEEE, LiE

HE;, MERMANERRTIRRIFLERER, L. B,

TEREHRE. K. BERL., HHB. 8. XL WRRAHF; 7
RSP {a FRFRER. MEME., KRE. B-JLIE. BRH%
M. KARFE BB, FEMER. AR, 288, RTFRLELL.
RZ_8F, HF; FARANSI IR TREBERE, RERH. &
JEMk. M. LTMMA. RN, AP BeF. SELMER
B Bny, B R XTI, HE T LA H AR BAK o 8 B b

Eaf XM ez, hFREN. BEBETARZ-F X
B ETUARMESAM. BEMN. BEHN. EFEN. SN, HAH
MR e @ HRHWR .

ERM T, BEREEBRERRTREGBABEK. EANT,

31
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EHRRSAELALSERFLERSEAGEARS, FEFHNRER
MBRE K.

TRASHAECHAUAF ORI TEAENTFELGHEN
K. Hide, FMTAREZE, BERIX-—FOR., BMENARMFRE
MRS ETAESH S AN G RS, A BMNOFEEXTR
PR ALEAEFTRAMN. FH A B A% BRI A .

B RGN aIEREN. L. BEMNFRYN. AT EFERS
BERAEFETHEABRKY, ALEBEK. LEANEHN. AALHRSE
XA A BN GG RAH.

ETUARERBRSERAEELAMNEN PERKA-_BRY. TR
A TRE LR BMERERS S RERRIAR TR XN KER
PRAEG DT RHE.

BAKASTETFELEQR, Hib, TORPRBER, LyTH
AFNBEME. 6. XL R®. FEE (carbopol gel).
B8, fo/ R _FAHK. & (lacquer) ERARE LS ANEMNRE
Flmod. Tehdl h A ARH & @R F AR R BFH LK 5] R AF
PR &Y 7E MAd M Fas.

TATORGEHFHHNCETBRMRGBEARSVBREUARG
HEANEN B R LEARHF AN EFHRRE. BARSTRE
TASH ERBS ARSI RS GREA I, oM mizgh. Fo/X
BAEMNE SRR EARERGEEN. ARBREY, FHLE
HEBS BRI AL SR ARG, REACHIZRSRKL_8Y. &
b, ThARREH.

HEaOBRENFE L EZLAIRLHFTAGHNEY. HHEaHo
FRABA- b R R R e b KA A,

stFH BRI E, TUARALPYAUSHEARALEE R B RKMRA
AR BASATHERTERGERXRER, EHMNMNTRAELLH
B, oxFEAIHNEES, AP AGAN. FHEASHTUE#H
MBI KERBHN FTHRER, ZRIAEZRGEX, FLTL4HR
F B EFH . BEMNP/ ISR, ESEIHAAGHHARECER
BREAISHKAUAATEHEMN XD EINRISTHANH KR
M. EFFAHRALT, $IABLARREY, FLECERAF LGRS

32
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MRS EN. AETRRARH TLARREY, FALXLARE
MTiEH., BARTAZERRSA e KGOS RMNT, XM SBRAF K
i EA ARSI A E e Hanks B4 . Ringer BR XL FH KE AR,
LM, 3AH (lrddh, A—HAFAREARLI-H)., A_HPRAER
5 LoBMRAELREOWUBRHBE T, LAEFTHELEEALEGET,
BREMMARSAERNA FHEMEMGEK,
B FAMNEHEMNAEETEIHAA. BEN., L THANA
AL, FARFREMNALE.
s FEHRELYE, AMNFPRAESZENRARSGSEN, &
10 EAFEMZRAMEEF Chody. EHALEB & 7T 2L 2L 4] 4o 3% 4K 8 ) X,
RENGH XA PR,
TR H, BAMTAEM TG RNH A REHH
X.
MNFRALE, KEXPMAHALSHEBIRFTERATRYE XS
5 #H: FTHEAN, RFanECEITEFSR/GLEN, L+2A
ELGRMHNPI R AT, ZfATE. —fwiTE. =&
HEEFCELERA. S TFToELFHN, THLXTR T RAZEL
ME, ARBETENTF. ATFERANRKANGABRK ES B T
RABAHFARAEANSWEZ IR R E A oI R B GR KRS
20 #Hm K.
AEPAHBEBELS W TUAEBLA S O s X4&, Hldeidid
TG RA. EM. Fli., #ée. B, L. a3, eBIRATF
W&
EREALAKHBESHY, BFRARERASEIARS, 4A
25 BAEHE, ROHATHRE. &, KARACEBEHBXYEAEKA.
ERELKBENSGEAN, ETUREEK. AT ERAIHRY. ¥E
. RARBHBMNEMNGREDR, RETUAZAH . M. 88, &
H. sA. REH. LA, k. BEMN. LFN (BEHIARERE
MAP)ZAKEANGHBR, FENEFSAH R HE LNEFHER
30 e, REPLSBARAL BT M HH.
FTEGHHEN 1 5o 2 AR HTEHHLA, ENFLTRLH
T BHRAEFTIRE]. “FHRLD” ZHREHX T SR ALE.
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#lH 1

R T 5 o8& A BE .
HF (ng/R &)

EH RS 250
TR 200
b: §:EF- T 10
Xt 460 mg

## 2
R TRES#E RN

(mg/

ey 250
ML RE 200
P R 3 10
3113 3
% it 665 mg

MoK EES, EPREHRE 665ng A H.

EXAEPANASDHF—KEFTEF, L% AFHHEIFIT Bl
BK-14 #7it) AN . XA M B AT TR ARG T R A4 B
PPAR o & PPAR & #3h ) 694k 5M R G S AT .

2B,

EEABIPRAAEBET LEBRHREALSH. 3L, F34
SHRBEBTHAAFTEMTHE—RRET R¥E. LELRFHL
TR RA N, f B EFRELIRKPIBRBEARAAR Ok,

#] &4 1
(28)-3-(4-f£-XR)-)-FHRA-AM BN HE

(28)-3-(4-2E-XX)-2-FRE-ARLE: ERLAR T4
(= P R-Farid) R4tsh (440 ml, 0.44 mol, 1.0M THF &%) 3|
-70C.A&-70C, F2 ) WMARBREA4A-FREXFTH (85g, 0. 4 mmol)
Fo B R R TE (52, 0.5 mol)# THF (0.5 L) &%, RSB 1
QB E-T0CTHANR HC1 (85 ml) FasK (85 ml) #9iEk. BHHAE
A B|FE, A MTBE (2 x 0.5 LYK, 464 MP ALK (0. 5 L)

34
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ok, Tk MgS0.) . T, R®E, REHFETF CH:Cl: (700 aol) Fertte
(129 mL, 1.6 mol)., AKBS+TAHHBFRR ERAAFTENZRT
& BF (85mL, 0.6 mol). BEKS AFTBTHIFRLSY 16 I, A
&3 0C, @mRUCL (150ml) ¥R QL) FRk., 9 BAWE, R4,

5 mMAZBZBES0.5L). £ 5% Pd-C (80g, 50%KHP) ALET, FER.
50 psi THSAKREAFER 16 1. BRMELN, ATRE AR,
43 122g MR I-(4-BEER)-TREARTE.

'H-NMR (CDCly) § 7.1 (d,
2H), 6.7 (d, 2H), 5.4 (s, 1H), 4.0 (m, 1H), 3.7 (s, 3H), 3.4 (5, 3H), 3.0 (m, 1H); MS (ES)
m/z 209.2 (M-1).

10 #3-(4-BEAER)--FEEARTH (132g, 0.631l mol) ETF
B (700 L), AEB TR SN AEM4HMH (631 oL, 3.16 mol). %
BRI EER 16 . ATHR X FH, mAK(500nl) . R4 A MTBE
(2 x 500 mL) 388, KiE% MR HCL A pH=1, R/ A MTBE (2 x 500
nl) 32E. FHk MgS0) A iR, idif, K T REF I AR GINE R

15 45 3-(4-BEAXR)-2-FREAM (110 g), AEX A4 K. 'H MR
(DMSO0): 7.0 (d, 2H), 6.6 (d, 2H); 4.0 (m, 1H); 2.8 (m, 2H);
MS (ES) m/z 195.1 (M-1).

#d3-(4-BEAEXR)--FHR B (21.21g, 0. 1081 mol) . () -
#T T (31.83g, 0.1081 mol). H THF (424 mL) AR M X EAE S

20 ARSFHRiE$, BRARKLEER, SHRSHIEE, BH 3 X,
AWEAERE 0OCHKK 4 0, LEME Y 17.06g KHTRTHE
(71. 2% ee, RIEFH HPLC). A THF ¥ R EHTRTH, m#AEiK 1
JoBE, A B TETA. RASMAHE OCHRF 2 het, LRFH Y
14.87g #48F"T BT 3k (83. 0% ee, #RiEF M HPLC). WAFHTRT

25 HFALETHF FHBARE, MAGK L SN, SHBTE. BRSPS H
B 0OCHH 2 oM, LAEME 2 12.87g (24%) (Q2S)-3-(4-EX
B)--FEEABREGHTRTH (1. 4% ee, R\ FHHPLC). FHL
e fpit A2, 53 98, 1%eethibo M. HERPE T LiE # (78p)
ZiF & IN HCL #5% (750 mL) o, M4 T A8 (3 x 200 ol) 288, TR

30 (Na.S0.) & H &R, RGEMAE % 24. 128 (82%) (28)-3-(4-ZEX

35
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A)-2-FRE A (96. 7% ee, ARIBEFM HPLC). 'H NMR (DMSO-d.):
52.72-2.89 (m, 2H), 3.21 (s, 3H), 3.8-3.87 (m, 1H), 6.64-
6.67 (d, 2H), 6.97-7.02 (d, 2H), 9.15 (s, ®*, 1H), 12.62 (s,
K, 1H); MS (ES) m/z 219. 0 ([M+Na]"), (BS) m/z 195.1 ([M-H]);
[als = =2.2° (c=1, MeOH).

FQ-3-U-REXR)-I-THREAMR (35g) ¢ 140 oL LB E &
5566 nl RABRAS AERTRFZNPLC B FRECRIHLE, K
TR (55CT/287Hg) BE L8, Al 100nl K. A EHAYH pH 3)
#7-8, Rt 50nl ZERLEHATRI(3 x 50 nl). 2H A
HE, B S0ml 20%4) NaCl ¥k sk, gk A 15g sABRGE T 3%, R X}
bR 25-2-FHRE-I-4-BEXHR) AR A, 'H NMR (CDC1) B
7.1 (d, 2H); 6.7 (d, 2H); 4.2 (m, 2H); 3.9 (m, 1H); 3.6 (s,
3H); 2.95 (m, 2H); 1.25 (t, 3H); MS(ES): 223.2 (M-1).

HE&H 2

TR 1
-U-FRE-FX)-2-LEX--LR-ARTLE

SWogy L

BREE -O-FRA-ERD)-1-BL 1-FAL AR TR (24
#9, FH 1) AYAR Fik, A 4A-FREEXFTR. —FAEEMER 2-
LRA T L&Y RAH EIFHALS . Coll0s #) MS (ES): [M+H.0-
H]': 327, [M+Nal': 367.4.

HIK 2
I-(A-FHRA-FEX)2-ZHEA-AHB T B

36
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@v@ﬁ G

S ERHE I-(-FRE-ZXN)-2-THRE-BHBR FEs
RAWAE Fik, & 3-U-FRE-FZX)-2-THEA--LR-AB T M
5 (#4&P 2, R 1) 4 &, CnHn0.45 MS (BS) [M+H]': 327.2.

I 3
-(4-FRE-XR)-1-ZEHE-HH Tl

@VOAI:LE

10

M HBERHE -C-FRE-FX)-2-FRE-AR T8

(4] 9, ¥ ) AHME Fkdw 3-U-FRE-EX)-2-ZHE-5F

B a5 (# &5 2, 5% 2) (3.3gr, 10.12 nmol) #1&, 5|k, #

15 —HEN (K, TR/LBLE 6:1) s, 50 HALLY: 3-(4-F

FE-FX)-ARTE (1. 5g, Rf 29 0.65) fe AT E4L4-% (1. 5gr, Rf
#0.2). CoHn0489 MS (BS) [M+NH.]": 332.3.

b2 X1
20 2-ZHE-3-(-BR-XL) -8 P&

Feae?

CH,

37
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WFHASHBERME -C-BEA-XR)--FRE-ARTRAH
MMEAF ik (REM I, FTH D 3-(4-FRE-FL)-2-CHRE-ART
By (&6 2, T3 3)H &, T3 % &0R. Calli0. 49 MS (BS) [M+H] "
225.2, [M+NH.]": 242.2, [M+Nal]": 247.2,

# &4 3
(28) -2-F A A-3-(4-{2-AMR-2-[4-(-= R FR-ER)Rp-1-
Al-ZER)-FX)-BAH

FeFi

Hoj\g/\g (\N/@)L
Hyc® o/\I/N\)
TR 1 Q28)-3-(U-RTEKEATFRE-EL)-2-FTHEA-ART

&ckg,':’ /©/\(ﬁ\ O Neu,
O)/\O EH,
o]

FQS)-3-(4-LEX-FX)-2-FTREA-ARBLESH (FE&EH 1)

(1.2g, 5.3 mmol) & F 25 ml &K THF, -3tAe A NaH (380mg, 15.8

mmol). #HiX S E, AEEZRTHMNMNR-LRRTE. REWAT

BT 2 . RAERSWET R TE (100nl), oA 5% HCL

20 Wk, BLHMTLEBTE(3 x 100 ml) I, T3 MgS0.) 2 H 94 M

E REETRE. FRERLEEN (K, TR/LHB LA 8.5:1.5)
SR EHRY.

B

15

T2 Q8)-3-(U-REFAREA-EZX)-2-FREA-AR T

25

38
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H°Y\o D/\z(& CH,

H,
o)

¥ (28)-3-(A-RTHEBEEAFEE-EX)-2-FRE-AR T
5 BHEH 3, F®,1 1. 281, 3.5 mmo) BEF K FRE (S nl), A=
BB (S ml). BHHERSD 1 0N, RS WTI % E 0K,

'H-NMR
(CDCl3, 200.15 MHz): 7.16 (d, 2H, J = 8.3), 6.75 (d, 2H, J = 8.3), 4,89 (s, 2H), 4.14 (c,
2H, J=6.9),3.94 (¢, 1H, ] = 6.9), 3.57 (dc, 1H), 3.35 (dc, 1H), 2.92 (d, 2H, I = 6.9), 1.23-
1.10 (2t, 6H).

10 FB 3 (28)-2-FHRE-I-(U-(2-HAKR-2-[4-U-=Z R FA-%
A)%E-1-R]LER)-ZR)-A%

15 BRHE (2S,1IN)-2-LHEE-3-(U-(1-2-U-XEEA-EX)-T
ARETHE]-ZHAE)-ER)-H8 (FH41, $%3) AR F ik,
AQ2S)-3-(4-BRAFRE-EXR)-2-FEE-ARE B EH 3, TR
DA 1-(G-ZRFE-FXL) RRNRHH &6 S0, T3 L
&Ik, CuHisFNOs 44 MS (ES): [M+H]": 467.

20

#] &4 4
I--{[2-(4-ZA-ER)-ZAEATHE]-FERA)IER) 2-F&

39
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X-AR (FM&1)
H,C
/\O\/\N/ﬁ\/OO/\(ioH
: “CHy
5 TR -C-RTAZEFTER-FXEX)-2-FRE-9 8% 785

XOLOCK\(KO/

S HBHE Q) -I-U-RTABEFREA-XL)2-F&
10 R-ARTEEE&H 3, FR1)AGRE I Ed 3-C-BX-¥L)-2-
FTHRE-FRTE (L84 9, TR HME, FHKEDRY. Culud,

&) MS (ES) [M+H]": 325,

T2 -C-BETFARE-FR)-2-FREA-HM P8

HOLOWO/
N

RS BEHNE Q) -3--BEATREA-XL)-)-T8RE-AR
LB (H&P 3, TR 2DANAERAFEd 3-C-RTEREEFERE-X
R)-1-FEE-RBFEH GIEH 4, T DHE, F#E0R,
Cl:HlﬁOséﬁMS(ES) [M"‘H]*: 269,

15

2

=

T 3: 3-0C-([2-4-ZEX-XR)-Z XA XL TFRE]-FRE) -

40
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EE)-2-FRE-HB (FHE-1)

H.Icn\/\ L \@/ﬁ\

o)
N OH
4 “CH,

AL B & (25, 1R)-2-Z AR -3-(4-(1-[2-(4-F A X -
5 EE)-ZAEEATBAI-ZHAE)-EX)-AR(K#EH ], FERHDAHY
R FEd -C-REFRE-XL)-2-FREA-AR Ty (ME&H 4,
HH 2D A 2- (- R-FR)-LHREE, FHLEHRY. CoHoNOs &

MS (BS) [M+H]": 386

10 )& 5
(28)-2-FHEE-3-[4-Q-FE-1-FREAELFHE-THRX)-FX]-
AR

FH
He /N NV o H,C
o

H® 11 (28)-3-[4-(1-RTREE-1-FTE-TRE)-FK]-2-

PEEAKLE
x Q”(lof\
OY& !

0

15

20 BRHEQS)--U-RTAREEAFTRE-XX)-1-FHRRE-ART
B (L6b 121, T 1) AWAREF#%, w4 (28)-3-(4-BX-KK)-2-
THERE-ABRE (BEF D 2-£-2-FR-ARKRTENEHAHEHF

41
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MALEH, 2 K EdRY.

'H.NMR (CDCls, 200.15 MHz): § 7.10 (d, 2H, J = 8.3), 6.77 (d, 2H, J = 8.3), 4.17 (c. 2H,
J=6.9), 3.90 (¢, 1H, ] = 6.5), 3.34 (5, 3H), 2.93 (d, 2H, I = 6.5), 1.55 (5, 3H), 1.43 (s, 9H),
1.23-1.4 (t, 3H, J=6.9).

5 FH 2 Q28)-3-[4-(1-BRE-1-FE-CARE)-FE]-2-FHRA-

B T B&
/©/\(ﬁol\
HO%O ?
o

10 BRHEQS)-I-U-BEAFTHEE-FXL)2-FRE-ARTE (X
A& 121, T 2DAGMEBFE, L QS)-3-4-Q-THEEE-1-7F
A-ZER)-ERA]-2-FAREA-ABIH HEH 5, TR D ARAHE
AR, 58] & bR .

'H-NMR (CDCls, 200.15
MHz): 7.10 (d, 2H, J =8.3), 6.77(d, 2H, ] =8.3), 4,14 (¢, 2H, }=6.9), 3.89 (t, 1H, ] =
6.5), 3.34 (s, 3H), 2.94 (d, 2H, J = 6.5), 1.55 (s, 6H), 1.19 (t, 3H, J=6.9).

15
3 Q9)-2-FRE-I-[4-(1-FE-1-FREXTHME-TR
E)-EX]-A#
Fi
H,C CH, o
Hac\/\/\/\/n\fga/E:l/'-i,:(l)/i
20 o]

42
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BR4E&QS, IN-2-TRA-I-U-1-[2-U-EEE-XK)-T
EAERFHRRAI-ZER)-XH) -8 (2£3#4 1, FH ) AKHEF
A Q28)-3-[4-(1-RE-1-FE-LRE)-XX]-2-FRE-A8

5 BEHIEY S, TR DfeRBEHRAHNEHFELSY, F3 L ERK
%. CzIHnNOsé‘] MS (ES) [M+H]+: 380.

£ %4 1
(28, ’R)-2-ZHA-3-(U-(-[2-4-EEX-XR)-ZARA T8
10 EI-ZEA-ER)-AR

O\"’@‘\_&_{ )

_j.

H, Qs -OH

0 e} (o}
v M

P 1 QS,I’R)-3-[4-(-FREBX-ZHX)-XRX]-2-Z&
15 X-ABRLBE

S R
W@jl

?

BREMEQS)-3-[4-C-R-REX)-FER]-2-FRE-FR B

20 (H1&H 1, % 2 AHHRF %k, L 28)-TLREA-I-(4-E-EX) -
AR FE(GES 2, ¥R 4 Y FHS BB K FMHE 2) (2. 9nmol) o
(28)-2- X -ABF B (4. 35 nnol) HEMH & AFHMILS W, BEH
(A, TR/ TBTEE6:1, RE 0. 27) L BB A E K. CuHi0e
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10

15

20

& MS (ES) [M+NH4]': 418.2, [M+Nal": 423.2,

B 2: QS,I’'R)-3-[4-(I’-BE-ZHAR)-XR]-21-ZE8L£-%
B

BRHE -C-BEA-XR)-2-YEX-ABRTFH(LHH 9, TR
A RAMAMR Fik, A QS, PR -3-4-(1-FREABRA-TRE)-XX]-
2-ZRE-RBRTE (BEH 1) H R4S Y, F3 % EmK
#. CiHu0s 89 MS (ES) [M+NH.I': 328.2.

