[19]h % A R I FuE & Fl )5

w2 & B % R BT

[21] zL &FI5 93107239.5

[sBmAER 199748 A 13 B

[51)nt.CI®
C07D417 / 06
C07D401 / 06
A61K 31/54 AG61K 31 /445
/ /(CO7D 417/ 06,
279 : 12,207 & 40)

(11] a2 CN 1035616C

22|58 E  93.6.10 [4i#RIER  97.5.21
21182 93107239.5
[30]4R SE#L
[32192.6.11 [331GB[3119212421.3
132193.3.19 331G B31]9305720.6
MBIEFRA ERE-HPHARAF
st B ELEESR
[ARBA M - J - Hi Pk
wW-H-2188 P-A-f4#

G- F
paEFrEng PEEFRBGEE)ARAF
RBA FHE
(564 % Srkk
US4743587 C07D401 / 06
WO0905716 C07C213 / 40
wER BT

WAZERFE 6 T UBI4S 50 O7 MHAETIH 0 TT

SaRBAEH FREMATEY
5%

FRPAF TR (1) HWREEBRATEH R

w] 25 Rk,
Frp R', R:., R: R R’ RO, R7FOIn®y&E

SCRIBEEH F . AT B AR i, AT R T A
i AR ERAMERBHERTRAOTRXT

£, RAFIRITRAMEMNE, SkMEEAKER
MR LN




WF E K

1. BRI RGP RETHE .

HO—HN—C R?
con”"

(CHz)n -

= : )
R*ﬁ%—+5iﬁafﬁ—%%,ﬁ%(a)%ﬁﬁNE¥ﬁ
BEey, (b)) {Efk#l EPERENTHMBEEENEFONE F5E
I - 3 VMhnéy N F/s; o J| 7, (c ) EMAHEENFFH—
TEBTCETFLAEBRE (d) REBMERLN, RE—1 R
ETMECCRFLERMEREEEIERR, U DEEFTH N
RrLESMEFREEZRRK;

R* REKERE, WR® REMREEE . HE

NR? R® RE—-IMBAMST. 608 7 TRF, HFHITH
MEHFE-NR*, —O~-, —-S—-, ~-SO-%—-S0, —; M. &
KA MEEHMABTHAEZARR: BX. BREEE. G4, S8y
2R HE, —~(BEEREOIAE. S (EEEE)BRE. B2, £

REAERE. RRE. BEARETE. EEERE. — (EaE2
FEFBRE. Z(BEEX )EEFREREE,



ReRES. BEKE. BEEHE. £ -KAREBE. KX
REEBRE. FE-RERAEEER - (KEES)SFRE;

R+ . R5. R® WIR” SARKXERPE, {HEECNPED
AR RS A

nAZl~4., _

2. KBEANER1MLEY, PR RE—-45THE TN
BRI, HEERF: (2a) BEEENEFEE, (b)EE—IIHLA
MSZEENEFHEELERERmas 1 - 3 MMM NFVso
BF, (c) EBMSREENRFH-IRBESMCRFLEER
FERAR, M(d) EEEMESERE, REE—IBEIRERET
 LEAMBERERERARNR; MO RECAENNET (—1HE
A b R 2 5% AL Rz REEEmE; BER? R
ERBEE; RENR? R RE—-MHEAMMST. 6THT
TRF, RHFREHMEE -NRe, —0—-, —SO-®-S0, —
ERRB—T, B/ [EFTERETREARR: B2, BREE
£, &R, FHLBER. 2. — (BE&EZ)EE. — (B4R
EV)ARE. 2%, BEELERE. BFE, EREETFE. SEH
BE. — (EERE) RETRES" (EREE) RETRE,
R= REEDMEIEE: R+ . R . R° | R Aln BEHENHE
R 1PLEAE L.

ILEBEBHER I ANFER 20k EYy, RFNEFR® £
EMEFEF IR 2ANEF. IMNFEFHNIIOEFRIAO0ORETF
ERH MBI REF.