HE 3: (28, PR -2-Z A A-I-(4-{-[2-4-EXEaE-XR) -2
AERATHRA]I-CTHEA)-FR)-Am

£ 16x100 mm & %, 3 25, I’R) -3-[4- (- B A - HX)-¥ 4 ]-
2-LEE-AR(FEHH) 1, 5H2) (0.1 nmol) BF R FH, A ZT
B (0.15 mmol) . = FRE" (0. 01 mmol). PyBroP (0.2 mmol) #=
2-(4-XKER-FZR)-2B(0.15 nmol), ATB THERSHITA. K
FTRERSHET. WAHFMAILET MeOH, /3] 500 mg SCX # (Fi 4
A MeOH F-F47) . B/ MeOH (2x2 ml) k. REHEL, BEGHE
AP LB (2 nl) e NaOH (IM KiE#®, lol) 4 R4S +d, £ R TH
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#ZE HPLC-MS R 7 RKMIT B AL, REMA HC1 (IMKER) (A £ pH
=3), ATREEN. WAGHH LD CLCL/LO P, Bt FRKIERE
(syringe)it . - BAME, R, 2 HPLC-MS &hiLi¥ 28| £ & b3k BT
FHS-4. C.HiNOs &G MS (BS) [M+H]': 414.2

% 4] 2
(28, PR -2-Z AKX -3-(4-{1’-[2-(4-ZAER)-ZARE TR L] -
CEA}-EH)-AR

10 CH,

ZRHMEG (25, PR -2-ZRE-3-(4-{P-[2-4-XER-XR)-T

XEATHRE]-CAR)-XB) -5 (L%4 1, $8% 3) AARF

E, B 2-(4-TA-ER)-T A (2S,1I'R)-3-[4-(I-BRE-THL) -

15 ER]-2-ZRE-AR(THH 1, FR2) HEHMLOY, FIHLE
k. CHuNOs#g MS (BS) [M+H]': 414.2,

#4413
(2S, 'R -2-Z EX-3-(U-{'-2-U-=ZRFEAER)-ZA LA T8t
20 1-Z } - -A 8
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BRA)E (25, 'R)-2-ZRE-3-(4-{1'-[2--FEAE-XL)-T
ARATHEAI-CERA)-FXL)-A8 (T#4 1, $% 3) AH40E 5
%, B 2-(4-ZRFE-XL)-ThRAQS, 'R)-3-[4-(1"-5 - £

5 R)-FK]-2-TEX-H8 (LA 1, TH2) $&FHLSH, 113
&k, CoHuFNOs#g MS (ES) [M+H]": 454.2, [M-H]:452.2.

% 36 4] 4
(28, ’R)-3-{4-[1’-[(U4-RTEAKERXFHE) - AL]-F L) -
10 2-ZLEXA-AR

BRHE (S, PR -2-THREA-3-U-{-2-U-EEA-XL)-T
15 XRAEAFBRE]-ZEE)-FL)-F8 (L#&4 1, $R 3) AR F
, HA-RTRFRTEYGM/E (2:3) R24%F (25, 1'R) -3-[4-(1’-%
R-ZRRB)-XE)-21-TEE-AR (86 1, $H2) G4&4H1L
2%, 53L& bR . C..HNOs 9 MS (BS) : [M+H]": 420. 3, [M+NH.]':
442.3, [M+H]": 418.2.
20
5% 36 45] 5
(28, ’R)-2-ZHX-3-(4-{1’-[2-Q-Z A XRX)-TEAELTH
E]-ZHX)-FX)-5H8
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BRHAE QS, 'R -2-LRA-I-(U-{I-[2--XEE-¥XX)-T

EREATFHRE]-CERE)-XX)-AB (%#46] 1, $K NDAKHRF

5 ok, W 2-Q-THRE-ER)-TEAQS,IN-3-4-1-BRE-T &

R)-ZEE]-2-TRE-AM (K661, % 2) #E&4FHLSH, 5
&R, C.HaNOs#9 MS (BS) [M+H]': 430.2.

L .4 6
10 (S8, 1I’R-2-ZHX-3-(4-[’-C-ZAFEFAERTBL) -
E]-XX)-A

0™ o,
e S8V

H,C HN

15 BRA & QS, ’R)-2-TERE-3-U-{1-[2-4-XHEX-XX)-T
ARAXTBEI-CERE)-ZX)-A8 (%6 1, v )ANAERF
%, B -ZRAFRA-FEAFQS,I'D-3-4-1-BRA-TERA)-%
EI-2-ZRE-RAB (#4601, $K2) #E&4FM400%, BRAED
R4, ColF:NOs#9 MS (BS) [M+H]™: 440.2.

20

3% 26 #] 7
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10

15

20

(28, 'R -2-Z X -3-(4-[’-C-F-5-Z A TFEAF A AR Fo L) -
LEXA]-EX)-A8

BRHMEQS, R)-2-THRE-3I-A-{1I-[2-4-XEEX-XX)-T
EREATHREAI-ZHEX)-XX)-R8 (F#8 1, 5% NDAWGHREF
sk, B RS- RAFA-FEA QS, R -3-[4-(1-B K-8 XE) -
EE]-2-ZEE-AR(X#H] 1, TR2) $&AHLEH, BIALE
iR 4. CuHnF.NOs#§ MS (BS) [M-H]™: 456.1.

%36 4] 8
(28, 1’R)-3-(4—-{U-[(BRE--RPR)-RA o E]-ZH L)X
X)-2-ZaX-A8

Fit
TOL
| g

BBHE QS VR -2-THRE-3-U-{-[2-4-XEA-XR)-T
EBRXTFHBE]-ZHRE)-XX) - (L4 1, 8 3)AKHEEF
k., W C-BEE-I-R-FBH QS, 1'R)-3-4-(I"-BX-Z&X)-%X
A]-2-TRE- AR (K441, TR 2) HEFHHLss, HFILED
’R%. C:?H:oNOs#]MS (ES) [M+H]': 448. 2,
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5% 36 4) 9
(S, ’R)-3-(4-{1’-[2-C-FEX)-ZARXA TR -ZHL)-X
A)-2-ZERE-HR

H FH
OL{U 9”3
0
T

#wEHE (28, 'R -2-TRE-3-G-(U-[2-G-KARX-XR) -2

EXRETHA]-CHAR)-XR)-A8 (%484 1, $R NAKAAS

10 %, & 2--F-ER)-ZBMQS, 'R)-3-[4-(I’-FA-THR)-X

A]-2-ZRE-AR (40 1, FR2) #E&4F8400%, BIAALEH
K. CuH:CINOs#§ MS (BS) [M+H]': 420.2.

£35] 10
15 (S, 1I'R)-2-ZHE-3-(4-{I’-[2-C-A¥L)-ZRERATHA]I-T
R} -XEK)-AE

H ?— M
Qj\=/\©k C:ZH,
j 0/\(0

20 BERHE OQS, RD-2-TEREA-3I-UG-I-[2--XEEA-XX)-T
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EARETHRE]I-CTRE)-FZX)-A8(£%0 1, R HDAGHRAF
i, M2-C-R-XX)-ZE]-FR-BF 2S, ’R)-3-[4- (- £ -
ERE)-ER]-2-ZRE-ARR (T4 1, FHR2) $E&FH LD,
F3 R EHRY, CaHFNOs &g MS (BS) [M+H]': 404. 2.

EHH 11
(2S5, 1’R)-2-Z AR -3-(4-{1"-2- Q- EXRX)-Z A REFHAL]-T
AXK)-FR)-AR

H N

HyC NH
<§ F

BERHE (2S, VR)-2-THARE-I-(4-{-[2-4-REX-ER)-T
EEREFTBRE]-TEE)-FL)-R8 (F4AH 1, BB 3)AGHARF
i, M2-Q-M-EX)-TLE]-FE-BH 2S, I'R)-3-[4-(1"-R X -

15 ZHRE)-BER]-2-ZRE-AR (A6 1, T, 2) H&HFMLEH,
#3 XL EhKB. CuliFNOs 49 MS (ES) [M+H]': 404.2.

10

LA 12
(28, ’R)-3-(4-(1’-[2-Q2, 4——REX)-ZEAEXPHE]-THK) -
20 XR)-1-EEA-AR
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Cl

BRH#E&QS, ’R)-2-THRE-3-U-{U-[2-4-XEE-XX)-Z
EREXTFTREI-THRE)-FZX)-H8 (46 1, 3% 3) AR F
5 %, B 2-Q4-—R-EX)-TEAQS, I'RD-3-[4-(I"-%RX-T &
) -ZR]-2-TRE-A8 (FEHAH 1, FR2) $ &40 L%, 153

X &R, CullsClNOs & MS (ES) [M+H]': 454.1.

E#hH) 13
10 (28, 1°R)-3-(4-{1"-[2-(2,6——R/RER)-ZAXERATHE]-THEL) -
ER)-2-Z B E-AHK

j:/\@ i
oYy CH,
j’ o’\fo

H,C NH
Clé@

15 BRE & (25, 1’0 -2-TRE-3-(4-{U-[2-4-XEE-XX)-2
ERETEBRE]-TEHERA)-XX)-H8 (L44 1, $ 3)ANBRF
H, B 2-(2, 6-—R-XEK)-T KA S, 'R)-3-[4- (- X-T &
B)-EER]-2-LREA-A (F846] 1, FR2) #HE&FHNLSH, 53
X &R, CuliCLNO#§ MS (ES) [M+H]': 454.1,
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P 14
(28, ’'R)-2-ZHXE-3-[4-(-BEAELATREA-ZAA)-XR]-A8

H
/? O/YO

HyC NH

k/\/\/c*k

HERHE (2S, 'R -2-THRE-I-U-{1I"-[2-(4-XAEX-XR)-T
ARAATFTBRAI-CHRE)-XX)-H8 (K64 1, 5% 3) AR F
#, HERBA (25, PR -3-[4-(V-REA-TAR)-EX]-2-Z84-5
BR (&4 1, ¥ 2) #E4FM10 %, HAAEHRY. CuliNOs
10 #MS (ES) [M+H]': 380.3, |

£#h4] 15
(25, 1’R)-3-(4-{1'-2-Q-R-FRX)-ZRXERXRTFHA)-ZHL)-X
R)-2-ZEEA-AR
15

Fi

ox:/@ CH,

z 8]

R ¢

50,

HRBHE (Q2S, PR -2-ZRX-3-(4-(-2-4-E&RE-%%)-2

ARETHRAI-ZAL)-XE)-HRR (F#h6] 1, F% 3) AR F

20 k&, @ 2-(Q2-f-FER)-THEAQS, PR -3-[4- (-5 -8 R)-%

R]I-2-THRE-RR (%A1, FR2) #l&FHLL W, FRAEH
¥, CuHisCINOs 4§ MS (BS) [M+H]': 420. 2.
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%) 16
(25, 1’R)-3-(4-{1"-[2-4-BRTEEX)-ZXRX FHEA]-ZH L) -
ER)2-ZHE-AK

HC
a

BRHE (S, VR -2-ZAE-3-(4-(1-[2-4-RERX-XB) -2
EEATHRE]-ZRE)-XL)-H8 (£&4] 1, F% 3)ANHRF
10 %, B 2-(4-TE-XR)-TEAQS, I’RN-3-4-('-B X - &
B)-EE]-2-ZHRE-AR (L4451, FH2) #&i7MLoW, 53

X &Ry, CuHisNO 69 MS (BS) [M+H]': 442.5.

L) 17
15 (28, 1'R)-2-ZHX-3-(4-[1I"-U-B-FEA SL FRA)-ZHA]-X
A)-A%

Q Fa
Hocn, Oy CH
°H°O—I °N

CH,

20 BERHEE (S, VR -2-THRA-3-(4-(1-[2-(4-EEL-EXR) -7
ABXATHRE]I-ZHRA)-XR)-A88 (F#6 1, % ) AKHAF
&, @ 4-R-F R (28, PR -3-[4- (-3 A - R L) -FA]-2-2 4
A-AR (FRHH) 1, T2 E4HFML W, 5 L E bR, CulFNOs
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¢ MS (ES) [M+H]": 390.4.

S 3% 4 18
(28, PR)2-ZHF A -3-(4-[’-U-ZRATFRA-FEEALTFHL) -2 &
5 ‘ X]-FX)-A8

ijtu u

O OH
]
%

BERHEEQS, PR-2-THRE-3-4-{1’-[2-(4-XEA-XR) -2

10 RARTHE]-CTEE)-FR)-AB (&6 1, FTEI)AKNERF

B, B A-ZRAFR-FBRAQS,IR-I-4-1-REA-ZHE)-X

E]-2-THRE-AM (FAH 1, FR2) HEHFRMLSH, FIAEH
’}k’w. CnHquNOséﬁ MS (ES) [M+H]': 440. 3.

15 FEHH] 19
(28, 1’R)-2-ZHE-3-{4-[1’-Q-F-2-X-Z X H X TR E) -2 &
X]-XX)-/&R

Fit

mn cH, O OH
OHOOJO

N

CH,

20
BEEHEQS, PR)-2-LEE-I-U-{I-[2-(4-EEX-EXR)-T
ERXTBRE)-ZEHEE)-EE)-A8 (X446 1, B 3)AKHHEF
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A, B 2-ERp-2-R T QS,UR)-3-4-(-RA-THRA)-X
EI-2-ZEE-AK (R4S 1, $K2) #EAAELY, FRFHED
’lk%. ConzsNOsS%MS (ES) [M"‘H]rl 392. 3.

5 LB 20
(S, ’R)-2-Z K -3-(4-{U-[(Ep-2-RFR)-REAFEBE]-Z &
X}I-X¥B)-/AR

@_ Fi
S H, Oy -OH
OMO.Q_IOW

CH,

10
BEBHE QS, 'R -2-THRE-3-G-{U-[2--REX-EXRX) -2
EEATHRE]-CRE)-FR)-A8 (k%4 1, % DANHERF
k., & C—E-2-X-FEBRAQS, R)-3-[4-(-BX-Z8A)-X
Al-2-ZHRE-AR(K#HH) 1, TR 2) FlEFHLLSY, FEKER
15 k%, CoHaaNOsS 49 MS (BS) [M+H]: 378. 3.

£ #4] 21
(28, 1’R)-3-{4-[1"-(4-RTRAFRAEL FTRE)-Z A L] -EA)-2-
ZER-AB

20
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BEA4E (25, PR -2-TREA-3-U- (- [2- 4-KRE-XX)-¢
ARATHREI-ZRE)-FL)-AR(K#Y 1, FR DAGHRF
H, B A-RTEAFEA (S, VD -3-[4-(-RE-ZRE)-KE]-2-

CRE-AM (K& 1, TR 2) #&7H0EH, FILEHRY.
5 CasH::sNOs 89 MS (ES) [M+H]": 428.4.

5k 36 4] 22
(28, I’R)=3-{4-[I"- 4T A XX RRXTFHRIO-ZHAL]-XL)-2-
LHREA-AR

10
A",cc CH, O -OH
H,C F o
| ERAVARY
CH,

BRHEQS, 1I’'R)-2-THRE-3-U-(I’"-2-4-EXERX-ER) -7
ERARXTHRAI-ZERE)-ER) -8 (F446 1, VB DANHRF
B, B A-RTEERA (2S, 'R -3-[4-(I-RE-THER)-XA]-2-

CREA-RB (KAH 1, TR 2) $1&4HALEH, FALEHRY,
CoHsNOs 69 MS (BS) [M+H]': 414. 4,

15

L4 23
20 (28, I'R)-3-{4-[I’"-4-BX-RTEA-KLEAL TR -2 HA]-
EA)-2-ZEK-H8
Fu
Kl CH’MOH'
H, " 0
H,C CH,
25

HBR4E Q2S, PR -2-THRE-I-4-{U-[2-U-XRA-XL) -2
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EREAFREI-CRA)-FR) - (44 1, TR )AGHARF
%, B A-RTEAKIERAQS, 'R)-3-[4-(-HBX-ZHX)-XX]-
2-TRE-RB (FThH) 1, T 2)HEFHEISY, FILEDHKRY.
CNHMNOsé(J MS (ES) [M+H]’: 442. 3,

%364 24
(25)-3-[4-({ZE-2-(4-FRE-FER)-1-FR-ZX]-REXFSt
A-FEP)-ZE]|2-FRE-AHH

a3
'/CHS /Q/X&on
/©/YNj(\o “CH,
HiCyy CH, ©

B H 4 (S, IR -2-ZRE-3-U-(1-[2-U-XAXE-XX)-T

ERETHE]I-CTHRE)-ER)-AR (£#4) 1, R IDAKHRRF

#, B Q28)-3-(-REFARE-XP)2-TRE-ARIE W &4 3,

15 FHRD)ATE-[2-4-FRE-FZL) -1-FE-TR]-B# H458104
W, FBLE WKW, CulHaNO &G MS (ES) [M+H]': 430,

10

£k H] 25
2 -2-FHRE-3-U-[0-F-1-X-ZEAEXAFHE)-FHEE]-X
20 X)-A8
Fi
U0 o
HY\O “CH,
CH, O

BR#4EQS,1ID-2-ZHRA-I-U-1--U-XHAEA-¥XR)-2
25 RRETHEE]-CEE)-EFXR)-A8 (T4 1, FE HDAKGHEF
E, §(28)-3-(4-REFRE-XX)-2-FHRE-ARLE (HEH 3,
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TR 2) fo 1-R-1-X-TE-BHEFHLSH, FIALEHRY.
CqusNOsﬁ!JMS (ES) [M"'H]*: 408,

#4126
5 (28)-2-FHRE-I-(4-[O-FERX-ZEREFBE)-FHRE)-FL)-
A

Fi
O U\(& o
Y o “CH,
CH, \g/\

10 BERHE&QS,IND-2-ZHRAE-3-4-1-[2-U-ZEEA-ER)-T
AEEFHE]-ZARR)-XX)-A8R (x4 1, $% HDANHARF
i, mQ)-3-U-BREAFRE-FR)-2-TRE-AR BT (#H &6 3,

HE 2) Fo 1-RKRLEMEFRMALSY, F3LEHRB. CuluNOs
¢4 MS (BS) [M+H]': 358.

15

£ 4] 27
(28)-2-FHREA-3-U-({[FR-(1-FEX-ZRA)-SAFBRA]-F&
A}-ER)-AR

Fi
PO L0
e o’\[rN Y
' 0 CH

EHRME (2S,IR)-2-THRE-I-U-(1-2-4-XEA-XR)-C

EXBATFBRAI-CALA)-ER)-#8 (Fh46] 1, FB I)AHEEF

H, 28)-3-(U-ZREFTER-ER)-2-FRE-AR T (B &4 3,

25 HR2)FFE-(1-XX-ZX)-BHEHFELY, FRALEHRY.
C..H:sNOs 89 MS (ES) [M+H]": 372,

20
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L) 28
(28)-3-(4-(2-[4-4-B-EFBR) -Kw-1-R]-2-BK-Z AR} -
-2- -ARR

F i
H,c’0 o’\n’N F
0

BRAE (2S,1IR)-2-ZHE-3-(4-(1-[2-(4-ERE-ER)-7Z

EREXTHRR]I-ZERE)-XX) -2 (44 1, % 3) Aeg48R 5

10 %, BQS)-3-U-BREAFERE-XE)-2-FTRE-ABTH H&H 3,

TR 2) o (4-R-FR)-REZ-4-E-FRHSi-HLoH, JILAE
Ak, C.H:FNOc 49 MS (BS) [M+H]": 444,

k2 29
15 28)-3-(4-{2-[4-(4-K-FXFRB)-RR-1-X]-2-ANK-Z HAK) -
CEE)1-FHRA-HE

F
h,c° oY N cl
0

20 ZBHE& QS,IM)-2-ZHRE-3-(4-{1-[2-4-XRE-XRH) -2
AREATHAI-ZAA)-XR)-R8 (44 1, & NDAMHKRF
%, BQS)-3-U-REFTRE-FX)-2-FRE-AR T (#&4 3,
TR 2) Ao (4-R-FR) RE-4-2-FTEH &ML, FIKE
R4, CuHiuCINO. &5 MS (ES) [M+H]": 460.
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L #4] 30
(28)-2-FHEAE-I-4-[Q-FREBEX-I-FE-Z A AXFHA)-F
fEI-FX)-AK

F0
0, O/\FO _CH

CH, s
HN

0

EBRHE QS IN-2-ZHRE-3--1-[2-4-XEX-XH)-2
ARETFHRAI-CZRE)-EX)-B88 (L#k4] 1, $H 3)AHAEF
E, BQS)-I-(U-ARTRE-XB)I-FRE-RRE (HEH 3,

10 2 2-AA-I-EEXART R S4B, FHNLEHKY.
C::H:sNO- &9 MS  (ES) [M+H]': 416.

k364 31
(28)-3-[4-(2-{4-[U-F-FEX)-FX-FE]E-1-£) -2-8 K-
15 FE)-EX]-2-FHRE-AR

Ho’ﬁ\:/\@ N
O'CH3 o’\g’N O c

BBRHE QS 10)-2-ZRE-3-(4-(1-[2-U-XEEX-%XR)-7

20 RREFHREI-CTAE)-XX)-HRR (%446 1, FR )AHHERAF
&, HQ28)-3-(U-REFHREX-ZX)-2-PRE-AR B (M &6 3,
TR2) o 1-[(4-F-FR)-FX-FR]-REHEIRHMLL Y, 153
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L EdRY . ColsuCIN.0s &9 MS (BS) [M+H]": 524,
x&4] 32

(28)-3-[4-({[(4-H-FXX)-XE-FRI-EXFHA)-FHRLE)-%
5 R]-2-¥HREA-AR

W
@ .

0

HRHE Q2S, IR -2-THRE-3-U-(1-[2-U-XAEX-XRX)-Z

10 BRERXFTHE]I-CRRA)-EXX)-H8 (F#44 1, F& ) AYHERF

%, BQS)-3-(4-BRETFRE-XX)-2-FTRE-AR B (HF &4 3,

TR 2) Ao C-(4-R-FR)-C-XE-FREHNSHAH LW, FIXE
R, CusHiCINOs §9 MS (ES) [M+H]": 454.

(5 L34 324
(28)-3-(U-{[THE-Q-FE-ZX)AXTHE]-FEL) -XK)-2-
FHA-AB

0 F

CH
HO” Y :
. 0
e T
0 H,C

20
BR4EE (Q2S,1IRD-2-ZRE-3-U-(1-2-U-XE&A-FX) -2
ERETBREA]I-CARA)-FR)-FB (k4] 1, & 3)AHEEAF
A, BQS)-3-4-BEFPRE-ZX)-1-FEE-AR T $44 3,
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TH 2D ATE-(1-EX-TR)-BHEHFE00H, FILEHRY.
C24H3:NO; éﬁ MS (ES) [M"’H]’Z 414,

k 364) 33
5 (28)-3-(4-[(3,3-—F X -HEXEA TFRAE)-FEEI-XR)-2-F&
A-AR

T
HO™ Y
5

"CH, O’YN O

C

10 BREEOQS,1IR)-2-CHRE-3-A-(1-[2-U4-FRE-F£)-T
ERLATEBA]-ZEL)-XR)-Hdk (44 1, FR 3)AHHEEF
H, HQS)-3-U-BEFRE-ZX)-2-FRAEA-ARLE (#&4 3,
TR 2)fe 3, I-— XX REHSHFESY, FE K EDHRKP. CoHHNOs
49 MS (BS) [M+H]": 448,
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BREE QS IND-2-ZRA-3-U-{1-[2-4-Xa£L-XH)-T
AEREAFTBEA]I-CHRRA)-BEX)-A8 (L#6 1, $% 3) A4AEF
H, HQ28)-3-(4-BRETFRE-ZR)-2-FHREX-AR I H &5 3,

S R 2) o I-FRALAAB LR SHFMIL Y, AL EHRY.
CHsNOs 89 MS (BS) [M+H]": 444,

L p| 35
(28)-2-FHRE-I-U-([3-(FE-EX-FX) AR EL FHE]-FH
10 A)-BX)-A8

Fi
HOJ\;/\@ W
Hc© o’\g/ AN

0

BRHEE QS,I-2-THRE-I-U-{1-[2-U-XBE-XR)-T

15 REAETHRE]I-CHRE)-EX)-AB (F#E6 1, F3% 3) AR F

A, B(28)-3-(-BEAFRE-ER)2-TEEA-AR B (HEH 3,

FTE2)FNI-FR-NI-XE-FK-1, 3-—BHEHELoH, B3I L
Gk, CuHaN.0s 89 MS (BS) [M+H]': 401,

20 k #4) 36
(28) - 2-FHRE-3-(4-{[2--FHEE-FERX) A AL FHL]-F
S E}-XX)-AR

Fa
Hoj\__/\Q
He° o’\Lrn\/\
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HB4#4& QS IN)-2-ZHRA-3-(4-1-2-4-XAR-XX)-2
EARTHRAI-ZARL)-XR)-HR(LH4 1, FB ) PYHEF
i, QS -3-U-BREATFTHRA-FZX)-2-FEEA-ARLE (HEH 3,

5 TH2L) o 2-(U-FEE-XER)-LEHNEFELSY, FIALED
KH. CullsN:0- 49 MS (ES) [M+H]': 404,

% 3640 37

(28)-2-FHRR-I-(4-[-FREXBEE-ZX R X FTHE)-FTHRE]-
10 X -AR

g

oy e
' HSCIO o/\n,NH

C

R E& (QS, 1) -2-Z R E-3-4-(1-[2-4-XRE-XR)-T
15 ARBREFTRAI-CEE)-XL)-A8 (£ 1, $R )ANHRAF
H, W28 -3-(U-BEATFTEE-FXE)2-PRE-FHRLE (&6 3,
FH2) Ao A-EBRE-BBH SRS, F2LERRY. Culli:NO

# MS (BS) [M+H]": 421,

20 L] 38
-FHRE-I-3-[U-REX-XREX TR -FEX]-ER)-AK
(FA4E 1D
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¢

BRHE (S, 1IR)-2-THEX-3-(4-(1-[2-(4-FERE-XK)-T
AR EAFHEI-ZHRA)-XR)-AB (FT#h4 1, TR )AKHERAF
5 ok, B3-U-BEFTRE-ZR)-2-FRE-ARLE HIEH 4, TR
2) f"" 4‘*&&‘%&*’]%#&%’3‘%: ﬁﬁ‘lf) éﬁé&%, C2:H2:NOs éé]
MS (ES) [M+H]': 322,

£k 4] 39

10 (28)-3-(4-[1-U-RTX-FOEAALFTHE)-1-FPEX-THL]-X
X} -2-FEK-AR

OH
0 HC

1
(o

HC
CH,
CH,

15 BB4E & (25, 1IR)-2-ZRR-3-(4-{1-[2-4-XEE-XXK)-T
EAREATBRAI-ZAL)-FX)-ARR (F#4 1, FR DAGHERF
k, BQ28)-3-[4-(1-ZEA-1-FR-THER)FK]2-FRE-ARL
B (&0 5, P 2) o 4K/ AX-RT R3S A B4 &47 840
A4, 153X EHRY. CuHoNOs &9 MS (ES) [M+H]': 420.
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(28)-2-FHRE-3-(4-{1-FX-1-2-U-FEX-XR)-ZREAEARXT
BAI-ZEA-XE)-AB

FH . D/\rﬁ\w
) uH,c " o

BBHE QS IN-2-ZHRE-I-G-{1-[2-4-XAX-EXX)-T
EEAFREI-ZARX)-XRX)-RA8 (L4646 1, ¥R D AHAERF
k, w0Q28)-3-[4-(1-BA-1-FEX-ZHEL) XE]-2-FTRE-ART
B (#&H6 5, PH2) A 4-XAX-XEHERALEGY, FIALED

10 Jkdp. CuHuN.0s85 MS (ES) [M+H]': 478.

£ 4] 41
(28)-3-(4-{1-[2-Q-ZHEA-ZX)-CEAAX FHA]-1-FE-T &
X} -ER)-1-FHRE-HB

Fu
HyC
< AT W )

o} H,C
ofl

BRHE QS 1R)-2-THL-3-U-(1-[2-U-XAXK-FXK)-C

EAEATFRA]I-CERA)-ZL)-A8 (#4411, R INANARF

20 %, HQS)-3-4-(1-BE-1-FE-ZAE) XK 2-FHREA-ART

B (B &0 5, FH2) # 2-Q-THEA-ER) TEHEHFEALSY,
#F3 X EdRY, C.HuNOc#§ MS (BS) [M+H]": 430.
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% 3641 42
-FHREI-FR-I-(4-([2-4-ZER-EXR)-ZEARAFBE]-F
FA)-XX)-A#%

@"_@\/\”\L{\ogﬁw

BERH4E (S, 1R)-2-L f A -3-(4-(1-[2-(4-FREX-XX)-T

AELTRME]I-CEE)-ER)-AR(F#4 1, TR NAHREF

10 %, @ 3-U-BEAPRE-EXR)-2-FRE-2-FTEAARTEAE 2-14-

EEEA-ER) T4 MY, FALEDRY. CoHiuNO & MS
(ES) ([M+H]": 464.

Kk 43
15 2-FHEI-(U-(1-FEX-1-2-C-=HLTFR-ER)-ZEXRL TS
-Z } - -8

H FH
oi\é/@()}/ﬁ\ /\D*F
He” ° CH, : Pl

ERHE& QS,1R)-2-ZHE-3-U-(1-[2-4-FREX-XX)-T
XA FTHE]-CRE)-ER)-A8 (F#k4 1, YR DAGRARF
, @ (28)-3-[4-(1-BX-1-FE-ZARE)-XE]-2-THRE-ART
B (H &6 5, TR DA 2-C-ZRAFE-XR) TEMEHFELEY,
25 13E A &b, CuHiF:NOs &4 MS (BS) [M-H]™: 452,
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T 351 44
(28)-2-FHR-3-(4-[1-FR-I1-[C-=ZHAFE-FEXERTHE)-
ZEEI-XX)-H8
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CH,

BEHE QS IR)-2-ZHE-3-4-(1-[2-U-BEE-EXE)-2

EAREATBREI-CRAE)-ZXL)-AR(L#4) 1, T 3)AGAAEF

10 %, §(Q28)-3-[4-(1-RE-1-FE-ZHEX)-ZX]1-FEE-GRT

B (HES S, TR DF 3-ZRTE-FERHNEFELSY, FIALE
kM, CoH.F:NOs#g MS (ES) [M-H]: 438.

L P 45
15 (28)-3-(4-{1-[2-Q-R-FX)-TRAEXFHE]-1-FE-ZHX] -
EX)-1I-FRE-HB
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o

H,C o CH, H ¢l

20 BB & QS,1IN)-2-THRE-3-4-(1-2-U-XAX-XX)-T
EEETHRE]I-ZARA)-FX)-FR (44 1, % 3) AR F
%, B (28)-3-[4-(1-RE-1-FR-ZHER)-FX)2-FEREA-AR T
B(HEH 5, THk 2 2- 2-R-XL) TEHEFHELSH, $3 £
€. CuHiCINOs 45 MS (BS) [M-H]™: 420,
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36 4] 46
(28)-3-U-(1-[(BHEX-I-XRFR)-RAFHE]-1-FX-ZHR)-X
A)-2-FHRE-AHMR

Ot C
oHJC/é Hagz‘::aﬂ\u

HBRHE QS 1IR)-2-ZHREA-I-U-1-[2-(-XEX-XL)-T

REATFTHRAI-ZARE)-XRL)-A8 (44 1, $% )AKHARF

10 %, w1 (28)-3-[4-(1-BE-1-FE-ZHE)-FEX]-2-FRE-ART

B (H &6 5, TR DA C-BX-3-X-FREHMEFELLY, FEILE
KA. CoHsNOs&G MS (BS) [M-H]": 446.
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15 (28)-3-(4-(1-[2-Q2,5-—FHE-ER)-Z AR R FHBA]-1-FX-
Z } - )-2- -A R

Fi
HO Y -
ne 0
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20 BRHNE QS IN-2-ZEE-3-U-(1-2-U-XEX-XH)-T
ARATRAI-CARE]-XR)-A8 (k44 |, FH HDAKHHERF
%, B(Q28)-3-[4-(1-BRE-1-FE-ZHRE)-FX]-2-FEE-ART
B (# &0 S, T8 DA 2-2,5-—FAR-FZR) - EHE/FMLLS
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#J, ﬁiu%@%ﬂ%, C24H31N07%MS (ES) [M‘H]—I 445.

5 3% 41 48
(28)-3-(4-(1-[2-Q2-R-ER)-ZXREXFRE]-1-FR-ZHL)-
5 AR -1-FRE-H8%

H Fi
O%i)'i . ?/m ’
Hsc"O ’ a0 N
CH, F

BB & QS,1IR)-2-THE-3-A-{1-[2-4-XEEL-ER) -2
10 AREATHAI-CHRE)-ZR)-HR(K&EH 1, 5% 3) A¥HREF
H, B (28)-3-[4-(1-HEA-1-FE-CEX)-ER]-2-FAEA-AR T
B (B4 5, TR DA 2-Q-R-FX)-TERHSRHN0SH, F3)
A &gk, CH.FNOs#g MS (ES) [M-H]: 402.
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PHE]-ZRE)-XE)-A88
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HRAMEQS)-3-U-RTAKETREAER)-I-FRE-ART

B (#l&e 3, F D)ANMERE S, §QS)-2-THRE-3-(4-LE-

S RR)-ABRTE (EHAH 251, TR DA 2-R-2-FHRA-HBRKTH
#E AR, FEFEKEK, Cul0:4 MS (BS) [M+H]': 381.

T¥2: 29)-3-[4-Q-BE-1-FER-THRE)-FX]-2-TH%-

AR B
Ho%o/g\gmo/\
0
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A WBEREELE Q) -I-U-BRATFHEE-XX)-1-FREAR
BMLE (HEH 3, FERDAHHMEAFEE (25)-3-[4-(1-RTHEEL
15 -1-FR-ZAP)-ZE]-1-ZERE-ABTE (A4 49, TK DH
%, B3 & &k, CoHi0:89 MS (BS) [M+H]: 325.

B 3 (2S)-2-ZHAEX-I-U-1-FE-1-2-CG-ZRFA-X
R)-ZEARARATHE]-THAL)-FL)-AR

H F i
oj\é,/\@ca/l /\/Q\KF
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BB E (2S, 1IR)-2-CLRE-3-(4-{1-[2-(4-XRE-EH)-T
EAEEXFTHA]-ZAR)-FX)-H8 (F#44 1, TR DANKHEEF
H, m(28)-3-[4-(1-BE-1-FE-ZEHEA)-XRX]-2-28X-AR T

5 By (L&P 49, FHR D 2-U-ZHFE-ZR)-LBEHLIFHLE
4%, F3LEmA&, CullsF:05 49 MS (BS) [M-H]: 466.
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(28) 2-ZHRE-I-(4-[1-G-R-5-Z A FEA-FTRELTHREL)-1-F.
10 X-Z R A -XR)-H%
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H,

CH,

F

BRHE QS IN)-2-THRE-3I-U-(1-2-U-XARE-FX)-T
15 ERBREAFTHREI-ZRRE)-ZR)-HR(FE#4 1, FH 3) ASHERF
i, 1 (2S)-3-[4-(1-RE-1-FE-THK)-FX]-2-2HEA-ART
B (LW 49, TR 2 F 3-R-5-Z AT E-FEHEHFHENLEH, &
F| X &k, CuHisFNOs#g MS (ES) [M-H]: 470.
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EARATHAI-ZAX)-EX)-H8 (44 1, FK ) AKARS
i, & (29)-3-[4-Q-BRE-1-FR-ZHRE)-EXX]-1-LHEEX-ART

5 AR (LA 49, TR 2 A 2-Q-F-FR) -TEHNEFMLESH, F3)
X &bk, CoHaCl.NOs# MS (BS) [M-H]": 434,
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(28) -3-(4-(1-[ (BEX-3- ) - B ]-1- -Z -
10 R)-2-LREA-AR

CH,

BRHE QS,IN-2-TRE-3-U-(1-[2--FEE-EXX)-T

15 XBATHRAI-ZEA}-FER)-AB(%#%0) 1, F& 3)AGHEEF

d, B (28)-3-[4-(1-RE-1-FER-THRE)-XK]-2-TEE-ARLT

B (L6 49, 8 2)F C-BRE-I-R PR EFHALSH, FIL
G4k, Cul:uNOs&9 MS (ES) [M-HI™: 462.

20 FEH] 53

(28)-3-(4-(1-[2-C-R-XX)-CXREAFTRA]-1-FH-THHE) -
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%, i (28)-3-[4- (1-HRA-1-FR-THREP)-FXX]-2-TRE-ART

5 BE (%M 49, TR M 2-0C-F-FL)-LERMNEGHFELE Y, 732
% &4k, CHuCLNOs# MS (BS) [M-H]™: 434,
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10 LEA)-EX)-2-TEREA-AR |
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HB4EE QS IR)-2-THE-3-@-(1-2-4-FEAaE-FX)-T
15 REALATHA]-CAR)-XRL)-A8 (FEH4 1, FR DAKYRRF
k, §028)-3-[4-(1-BA-1-FR-TARX)-XA]-2-TRE-ART
B (L& 49, FE DA 2-Q,5-—FRE-XL) -LRHEIFMLE
&, 135 L &M, CusHiuNO ¢ MS (BS) [M-H]™: 458.

20 EHp 5SS
(28)2-TZHE-3-(4-(1-[2-Q-F-ER)-ZE R ETHE]-1-FX
—LRA)-ER)-AR
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BRHE& QS, IR 2-TRE-3-(4-{1-[2-4-FRE-XX)-T

AEATFTHE]I-TEE)-XE)-08 (&4 1, $E NAGHRRF

5 %, w(29)-3-[4-(-BRE-1-FE-ZHAEX)-XX]-2-Z8EX-ARZ

B (EHE6] 49, T2 A 2-Q-R-XRX)-LBé S804, 53
i@:ﬁh'ﬁi. sz“anNOsé‘J MS (ES) [M-H]—: 416.

EHH 56
0 Q8)-3-3-N1-U-RTE-HIERLFTHE)-1-FR-ZHR]-X
2)-1-FRE-AR

CHy
Hy oy
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!
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5 T 1 (28)-3-[3-(I-MTEREKE-1-FTE-ZHRE)-EX]-2-

HEREAR FHY
Koy
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LB (& 3, TR DAKARAFE, & 3-C-BE-FLE)2-FH
XEEFE (L4 9, T e 2-8-2-FER-ARKRT M4 & 478
o4, 133k Ehik,

. 'H-NMR (CDCI3, 200.15 MHz) : 8 7.13-7.09 (m,
1H),6.84-6.69 (m, 3H), 3.95-3.89 (dd, 1H, ] = 6.5, 4.4), 3.7 (s, 3H), 3.34 (s, 3H),2.94-2.90
(m, 2 H), 1.50 (s, 6H), 1.43 (s, 9H).

5
FH 2 29)-3-[3-Q-FKE-1-FE-CEE)-FE]-2-FRE-
7 B 7V 8¢
3
10
FHALSHA 3-[3-(1-RTEKE-1-FTR-TRE)-FE]-2-
WHA-HE T (LKA 56, TH 1 HEAEREE (25)-3-4-B X
BHRE-ZR)-2-FHREA-HR T8 FI &4 3, TR 2 AHAEEFE#E
&, FEKEHK,
15

'H-NMR
(CDCI3, 200.15 MHz) : § 7.19-7.15 (m, 1H),6.96-6.79 (m, 3H), 3.96-3.89 (dd, 1H, J =
6.5, 4.4), 3.70 (s, 3H), 3.33 (s, 3H),2.98-2.94 (m, 2 H), 1.55 (5, 6H).

H%® 3 (28)-3-0-[1-U-BRTE-HFLEREXFTHRE)-1-FE-
LRA]-EA)-2-FREA-AK
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BERHELE (S, 10)-2-TEE-3-U-(1-[2-U-FELE-XX)-T

EXBRATFTHAI-CAL)-FRL)-RB (44 1, $H )AKHAF

5 %k, (29)-3-[3-(1-RE-1-FE-ZHE)-FL]2-THE-ART

B (44 56, FIE 2)F -MX /A X-&TE-3FTES/FMLE
S, MBI X &4k, CuHsNOs& MS (BS) [M-H]™: 418.

E ] 57
10 (28)-3-0G-{1-[2-(4-ZA-FZRX)-ZXAEXFHX]-1-FEX-T &
A -ER)1-FHRE-HER

0. OH
HyC o W
38% N
CH, .1- WP

5 ERHMEQS,IND-2-THRE-I-G-1-2-U-XEEA-XK)-T
AEXTFTHAI-CZEA)-XR)-H8 (544 1, FR HDAMKHEEF
k, §(28)-3-[3-(1-RA-1-FE-TEE)-FE]-2-FTAREA-ART
B (LB 56, T2 e 2-(U-TA-ER) - 45811059, #
)L 6504k, C.HaNOs#§ MS (ES) [M-H]™: 412.
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CH,

HyC

EBHE (S, IN)-2-THRE-3-U-{1-[2-4-XRE-XX)-T
EELAPHE]I-ZARR)-ER)-F8 (464 1, & ) ASGHERAF
k, 1 (29)-3-[3-(1-HX-1-FR-CHAX)-ZEX]2-FHRE-ART
B (L4641 56, TR 2 4-FXAEK-XBHEHRMAESH, HILE
Ak, CuHuNO.#9 MS (ES) [M-H]™: 476.

E 4] 59
29 -3-03-[1-G-RAS5-ZRAFEA-FAREXTHA)-1-FE-ZH
A]-XR)-2-FHR-H&

o
F
F
:CAN/\Q(kF
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CH,
F

BBHE QS 1IR-2-TRE-3-U-1-12-4-XEE-XK)-T
EERXAPTHE]I-TARAE)-EX)-ARR (46 1, K 3) AKABEF
#, B (28)-3-[3-(1-RE-1-FE-ZEE)-XE]-2-FRE-ART
B (LW 56, FHR DA I-R-5-ZRATFTR-FRHEFHELLY, &
5| & &4k, CuHouF.NOs#9 MS (ES) [M-H]: 456.
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EHH) 60
(28)-3-(3-(1-[(BHE-I-XF)-FEAFTHE-1-FR-ZHR)-X
B)-2-FHE-AR

FH

BEBHE QS 1R)-2-ZHRE-3-(4-(1-[2-4-XEX-EX)-T
EREXFTHE]-CAE)-FXL)-H8 (F#44 1, FB DAMKMAF
10 3%, & (28)-3-[3-(1-HBE-1-FR-CRA)-XA]-2-FEE-AR T
By (0] 56, T 2D A C-RE-I-R-FRReSHFHLS, 5L

& 4K, CH:uNOs 49 MS (ES) [M—H}: 446.
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15 (28)-3-G-{1-[2-G-K-FEX)-CEARRXTFTHE]-1-FE-ZHK) -
ER)-1-FEA-A8

H y Fi
ol n
07 Y cl
H,C o]

20 ERHE QS IR)-2-TRE-3-G-{1-[2-4-FALEX-XX)-T
EAREAFBAI-TRE)-XEL)-/8 (44 1, B DA F
H, B (28)-3-[3-(1-EE-1-FR-ZHAKX)-XX]-2-FTRE-AR T
B (R4 56, R DA 2-O-R-FX)-ZEHEFALL B, 735
K&k, CulCINOs 49 MS (ES) [M-H]": 418.
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EREAFHREA]-ZRA)-EL)-H8k (%40 1, % 3)ANRAF
10 %k, BQS)-3-U-BEAFARE-XE)-2-FRE-ARLE HE&H 3,
FB DA 1-XE-THRMHEIFHELSW, F3)FEHK. CollNOs 4

MS (BS) [M+H]': 358.
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15 (28)-3-(3-(1-[2-Q, 4-=FK-XR)-ZEBREFBE]-1-FR-Z &
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20 BRHEQS,ID-2-THRE-3-U-(1-[2-U-XRE-XX)-T
ARATHE]-CRE)-XR)-AR(EA4 1, % DAGHERF
d, B (28)-3-[3-(1-BA-1-FEA-THEE)-XE]2-FRE-ART
B (K64 56, FH DA -2, 4-—H-XL) -TEBRHFAHALESH,
- 3B A E 4R, CulsCINOs 65 MS (ES) [MI': 454, [M+2]+: 456.
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A -ER)-2-FRA-HS
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BREE QS IR)-2-THRE-3-U-(1-[2-U-FRE-XHX)-T

EEATPHSA]I-ZAR)-ER)-AR (FL#hH 1, TR ) AKHARF

10 %, §Q28)-3-[3-(1-HKE-1-FE-ZRE)-FE]-2-TRE-ART

Bg (k] 56, FH A 2-(2, 6-=—R—XR)-TEHEHFEILEGY,
B3 K& &84k, CulisCINOs 89 MS (ES) [MI+: 454, [M+2]+: 456.
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AR
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20 BEH & QS IN-2-THEE-3-G-{1-[2-4-XARE-XX)-Z
EFLFRE]-ZAE)-XR)-A8 (K6 1, $F% NAGMEF
&, B (28)-3-[3-(1-RE-1-FE-ZHRE)-FR]2-FEX-ART
B (L3641 56, ¥ 2) Fo R B & AF LS, 153 A &4k, CHasNOs
8 MS (BS) [M+H]':480.
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L 3649) 66
(28)-3-(4-{1-[2- (2, 4-—F-FXX)-Z X B A FHX]-1-FE-Z&
Al-ER-2-FEEA-AR

§ i ¢l
3 “C)/ﬁ\ /\Q/
H,c’o ao N

CH, c

BRH4E& QS 10)-2-ZHE-3-G-{1-12-U-FRE-XX)-T

AELPBA]-ZHAE)-EL)-A8 (%44 1, TR NANART

0 %, §028)-3-[3-(1-FE-1-FE-ZHRE)-EE]-2-TEREA-ART
B (F &5 5, T8 DA 2-Q2,4-=F-FR)-LEHEFMENEW,
25 £ &4k, CuHisCLNOs#9 MS (BS) [M-H]: 452, [M+H]: 454.