4. MBHFERIMNLEY, EER: RETFTHNHE K.

;
-



(a) © i
(®) (©)
O R1° Q
Y\(O \N __<
N— ] N—
S04 ®
0 c : °

A

R® MR® FEARREA, REE—ERRE -8, BHRaWE
NSRS

RPORxE. REREIFTE;

XRX%-C0-, -CH: -, —CH (&KX —,
—C (k& xE)z —» ~NH-, =N (B&&E&E) -H-0—;
;e

YR&%¥-O0-, ~NH-=R-N (EEREE) —-

5. XBUAMERLILEY, HPROREXAIRKEREE

6. RENAMERIIZNHMER S k&, EF R LER
(b)Y (c)AFK,

7. ZERUHERmkay, KPR ARLE-FRTAE,



1, 2-—ZH&E—-3, 5 —Z8R-1, 2, 4 —=®x—-4 %,
3-—BHE-2, 5 €K1 -kMiRER3, 4, 4 -=FE -
2, 53 —"EHR -1 —mkminKE,

8. HMMHNFMERI ~79HEH-Fimitkady, HPNR=2 R=
RE—-AS5%. 6XR7 THARF.

9. HBWHMERSLEY, HPNR? R® REF—16TiEA
EHIK .

10. #EBRRAERILEY, HPNR? R? {EGHR, I
H-1, A-BE-4-EH4-BERRFE.

11, SREFERL~ 1 0P EF—Hadkady, XFR .
R= fR” £8FXA, R® REFHE,

12, ZEAAERLI~1 1 PET—-HHLEY, P ikE
182,

13.4-0L2(R)-[1(RFS)-(REZSEFHRE)
— 2 NFE_HEBEYEREZE ] -4 -FHERKE ] G,

14. 4-[2(R)-[1(REKS) - (BEREFIHRE)
~2-FECHBIYEREZE] -4 -FERBREINE -1, 4 -
BE 5 o

15. 1-0L2(R)Y-[L1(RES) - (BREHEFHRE)
—2-HE_HFRUIVEEZE] -4 -FELIBE] -4 - HREE.

16. 1-—[2(RY-T1(RFEFS) - (BEHEFERE)
-2—-(1, 2-——"—HBX-3, 5-—Z"€f&-1, 2, 4 —=mig—
A-EH)ZE] -4 -FHEEBE ] ®RE.

1 7. 4-[L2(R)=-—[1(RHKS) - (BEEEF &)



-2-(3-HBHE-2, s ZHER-1 -HKBREEX)ZE] -4 -
FEERMEINE -1, 4 —#,

8. XE-2-[2(R)—[1(RHES) - (BEREF
BE) -2 -S¥_FREREZE ] -4 -FERRE] -N-H
E-3(S) -RBTBRK. L

19. 1-[2(RY-[1 (RRS) - (BESAEFRE)
~2—-(3, 4, 4 -=Z=HEX -2, 5-"HR-1 -HREE)Z
£]1-4-BPERBEE] -4 - RRH.

0. WAEMMER 1~ 1 9 £ — T ks Lawm e,
oy B A

(a )BEFTER (L)) WMESER (D) MkEP RN,

R7

RS

Il
HO—C R? eay}
CON

/\

R:l
(CH,),

£#R* . R2. R>, R+, R® . R® . R” fin A
BAER 1 FRAKBE Y,

. H: N-0OZ (HI)



AFIRFRE. S (EERE ) FRRER _XE (KEE
Z)FEkRE,
BOBRHEFETREFOFHEA -T2 XE (REKE) Tk
EERARE: 2
(b EER (V) MikdP B8k

®HR* ., R2, R3_, R4 R, R, R” Min A%
RMER]IPHLAHENEXHEB z REFE,

MyvEe, EEINRN TR LELBETANE.

21, —F 25y, ZEEWEFENRER 1 ~ 19 PIEMA—IRR4L S B FE T
A rER AR R,

22 —Fp R T i W BB At L B B TIa TR AER . BhikkAs
ML AR 258, ZA A AR ESR 1 ~ 19 LA —IT At 29
L= Pl w3 TSR 5



i B B

RREBRNTEY
ZRAPBERBHERNTED. ‘
ARPFRUEHRBERTEDR TR AV R T AN .