L] 67
15 (28)-3-(4-(1-[2-Q2,4=—F-EXP-CERETHE]-1-TE-TH
A -XR)--FERE-HER

H Fh ~C
° : H,Caj\ /\)@/
r ° CH, H cl

CH,

20 BR4H4EQS, I)-2-ZHRA-3-(4-{1-[2-4-FEX-XXK)-T
AERATRA]I-CHARR)-XL)-G8 (F#k4 1, FH )AGMRAF
sk, @ (28)-3-[4-(1-#E-1-FA-THEX)-XX]-2-FTRE-ARLT
B (&5 5, T8 DA 2-Q2, 4-—R-BR) -LEHEIFHENLLY,
B3 K6, CullsCL:NOs &9 MS (BS) [M-H]: 452, [M+H]: 454.
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x4 68
(28)-3-(4-{1-[2-Q2, 6——RK-FH)-ZEAEXFHAI-1-FE-ZH
) -ER)-2-Z28X-58

FH
H
Cl
oj\é,/\@(:)’i /\D
l/ e, d ¢l
CH,

BREHEQS,IR)-2-THRE-I-G-1-2-U-EXAE-XR)-T
AREEATFHREI-THRA)-FR)-ARR (K84 1, FyR DAHHEEF
, 9 (Q28)-3-[4-(1-BE-1-FEA-TELP)-XE]-2-TRX-ART

10 B8 (F#H 49, T DA 2-Q, 6-=R-FL)-CLEHEFMLLY,
#3) £ &4, CuHiCl:NOsé) MS (BES) [M-H]™: 466, [M+H]": 468.

K H] 69

(28)-2-ZFE-3-(-{1-D2-4-ZE-FR)-ZEXBRA FBE]-1-F
15 -Z = ) -# 8

liA@\ T

o™ X Hc>‘/ﬁ\ /\/@A i
o L)

c(H: 0 & y

BEHEQS,IR-2-ZHEE-3-(4-{1-[2--XEEA-XRX) -2
20 RRAEFHRA]-CRA)-FH)-m8 (k84 1, % ) AWHERF
d, B (28)-3-[4-(1-HBA-1-FRA-ZHRE)-XR]2-ZHEA-AR T
B (ER#H 49, TR 2D Ao 2-(4-LEA-ER)-LBHEFHALSY, ¥
B A& Esd4k, CisHouNOs &9 MS (BS) [M+H]™: 428.
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£H4 70
(29)-2-CTRE-3-(4-(1-[2-CQ-ZHEX-FR)-ZRXEXLFHE]-1-
-Z AR - -R B

T

OH
o)\i/\@c*i N@
o > T, "

o
j
CH

5 3

BER44E&QS,1I0)-2-ZHRE-3-U-{1-2-4-XEX-XH)-2
EREFHBE]-CRE)-XE)-08 (44 1, v )AKHRF
%, d(28)-3-[4-(1-BRE-1-FE-ZHAX)-XEK]-2-CLAEX-AKT
10 B (L6 49, 3 D 2-Q-2REARR) - B E4HL2Y,
3 £ E Sk, CosHiNOs#§ MS (ES) [M+H]': 444.

F#H 71
(28)-2-CTHHXK-3-[4-(Q-REBRETFTHE-1-FE-ZHRE)-FRX]-
15 A

" Fa
°" HC AN -CH,
|/ ° (o) CH,N
CH,

BEEES QS ID-2-THRE-3-U-{1-2-U-XEE-XR) -2
20 RBAETHRA]-CHRA)-FE)-AR(EE4 1, FR 3)AGHRAF
., B (28)-3-[4-(1-BE-1-FA-TZHAE)-FRA]-2-THARAE-ART
B (R4 49, IR 2) Fe B H) & 4724, 13| X &304k . CoullasNOs
# MS (ES) [M+H]': 394,
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L4 72
R,9-3-[4-(1-FHREBE-ZHER)-EXX]-2-ZLEX-AMLE

SN ﬂ*f Al - QAQL/\

1 2-(S)-B R ARFB (0.966g, 5.36 mmol) 5 (S)-2-Z A K-
I-(4-LA-¥R)-HBR 8 (1. 16g, 4.88 mmol) & THF (30 ml) EH
tpe A = 2B (1. 66g, 6.34 mmol). HHRAWE 0C, £554A4

10 &@MA DIAD (SE—%B—JF H&) (1.18g, 5.86 mmol). E#Z
FTERBHELRASW 18 prr. AKQuD)BRAN, REGEFIH—AE
My, BB EM (Q0%Et0Ac/ Tit) sh4v 45 8) =4 (1. 05g, 49%), JfH
B AEBLEH(-2-TZHEREA--U-BEA-FXE)-ART
&%, 0.31g) .

15

k3 4] 724
(R,S)-3-[4-(1-BE-THK)-EX]|-1-ZHAR-AMTE

e LA <W¥soen

20
AR S)-3-[4-(I-FAEZE-THREX)-XX)]-2-TEE AR
Z,8 (1. 05g, 2.63mmol) #£ EtOH (20 ml)#F H:0 (0.5ml) ¥ &5 %A
MmA PAd-C (5%, 100mg) & BtOH (10ml) X% . BEFRAEALKRENTA
2 b, BRABELHRTRiTE, REFIAAGH, AGHRE
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vA BtOAc/ & 5% (25%-100%) A B A LA B EH L, HERFH
(550mg, 68%).

364 73 |
5 (R,8)-3-(4-(1-12-C-f-XX)-ZARX THEA]-THRE)-ER)-
-ZEE-AR

[s]
A @AVL"”\ RoAd
HO. [a]
° NaOH
° w

10 F] DMAP (207mg, 1.70 mmol) #» EDC (286mg, 1.50 mmol) &3
(R,$)-3-[4-(1-BX-THRE)-FZX]-2-ZHE-AKR T W (310mg,
1. 00 mmol) & CH:C1: (35ml) Bk . RABAETE FTHIE 1004, A
ER 3-RERALEQ0lng, 1.3mmol) &, HEAERAY 2 MK,
A NHC1(aq) X, A CH.Cl: (2x35ml) IR, ABATR, AR
15 A b4 A EtOAc/ %% (20-35%) 47 4h4k, 443+ 448 >4 (291mg,
65%) .
KER LA ZBEFPH (2.0 ml)F THF (1. 0m1) ¥, A NaOH
(2. 0N, 3. 0m) &t 2, R ERAWAETERTHHF 18 I 0, A HCL (1. ON,
6. 0ml) P FFE plH=7, RERH. 2 BEtOAc (3x20ml) FEIK, HRBRHTF
20 B, ZeAEA E42 A BtOAc/ T3t (35%-100%) F= MeOH/EtOAc (5%) #4F
shib,, R RAMHBSH (130mg, HFIE 29%).

K3 734
(S,8)-3-[4-(1-RTAKE-THL)-EX]-2-LREA-ARLHE
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Jenen N
e j >v°1fL°©A°(wl

@ 2-(R) - X A THE (1.23g, 8.44mmol) F= (S) -2-Z H A -
s 3-(4-LR-¥X)-FB & (2.01g, 8.44mmol) /£ THF (100ml) 49
kA ZEAM(2.21g, 8. 44mmol) . AHRLSMHE 0C, A5 5HA
EilmA DIAD (SR BB —FAM) (1.70g, 8.44 mmol). BHRR
BARAHINTEHRF I8 IN. AKQuDEXAE, REFIAGH,
BEEREA (Q0%Bt0Ac/ T 4R) sh4L4F 2] &4 (0. 99g, 32%), FEA®IK

10 EBAAXEH(C)-2-THRE-I-U-LEX-FL)-ABR T B, 0.85g).

k4 74
(8,9)-3-[4-(-BA-ZER)-BEXI2-CHE-AR B

w,*“@d‘f T %Qﬁf B
Fegen -
o — m*fﬁgﬁ

15

BAHG,9)-3-4-(I-RTARAEE-ZHRE)-FX]-2-LEALAR
Z % (1. 10g, 3. 00mmol) /£ CH:C1. (5. 0ml) #= TFA (4. Om1) FeK (0. 2m1)
bR 12 0. RERSHFIRGH, vLEt0Ac/ T (50%) A%

20 BLA AT EAT 4L, 5B T4 (0.91g, 98%).
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£ 3 4] T4A
(S,8)-3-(4-{1-[2-Q2-F-XL)-ZEAREX FHRE]-LHEX) -XR) -
1-ZEE-EE

> e —————————

#S,9)-3-[4-(1-REA-TERE)-XE]-2-LARELAMLE
(46. Smg, 0.150 mmol) &) CH.C1. (2m1) 3% A DMAP (27mg, 0. 225 mmol)
#2 EDC (43mg, 0.225 mmol) &t3E, RAMAETETHIF 1004, R
10 EA-AELTETng, 0.300on0l) 4%, B ERLSH 2 10,
A NILC1 (REE) MR, @A CH.Cl: (2x5 ml) R, AEHTHR, £
BERRAE F4E A BtOAc/ Tk (25%) #ATsb4b, 2] 64k 88 >4,
RERFTAS LBEF Fa5 (0.5 nl)# THF (0.25 ml), A NaOH
(2.0N, 0.5 ml )X BikFR. AERSWAEZRTHHA 18 I, A
15 HC1 (1.0N, 1.0 ml) ¥#3%| pH=7 5#47R%%. A EtOAc (3x2 ml)32
B, BB T IR, AR A L4 A EtOAc/ T3k (35%-100%) MeOH/EtOAc
(5% #4741k, FHRELHERTH 23ng, HIFUCE 37%) .
-ZHEE-I-U-[1-C-ZRAFE-FEERCERATRAE)-TH
X]-FEX)}-AR,
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'H NMR (400 MHz, CDCL): & 1.07 (brs, 3 H), 1.46 (d, 3 H, J= 6.8 Hz), 2.80-3.01 (m,
4 H), 3,28-3.32 (m, 1 H), 3.48-3.58 (m, 3 H), 3.88 (brs, 1H), 4.58 (q, 1 H, J= 6.4 Hz),
6.57-6.71 (m, 1 H), 6.73 (4, 2 H,J = 7.8 Hz), 6.98-7.18 (m, S H), 7.28 (d, 1 H,/=7.8

Hz).
MS (MH+): 4202

k3B 75
2-ZRHA-3-[4-(1-TRRATHREA-ZHALD)-XX]-AR

AL EAHE(S,S)-3-(4-(1-[2-Q-R-ER)-TEAEX
FTHAI-ZAR)-XR)-2-2EX-ARAWAR FE44.

10
"HNMR (400

MHz, CDCl;): § 0.84 (t, 3 H,J = 6.8 Hz), 1.17 (t, 3 H, J= 6.7 Hz), 1.22-1.27 (m, 8 H),
1.44 (1,2 H,J= 6.8 Hz), 1.54 (4, 3 H, J= 6.8 Hz), 2.93-2.98 (dd, 1 H, J=7.3 Hz, 13.7

Hz), 3.04-3.08 (dd, 1 H, J= 4.2 Hz, 14.3Hz), 3.41-3.46 (m, 1 H), 3.58-3.64 (m, 1 H), 4.03
(dd, 1 H, J=4.4 Hz, 7.8 Hz), 4.64 (q, 1H, J = 6.8 Hz), 6.46 (t, 1 H, J= 5.4 Hz), 6.82(d, 2

H,J=8.3 Hz), 7.18(d, 2 H,J= 8.8 Hz),

MS (MH+): 366.2
£ #4576
-(4-[1-U-RTE-FKCEABRETFTHRE)-ZHREI-EE)-2-CTHRE-
AR

15
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AL EAEE (S, 8)-3-U4-{1-[2-2-K-X L) -TEX KX
WEE]-CHAE)-XER)-2-ZHREA-ARA AR T EHE.

'HNMR
(400 MHz, CDCl3, . £ f#14k ): §0.81 (s, 9H), 0.88-0.98 (m, 3 H), 1.05-1.17 (m, 6 H),
1.51 (d, 3 H,J= 6.8 Hz), 1.70-1.88 (m, 3 H), 1.98-2.01 (m, 1 H), 2.84-2.90 (dd, 1 H, /=
7.3 Hz, 13.7 Hz), 2.99-3.04 (dd, 1 H, J=4.2 Hz, 14.3Hz), 3.31 (br s, 1 H), 3.54-3,57 (m,
1 H), 3.64-3.72 (m, 1 H), 3.95 (brs, 1 H), 4.60 (q, 1H,J=6.8 Hz), 6.27 (d, 1 H, /=83
Hz), 6.82(d, 2 H, /= 8.3 Hz), 7.18 (d, 2 H, J= 7.8 Hz),
MS (MH+): 420.3

k4 717
2-ZRA-I-(A-N-C-=ZHTFE-FEEEFHBRE)-THEX])-FK) -
10 AR

OO

S B ERARE (S, S)-3-4-1-[2-Q-F-XRX)-TAKA
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oA -CAREI-FRX)-2-CRE-ARANMEF F EH&.

'HNMR
(400 MHz, CDCL): § 1.07 (t,3 H, J=6.7 Hz), 1.52 (d, 3 H, /= 6.8 Hz), 2.82-2.89 (dd, ]
H,J =73 Hz, 13.7 Hz), 2.95-3.02 (dd, 1 H,J = 4.2 Hz, 14.3Hz), 3.27-3.30 (m, | H),
3.50-3.54 (m, 1 H), 3.92 (4d, 1 H, J=4.4 Hz, 7.8 Hz), 447 (d, 2 H,J= 5.9 Hz), 4.64 (g,
2 H,J=17.3 Hz), 6.76 (d, 2 H, J= 1.3 Hz), 6.06-7.14(m, 3 H), 7.32-7.46 (m, 4 H); MS

(MH+): 440.2.
5 L3P 78
2-ZEE3-(4--G-F-I-= S FPEX-FEARXFTHE) -THK]-

xR)-AR

OALDT

BT HEAMEGS,)-3-U-(1-[2-2-K-XE)-TERXE
UEE]-ZERE)-BR)-2-ZRX-AMA AR F & H &

10

'HNMR
(400 MHz, CDCl3): § 1.07 (t,3H,J=6.7 Hz), 1.53 (d, 3 H, /= 6.8 Hz), 2.82-2.89 (dd, |
H,J=7.3 Hz, 13.7 Hz), 2.95-3.02 (dd, | H, J=4.2 Hz, 14.3Hz), 3.27-3.35 (m, 1 H),
3.53.3.58 (m, 1 H), 3.93 (dd, 1 H, J= 4.4 Hz, 7.8 Hz), 4.40-4.50 (m, 2 H), 4.62 (g, 1 H,J
= 6.8 Hz), 6.76 (d, 2 H,J = 7.3 Hz), 7.00 (d, | H, J= 8.8 Hz), 7.13-7.20 (m, 5 H); MS
(MH+): 486.1.

15
k364 79
2-ZRA-3-(4-[1-C-FR-FEARETHE)-CTHE]-XK)-AR
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AAHALS AL (S, S)-3-4-1-[2--F-XX)-TERE
5 PERAI-ZEAR)-EX)-2-,REA-AMANRR FEHE.

'HNMR
(400 MHz, CDCly): § 1.02 (t, 3 H, J=6.7 Hz), 1.52 (d, 3 H, J= 6.8 Hz), 2.78-2.84 (dd,
H,J/=7.3 Hz, 13.7 Hz), 2.95-3.02 (dd, 1 H, J = 4.2 Hz, 14.3Hz), 3.22-3.27 (m, 1 H),
3,48-3.52 (m, 1 H), 3.89 (44, 1 H,J=4.4 Hz, 7.8 Hz), 4404.50 (m, 3 H), 6.75 (d, 2 H,J
=17.3 Hz), 7.00 (br s, 1 H), 7.10 (d, 2 H,J = 7.8 Hz), 7.28-7.49 (m, 9H); MS (MH+):

448.2,
5 364 80
0  2-ZHA-I-(U-[1-U-RERX-ELEARETHRE)-LRA]-X
X)-A%

5 WEHASHRAEE (S, 9)-3-(4-{1-[2-Q-R-FX)-TERE
TEA]-Z AR} -ER) -2-TRE-RRA AR F ik &

o¥oaan
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'H NMR

(400 MHz, CDCly): § 116 (t, 3 H, J= 6.7 Hz), 1.52 (d,3 H, J= 6.8 Hz), 2.65-2.71 (d, |
H, J= 6.9 Hz, 13.7 Hz), 2.74-2.80 (4d, 1 H, /= 6.3 Hz, 12.7 Hz), 2.96-2.99 (m, 1 H),
3.04-3.08 (m, 1 H), 3.40-3.44 (m, 2H), 3,56-3.64 (m, 2H), 4.03 (br 5, 1H), 4.60 (q, 1 H, J
= 6.4 Hz), 6.48 (brs, 1H), 6.76 (d, 2 H, J = 7.8 Hz), 6.85-6.88 (m, 2H), 6.96-7.00 (m,
4H), 7.07-7.17 {m, 3H), 7.30-7.35 (m, 2H); MS (MH+): 506.2.

E#4] 81
-ZEE-I-(-N-C-=RFE-FEARETHRE)-THRX]-X
5 }-A

*@NWQA?E °"

ARESH R AHE (S, -3-4-1-2-Q-f-XR)-TRAEE
10 FHEI-CEA)-ER)2-ZREA-ARANHAEF FEHE.

'HNMR
(400 MHz, CDCls); § 1.00 (brs, 3 H), 143 (d, 3 H, J = 6.8 Hz), 2.73-2.88 (m, 3 H),
2.96-3.00 (m, 1 H), 3.21-3.26 (m, 1 H), 3.46-3.52 (m, 3 H), 3.88 (br s, 1H), 4.60 (g, | H,J
= 6.4 Hz), 6.63-6.69 (m, 3 H), 7.10 (4, 1 H,J = 7.8 Hz), 7.20 (, 1 H, J = 7.8 Hz), 7.29-
7.36 (m, 2H), 7.42 (d, 1 H,J = 7.8 Hz); MS (MH+): 454.2.

5 36,47 82
5 3-(4-{1-[2-Q, 6——F-EXX)-ZEAELXFBA]-ZHAL)-F¥)-2-
LEE-AR
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e TN

ML ERAHE(S,8)-3-U-{1-[2-Q-R-%XX)-ZX &%
YEHX]I-ZEA)-ER)-2-ZRE-ABRAGAAR FE44.

"H NMR

(400 MHz, CDCly): & 1.05 (t, 3 H, J= 6.4 Hz), 1.45 (d, 3 H, J = 6.8 Hz), 2.80-2.86 (dd, 1
H,.J= 69 Hz, 13.7 Hz), 2.97-3.01 (d, | H, /= 13.2 Hz), 3.10-3.18 (m, 2 H), 3.22-3.30
(m, 1 H), 3.46-3.62 (m, 3 H), 3.92 (br 5, 1H), 4.56 (g, 1 H,J = 6.4 Hz), 6.71-6.77 (m, 3
H), 7.05 (t, 1 H,J = 7.8 Hz), 7.12 (d, 2 H, J= 7.8 Hz), 7.22 (d, 2 H, 7 = 7.8 Hz); MS

(MH3): 454.1

L 83
2-LEA-I-(4-(1-[2-(4-T %~ -z BE]-T -
10 EE)-ARR

S MR AEE (S, )-3-4-(1-[2-Q-F-ZH)-T A &L
15 FEBAI-ZERE)-FR)-2-2H8X-A8RAK4E F k64
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'H NMR
(400 MBz, CDCl3): § 1.16 (1, 3H,/=6.8 Hz), 1.21 (, 3H,/="7.6 Hz), 1.49 (d, 3 H, /=
6.4 Hz), 2.60 (g, 2 H, J = 6.8 Hz), 2.60-2.68 (m, 1 H), 2.73-2.80 (m, 1 H), 2.94-3.00 (dd,
1H, J=17.8 Hz, 14,2 Hz), 3.04-3.09 (dd, 1 H, J=4.3 Hz, 14.2 Hz), 3.40-3.46 (m, 2 H),
3.52-3.65 (m, 2 H), 4.03 (d4, 1 H,J=4.3 Hz, 7.8 Hz), 4.62 (g, 1 H,J= 6.8 Hz), 6.52 (1, 1
H, /= 6.4 Hz), 6.76 (d, 2 H,J = 8,8 H2), 6.95 (d, 2 H,J= 7.8 Hz), 7.06 (d, 2 H, J= 7.8
Hz), 7.18(6, 2 H, J = 8.3 Hz); MS (MH+): 414.2.