M

A *

R* RE—APSTHEETN —RF, EF:(a ) RAINFEF &
BH, (b)EXRMAEN., OM WS HENE—ITRENFH X
EENFFHLELAMMAERET, (c ) EMSRIBENETH—
AEBIACREFLAEARRE (d) RERMERGN, SE— IR
EAMRECCHFLEAMETMAEERERK, A RELFHMN
BF (—1 RED) LERMEERRER S XL,

Rz REMBKE, MR RAMBKERELE; KE

- NR2 R2 R —F1MMNST. 6 THR7TRF, AFFESR
WME&#HF-NR=», -0~ -S -, -SO~-#&%~-S0, —; 1 &



EFTEEME TANEARK: BX. REKEE. SR, G LMY
SR, BE. —(BREE)AE. - (FEEX) L. #E. &
BEAEPE. BPE. RAKATE. KEFRE. — (K&KE
EEPBRE. — (ERIK z)z;magﬁﬁ;;

ReREN. BEKE. BRAKBRE. X -HERHKE. B
EREPE. TE-EEAREERER~ (HAKE ) KABRE,

R+ . R° ., R® fIR” RARKXERPE, WRECSN+HEL
mARES: A

nkhl~4.

RILOYEEHNENTHANR. R, ENERFRED
HA, THATEASHANEMLYER, NARONETRNELY
%, RETFRITEALHME. DRBEBLRSREBL.

ARUMENER | LAY RATHAMNL, MEAENBTE
RORONE: FRLABREMAEFE: BTFREFEPHHME
B SaEFELEDHNENHBYRILBYNRE: URFRILEY
MLESHRADERRAARRRATONA, AHEELHBE
DENLYERRRTRANNERDKEBERILIONE, REH
FHEEARAGERENTERRATEARHE ., UMLK
ERABILABY.

PRSP RBEARAAEAY “KBRKE” X— R\, £H
AEREEN. REIFAMRETFHERRLERE, BURK.
z%. EFRE. RHE. ETE. #TE. RTE. BTE. ERX.
FOES., PHERAREAERN “BREEE” X—RE, FHES
BEBREEA. RBEIFAMRATHEBDXBRAE, HUPEE.



ZEE. EHEE. RPHAE. FTHE. HTHES. “FE” X
—~RIBREEE, CHEAMTEUBRREE. ERAEEAZN  RNER
BN, B, ORRABMRE. “BEER” X REAREARAAE
AR REASEZ R P REFOBEMA EHMBRE, B, 2K
X ERE. TRE. RTRES. SHLENENRETNEFNE
ZoHE. ~

RItaP5H, UM RARLY (U LA ELT) .
R MEALY (URARLBNRARLE) . ARLES, £/T
HANE. REMR LAY E5MERTH AL, N IR,
EEROANASTHRUAER (BMANIRM) . WK, HER.
BMELRML, TALETSHNRNZK. BER. RHR. 55
M. DoRM. SRR, KBEM. FRE. PRE. YPERBRSER
gk | |

RILEYESSEEAARERBET, B8R B,
EHBRBHARSHRRSEIFE. FRVEEAEHAXRER.

REMHR I LEYRHLPINAKR: FAMEE—RHINETF.
—ANFEFA—FPORFRE— P ORFAAMMMETF. SR
MR FREMKEATRMN .

0 0
Rl RID
<A
N— N—— | N—
"~
&)



(d) ()

= #

R® IR FARFRARAE—EREZ-IHMNHBI TR
ERXIW KBS

RYUKRFE. BRRERFXE,

X{t%-CO—-., ~CH%2 —, —CH (B&E%) —.

~C(EEEE), —. —NH-, — N ({FEKEX)-®K-0—

YR#FE-O—. ~NH-&-N (E&KEE) —»

XEHFHTHRE 2 - -1 - E. 2, 5 - "R -
| — ke, F_HARMEPAE. |, 2-—HE-3, 5 -—8€R
-1, 2, 4 —=®ix-4-¥., 3-BE-2, s-——®&K-1-
L. 3, 4, A -SHE-2, 5 - “HR- 1| -HEKEE.
2-PX-3, 5-Z®R-1, 2, 4-B-W-4-%. 3-H
E-2, 4, s—=®1{{R-1-k¥ixxX. 2, 5 - —KRX-3-F
E- 1 -mkmixEm2, 6 - —®HAMETE. HPRE K (b)
MO OMBEAAAKEEX _FRTAE. 1, 2-HFE3, 5~
—ER-1, 2, 4 =%k -4-X. 3-FE-2, 5 --HRKR
-1 — BRI ER 3, 4, 4 -=HE-2, 5 -"HK-1 - HK®
e %o



REHE I MLAPREPNR? R RRX—-FEWHEXLMS
. BRERTRABMUMAT. IHOHFAFE 1 —HERE. "RETE.
| —RBE. 4 —FE—1 —WRBRE. XNE- 1 -BRE. B,
-1, 4 —WH—4 %, K- 1, 4-EHK-4-F— |-
S, ME -1, 4-WHR-4-E-1, | —ZHEPHHAR-
|- EEE, COTUEWEFAHHJARFRL, S, 2 -
(FEEEFERE) — | ~MKEE. 2 - (BRE) -HEKRE.
A-BERRTFE. 2 - (FEHEEPHMEOMRTE. 4 -BER
RFPE. 4 -FEERRETFE. |, 4 - “HE -8 -HRERML4.
E 1R —-8 —%. XE-3 - (FEHREFRE) — 2 - HREM
A -1 - (REERE) 2 -RRE. HYREHR 1 LapR
#pNR2 R® f0FE— 1 6 THAMAF, HURGHNA, A1,
A-BE—4 -2, 4 -BERRFERAL-3 - (FERERR
E) -2 -—WHEE.

RgmL I LaHREFR . R> MIR” HR KX, MR K
ELE

doh, REHRILapRERFaRF 1R 2.

BiRkHR1iLapr:

4—-[2C(RY—[1 (RES) - (REXERKRE) — 2 -
GE_THEAAZE] -4 -FERKRE ] T

4-[2(RY-[1 (RES) - (REKEFHE) -2 -
AE-_TREAAZE ] -4 -FERBEE A1, 4 —HRK;

1 —[2(RY-[1(RES) - (BREHEHFHRE) — 2 —

NE-THREAXZE] -4 -FERRE] - 4 -WREH;



1-[2(R)-[ 1 (RES) - (BERERRE) — 2 -
(1, 2—-——_HE-3, 5——€®€{€-1, 2, 4 -=®ix—4-%)
ZE] -4 -FERBE ] - vERN;

4-[2(R)-T[1 (RES) - (BEEXEHRE) - 2 -
(3-HE—-2, 5——HiR- 1 -HKBEEIZE]I -4 -FER
B2 IUE -1, 4R

AE-2-[2(R)Y-[1 (RES) - (BEKEFHRE)
—2-HE-FREEXZE] -4 -FERME] -N-BHX -3
(S) —REEEBR; F0

= [2(R)-[1 (RES) - (BEREFBRE) — 2 —
(3, 4, 4~-SRE- 2,5 —“HR -1 - FBEEIZE ] —
4 -FEEBRE] -4 -ERM.

ERERPAFRBUN IS, R I ML EATHANRRANT
WEa.

(e ) BEEAIPN—FHBRSELANNLEYER,

Rl
R*
0 Ry
HO g R? (I
coN”"
\B’
(CH,),,

AFR* L R2 . R*, R*, R, R®, R inpEYX



H N-02 (I )

RHZREL. = (BERE) PREER-¥XE (BEAKE)
PRRE,
HEEBEGHRAT, CERNFDTFENET %% (KAKE)
EREENRME; & |
(b ) i8R VLA A E L 8

.R7

#£thR* . R2, R2_, R4«  R® . R® . R AinmBX

magHE, Bz ANEX¥FE, ;
MH, URSE, #F8INA 1 LaPpRARATHHME.

REAFEZHE (a L,RAIIH—BSANMG—FHLaPrIRE
HHEAFREGT, HUENEELEHN_FERRKRS S, T4
Ml ~ZE -3 - (3 -—HEEFE)RLC_-_ERERENT
BT, BH 0 CEYZEATHEEE =8N#FT. REOANILaY
ERFZRZA. HTE-_FEPRRREINTE_XERNERE
ke, YEHIREZ=S (KakE) FERkEnllikaya,
A ERAEREERMREL BT b HARN, AR LaD.