5 36 ] 84
-CEA-I-(4-(1-[2--CA-FR)-ZEA X FREI-TER) -
5 EX)-AR

HFHMAEH AR HE S, ) -3-(4-(1-[2-Q-R-FE)-ZERE
10 FHBEI-ZEX)-XR)-2-ZRE-ABRANHERFE4#E.

'H NMR
(400 MHz, CDCl3); § 0.97 (t,3H,J="7.8 Hz),1.19 (t, 3H,J="7.6 Hz), 1.21 (t, 3 H, /=
6.8 Hz), 1.80-1.90 (m, 1 H), 1.90-1,98 (m, 1H), 2.60 (g, 2 H, J = 7.3 Hz), 2.60-2,68 (m ]
H), 2.72-2.79 (m, 1 H), 2.99 (dd, 1 H, J= 7.3 Hz, 14.2 Hz), 3.08 (44, 1 H,J= 3.9 Hz,
12.7 Hz), 3.40-3.48 (m, 2 H), 3.52-3.64 (m, 2 H), 4.02-4.07 (m, 1 H), 4.48 (dd, 1 H, J =
4.8 Hz, 6.8 Hz), 6.54 (t, 1 H,J=6.4 Hz), 6.60(d, 2 H,/= 8.8 Hz), 6.87 (4,2 H,/=8.3
Hz), 6.96 (d, 2 H, J = 7.8 Hz), 7.02(d, 2 H, J = 8.3 Hz); MS (MH+): 428.2.

L] 85
15 2-ZAA-3-(4-(1-[2-(4-ZR-XR)-ZEAEXPBE]-BHAR) -
ER)-AR
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\/\/\/”\L}o O/\l;&on

HHEASHRAEE (S, S)-3-(4-(1-[2-Q-F-X 1) -TEEE
5 TEHMAI-LARA)-ZR)-2-LEA-ARAGHE FE4HE.

'H NMR
(400 MHz, CDCl3): 8 0.80 (t, 3 H, J=6.8 Hz), 1.03 (t, 3 H, J= 7.6 Hz), 1.10-1.20 (m, 11
H), 2.85-2.89 (m, 1 H), 2.91 (dd, 1 H,J= 7.3 Hz, 14.2 Hz), 2.98 (dd, 1 H, J= 4.8 Hz,
14.2 Hz), 2.96-3,01 (m, ! H), 3.37-3.43 (m, 2 H), 3.50-3.57 (mn, 2 H), 3.99 (dd, 1 H, /=
44Hz, 73 Hz),4.52(t, 1 H,J=6.4 Hz),6.54 (t, 1 H,J= 6.4 Hz), 6.68 (d, 2 H, /= 8.3
Hz),7.02 (d, 2 H, J = 8.3 Hz); MS (MH+): 380.2

T 34 86
10 -THRAE-I-(U-(1-[2-U-XEA-XRB) -TLEAREXTBMEI-AR
R -EX)-AK
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S HEAHEE (S,9)-3-U-1-12-2-R-FXEX)-TEXRX
k] -LAR)-FR)-2-CRA-ABA AR FEHE.

"HNMR
(400 MHz, CDCls,—#¥ 4 stk 4k ) 8 0.92 (1,3 H,J="73 Hz), 1.10 (t,3 H,/=6.8
Hz), 1.74-1.82 (m, 1 H), 1.86-1.891 (m, 1 H), 2.56-2.62 (m, 1 H), 2.64-2.71 (m, | H),
2.86 (dd, 1 H, J=17.3 Hz, 14.2 Hz), 2.98 (dd, 1 H, J = 4.4 Hz, 14.2 Hz), 3.33-3.40 (m, 2
H), 3.49-3.57 (m, 2 H), 3.95-3.99 (m, 1 H),4.41 (44, 1 H, J=4.4 Hz, 6.8 Hz), 6.40 (8, 1
H,J=6.4Hz), 6.70 (4,2 H,J = 8.3 Hz), 6.78 (d, 2 H, J= 8.8 Hz), 6.88-6.94 (m, 4 H),
7.01-7.06 (m, 1 H), 7.08 (4, 2 H,J=8.8 Hz), 7.25(d, 1 H, /= 7.4 Hz), 7.27 (4, 1 H, J =
7.8 Hz); MS (MH+): 492.1.

k4] 87
I-(4-(REE-[2-(4-ZRA-FR)-ZHEALTHRE]-FARA)-X
10 )-2-T A -FH
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FHEASBERABES,S)-3-U-{1-[2-Q2-R-XE)-TERX
PHA]-ZER)-ER)-2-ZRE-ARA AR FEHE.

'H NMR
(400 MHz, CDCl3): & 1.16 (t,3 H,J="7.8 Hz), 1.20 (t, 3 H, J = 7.6 H2), 1.20-1.30 (m, 6
H), 1.49 (d, 3 H, J = 6.8 Hz), 2.08 (s, 2 H), 2.60 (g, 2 H, /= 7.3 Hz), 2.64-2.69 (m 1 H),
2.72-2.80 (m, 1 H), 2.97 (dd, 1 H,J=6.4 Hz, 14.2 Hz), 3.08 (dd, 1 H, /=44 Hz, 14.2
Hz), 3.38-3.48 (m, 2 H), 3.52-3.66 (m, 2 H), 3.80-3.90 (m, 1 H), 4.02 (dd, 1 H,J=4.4
Hz, 7.8 Hz), 4.62 (g, 1 H, J = 6.9 Hz), 4.93-5.02 (m, 1 H), 6.53 (t, 1 H, J= 5.9 Hz), 6.76
(4,2 H,J=88 Hz), 6.95 (d, 2 H, J=8.3 Hz), 7.07(d, 2 H, /= 7.8 Hz), 7.17(d, 2 H, J =
8.3 Hz); MS (MH+): 483.2.

5
k#p| 88
1-Z B A-I-(4-{1-[2-(4-ZA-FH)-ZRAERX THE]-2-XX-T
A -EX)-A8
10
V@/\/no QO/\!;K\H
AR A HE(S,S)-3-U-(1-[2-Q2-R-EXX)-TEAALE
FRA)-ZEAA-ER)-2-ZEAA-ARAWHR FT 4 E.
15

'H NMR
(400 MHz, CDCly): 8 1.16 (1, 3 H,J = 7.8 Hz), 1.21 (t, 3 H, J= 7.3 Hz), 2.55-2.65 (m, 4
H), 2.96 (dd, 1 H,J=8.3 Hz, 14.2 Hz), 3.04 (dd, 1 H,J=3.9 Hz, 142 Hz),3.12(dd, L K,
J=6.8 Hz, 14.2 Hz), 3.24 (dd, 1 H, J = 3.4 Hz, 14.2 Hz), 3.39-3.45 (m, 3 H), 3.59-3.65
(m, 1 H), 4.02 (dd, t H, J=4.4 Hz, 7.8 Hz), 4.62 (q, 1 H,J=3.4 Hz), 640 (t, 1 H, /= 5.8
Hz), 6.69 (4,2 H, J= 8.8 Hz), 6.86 (d, 2 H,J= 7.8 Hz), 7.04 (d, 2 H, J = 8.3 Hz), 7.13(d,
2 H, J= 8.8 Hz), 7.20-7.30 (m, § H); MS (M+H): 491 4.

98



03814173. 6 v B P 5E85/1351

4] 89
2-8-N-[2-(-REX-XR)-TEK]-THK

OO

£ 3-FRMMAA -XEXXTHE (213,28 amy, 2.5g, 10.8

mmol, 1.09 g/mL, 2.3 mL). Aunk Z Bk (201. 86 amu, 1. leq, 11.8

mmol, 2.4g, 2.317 g/mL, 1.03 mLl). *t=Z (79.10 amu, 5 eq,

10 4.27g, .978 g/mL, 54 mmol, 4.4 mL)®AA 50al CH.Cl.. B B4 RT

FHi?2 8. B& CLCL, #¥RAHET 200 ol BtOAc ¥F. AME

B R ARFAKEE(E 200 ol). SBHF N, ARA TR, RERXF
F)1.56g . MS [EI+] 334 (M+H)", MS (EI-] 332 (M-H) .

15 £#H 90
2-FA-2-FRE-I-(U-(2-(-FEL-EXX)-ZXAREFRE]-F
FA]-XR)-AK

@”‘@‘NNT\O/@/}g "

20
B -FRMA RN 3-(4-FE-EL)-2-FE-I-XAE-ART
&% (300. 352 amu, leq, 225mg, 0.76 mmol). KEMmA 20ul FH=
T A A S 404 (24amu, 1.1leq, 0.82mmol, 20mg, 33mg 60%¢55 4
o). RAWAE RT THI 1S 94, Ao 2-8-N-[2-4-KAX
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-XA)-ZA)-T 8 (333, lamyu, 250mg, leq, 0.76 mmol), £ 100
CHBEREY 6 . ¥ALRESHMmE 200nl EtOAc F. AHE KL
Kk (B, 200ul) . AR T A M, REHF3 250meg &,
# chromatatron (10-70% EtOAc/Tit) L4 & Lk %, 48 =%
5 K, REH/I 25ng EEHLE. WEH/FET Snl BtOH, A 2K
#45£F (carousel tube) B, FEFAnA SolL SN NaOH., £ & LA EF
S0CAH#it A, RARSWME 100 oL BtOAc . A 10ol REBK
. Aen 100l K, BHAWE, REMAE 20nL 4, MS [EI+] 526
(M+H)*, MS [EI-] 524 (M-H)".
10
Lk 91
-EBE-2-(4-{[2-U-EER-ZR)-ZEBRXFHEA]I-FHA) -
R -T»

15

. @WW%

HHASHL 2- (-2 E5-FR)-1-XEX-TRTE A RHEH
£ -TA-2-REEA--(U-{[2--RBA-XB)-CEARETRA]-
20 FREI-ZR)-ARAGHEF%él&.
MS [BI+] 540 (M+#H)', MS [EI-] 538 (M-H)".

FHH 92
2-FR-I-(U-{[2-U-FRE-ER)-TEAREAFHE]-FHRE)-¥X
25 £)-2-(4-= A FRE-FEHX) -AR
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Qo@wl(\oO“jL °

F O
T

AFHALS WA 3-(4-FE-FR)-2-FE-2-G=Z=RFAEE-XH
R)-ABRIHAHARABEHNE 2-FE-2-FHE-3-(4-([2-(4-KE K-
S5 FR)-ZAREATHRAI-FEEI-XER)-ABRAKRRA S 4 &.
MS [EI+] 610 (M+H)", MS [EI-1 608 (M-H)".

EiH) 93
-(4-FAEEA)-2-FE-I-G-(2-4-EXEA XL -ZERATH
10 A]I-FEE)-EXK)-HBR

@‘“@W”K\o«@}(j&
9

F

HEAAESHA 2-(-RFRRL)-3-(4-B2EA-ER)-1-FE-AR
15 TEARAEHE 2-FE-2-XRE-I-U-([2--FRE-XX)-T
AEATRE]-FEE -KL) -ARA YAAF FikHl &,
MS [EI+] 544 (M+H)", MS [EI-] 542 (M-H)".
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% 364 94
(28)-2-FHE-I-(4-(2-FAR-2-[4-U-=RFEX-XX) -%kp-1-
E]I-ZEX)-XX)-HEg

S 3

FT®R 1: Q9)-3-U-RTAREEAFTAE-ZL)-2-FRE-AR
7. 8%

10

HALAd (28)-3-4-BEA-FXE)-1-FEHE-AHSM B &6 1)
(1.2g, 5.3 mmol) & F 25ml A K THF, o Fie A NaH (380mg,
15.8mmol). XNt S HHE, EERTEHMNR-THERERTE. &
SHETERTHE 2 ., BAFRRETIRTE (100 nl), oA
15 5% HCl k., RO A LB LE (3 X 100 nl)RER, T MgS0) 4
HAHENE, REATRKRE. BEHB8BEW (BR, TR/LRLE
8.5:1.5) $hb43 8| 3% &4k,
FH2: 29)-3-U-BREFRE-FL)-I-FRE-ARLE

20

HasH (29)-3-U-RTREEATERA-ZR2-FRAELA-ART
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5 (#4403, F® 1 1 2er, 3.5 anol) EFZRKTFK Gol), mA
ZAZE Gnl) . BHERSH 10, REEHDHFI K EDE.

TH-NMR
(CDCl;, 200.15 MHz): 7.16(d, 2H, J = 8.3), 6,75 (d, 2H, J = 8.3), 4.89 (s, 2H), 4.14 (c,

2H, )= 6.9), 3.94 (t, 1H, ] =6.9), 3.57 (dc, 1H), 3.35 (dc, 1H), 2.92 (d, 2H, I = 6.9), 1.23-
1.10 (2t, 6H).

F#&k 3 (QS)-2-FHRE-3-U-{2-FK-2-[4-U-ZRFE-X
X)-%E-1-A]-ZHE)-FR) -8

10 BERB4HEQS,1ID-2-THRE-I-U-{1-[2-U-FHE-FXX)-T
AEATHRAI-CRRA)-EZH)-H8 (L& 1, ¥ 3) AKARF
ik, BQS)-3-U-HRATERE-FX)-2-FRE-ARTE (HE&H 3,
FH D 1--ZRPFE-EX)-REHEAFMLEH, FELES
#&, CuHaisFaNOs 89 MS (ES) [M+H]™: 467.

15
kB 95
(28)-3-(4— ([ (EFE-4-RFHR)-REAFHE]-FEX)}-XH)-2-F
ol 3
En
L0 H
H,C o
0 R
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BR4HE (S, 1IR)-2-ZHE-I-(4-(1-[2--XRE-XX)-T
EREXFBRAI-ZAR)-EX)-A8 (L4446 1, FK 3) AHABEF
#, BQ28)-3-U-BAFHERA-XX)-2-FRE-ARLE H &4 3,

5 FB2) Ao C-BEXR-4-K TR SAFHEMNSH, FE L E DMK, CisHisNOs
# MS (BS) [M+H]": 420.

L3P 96
10 (28)-2-FHRE-I-(4-[(FR-Z-1-XFE-RELFHME) -FHRE]-
XZR)-2-AR

Fit

HO

j“@«rﬁ

15 BEREE QS 1IR)-2-THRE-3-4-1-[2-4-FXAE-EXXK)-T
ERAFBRAI-CAR)-EX)-A8 (a4 1, T 3) AGHRF
ik, §0QS)-I-U-FRXFEE-XP)-1-FREA-AR & H &4 3,
FH DAFE-F-1-RFX-BHEFELIH, FRALEBHK,
C.sH:sNOs #§ MS (ES) [M+H]': 408.

20

K& 4 97
(28) -3-{4-[2-(4- =X FX-%B-1-82) 2-AR-ZRE]-X R} -2-
PR AR
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Fit

®

BERHE QS IR)-2-THERE-3-4-(1-2-U-EEE-XX)-T
EABATBREA]I-CRA)-ZX)-H8 (F%4 1, % NDANERF
5 ok, WQS)-3-U-REFREA-XX)-2-FRE-IBTE HE&EH 3,
TR DA 1-—EFEREHEAFEINSY, FELEHE, CulluN0s

% MS (BS) [M+H]': 489.

k6] 98
10 (28)-3-[4-(Q2-{4-[R-(4-BE-FEX)-FE]-RE-1-XK) -2-FK-T
) - -2- -A 8
i
LA@WN F

15 BEHE (28, IR)-2-ZHRE-I-(4-1-2--Xa8AE-XX)-2
ERATHRRA]-CAXK)-XE)-AR(K#%4 1, F% 3)ANKRRF
H, MQ28)-3-(U-BETFTHREA-ELD 2-FTRE- AR TE HF&H 3,
THR DA 1-[R-4-R-F L) -FER]-REH G HELLH, BILE
‘4, CoHioFaN:0s 4§ MS (BS) [M+H]: 525.

20

536 4] 99

(28) -2-FHRA-3-(4-{[2-(4-FEX-XR)-TEAEETHE]-FE
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A)-EK)-HK

5 BRH & (25, 1R)-2-ZRE-3-(4-{1-[2-U-XRE-FX)-T
ARAXTFTHRAI-CHRE)-EL)-"R(F#4] 1, $] )AGRRG
H, W(28)-3-(U-BEFREA-XX)-2-FRE-ARTE HBEH 3,
B DA 2-4-FXAE-XX)-TEHAEFRENEYH, FEREBK.
C:H:NOs 49 MS (ES) [M+H]": 450.

10

% 3647 100
(28) -3- (4-[2- (3, 4——H - 1H-Feok-2-%) 2-F K- FA]-X
A} -2-FRA-AR

F
o, S
H,c-0 N

o

Y

15

ERHE QS IND2-ZHREA-3-4-1-[2-@-XHEA-EZX)-T
AEATHRAEI-ZRA)-XX)-AK (44 1, FER HDAKNBEAF
, S)-I-U-BAFHRE-ED-2-FRE-ARTE (B &4 3,

20 HE DA 1,2,3, i-wEFEkH SRS, FRAREHK,
CuHuNOséﬁ MS (ES) [M*‘H]*I 370.

£#&H 101
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(28)-3-{4-[(FR-XTX- B - ~AK)-2-FPRE-
AR

j\/\@oﬁr%%&

EBEHE QS,IR-2-ZHE-3-A-1-2-U-EEEX-XX)-T
ERETFTREAI-ZHRERA)-ZR)-AR (L#£4] 1, ¥R ) AHHERF

ﬁ# 2) ﬁ"%i-i Likﬁléﬁﬂﬂﬁ%% ’ ﬁiﬂﬁ' E\‘)‘b'ﬁi. C:1H29NOs é‘J
10 MS (ES) [M+H]': 448.

%4 102
(28)-3-(4-(2-[4-(4-R-XR) %A -1-X]-I-FAR-THERX)-X
XK)-2-FEE-AR

vroO/?i

EEB#E&QS,1I0D-2-ZHRE-I-UW-1-2-U-XEE-XR)-T
ARETFBRE]I-CARE)-XX)-ARR (A4 1, & NDAHHARF
20 %, HO-I-U-REFERE-FEN)-2-FRE-ABR LBy ($ &4 3,

T DA 1-4-R-FX)-REHEHRBLESH, FIALERK,
C::H2sFN.0s #9 MS (ES) [M+H]': 417.

15

3641103
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(28)-2-FRHE-3-(4-{[2-Q-FEE-FX) KA THE]-FTEL) -
EE)-A8

0

Fit

ERHE& QS IN-2-ZRE-I-(4-1-[2-(4-XHRE-XX)-T
EAEEATFHAE]I-ZHEL)-XX)-AB (%4 1, FR 3)AKHAERF
H, #029)-I-U-BEAFRE-XR)-2-FRA-ARE (#&H 3,
I 2) Fo 1-(4-R-F X)) -2-FE-REH SIS, BIAKEH

10 4K, CuHnCIN:0s 4§ MS (ES) [M+H] : 447.

K& 4] 104

(28)-3-(4-{2-[4-3-F X X)) HhEk-1-X]-2-HXK-THX)-X
X)-2-FEHEE-HER

D o

0

15

BER44& QS 1IR)-2-LAX-3-(4-{1-[2-4-XEE-XX)-Z

ERETFHRAI-ZARR)-XX)-B8 (45 1, K NDAGHRAF

20 %, QS)-3-(U-REFRE-XX)-2-FTRE-AKRLE HEH 3,

T DA 1-C-F-FXR)-REHNSHFEALSY, HIKEHK,
C.:H:sCIN:0s 69 MS (ES) [M+H]": 433.

L& 105

108



03814173. 6 o P 5E95/1351

(28) -3-(4-(2-[4-(4-F-FK) %2 -1-R]-2-FK-L AL} -X
A)-1-FHRE-AR

FHu
N’\ O/XEOH
cs/©/\ k/"'\[(\o “CH

]
0

BEEE (2S5, 1IR)-2-Z8E-3-U-(1-2-4-X R X-XR)-T
ARATHAI-CHRRA)-XL)-A8 (L#4 1, F3% NDAKRRF
%, B(28)-3-4-BEPRE-FR)-2-FTRE-ARK (H &4 3,
FH DA 1-(4-R-FB)-REHESHFACESY, FILESE,

10  Cu:HarC1IN20s 8§ MS (BS) [M+H]': 447.

%5&‘9‘1 106
(28)-3-(4-(2-[4-(2-F-FR) -RE-1-X]-2-HXK-THL)-X
E)-1-FEE-AR

Lo ot
N\l(\o

BREE QS IR)-2-ZHE-3-4-1-[2-4-XEE-XR)-2

EAXTHREI-CEE)-FR)-98 (FHh4 1, v ) AGRAF

20 HF, HQ)-I-U-REFRE-FZL)-2-FRE-AROE (HEH 3,

B D 1-Q0-F-FXR)-RENEHFENSH, T3 KEdK,
Ca:HasFN.Os 49 MS  (ES) [M+H]': 417.