B—KHE, YEHZRX-FE (BAKE) PREEARNLEY
i, XA EHABEERN Y, BRELARCAFE, HUMEBT
BT EZNR.

REXFEXHEAR (b)), AVNLAYHRLRNETUES N
KB BUESEAENENY, E—HRERBLNEET, B
MG, SOMMBANENREUKEARS, UFN. Z8%. 2
TRLM, XTUREUH. BRERLN, CHOTURT —FHEY
FREHE L. XRRERILN. BENEHFREE, RENH
EEL, BANESREEERAARTETF R

Ry T ARLER N TE RO, TREMR 1
eI ERAER LI THANSE. SROLETURAI AN E
#1450

EEAFERBAR (a )P ARERFENMRIGREENY, 3*
#—FHARLAGES, |, |

= IL B W M o 0 LT R R B R P BT WA A RIS, P R
R2 ., R2 ., R*, R, R® R7”., BzHinEULHRAEHE
X, tBuliERMTE



SR # 2K

R7 n7
RS
R* 1 Re
o RS Br-(CH,),-R' (VD R
I - R®
tBu-0—C
coosz tBu-0—C
COOBz
COO0Bz R'— (CHy)s COOBz
4%)]
By
R? \ RY
R - R
R‘ s 0 R4 L
o R R
i 1Bt # Il
{BU-O—C - iBu-0—C
COOH _ COOH
R1— (CHJ) COOH
(CHz)n
& (IX) (VII)
HNR?R?® (X)
RT
HB
R*
1 "
1Bu-0—C R Bk Y
coN__ = (D
{CHy)p R
R (XD)



(T LRRNRE, EE—2F, AVABESRRESA VY
BRERRHNRTREN, SALERVILAY. X RETUE—
BEAMMHERT, HUEHEERENU-"SEBRES, B—H
BR, AUSLSREMA LY ARRES RN, BSmAR
RERREHNREIF, RE, RAGCZETHERAES.

AEHEAAEABIMNAMLA DR EER N2, o
M BALH () FET, ERRANBEANFNRZ NS K
A L ST T |

HEREAM g, FRAVMLAYHRBIARLeyw, Buk
BRI N — B NG MR TR FE T, 7535 KM S0 B R P A

ET—t 484, $RMLAYSAXBREN, S0 Lay.
EMREATNAE AN T ER. B, SRS HLE N
CHERRBET, EHANN I —2K -3 - (3-—HREFNE)
B - TREMENTFETHRESH SR EaSs, SAdme
BEBA DIy RENGELY, BEXHELYS RN,
R ERUSZBEET, 40— 2 5 CHERBF.

ERELRT, ERATLAVBRY, SHUENRINBRER
R SHERPTUBEDNERG, M, HSMZMLE.

WMREE, RA ST EB RS S W 80875 0 .
BT HNR2 R? RE—AIFHAHF - S —WEMS5E. 6Tl T
TRFHANLAYBEANE, WU HdR (e ) &
AP EH - SO-®— S0, —WHAkay.

EHEEBHR (b)) P ARRHENGRNVILaMREH, *
 HREREMN F—AEH.

10



ANayibAT EuER TIN50 - REBRRRENE. X
AENTUBEMFESST, HUERRAN BN _—PEXRRET,
E—MHGEaRNl 2 -3 - (3 -"“HEERE)) RIL_-_EERE
MUGET, ABREEN=w#ET.

ERX I kepmastAEIMARREYHARLADRED
Mikad, WAL FEWNE %O QL&Y LR,

wERE, R 1oAY BOUE L ik R R B R R . &R Bk
A RIS R RS W E, WO MDaver J—M FAHN &
(Proc. Natl. Acad. Sci. USAC1 976 ), 73, 945 )MHMN
ABBBESAEARGHEFYIBINRES, WIS ERY RS A
RELCRLEENBEEBELAEGRE. RESEHREAAARE
BOERE “C-ZBbl MRFEMESER, A Johnson—Vint,
Byt AR MWELE CAnal. Biochem. (1 880 ), 104, 175) #
FREMN. | CooRARUM—MLaYRLERBHILPEERER
HMEBERRLIXEDREABEDOBENS 0 HIRE.