15

L4 106A
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(28) -3-(A-{[ (K} (L3 M - FEXAB-S-RFR)-AREFTBE]-
FERA)-EX)2-FEX-HB

i
OO

ERH4E& QS 1I0)-2-ZHE-3-4-0-[2-U-XBE-XX)-T
AERATFTRAI-ZHER)-ZL) - (%4 1, % 3)ANRBRF
, BQ29)-I-(U-AEATFREA-ERL)-2-FRE-ARTE R &4 3,
B ) A C-FKIH[1, 310 —RAEFKAK-5-K-FEBHSIFHMLE

10 4, 334 &R, CuHuNO-#9MS (ES) [M+H]": 388.

5 #.4) 106B
(28)-3-(4-{[2-(4-£-XX)-TRAEEFTHE]-FER)-EL)-2-
FHE-AR

15

BR#HE& QS IR-2-Z8&E-3-4-(1-2-4-XEX-¥X1)-T
AREXAFBA]-CER)-XR)-A8 (3L#4 1, 5% 3)AHMRRAF
20 %, 9QS)-3-U-BEAFHRE-XL)-1-FRE-AKRTE B&H 3,

HH DA 2-U-E-XR)-ZHERHNEHRELS Y, HIALEDHK,
C:oH:.BrNOs 8§ MS (ES) [M+H]': 437.

% 3H) 107
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(28)-2-FHRA-I-U-([(B-1-AFR)-SXFHE]-FHE]-X
E)-AR

Fit

ERHE& QS,1ID-2-ZHRE-I-U-1-2-4-XRE-XX)-T
EERXFHBEA]-ZARR)-XX)-AR (L4454 1, FB I)AKHARF
i, H0Q8)-I-U-BEFHRE-ZL)-2-FRE-ARTE (F&H 3,

iﬁ-* 2)%"" C-ﬁ—l_i_?&ﬁjéﬁﬁ%%%a ﬁi‘]ﬁ éa‘l"b‘*. C1:H23NOs
10 ¢ MS (ES) [M+H]': 394,

5 3641 108
(28)-3-(4-{[2-2, 6-——R-FHARL) -ZEABETHE]-FEL)-X
X)-2-FEHRE-AHR

Fa
Hoj\/\@ " )
(¢]
HSC’ lo) \¢/\s
Y jfj
Ci

15

BR4 % (QS, 1) -2-ZHE-3-U-1-2-U-EEE-FR)-T
RERPHE]-ZARAR)-XX)-H8 (F446 1, B ) AWKHERF
20 ik, HOQS)-I-U-BEFPRE-ZX)-2-FRE-ARE (F&4H 3,

TR D C-FE-1-RTEHNEFEALE Y, FIAXEH&K.
Cz:Hz:ClzNOsSé‘JMS (ES) [M"'H]*: 473,
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%264 109
(28)-3-(4-{[FRA-XX-TH)-T B ] - -
X2)-1-FHE-HE

BREE S, 1I0)-2-Z8/A-3-4-(1-[2--XREX-XP)-T
ERATRAI-CAA)-EX)-BR (A4 1, FR HDAHKERAF
k, HQS)-3-U-BETFTHEX-XX)-2-FRE-JRTE (FE&H 3,

10 H¥ DA(1-FE-ZE)-Q-THE-T-2,4-2HE) -BH &AL
L%, 1335| K &4k, CHuNOs#g MS (ES) [M+H]': 448.

*#&H110

(28)-3-(4-2-[4-(4-Z B X X&) -vkAE-1-RX]-2-ANK-THX) -
15 FLD-2-PRE-HH

Sy mﬂi
H,C” o’\ﬂ’

BB & (S, 1IR)-2-ZRA-3-U-(1-[2-U-XaE-FZRX)-T
20 RAATHRAI-CHAA)-ER)-AB(K#EH 1, FR IDAHARF
s, B(28S)-3-U~-BREAFRE-XH)-2-FRE-ARTE K &EH 3,
I DA 1-(A-RE-1-R-KR) - W EHFMLsH, FARLES

A&, CuHusN.0c 8§ MS (BS) [M+H]': 441.
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%4 111
(28) -2-FHHE-3-(4-[2-FAR-2-U-x PR -%A-1-X)-ZT 4§,
Al-XX]}-A8

BHRHE QS,IR)-2-THL--U-(1-2-4-XEE-XR)-2
ARETHRE]-CARA)-FX)-H8 (R4 1, FB 3)AHHEH
10 &%, #02D-3-U-REFPHRE-FX)-2-FRE-ARE (H 54 3,
T 2) Ao 12 FEEREHSAHAASY, FHRKEBK. CullaN0s

#9 MS (BS) [M+H]': 413.

Lk 112
5 (28)-3-(U-{[ZEQ-R-FR)-BRAFHBE]-FEHL)-XL)-2-¥
fFE-RHBR

3

Fit
HO” H:,Cj
(o F

20 BRHMEQS,1ID-2-THEE-3-U-(1-[2-4-EEEX-ZR) -2
ARETBRA]-CHRE)-ZR)-A8 (£44) 1, F% 3)ANHARH
A, BOS)-3-(-REATFRE-ZR)-2-FRA-AR B (#1454 3,
TR DATRE-Q-R-FR)-BHEREALS Y, FILEHK,
C:uH.FNOs 69 MS (ES) [M+H]': 390.
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Lk 113
(28)-3-(4-{[ZA G-FE-FR)-BXFEHE]|-FTEE]-XX)-2-
FEE-AR

Fit
He® oY N CH,
0

BRE % QS I0)-2-ZHA-I-@-{1-[2-(4-ERE-XL)-L

EEATHRAI-CAREI-ER)-BR (K#k4 1, TR HDAHHERF

10 &, HQS)-I-U-REFHRE-XB)-2-FRE-RIRTE HIEH 3,

FH D FLE-G-FR-FX) -BHGHRELSY, LI AR T
C.:H.NOs %9 MS (ES) [M+H]": 386.

£#kH] 114
15 (28)-3-(4-{2-[4-(4-F-FEX)-%F-1-K]-1-AR-THK)-¥F
) -2-FRE-AK

by i
HO” Y (N
He® o/jl/" /mr

0

20 BEREHE QS IN-2-TRE-3-(4-{1-[2-4-FKAERX-XX)-C
AEATHA]I-CRE)-RXB)-BB (544 1, FR )AGHERAF
H, BQS)-3-(U-BEAFTRE-FH)-2-TRA-ARTE H&H 3,
FH DA 1-(4-F-FR)-%E2 4 & HHENSYH, FELEHMK.
C:H: FN.0s 69 MS  (ES) [M+H]™: 431.
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FK#H 115
(28) ~3- (4-[(6-F-K ket 2-F KX FHK) -FEL] KK} -2~
PHRE-AHK

0 _?.,&
ne® S oes
-
5

EBAE QS,1IR)-2-T R A -3-(4-{1-[2-(4-FERE-XX)-T

EEXATBAI-ZAA)-XE)-R8 (Fk4] 1, TR 3) AR F

B, BQS)-I-U-BEFTHERA-EXL)2-FRE-ARLE HEH 3,

10 ¥ 2)f 6-R-FHFEa-2-REHSRELSYH, FILEBK,
CisH:sFN20sS #9 MS (BES) [M+H]": 405.

EHH 116
(28)-3-(4-{[2- (ZA-H-FEX-BRX)-CEAREFTHE]-FH
15 E-XX2-FEE-AR

j\/\@ Fi
HO™ Y
He”® o’\“’n

0

AN —CH,

o

BBHE QS, IR)-2-THRE-3-U-{1-[2-4-FHRE-ZX)-T
20 REEFTHRE]I-ZARA)-ER)-/8(F#&4 1, FR NDAKGHERF
i, BQS)-3-(-FAFTHRE-FE)-2-FRE-RRTE WE&H 3,
FE DA N-ZE-N-B-FEL-Z%-1, - BH&FMLSH. H

B A &4k, CuloN.0s#9 MS (ES) [M+H]: 414,
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EH#H 117
28)-2-FHR-3I-(4- (-t -2-K-Z X E R FBL)-FPHRE]-X
X)-Rg

J_{}%-ri

MO*”\{

BEHE QS IN-2-CHRRE-I-(4-{1-2--EHRE-XX)-T
ERATFTHAI-ZAL)-XX)-m8 (L84 1, F3 3) AKHARF
10 %, §Q2S)-3-4-REFARE-XL)-2-FERE-ARE (F &4 3,
FI 2) o 2R -2-R TRF S AFHAAAS W, IR E DK, CisHauN:0;

44 MS (ES) [M+H]": 359.

L H) 118
15 (28)-2-FHEE-I-(4-[Q-HE-I-K-TERETHE)-FHRA]-X
X)-A8
J\,\Q Fa
HO H n
0
H,C o/l/ , :
N

20 BREHELE QS IR-2-ZHRE-I-U-{1-R2-U-XAX-XX)-T
RERIHMA]-ZER)-FH)-F8 (46 1, $5% 3)AQHERF
Hk, HQS)-3-U-HRAPHRE-XX)2-FRE-ARTE HEH 3,
FH DA 2-wR-I-RLEEHAEFALESY, HIALEHK,
CisH::N.0s 9 MS (ES) [M+H]': 359.
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Ekp) 119
(28)-E-3-{4-[4-RTE-HKLARXFHBRE)-FHRR]-XX)-2-¢
FEA-AR

Fi
) @’\(ﬂ\on
H,Cﬁo-u Yo He ,0
s}
HC

R4 QS, 1ID-2-ZHE-3-U-{1-[2-U-XAX-¥XX)-T
AEEATHAI-ZARA)-ER)-AM (K64 1, $& 3)AKGHREF
10 3k, WQS)-3-U-RETFRE-XX)2-FAE-AKR A B &4 3,
H 3K 2) o B—4—R T XK TARF S4B 44, F3) L &Rk, CHiNOs

45 MS (BES) [M+HI': 392.

FHH 120
15 (28)-Z-3-{4-[U-RTE-FTERXFBE)-FHX]-ZX)-2-F
FA-AR

Fi
fone
H’CW" he'
H, 0

20 BEBHE QS IN-2-THREA-3-G-{1-[2-(4-FXHKE-XX)-T
AERXPHRA]-ZHAR)-KXX)-H8 (L4440 1, % NDAKARF
%, Q) -I-U-RRFTREA-XX)-2-FRE-ARZE (H&4) 3,
BB 2) Fo Z-4—- T AR T H| FATHALA W, B R &4k, ClliNOs
4 MS (ES) [M+H]": 392.
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Edkp 121
(28) -3 -U-HKTEAEXFHAPHRA-FD)-2-FHRE-/E

F i
H,c’o 0 N
Y

BER4E QS 1IR)-2-ZHE-3-A-{1-2-(4-XERX-BH)-T
EAEETFHBRA]-ZAR)-XE)-Q8 (L4 1, ¥R ) AARF
E, HQ)-I-U-REFRE-FXE)-2-FRE-ARZE (# &4 3,

10 FH2) FoIR T ReH &4FMALSY, FEAE MK, CullNOs &) MS (ES)

[M-H]": 306.
%34 122
(28)-3-(4-[(1,3-—FR-TEARXFTBE)-FRE]-FXE)2-FH
15 E-AR

FH
CH,
HO" Y
H,C’o O/YN *

HRHE (S, 1R)-2-ZHE-3-(4-(1-[2-U-REE-FX)-T
20 RERXRTHREI-ZHRE)-EX)-ARR (L4461, B DAKREF
Ak, BQS)-3-U-FZRXAFARE-EL)-2-FRE-ARLE (H &6 3,
TH DA 1, - FETEHEHFALESH, FELEBK. CilluNO;

& MS (ES) [M-H]": 336.
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15

20

x4 123
28)-2-FHEE-I-U-[U-PE-HKLARXATFHME)-FHRE]-X
X -2

Hs
‘ e
: oM
He”° O/YN )
(o}

BBHEQS,IN-2-ZHX-I-4-(1-2-U-XAE-XX)-T
AREATBRAI-CAR)-XL)-A8 (5484 1, FK 3)AYHRAF
sk, Q29 -3-U-BREFRE-XE)-I-TEE-ARTE HFE&H 3,
FTH D 1-FRE-CEBEHFHEFELSY, FRLEHMK. ColsNOs
4 MS (ES) [M-H]: 350.

k4] 124
(28)-2-FHRA-3-U-[Q-FE-TEREFTHE)-FHRE]-XXK] -
Pal. 4

, F
0 CH,
He” 0 N
Y

BB & QS,IR)-2-ZRE-3-G-{1-2-U-FERE-XXK)-T
AEATHE]-THERX)-FL) - (k&4 1, ¥R I)AGHRAF
k, WQ2S)-3-U-REFEE-XX)-2-FHREA-IRLE (H&H 3,
FH DA 1-FRE-TESEHFML0H, FHLEBIK, CollsNOs &
MS (BES) [M-H]: 322.
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Lk 125
(28)-2-FHRE-I-U-[C-FE-TERLFHRL)-FAR]-XXK)-
]

, Fie
CH,
WY
)
HC” 0 N
Y

BRE4H4E& QS 1IRD-2-ZHRRE-3-U-1-[2-4-ERE-XX)-T
EEAFBRAI-ZHAR)-XX)-H8 (FH4 1, & )AGHERF
10 3, §(Q28)-3-U-REAFEE-XA)2-FRE- AR TE HF&H 3,
ﬂ?-ﬁ 2)#" 3‘?&‘1—&*]'@'%&%%*; ﬁi“iélﬁ"*. Ci7H2sNOs ﬂéj

MS (ES) [M-H]: 322.

564 126
15 (28)-3-U-HRARERTHREATFTHRE-FK)-2-FHRE-HHR

BER44 QS 1IR)-2-ZHRE-3-0U-1-2-(4-FRE-XX)-T

EEEFHRAI-CRA)-ER)-B8 (60 1, T8 3) AKAHERF

, BQS)-3-U-FAFRE-EH)-1-FRE-AR A (B &4 3,

20 3R 2) FR A EHRMELSY, FELE AR, CoHaNOs 69 MS (ES)
[M-H]": 320.

L) 127
(28)-2-FHE-3-(4-[(Q-FEI-FEE-AXBARXTHE)-FHA]-
25 XA -AR
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Fit
I-!,c/o a

A

BRE & QS, 1) -2-ZHEAE-I-4-1-[2-U-EEE-XRX)-T
ABARFHRA]-ZARA)-EX)-H8 (44 1, T )AYHARF
5 3k, HQ)-3-U-BATFTHRE-F)2-FTHRE-ARTE (F&H 3,

TR D 1-FE-I-XEAARMNEGHFANS Y, FALEDK,
szHnNOsﬁ!JMS (ES) [M—H]-: 384.

L] 128

10 (28)-3-{4-[(2,2,3,3, 4,4, 4-LHf-TARXFTEE)-FHRE]-¥X
X -2-FHRE-HE

F —i- ®
H,C/ 0 O/TN F

15 BERHEQS, IRN-2-THEE-3-U-(1-2-U-XARX-XX)-T
B FBAE]-ZHAR)-XR)-AB (46 1, B 3)AKNHEAF
%, QS)-3-U-BAFARE-XL)-1-FREA-ARE (#HE&H 3,

HB 2 Fe LR T M EAFMALSY, FHAEHE, CullFNOs 4§ MS
(BS) [M-H]": 434.
20

K#kH| 129

(28)-3-{4-[(-RTA-[1,3, 4] F—w-KRXFBE)-FEHER]-
FE}-I-FERE-HER
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cHy
P/P—écw
CH,

EEHE QS IR-2-ZHA-I-4-(1-[2-U-XRE-FR)-T
5 AREAATHAI-CAR)-FR)-A8 (£#4 1, TR 3)AHARAF
%, 928 -3-U-HEFRRA-ER)2-FRE-ARTE (Fl&4 3,
H8 ) Ao S—dTE-[1, 3, 4] R e -2- KX BH S A7 MILEH, FIL

@ k. CisluN:0sS #9 MS (ES) [M-H]: 392,

10 % 130
(28) -3-{4-[G-RTA-[1,3,4)E—wp-)-R E X FHE)-FTEL]-
EFR)-FHEA-AR

15

BHRHE QS ID-2-THRE-I-@-{1-12-(4-XEX-XL)-T
RAEEATFBA]-ZHEA)-XR)-ARR (%84 1, TR NDAKHERF
s, B2S)-3-U-BEXFRE-ER)-2-FRE-ARTE B&H4 3,

HB ) Fe S-RTE-[L,3, 4] Bk 2-REH#EHFHELEY, L
20 B4k, CisHaiNs0sS 4§ MS (BS) [M-H]™: 392.

% 36 4] 131 |
(28)-3-{4-[(4-R T -E-2-X AR FTEX)-FEE]-FK)-2-
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FEE-AY
%‘7 ‘T-'& ’
HO z
Pel

5 BB HE QS 1R)-2-ZAEX-3-4-(1-[2-U-XEE-FX)-T
ERETBREI-CHER)-XX)-%8 (K&4] 1, $5% 3) AHERF
ik, §QS)-3-U-BREXTFAREA-XR)-2-FREA-ARTE (F1&4 3,
B 2) Fo d-d TR -3H-114-Fe-2- R B #| S ML S8, FEHALE
shAk. CioH:N:0sS #9 MS (BES) [M-H]: 391.

10

%4641 132
I-(4-[G-FAA-[1,3, 4] K- 2- R RE FPRE)-FHRE]-X
A)-2-FRE-AK

j\/ﬁ % -3
Ho™ Y
H,C/O OWN

S
T
15

BER44E& QS 1R)-2-THAE-3-U-{1-[2-4-FRE-XX)-T
EERATPBEA]I-ZHAE)-XX)-A8 (%4 1, FK NANERF
F, QS --U-BREAFTAREA-ER)2-FRE-ARLE (W E&F 3,

20 HHE ) Ao S-RFA-[1,2, 3] ek 2-RESH EARMASY, FIL
é.ih’ﬂi. CHHHN:OsSé"JMS (ES) [M—H]‘: 376.

x4 133
(28)-3-(4-CEABEFTHEAFPRA-XL)I-FHRRE-AR
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FH
He OH
\/\/\/N\l(\o H, c/

o}

EREHEQS, 1IR)-2-THRE-3-U-{1-2-U-FRE-FR)-T
AR TBRA]-CHAL)-XX)-A8 (F#H 1, FHK HDAHERF
, BOS)-3-U-FEATFTERE-EX)-2-FEE-ARLE HEH 3,

P D F TSI Y, FIHLEHK, CulsNOs 4 MS (ES)
[M-H]": 338.

5

10 %3] 134

(28)-3-(4-ZEABATHAFAA-XL)-2-FHREK-AB
OH
H°c/\/\/\/~\ﬂ/\° RS’

BB 4 (QS, 1R)-2-ZHEA-3-A-(1-[2-4-EREX-FRX)-T
AARXFTBAI-ZRA)-FER)-H8 (%4 1, F% ) AKRHAEF
sk, §(28)-3-4-BRETFERRA-XR)-2-FAREA-ARTE (K& 3,

H B 2) Fo o B H SRS, B X Ehik, CiuHisNOs 89 MS (ES)
[M-H]': 352.

15

20

L # 4] 135
(28)-3-4-[B,3—FE-TERAFBRE)-FRE]-FXK}-2-FT&
A-AR
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Fi
HO Y
H,C/o O/Yn

\/YCHS

o H,C CH,

BREHE QS IND-2-ZHRE-3-4-(1-2-U-FAA-EXR)-T
EEREATFTHBRAI-CAL)-XR)-HR (k€4 1, & NDAGHRF
5 3%, wQ28)-I-U-REAFERE-EXH)-I-TREX-ARLTE (F&4 3,
Y 2 Fe 3, - FRATERMEFHANSY, FILEHMK, CiHNOs

# MS (BS) [M-H]": 338.

3640 136
10 3-(3-[U-MX-RTE-FCLERETHE)-FEX]-FEX)-2-FE
A-A8 (FHEK1)

Rty g

15 B4 L QS,IN-2-ZHRE-3-A-(1-2-U-XEEX-EX)-T
EAREFPHRAI-ZARX)-XX)-H8 (44 1, FR INAHHARF
B, B3-CG-BAFEEA-EXR2-FREA-ARTE (HEH 4, TR
2) Fo 4-M K- T XK CEABENSHFALSY,FBL & 34K, C2Hi:NOs
# MS (BS) [M+H]": 392.