AARHARENOLGPRUBIGTELRKBRFAABINSERILE
FUTFTXRIH:

11



ARlmikady (HM/K, nM)

A 10
B 6
C : 5
D ‘ 15
E 7
F 1.2
G 6.9

famA: 4-[2(R)—[1 (RES) -~ (BRERETR
E)--¥-HREAEZE] -4 -FERBE ] QK.
amB: 4-[2(R)-[1 (RES) - (BERETR

) -2 -F¥_HRTAEZE] -4 -FERREINE -1, 4
— |
&HWC: 1 —[2(R)Y-[ 1 (RES) - (BREREPHK
E) -2 -¥"FRTFAEZE] -4 -FERRE] -4 -REH.
ey D: 1 - [ 2(R)—-[1 (RES) - (BEAEFHK
x)-2—-(1, 2——HE-3, 5-—®&R-1, 2, 4 -=%

k-4 —-E)ZEE] -4 -BHELBRE ]ER.

EYWE: 4-[2(R)-[1 (RHES) - (BREREHFK
B)-2-(3-—-HHE-2, 5 -—8HR-1 -HKBREIZE] -
4 -FELABREINSE -1, 4 —HEk,

&Y F: XE-2-[2(R)-[1 (RKS) - (BEH
EHBEE) -2 - X_"HRTAEZE]T -4 -FEREE] -N-

12



FE3 (S ) - BHRFRMg.
hea®HG: 1 —[2(RY-[1 (RES) - (BREKEPK
X2)-2-(3, 4, 4 - =ZHE-2, 5 -Z"ER-1 -kEixE)
ZE] -4 -BERBRE] -4 -WRH.
RIL2YERATHALTULUSHARNER A AaRH. X8
W T LAE A . MR . RN . AR R, AW
ARBRBEIREAOMEST. A, SNLTUEUNBARBREE
BEH, AUFNENBRERALCEBHLY.
HFHYRMORE, R YRATHALTUHRIT L#
HEFRASEURERS . A%, TXRVERNEY. BER. B
MRS T AR UAN AR, EXARRERBE RS R
HHERBREMEEREREE W Y. . B . LEENBRSST
BB, Afi, BEHRSORENR, CHRURRBOHAT—RA
BERG. EATHEABERUMEMRERZENA. STH. BE.
L. NEMS. SATHEENERNRERENA. BX. £
ST, Hill. MM, RAMOEIE. 8. kY. kEES TR
SERAERAOBERE.
HYRMLTUSEHAN. BEM. BN, AR, Sk,
HEn. kA, BTAYSEENS. @nn, SEMRAELN.
SHER I LADEATHBRE AT ETHREREOSEY, (UK
XK AN E T EVEARANEN. SR EABER 1Ly
RETHALES —H07 LAAOREHNES, FEXBEYRAN
MM RA.
mpl ERFRBE,. R LA ERRATHALTRATFENRAAG &

13



M BHEATEASWUIENXTERBRTEAENE. KW
BFRLRERANEL. ARTUERAKEBEASL, YACLHERES
—HEFRATFTHIIBTERACMAE., —BRRiH, EHREALBHE
AT, BMBINASEREAI0OER. REL 1 0EREH 1 5 X
REBEREHEY, REEANAAMHTUEIIAMAER. XAERER
TR E, WL WA, .

DPTFXAERABMRETERE. EiXxwEHb, FHEREEHRY
WEESH

36 81 1

¥0.15%81 -~ (2 C(R)Y-[1 (RHES)-ME- 24X
“HRUTEEZE] -4 -PERBE IR (EBmRpaEL )
EIEAXK_PEPREPHBERYHNZEOC, FAHEESTHE,
HFEXKHO. 075% | ~BREXNF=®, 0. | 2RO~ (HTE
“HEFRRE)EBK. 0. 075 EAN-—HEBGHKMO. 09 4
Rl —ZE-3 - (3 -"“HREFE )BRL_-_TRERLELHE, ¥
BReDEXRZERFRATIH. ERENRER, REDH S EH 5 ®
BANKBERLEHE. "UB=HZMZIEEN, ¢HOENYA
1. OMEBEMAMEHKEREER. BXAERETRZE, BRRE
M, REYRAZBRANCKORSYWR. HEESE. T8, 45