20

F 4] 137
3-(3-[U-RXRTA-HFCLAERXFRE) -FRE]-EX]}-2-FH
X-AR (GFMH& 2)
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"‘Ni/ ow
aH
“CH,

BR44& (QS,10)-2-THREA-I-U-(1-2-U-XHE-FX)-T
E2EREVTEHBA)-ZER)-XE)-A8 (£#%H 1, FK I)AHAERF
5 ik, WIOG-BREATREA-XRL)I-FTRE-ARTE (F&F 4, TR
2) Fo 4- B X~ T A 3R A B #) &4 1044, 13| & & 34K . CooHasNOs

8§ MS (ES) [M+H]": 392,

% #64) 138
10 -(A-RABETHEFEL-XL)-2-FRE-I-FX-AR

A~ Y°£j“;ﬁg ’

o]

BERB4E QS 1IM)-2-ZRE-I-U-(1-[2-U-EXREX-XX)-T

15 REAEXATBRA]I-ZAA)-XR) -/ (L&A 1, THE HDAGHRF

A, B -U-BAFTRA-RR)-2-FAEA2-FEARYTYRARES
L3S, B LG M4, CollaNOs &) MS (BS) [M+H]': 366.
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L4139

PrOH, H2804
OH o ——»
OM. HC! OH H
°°"° HO K2c03

ano
s o Eat
w2

JC(\’)L M - M -
on mum OMF g

H2, 10N
4 A yRs

EDC, HOBT
Ne oPr  EM
HO
— lJ\o v@/\/ ﬁ)\ OEt ~——»

Fis
f54 7 /\Q/\ m-oH
HZO
" t")

o Q

FW: ATBTHALSH 1 204ng, 1 B R) Foobitdh (375g, 2.5
BER)VET IL RS, B @ AEER6 P, RELKRKSEF A2
JoBb, LR, EAHEA 300ml AKzE. KEAEERK, EATHR
AE 60CTFHR, 432 178.7¢ Bk &, HRABEARLE L LHTE

10 BN, SREER, ATREERFTE 123 4hEW 2, AR
& & Bk,

fodh 3 AR
Fibed 2 (43.32, 0.238 BR) A AKTH (950ml) & F A
15 BEEAF(65.73g, 0.476 BR)AFAHK (55uL, 0.476 BAR). ERiEK
BFR12IN, BRXTAXKREFR. RERELH (EFH 65%),
A K (L) Fe f A 4044 (44nl) A £ pH=13-14 UKBEETHEF LR
LB, 208, KRBT,
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NS =K (500nl) ZATHRELHMRG . REWRKAERLE
(1000mL) IR A, AR M HCL 37%(88mL) #4784k, X KR A,
WE| R ERHAAR CO. k., TR EK, AAK(S00mL) #Fk, £ S0CHK
ET#®R, #2410 e 3, HRGEEK(60.81g, 94%).

o4 4 844 A

3% B4R B LS 3(20g, 73.5mmol) &i¥ & 400ml FABP,
2. 2ml H:S0. (41. 3mmol) . ZERT FHF 1 ME, KAEXHERE
HAETRM. REL 3Th#ARASHITA. HPLC B 7R 4 11% (&G R)
dyAete BH. Aua 300ml FEF 200ml NaHCO: (aFfei k). 9 B & &,
HMERMRETIR, RETEFMRHEELBRL. 73 17.1g
AW, 4 94% (HPLC @A) &% Z4L &% 4 (I F: 74%) .

RiEAHETFE, SRABRFER, EFTELHRHR, MEA
FF—F R,

ot S 6o R

EFmFRIAFHERRAEY 6L AEBFPoASH 4(105g;
0.334 BR) A 1000ml £ K DMF, At FE HERE)-30C, A-
I0CHATEBQ61e; 1.67T4 BR), REHIF ToE-2TCE-30TX
B 45 A A IM dBUR X4 FEER (420m; 0. 42 B R) . RE RS
Wb EREER, A-0CHRFE LS IHE, EXBEHBETHE O
Hieddh 4. Ea—4 IM s R HER (30nl, 0. 03 BR), B
BRSO 1 . BEAMATE(32.5g; 1.54 BR), EE AR
AEHB TR, AL FE, REA10CTHRADI K (AREHK, BER
HHE22C). ¥ BLEHANE, TEHAKRER 0. SL RHLE, %A
0.5L PREBER. SHFHHE, A 0.5LDI Kk MmAAZR 15% NaCl
BRART—KR., REEEG? SICHBRETRERLEN, 283
111.9g %49 S A&,

RO/ TE 90/10 RAWAEAH BN A 330g s2A L&
kS, 2 EBHLALLH S, AAREHE, BRLR
90%(122.8g; 0.3 H&R).,
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4% 6 oA

ERAEHHESKH TR Parr &8 T3\ Pd/C 10%% K (8g) ,
A afeSdr S (80g; 0.232 BBEAR) A S00m A AKZEEPHER. A 1.5
BRAAE Sx, EF4PSTI AAET, RFBEAMKT 27C. SXHFR
KEAN, RRALHSR, FRHALEREGHE 20 AR Litik. Pd/C
EHER Soml ZEEAHMA, ARG SOCHERE TRERESHER.
KEMA 200ml HBFE, AKX 40CH §0 EETREAR LAY
WHLE, SN FEeREs, AFE 10 ECHEATT S0CREBE
#. SERB)HEFEBHKRLY2195369 (59.7g, 0.236 R, 10058 R
KR), ERAATERAES.

. R

ARAFTAREEASHB M H BB 6 250m] Schlenk BA.
RArFRigtis. ABRAARAFHFIGH A (1. 4g, 60.9nmol,
3.0 eq). —FlmAR¥HH (5. 1g, 20.21nmol; 1.0 eq)F 100ml
FK THF. $ XA A4/ BMAA S0nl £K THF # %, FHEmA
BANBY. MEPRAHELFLEHRAE Na AEFALAKRL., A%
BTHIFFLERSH 1 I,

B mA Y EFHMR (1. 86ml; 21.2mmol, 1.05 eq, 1%H.0 (AR
EEF)). A FRFER, HBEARK TR, RERSWYTANRE
BEH R, MANRFSBEELBARIS. £ SSTHEF B RS
B, BERARE, WHBHXKEFTLEH, R BEMH.

BB eyt d HPLC 4. A XY S0ChHRARERSH, 5 I HA
i FEEE LG AL, S RASHE RT, HA 13001 %4y NakPO.
KIEEF (pH=4.15). HRE¥ ol A 5.8, /A 150l FX, HKEH
pH A 6.5m1 6N HC1iB¥ %] 2.15. BREF X, FiAM EHHEHANE
ME. P BEE, AWERZHELB RS, 5327, 4g AFH4& (90.3
TRYIT B W) . REXRASFEY.

# Lk (7.4g) BF 50ml FX, AAFKBEIANKER
(2x50m]) oA E AR B t) SM. AKE# pH 4 8.3, MMAHEFTX
(75m1), RA4A 6N HC1 (20 ml) BR4L 3| pH=2. 5.

SBBE, EHEHBEARBEARAWERE 63 B4k, HAMKP
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L P )4
ot iR RE

PR T A FERNZNS AT PPARy fo PPAR a 4R 6944
B . B M SPAIK, 4R PPAR S 4R #EAT DNA fR #i-b 4 4 (ABCD £ 4Y) .
1% A R AFILE) PPAR af= PPARy #sh M 4EH Ml T 54 KK
RSB ERB KA 1Co i, HHRREA CV-1 Sl d AT, RE
a4 A B CoA fALEE (AOX) PPRE F= 3% X, K 8530 R B cDNA &y L%
TR R 3F. %8 €4 CMV Rt F# /B8 m b3 F X 4 4§ PPARs Fo
RXRa . #FF PPARa #= PPARP, CV-1 sl A R # PPARYy ¥ FTH#HAZ
— B, H T KR TH, £ CALY $4- A%k, X334 PPAR
49 DNA #2330 GAL4 & SR T4, B4 A GAL4 BB U444 A0X
PPRE. 32 825 F PPAR o #5h 4 f PPAR v 3 3h ) & s T o S 46 et
A, BEHENMESRE-EE AR EXEHAT AL HREMR
FHH Q0uM) kB ZH Y. o F3F PPARs AW L&A XA #H2TH, #
AR TFREZEERHE SRR, &, RELHTFEFRTEMGRZ.

AT B XB LR AL ALSHES /A MEEFARABHE
FHB-F, 4% 5 2 huPPARa ( “hu” 4% “A” ) F huPPARy #9 8 . ik sk
KRB/ THERLPLSHNR S HRBMGASIHKIE. W, #
ALXANASHEGES T R B/ ENM T huPPARa X huPPAR Yy &)
W A 4940 A S IR AT AL,

P gk A K AR A AL A iy i 2 A Fe S A e iR b kb & ih 4
FBIB AR L.

FTAFAY PPARa AN KK PSS, ZAEMNYLESH
EHBRISH < 100 oM F>50%, BEZHEMIINAD AN,
Mt Fy A AT E RN PPAR 24T 4k B $ 07 EakqE,

HuapoAl %% B ) S4K i H3b = 88 41K Fo HDL A9 ) BY 3¢ & 6997 4
HATUT AR & 5| KB RIFM AL PSS BT A apoAl ) A&EA

HDL #Aod i Z B R P8 BA., s TEHF R XALEH, #§ 7-8 AERHA

apoAl (#)dm, CS7BL/6-tgn(apoal) lrub, Jackson Laboratory, Bar
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Harbor, ME) T F e B ME LR 2 A, WMERLT A HBRQ4F
BAHAK, SHEREE, KT ) KA, HBEETHENS IR
Kl (n=5)%. FM 29 M. 1-1/2 -+ T hRH4ELTETHEER
R %, AFRA. RKAAL WA fa ket B YEYH 24
A 0.25%£i8 80 (W/v)#y INRFELHEX w/v). AP AEXFL
ETE 6-8 5, L8482 0.2nl, EXERZIW, REFHFR
B, tEATEEAARNHERE. BE— KL HE I N, A C02H#
SRR RR, BBy IR (0.5-1. 0ml) . By LG, W TFAFREE.
SRA IR HARE, RhEEy, BB CALRT S B L LF.

BRAFTEERN FlraNAFHI=—SARERYTED
Sigma#339-1000 F» Roche#450061) @it b & kM 2 o H M At ih =
B . sFcak (BRJLM. W. %, Clin Chem 29: 538-542, 1983; AllainC.C.
% Clin. Chem. 20:470-475, 1974) AFF &gkt mat. #8200
uL KM R —X A F AT DML eABGTERAEH
B, TEAEEFORANL, 5 —FoHSME S 200p 1 KL
F, stE—HARB{TY., BBREFRESS ETERRF, A
500nm A= 540nm & ERELEBAHd B SOE. faba Ry
BEREFTRLCEAR, FAESGTARBART 10%. 5 THRZR
ALK B KA R, F o2t 55 B 44 BT A A oo AT R .

HEEEFEERES, SLMREINELKER R K Lok & o RN
¢, 545 (FPLC) M2 Ao Bl Bt 4 .04 0. 16m]/min 91k F s BLA2 B 81X
# (Roche Diagonstics Chol/HP 704036) it T-H X 5BREWH
R, BRSO WiEITELE JTCARSFH 150 x 0.5 om ARELSETR
RE. £ 505mn ARMARTHAALGRERFELHAEETY,
FERRNBFHRBREER AR FREFATHGHFREST. £4E
B4 (A FREBREEAX) MR XRBE, BA Perkin
Elmer Turbochrome %4+t Jxt & FHIKFEH I &S (VLDL) . 1AFA
B8 % ¢4 (LDL) o & B ALAR & & (HDL) &9 A BL&) ¥y & T @ #R.

WL AL AL BN A ERTEBMNG P AWK EHZ
Bedn i KF AR B4R E A FRAKH B =M LaSH. —BHELT,
HExtmmmit, %8 0mg/kg W EEHBZBORKEXTFRFT
30% (T2 =), RAPLLSHHHNERA FTRKHH =8KE.
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HFHREERE P HY P EAAIDDLc F KN HERT SR L&
ST A 6 S AT LA, A R4 AE R T A& HDL KF-49106-%.
— R, Hatmmtait, %A 30ng/keg M FE HDLe K-F 45 X F
REFIHN(FHZ=TH), XAPRASWERNEN TH B ZBK
*.

ik HEBE g MK H b = B9 KR X g3 4w HDLe RF 4 XK AW R
HAE BN, (2R, UL b = B KP & F kB3 An HDLe K-F 89
e REERY.

b/db s R4k A H] %W AR 8947 4

B db/db S RL B AR HNEFY S HFRARRKLANSHH
PPAR v ¥ 3) #) & €. 40 49 PPAR o 3 3 A 1 B xR 2t b 44 R o

EHEEAKE 6 REBBHEEAKR db/db) > R [Hl,
C57BIKs/j—m+/+ Lepr (db), Jackson Laboratory, Bar Harbor, ME]
XNy Littermates, HEMBLERFLMFPK, E5 2 A5, @&
HEFEiEFCAEEF IR, HE, BEERR AR Z T HHE
RKE. ATRFEREAZRFH DM LEA0p]): ALTEEER
SR, ARATpFREHRM, FodhLeHFd B La
HFd, AR, ERBHoBRIEXINFEIHLGBESA, TTKE.
HAACESERB X, MR HHB. ARNXAAHEFHHER
Fodm =B, $—AA KM REZTELAR. RIEMBHHEAK
FhAERHHTE. ANRBTFEF#%, ERETHEEATHHLEH,
A1 XA HARXBASY (30ng/kg) . fadxt B A (30mg/kg)
BEHMI%B FRLLFE (w/v)/0.25%=LE 80(w/v); 0.3ml/
Bl. 2B 1%k, 8B 3 IWEHKREIRFAD (AEK . £F TRE
%24 0B FFE SR, BRSNS AR (B#EK) ., REF 0. 758
AR gHABRDBHOHETHE IR, Ao 24 )05, FESHH, #AT
BE—hBH, EF 8 XBHE 3 o, BitEARFREABDW,
It SBFHNRERFE(0.5-0.7 nl), ook BIaAHsBET,
Ak bk, ARG, AACESERTLE, AT HLEHK
TR, BEFBLGkEHY, WTHE. ShfelERBBRIAKE.

FAFE XM BT EER T HHE, RELFHGHLA, R
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d g S #k (£ R, McGowan, M.W., Artiss, J.D., Strandbergh, D.R. &
Zak, B. Clin Chem, 20:470-5 (1974) # Keston, A. F HWHHE
Mok & B KA. B 129 B ACS XL R LWE, 31C (1956))
EATEH, FBREFEERBE S TR T RAEGERE,
L Trinder #ANAHNBERL L4 R (Trinder, P. #RAELF#R
HR G HRAAHRNZ ok PGH HM. Ann Clin Biochen,
6:24 (1969)). AiFAMEHNERES oM P goirmEinx.
EEAMFREFPHILMNIH TR -FEHUAAT 96 LHXTF. #A
200ul KA —XHHAETHHRGTEF AR, TERERM 2R
FHERLQRSul/L). REI—FHEXHEBIE 3ALFY, £200p
1 Kb HE, ATFHNE—HERABES. FBRETPFHRBBHELTER
Tk 18 patA R N HE. B GRAE HiFR b XA
FHEEAH 100-800). REEHBESLYEHRALLETHEEA, A
Fo b TAL A EAKT 10%. 4 T 402 06 49 K LR R KA AL, Fl st
F I 04 FT A A R HE AT 5.

KB R AW, KEXALSWEEREF B4 db/db ) i &g fe dE K,
Bl AR T a3 T Eotr BRI X,

EM AL ALYt AN EAF. BHEAE. MRS E KL
¥

B A E

Fopdt A RERFAK, RFAFELEHFT (22C, 12h 9 8H
), KB A BB A AR, £ 20 A, RIEKE @ 1T DEXA
PEAFETGEERBHEAEHR SIS A BRE R TR AL EE
(N=6) . REAFHABRANPlHFRT )6 1B EFH XL
DR BT H X AL L (S0ng/kg), &AM 18 K. XM
AHERAMEZARE. AF 4R, BIAETFEBONRMEFTA TR
kTN BH AN, £F 18 X, Hikat) K47 DEXA
P M R A TG AR

M ORLHESW IS REEAE. BHREARANRAEZFEY
#X, HREMEEXLBLESHTHINRN TRAIZBRE T/ XRGH
THERSEE R TR,
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iR A, AXRARBE, LETHHHFTREAK
(RQ) B ¥ M-1% [0. 864 £ 0. 013 (M) vs. 0.803 £ 0. 007 (L E4);
p<0. 001]. RQ & M4k % 340 75 1 () JB 30 38 08) IS b5 #| R W m g 487 .
Wwih, REFHEFTHEFHFTARAHHOEEELEE (FHR
17.40+0.49 5 13.62+0.26 kcal/kg/hr).

B KK/ DR

WA KK/N PR ERMAK, RFELARALA T (Q2C, 120 B
BAX), XEBRgeBERAHFK. £ 20 Biw, R\ LBERE
HP RS ARBHAARBAAE T, REAFHARANGFRT
FYE 1 B3 FEMELIRAABRBHNIALLARLESH
(30mg/kg), HE&H 14 X, A% 14 XA T 0k, HH=Z8. PR

A TR HAA M 14 KB Ak, HhZBf b Ers
E, AXER B THRMEFFLAHEILALSY.

WEA4S % 5 (8) MK LDL-fE E) A . Mo Bl fe i = B HE R 69 7 ik
# A AT ® 80-120g ¢y H &AL o X (Harlan Sprague
Dawley) & F &M E A2 B B 694 A 2-3 B KI5 A Wit
Ak, EXEFG T, LA nEERLS, ANy 180-280mng/d!1
Wb RlEEBKE@REERRAINCRYELXEERARAEAT
100-150mg/dl 2 ). MRE/EEMGERBAKRE, AATELEFRSG
h¥EEH (XTHF 180ng/d]) & KMENS BRI ETFAT.

B AE AL HETFARKE AN (F CMC Ao=kiE 80), RERL
BRAEXBERERST—AY lnl HiEk, HNEH 35 30ng/kg KT,
vA 200mg/kg A ¥4 3Ei W4 (Sigma Chemical , AMRABHEHN ¢
HARER) A Cha-EHMTBH, THFBILEHRH M.
HRFRLH, £4% 14 X,

f ¥R FRE:

ARBEWHEBEE—X, 2t 2 JHE, EFFARASRTACAGE
THRERL (400u1). HafhkEINARBFPLEAGTFEARESR
SEF, At ESAbmET B haXHEL, BREFHFGIL
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9, #|M 7 Monarch 4% (Instrumentation Laboratory) b @ Sh#AT
WENT RN EERAT R N, S TRF A, B L LXE
ZE ¢ (VLDL, LDL # HDL) : % 25 1 WK ¢y o R H 2 4 2] DPLC R 4,
Rk 3k ag oF KL 0. Sml/min Wi K2 AFATERL 6HR 10/304
B, &AL WY Cholesterol /HP X (#de, Roche Lab System; ¥A
0.12ml/min ¢k A i) ERF A VICHREL L E B FRATHEE R
FARZERA B LR GRBFRIE. AHERGRENERSRER
BRG], A 505nm L AT R kR R .

BFFo AR st TR A 4036 ) A K ALAd 14 R4 LDL & 9 MK B %
B OESLEG AL AL DL REXKHIEES TFHELH. 5
HBARAE G, £85I LDL RFB{E > 0% KX BB TRANHNER
.

R TALALS R RE S Hb = BOER. BAL
BA{L A4 &b 28 14 XS5 5) % 1o B B Ao H i Z B8 K- KA BB S5 BH
FlLR AT IRER, AN BN ERGLSY. NS RBHEHER.

JERA PPAR MY My it RO RGEM G F &

Zucker fEBE XK B ARR:

AL RO BRE AT T ROERNGFARB K (Life
phase) ZARF L2 FI AR ER BRRES—FS. BB
BHEE—A (B 14X, W ETFRART, LSBT H ~
Inl A REB SRR EE A RGEHNB Y. bhbH, £4CTH
U T oY, RE-TICEAF4LidEaRBZAH.

RERMNZARBEOHEOR

ERA TGN, EAGRREIEANTERNZRALEZ TN
TR R oHEGR. A&k, NEGHERPR 100pl X%, ,
RS AR 1/20 %R, $HBLRE STCHEE 240 B4, REMW
A 50 A B XN B e BRI R (LB A T H AR RAE M) . A
BB, FiAEMFREFREZ NN LGS EHRREYH
3.

gX
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AL AESHRBENRRLTEORKE. iR EE RK
8 66 K TR A gL R MR F 49,
KRS E Tucker XK R f 4= 4 B e B B fo b = e 69 4F

A.

ERAL S B RE T e R RER Y T E

£ Zucker R X R, 'K ZDF X & MM T4 14 KK

(EZ A, AT LR RKELLEEKR I Zucker OB
4 & (Charles River Laboratories, Wilmington, MA) & ## ZDF
4 & (CGenetic Models, Inc, Indianapolis, IN)EEIRM 1 . &
Bap X Lk R A R FeskK,

Fa-#IANETEREEK, FERAXAESFRELFHEIREL K
% Iml ¢35, AEH 0.1, 0.3, 15 3ug/kg & F. ¥4 300mg/kg &9
MNEHTF O a-R3hHMIER N4 (Signa Chemical, H &K 4£ F M
Hh b BER), HEARBAAESYR. BHAFAF AT, &
St 14 R, AXBHRT, BREcEHRRHERE.

ERERMNZE, TUREINHNERGRLALESY, HEAPEKLH
AW h B F G E.

WEFEART, MERL AN —EHHETRAKRLZL. THLF
ABRIN B TAEXVYERFTEREILAEE RGBT, F
B ARBATRIRASUARBEFFTEAGERKLXARTEHREHE X
#FER. TOHOEAFEHRFTERTHEHFLARLYE, eNAFTFREMF
KRBRHFRERPYXALE.

A) TXWLEW:

OR,,jﬁ(\ RE 8 R
R3 R4 N,

o R2

°

B) FX 4.
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Ré
N\
R} R4 R2
o

C) FXée:

Rit

™ axXd

0

D) FX4é-4:

/I‘?
~ o xd ™
0] .
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B)R2it f:

Co~

/e:@xzm,ﬂ@ 20,
<
<

F) R2 #-CH(C (0) OCH:) ¥ X;

G) R6ZKLAL, CCrEFFECE, FHLZXEC-CRE
5 FFE-CorRALS AWM INHE A ROOHEBARN;

H R2AFEBRE, RPARFTRERAERE, AERRER CI-CIKR

£, #BEEH1-IAE g% R RV HATRA;

I) Rl AE;

) R2AABRAKGRM 1-3 M3k f ROGERAEFRNREF
10 X (C-C)X;

K) R2 24 C1-C2RAERRGFRL;

L) RSAHHKTE.

M) F Xba-%:

15 N) R6 Z Ci-C:Bb &
0) R6 & FX;
P) E & C(R3) (R4) A;
QRS ZAKTFTE;
R)RIZ C-C: i X ;
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S)E & C(R3) (R4)A H A & C(0)0R26; R26 & H & C-C:lk;

T) i A A F 89464-4:

(28, 1’R)-2-Z R A -3-(4-(1V-[2-(4-XEX-XX)-T X 8K
TEA]I-CARL) -XE) AR 25, VR -2-THRE-I-E- {1 -[2-4-
CE-ER)-ZEAREATFTHAI-ZAK)-XR)AR; (25 1'R)-2-T
fE-3-U-{1'-R2-U-ZRFPEXL)-CEARKTHRE]-TRK)-
EX) AR,

(28, 1’R)-2-Z B A -3-(4- {1V -[2-(2-THRA-XX) - X 4%
PEAI-CARA)-EE) AR

(25, 1’R)-2-ZHE-3-4-[1'-G-ZRAFE-FRRETHE)-
LERE]I-XE)-AR;

(28, 1'R)-2- T H A -3-(4-[1'-C-R-5-ZAFE-FERAXYT
BA)-ZRE]-XX)-AR;

(28, 17R)-3-(4- {1/ - [(BE-I-EAFR)-RETFHE]-TRE)-
EE)-2-ZREARK;

(25, 1'R)-3-(4-{1"-[2-C-R-XR)-ZEARETHMEI-T &
A} -ER)-1-TRE-AK;

(25, 'R -2-ZRE-I-(4- {1/ -[2-C-R-ZX)-LEREATH
EI-THEE)-XX)-AMK;

(2S, VR -2-Z R/ E-3-G-{1'-[2-Q2-FA-ER)- LA REATH
EI-TEXA]}-XRX)-AK;

(28, 7R} -3-(4-{1'-[2- 2, 4—HR-FZR)-ZEXREA FHAI-T
fE)-EE)-2-LEALA-AK;

(28, 17R)=3-(4-{1"-[2-Q2, 6= -FRX)- LA RAX THAK]-T
FA)-XX)-2-ZHEE-AR;

(25, 1’R)-3-(4-{1"-[2-Q2-R-FR)-ZEREATBRA]I-T &
A)-ER)-2-z8EA-A8; (2S,1'R)-I-(4-{(1/-[2-(4-m TEA-X
B)-ZARATHRE]I-CEE)-FH)-2-TRE-AK;

(28, 1'R)-2-Z B/ A -3-(4-[1'--R-FRAREFBRE)-T L
E]-ERA)-%m8; (S, 1'R)-2-ZHRE-3-U-[I'-U-=ZRFE-FX
SAFHBRE)-THRE]-FE)-A8K;

(25, 1'R)-3-(4-[1'-4-RTEA-FRARAFTHRE)-THRE]-X
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E1-2-,EAE-AK; QS,UVR-3-U-[U'-4-RTE-XEARKXTH
E)-TER]-EXA)-2-CRE-®RR; (2S,1'R)-3-{4-[1'-(4-A K-
BRTE-KLEAELPHRL)-ZHE]-XX)-2-ZRE-AH;
(28)-3-(4-[1-U-RTEA-FTLEARETFHRE)-1-FE-TH
E]-ER)-1-FEEA-AM;
(28)-2-FHRE-I-(4-{1-FE-1-[2-4-XEEX-XX)-TER
APHRA)-ZHAE)-XK)-AK;
(28)-3-(4-(1-[2-2-TL A E-XE)-ZAREFBE]-1-FA-
LEE)-EE)-2-FRE-AR;
-FHRE-I-(U-{1-FE-1-[2-C-ZRAFE-FXX)-ZEEALT
BAI-CRE)-XX)-AM;
2S)-2-FHRE-3I-4-[1-FR-1-CG-Z A FRA-FELEEA TS
2)-CEE]-XE)-A8; 28)-3-4-(1-[2-Q-F-FX)-TEARE
Fokl-1-FR-ZHRE)-XE)-2-FRE-ARK;
(28)-3-(4-(1-[(BE-3-EFR)-AEAFTHE]I-1I-FTE-T &
£)-FRX)-2-FHR-HH;
(28)-3-(4-{1-[2-(2,5-—FRE-XR)-TERETHA]-1-
FE-ZHEE)-XX)-2-FHRE-A8;
(28)-3-(4-(1-[2-2-R-XX2)-ZEX A ETHE]-1-FX-TH
) -XR)--FHRE-AK;
(28)-2-Z R A-3-(4-{1-FE-1-[2-G-ZRFE-XR)-T X
EATBE]I-ZHRE)-RX)-AK;
(28)-2-ZHRE-3-(4-[1-G-R-5-ZRFTE-FEAALTBE) -
1-PE-ZRE]-XEK}-R8;
(28)-3-(4-{1-[2- 2-F-ER)-ZEXEARATHA]-1-FEA-T &
A} -ZR)-2-2EA-F8; (29)-3-U-{1-[(BEX-3-EAPX)-KX
TEHAI-1-FE-TERE)-XE)-2-LHE-AR;
(28) -3-(4-{1-[2-3-R-EX)-ZERETHME]-1-FE-T R
A} -XE)-2-THRE-AR;
(28)-3-(4-{1-[2-Q2,5-—FRAEA-FEX)-ZER A THmAi]-1-
PR-ZEHEE)-FE)-2-ZHREA-AR;
(28)-2-Z R A-3-(4-{(1-[2-Q-R-EX)-TEARETMA]-1-
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FE-TZHRA)-XL)-AK;

28)-3-3-[1-U-RTRE-KZLAREXTFHE)-1-FEA-T &
X]-XA)-2-FHE-AX;

(29)-3-(3-[1-C-R-5-ZRFEA-FEEEATHB)-1-FX-T
FR]I-ER)-2-FEA-AK;

(28)-3-(3-{1-[(BFE-I-EFR)-AEXTFHA]-1-TE-T K
E)-ER)-2-FHRE-AM;

(28)-3-03-{1-[2-C-HBEXX)-ZEEAPHREI-I-FR-Z &
A)-FH)-2-FHREA-AK;

(28)-2-FRA--U-[(-FEA-ZERETFTHRE)-FTARA]-X
A)-H8L;

(28)-3-(3-{1-[2-(2,4—REX)-ZEREX THE]-1-FX-
LAE)-ER)-2-FHREA-AMR;

(28)-3-03-(1-[2-Q2,6——REX)-TEREFTHRR]-1-F %~
LER)-EE)-2-FHREA-RR;

(28)-3-(4-{1-[2- (2, 4—RER)-ZE A X THA]-1-FA-
THRE)-ER)-2-FHRE-R78E;

(28)-3-(4-(1-[2-(2, 4 —RFEX)-Z XA R A FTHE]-1-F X-
ZEE)-ER)-2-ZHRE-AR;

(28)-3-(4-(1-[2-Q2, 6 —HER)-CTEX R L TRE]-1-F K-
LRA)-ZER)-2-LHE-AR;

(28)-2-ZHE-3-(4-(1-[2-(4-ZAXR)-ZEAREFEHA]-
I-FE-ZHRK)-ER)-AR;

(28)-2-ZH A -3-(4-(1-2-Q-TZHREAXE)-ZEAREATH
E1-1-FRX-ZRE)-FL)-AR;

2-ZHEE-I-U--CZRFE-FEAREATHRB)-ZRE]-X
i) -AE,

- HRE-I-(A-1-G-R-3-ZRTE-FRARETFHRA)-TR
X]-FEK)-RK;

2-ZRR-3-(4-[1-G-FERA-FRAATRE)-TRE]-XE)-
8 ;

-LRE--{(4-[1-(- KA X-FRACEAREATHRA) -THRE]-
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XE}-AR;

-CHRA-I-U-[1-CG-ZRAFRA-FEALEREATRE)-T A
E]-FR)-AR;

3-(4-{1-12-Q,6—=—R-FA)-ZEAREAFTHBE]-CAEA)-X
X)-2-LHRXE-AR;

- EE-I-U-(1-[2-UG-TA-XF)-LEAREAFRA]-T R
) -EX)-AR;

- R E-3-U-(1-[2-(4-ZA-EX)-ZERETFTRMAI-CHA
E)-EE)-Am,;

I-U-(RTA-[2-U-ZE-XR)-LERETFTHA]-FARA) -
EX)-2-ZEA-AX;

-LEE-I-U-(1-[2-U-TA-FR)-TCRARETHA]-2-X
E-ZERE)-FD)-AK;

(28, 1I’R)-2-Z R A -3-4-[1"-Q-Enyp-2-X-ZEX RETFH
R)-ZHRAI-XR)-R8,; ABRCNWHTHAE,

U) it f A F 444

Q2S, 'R -3-{4-[1'-d-RTE-KTERARAFTHREL)-THE]-
EE)-2-LAE-AK;

QS, 'R -2-THRE-3-U-(1'-[(Ep-2-A FH)-AEL T8
R]I-Z8E)-XX)-A;

(2S,1’R)-2-Z A -3-(4-[1'-2-E-2-R-Z XA REXFTH
R)-ZERA]-ER) -8, #

CMNGTHAR;

V) it B 2L F &4

(2S,1'R)-2-Z R/ A-3-[4-(I'-RERAXAFHRAEA-THAL)-X
X]-A8;

(28)-3-[3-(1-RERETHA-1-FRE-TZAX)-EXK]-2-FTA
AE-AmR;

(29)-2-Z & E-3-[4-(1-REBREFHRE-I-FRE-THX)-X
E]-A8;

-ZHRE-3-(-(1-[2-U-TE-FR)-ZEAREATHE]-B R
X} -XX)-ARR;
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-THRE-I-(U-{1-[2-U-REE-XE) -ZREARXATHA]-A
) -XK)-AK; o
CMHGTHME;
W) ik B AT e 4e
5 (28)-3-(4-2-[4-U-R-FX Fm L) -RE-1-K]-2-ANR-T R
A} -EE)-2-FTRE-AR;
(28)-3-(4-2-[4-(4-R-E FoE)-RR-1-X]-2-ARK-T R
A} -XX)-2-FRE-RHRK;
(25) -3-[4- (2- (4-[R- (4- R X) - F R RR-1-£) -2-HR-
10 ZHRE)-EX]-2-FRE-AR;
(28)-3- (4~ 2-[4- - R-F ) %A -1-K]-2-RR-TAX) -
EE)-2-TRE-AM;
(28) -3-[4- - {(4-[(4-R-FK &) -XE-FR] %% 1-K) -2-R
R-TEL)-XR]-2-FRE-AH;
15 (28) -3- (4- (2-[4- (4~ B A - X E) -RE-1-K]-2-ARKR-T R
B -FR)-2-FRE-AR;
(28)-3-[4- (- (4-[(4-R-FX) -XX-FE]-%R%-1-%} -2-&
R-TRE)-EE]-2-FRE-AR;
(28)-3-(4-[2-(4-— X FE-%A-1-%)-2-RR-TAK]-X
20 #)-2-FRE-AM;
(28)-3-(4-{2-[4- (4-R-F £)-RR-1-R]-2-AR-TRE) -
EL)-2-FRE-AR;
(28) -3-{4-[2- (3, 4-=— £~ 1H-Fok-2-&) -2- A R-ZRE]-
FA)-2-FRE-AR;

£
R0 0\ N
Y

25

143



03814173. 6 oMW B E130/135H1

10

15

20

25

(28)-3- (4- (2- [4- (4-R-FX)-R%-1-X]-2-RR-T A E) -
EE)-1-FRE-AY;

(28)-2-FHRE-I-(U-{[2-Q-FHRE-FR)-ZEAREXTHE]-
THRA)-ER)-AR;

(28)-3-(4- 2-[4-(3-R-E X)) -%k$E-1-K]2-AXK-T AKX} -
EE)-1-FTRE-AR;

(28) -3- (4-(2-[4-(4-R-F X)) -RB-1-K]-2-ARK-TRK} -
XE)-1-FHA-HH; 25)2-FRE-I-(4-[2-AK-2-(4-A-FX
A-rA-1-R)-CTHARA)-FE)-A%;

(28) -2-F A -3-(4- (2-FAK-2-[4-4-Z R FE-FK) %%
1-X]-ZRE)-ER)-ARK; #

CMHTHAR,

X) it A VA F #94L6-B:

(28)-3-(4-{[¥A-(Q-FEX-ZH)-RXATHBREA]-FAREX)-X
X)-2-FRE-AR

(28)-3-(4-{[ZA-Q-R-FR)-REATHRE]-FRA)-FXK)-
-FHRE-ABK;

(28)-3-[4-({ZA-[2-4-FRE-XE)-1-FR-TR]-RAT
X} -FERE)-KXE]-2-FRE-AR;

(28)-3-(4-{[TA--FA-FH)-ALFHE]-FRE)-X
A)-2-FRE-AR;

(28)-2-FHEE-3-4-[(FE-FZ-1-AFEA-RATRE)-FTHR
A]-XR)-"A8; |

28)-3-U-([TE-(1-XE-ZR)- AL THE]-FHRE)-X
X)-2-FHRE-AR;
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28)-3-U-{[TRA-Q-XE-ZR)-REAFTHE]-FHA)-X
X)-2-FEE-AR;

QS)-2-FHRE-I-U-{[FR-(1-EX-ZR)-AEFBX]-F
) -FL)-AK;

Q29)-3-4-{[FR-Q-ZHRAZRE-THR)-REATHA]-F &
A -ER)-2-FRRE-AK; &

MG THMLE.

Y) A 2R 1SS, HYehedits:

(29)-3-(4-{[F X -Q2-THREAFKE-TE)-REATHBE]-F&
R)-ZRX)-1-FHRR-A8;

S)-3-(4-[(FR-EZA-REAFBE)-FRK]-XE]}-2-FH
X-AR;

(29)-2-FHRE-I-U-[(I-FREAKE-2-XELEA-RATH
R -FHRE]I-FK)-AR;

(28)-3-(4-{[F£-Q-ZHREEEX-TR)-BEXTHE]-FA
E-ZR)-2-FRA-I;

(28) -3- (- {[ (EH# [1, 3] /) —H EHFRAH-S-XLFTE)-RETH
EI-FERA)-ZH)2-FREA-AK;

(28)-3-{4-[(6-F-FH Et-2- R R ETFTHRE)-FRE]-X

X} -2-FRE-AR;
(29)-2-FHRA-I-(4-[Q-F-1-R-ZERETRME)-FTHRE]-
XX} -8
(28)-2-FHRA-I-U-([(B-1-RFR)-RETHE]-FRE)-
EX)-A8;

(28)-3-(4-{[2-Q2, 6-—RK-FARX)-ZEREATHREI-FTH
A)-ER)-2-FRE-AR;

(29)-3-4-({[U-R-FR)-FEA-FER]-REATHRE)-TA
) -ER]1-2-FHRE-HBE;

(28)-3-(4~[ (3, 3-— X E-AXRA FTBE) -FRE]-XK)-2-
PTHE-AR;

1-FEE-2-FE-3-U-{[2-U-XAE-ZX)-TEARAATH
AI-FHRA)-EX)-AR;
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(28)-2-FRAE-3-(U-(3-(FEA-ZX-ER)-AARKL TR
E]I-FHRA)-EX)-AR;

(28)-2-FERE-I-U-{B3-(FR-XEX-RE)-AE AL TH
RI-FRA)-XE)-ARK;

(28)-2-FHRA-I-U-[-FRERE-2-BZEX-ZERAXTH
2)-FRE)-XE)-AEK;

(28) -2-F R A -3-(4-[Q-x-2-A-ZERETHRE)-FTR
X]-XX)-"®;

(28)-BE-3-{4-[(4- THE-FTEAREX FTEBE)-FTHRE]-XEK) -
-FHRE-AR;

(28)-Z-3-(4-[(4-RTE-KOAAX FTEE) -FTHRE]-XE) -
-FRE-AR,;

(28)-3-(4-RTEEAEATHETRE-EXRE)2-TARE-AR;

(28)-2-FHRE-3-4-[(1-FTRE-3-XE-AEREFHRRE)-FHR
E]-XX)-HEE;

(28) -3-(4-[(5-TA-[1,3, 4] K- -2-RRETFHRE)-FH
E]-BR)2-FHRE-HK;

(28) -3-{(4-[ (54T £-01,3, 4] K —t-2-R R EFHE)-FH
EI-EE)-2-PHRE-FRK;

(28)-3-4-[U-RTE-E%-2-ERAFHE)-FAREA]I-X
A)-2-FHRE-AR;

I-(4-[(5-FEmA-[1,3, 4] E-mb2- R AR FTHL)-FHL]-
AR} -2-FRE-AR;

(28)-2-FRE-I-(U-{[2-U-XRE-FX)-ZERETomL]-
FHRE)-ER)-AK;

(28)-3-{4-[(1,3-—FE-TEAREFTHRE)-FHRE]-XR)-2-
FHRE-AR;

(28)-2-FHRE-I-(4-[Q-FR-TEREFHRE)-FHREAI-X
A)-A%;

(28)-2-FHRE-I-U4-[(1-FRA-TRAREFHE)-FTARE]-X
A)-A, -

28)-2-FARE-I-U-[G-FR-TAREATHE) -FAREA]-X
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A} -HA8g;

(28)-3-{4-[(2,2,3,3,4,4, 4-cR-TEREXTHX)-FHRL]-
FE)-2-FRE-HH;

(28) -3-(4-F AR EREAFTREAFTRE-FR)2-FRE-AR;

5 -(3-[(4-MK-WTEA-FLEARETFTBE)-FHRE]-KX)-2-

THE-AK; A

CMeTH A,

2) TRAASHAATHAR,

OH
Ll 5
(o]

10

AA)  F ok 3 6h4b4a-d;
BB) R5 A5 F XA R6HE;
CC) R1 H&;
15 DD)R2 HFRE, EPEFREAZARNKGAM 1-3 NSRS
it B R AR EFTRAA;
EE)R2 AFRE,
FOR2 AFREABLRAPHFRDER;
GG)E 3 C(R3) (R4)A, B R3 A& A R4 S X;
20 HH) R4 h TRE;
| 11I) A » COOH;

INDRE A HF, C-CEE, C-CGRAX, C(-CHRE, FA C-
ComAk, C-C.REEFE, XX, A¥AE C-CHRE. C-CRERA
A, CCHmE, FECCHEE, CCREXFE, EEALZHZ
ABRKORE AR EE 1-3AMAEARIE A RCHYRREFTRA; X
FR3IFREBAHBAR C-CIRE L ;

KK)R4 i g C—C R, C-C I, FEC-CrE, (-G
FAFE, EE, RPAE C-CGRAX. C-C KL, FX C-C

2

W
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mix. C—-C %i£%£~ #iiﬁ% 3 i*-&kﬁ&r& B3k ik 1-3
A% ARk f ROHIAKKRFARK; HFE RI F R4 LB C-C K
A
LL)R2 3y ¥ & C2 st X;
5 MM) X R EK;
NN) A% 85 44~ A B ) a1 S
00) AKX AL B A THhTRER;
PP) KA RS A TR X 58 E;
Q) RE B BHATAARAM G,
10 RR) A K A MmAETHMAHE,;
A—EREHEAELANES T
SS) R2 RRA&MFHEERLI ZH;
TT) R2 A FsA, R1ZH, RS AL, EACR3) RHA, BAR
COOR14, Fri& F A2 RBA RN 1-3 45 ATk h RVGRREF

15 IRAK; |

UU) R2 A%sAi, R1 &, RS A&, E & CR3) R4H)A, R4 E
C1-C3 B 4§ &, E A% COOR14, A& F i B RRARM KM 1-3 4%
bk ik A R AR EATIRA;

VV) R2AZFE C-Cxei,R1ZE,RS AR, EXCR3) (RDA, R4

20 £ CI-C3Ef L, B AL COORL4, Fr&FmARRBRARMGIM1-3 A
A ik h ROHRARE RN

WW) R2 ARKGTE C-CEEA, APHAEARREL 1-2A818
Wik p O-CEE. HEAC-CGRAEXHEHA, R1 RK, RS RK,
EZ C(R3) (R4)A, R4ZC-C:iAE, H A% COOR14;

25 XX) R2 ARAKHFE C-Chi, FFARRAER 1-24%0
Maikf C-CXA C-CRALGEA, RL B4, RS ZA, E &
C(R3) (R4)A, R4ZE C-Cilt A, EH AZ COOR14;

YY) RIib g &, Cl-C4 A, mF K CO-C4 A, R2EF K C0-C4
sk, ZFA CO-CA4EE,;

30 77) R2AEF £ CO-C45A,C1-C8itA, HF X CO-CaBE,C3-C6
ek, CO-CA A CO RCI-C8xk, FHEFCI-CBEX, TN
RPFECO-C4mmA. C1-Cotk. RFACO-C4RE, C3-C6 XK.

148



03814173. 6 oW B E135/135|

CO-C4MACO) 2 CL-C8 A, FRAFCI-CBREEEABIRAARRK
HEA BRI 1-3AE AR kg RS, HREE. AL, &
#. HARC1-C4 BE. C1-C4 mEAE. F C3-C6 IR AMHRALATR
K

5 AAA) R1 Fo R2 —RFY AR, RER R EHREH, LERER,
%BER —AFEHEARIRARRGAS A IM 1-3 A& A
Cl-Cas . X%, HAER, —ATEAFE. TEAXL. TREXE,
LEHAER. FE. ARFA, XTPRE. HREXTHRE. ZRTFE
EPmA. FAXTHEA. TRAAXTHE, ZHEAEXTHRE, —X

10 A3 %h (biphenylmethylene). (F &) (FAREE)E FEAf— (BN
##&) 3 ¥4 (bihalophenylmethylene) ¢ ERAR K AT,

$AFE
REFARPALBEATARATAFIERFTT AAR TSR, 25
15 MBBAARSLSER, AXBAR PR RCIEGKLYEB N
AT THAMEHARGHBA BT AR,
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