0. 09%1 -[2(R)-[1 (RES) - (BEEEXFHRE)
—2-EX_PREHEZE ] -4 -PELBEE I egix (e
Bkl ), EAamKEk:

nmr (MeOD): 7.84-7.71 (m,4H); 3.78-3.70 (m.3H);

3.54-3.43 (m,1H); 3.23-3.15 (m,1H); 3.05-2.90 (m,3H); 2.06-1.86 (m,2H);

14



1.83-1.71 (m,2H), 1.58-1.49 (m,1H); 1.43-1.32 (m,1H); 1.23-1.14 (m,1H); 0.87
(d,3H,J=6); 0.81 (d,3H,J=6); MS 402 M+H)+.

ERREEBE&NT -
Cid)HD. 4182 (R)-[1 (RES) - (HTEER
E)-2-NE_FRTREZE] - 4-FERMOEXRBHY
| FEN B RMEk 2ERE : |ABAVESEAXRK_PERER
BhMBERERSSAPRAEMEMRIEIC, KEMBO. 1 6%
1 —BEXF=m. 0. | RkEiR. 0. | IEHAN-FHEEHKM
0. 231 —ZE-3— (3 - _"HREFE) B - TRLm
WH. $RADERTZTE, WEdw. RREN, RQYF2 0%
HSNRMEMABRLE., “ORSHZMZIMER, HFMEN
YESHITRBMAELAABERRE. FRARBRETRZE, B2
BN, HH0. SEAARRY, PHABKREBMERIK  ZMZH
(5 :4)®BHFTAL. EBDHRROEY (EXBREME 2 ) &
BzR, 8#80. 365%1 —-[2—-(R)Y-[1(R&KS) -
(HTEERE) -2 -SX_"FRTEEZE) -1 -FERKE ]
WeEkE (EXMBBEHEL ), EXARRYER
nmr(MeOD) 7.88-7.79 (m,4H); 3.99-3.93 (m,1H); 3.78-
3.66 (m,2H); 360353(m1H) 3.39-3.30 (m,1H); 3.27-3.21 (m,1H); 3.19-3.13

(m,1H); 3.06-2.99 (m,1H); 2.10-1.96 (m ,2H); 1.92-1.83 (m,2H); 1.76-1.68

(m,1H) 1.53-1.42 (m,1H), 1.33 (s »9H); 1.30-1.20 (m,1H); 0.95 (d, 3H,J=6);
0.88 (d,3H,J=6).

(ii) 0. 35%1-[2(RY-[1 (RES)- (HTH
ERE) -2 -NEX_PBRUIUEEZE) - 4 -FERBE ] gz
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(EHREME I DE L 0 EA-—NFRIMANT I XA SMZ M
RE. REYEZETEHF 248, B 0ZAHE. RREN,
REDBE—LRE=ZR, SREHA2 0EATE. REYHZRE
M, GO0, 161 %1 -[2(R)-[1(RES)-—MWE—2
—HEFBREEEZE ] -4 -FERBE I (EWRER
k1), BEacaEikER, nmr (MeOD): 7.86-7.75 (m,4H);

3.92 (dd, 1H,J=11,6); 3.80 (dd,1H, J=11,6); 3.74-3.67 (m,1H); 3.55-3.46
(m,1H); 3.32-3.18 (m,2H); 3.13-2.99 (m,2H); 2.06-1.90 (m,2H); 1.87-1.77
(m,2H); 1.71-1.62 (m,1H): 1.52-1.40 (m,1H): 1.33-1.25 (m,1H); 0.92
(d,3H,J=6); 0.86 (d,3H,J=6); MS: 387 (M+H)*.

-

LR 2
ARBTREE 15 1 RPF R T, MO0 T M6 1
(i)~ CLI) M B EREMO. 155%1 -[2 (R) -
[T (RES) - BE-2-PE_HBRTEEZE] -4 -FED
Bk IORoE (EXMERMEL ), BB 0. 1%1-[2(R) -
[1(RES)—<ﬁ££§$&§)—2—%$:$&magzgl
—A-HERBREIRE (EHBREHEL ), EAEBERERS,
nmr (MeOD): 7.88-7.76 (m,4H); 3.89 (dd,1H,J=11,6); 3.86-3.77 (m, 1H):

3.70-3.58 (m,3H); 3.37-3.24 (m,2H); 2.99-2.93 (m,1H); 1.78-1.53 (m,6H);
1.52—1.36(m(2H); 1.23-1.14 (m,1H); 0.93-0.85 (m,6H); MS: 416 (M+H)+

3 3
m%m*&mm:¢:a¢mmmﬁ&,&u&M?;mwl
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(i)—(ﬁ)¢ﬁﬁmﬁ&ﬂ%mﬂ-283%4—[2(R)—
[1(Rﬁs)—ﬁ%-z—%i:$&ﬂ£§l§]—4—$£&
&&]@*(ﬁﬁ%#ﬁ#l),ﬁﬂﬂ.12%4—[2(R)—
[1(Rﬁs)—(ﬁ%ﬁ&$ﬁ§)—2—%¥:$ﬁ%ﬁ£&§]
—4—?&&&&]@#(%%&%%#%),%Eéﬁiﬁﬁ;

' nmr (MeOD): 7.87-7.76 (m,4H); 3.87 (dd,li‘l,J:ll,B); 3.83-3.70 (m,3H);
3.68-3.60 (m,3H); 3.59-3.51 (m,2H); 3.47-3.39 (m,1H); 3.32-3.23 (m,1H);
2.99-2.92 (m,1H); 1.66-1.58 (m,1H); 1.47-1.36 (m,1H); 1.24-1.14 (m,1H),
0.91-0.84 (m,6H); MS: 418 (M+H)*.

e i B 4

m&m*xmmrﬁla¢mﬁmﬁ&.&m&m*;mM1
(i)—(n)¢ﬁ¢%ﬁ$ﬁ%M0.16%1—[2(R)—
[1(RﬁS)—&i—zawx:$&I££Z§]-4—$§&
&E]#ﬂﬁﬁﬂ(%ﬂﬁﬁﬂﬁl).ﬁﬂu.13%1—[2
(R)-[1 (RES) - (REREPRE) — 2 - FX_FRE
£§Z§]—4—$§&ﬁ§]#aWﬁ@(%ﬁuﬁmwl).%
BeaBRER;

]
nmr (MeOD); 7.88-7.76 (m,4H); 3.95 (dd,1H,J=11,6);
3.84-3.76 (m,1H); 3.70-3.54 (m,3H); 3.37-3.25 (m,2H); 2.97-2.89 (m,1H);
1.94-1.77 (m,2H); 1.75-1.53 (m,7H); 1.51-1.40 (m,1H); 1.27-1.19 (m,1H); 0.92
(d,3H,J=6); 0.88 (d,3H,J=6); MS: 430 (M+H)*.
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SEHE 1 S

FADTREN 1 I BRPFRM ., AR TR 1
Cid)— (li) PHAMBEHNEMO . 28%a—[2 (R) -
[1(RES)-RE-2-NEXE_FRIEEZE] -1 -HER
B JPUE— 1, 4— WG (CENBRBMEL ), 0. 1 4%
4 -[2(RY)—[1(RES) - (BEEEFRE) — 2 -44*
—PRUEEZE ] -4 -PERBE NN -1, 4 —WH (X
BEHE]l ), REAMEKER,

nmr (MeOD); 7.84-7.73 (m,4H); 4.09-4.01 (m,1H);
3.93-3.81 (m,3H); 3.63j3.53 (m,2H); 3.29-3.21 (m,1H); 2.95-2.87 (m,1H);
2.76-2.69 (m,1H); 2.67-2.59 (my 1H); 2.57-2.46 (m,2H); 1.63-1.55 (m,1H);
1.43-1.32 (m,1H); 1.20-1.12 (m,1H); 0.86 (d,3H,J=6); 0.83 (d,3H,J=6); MS:
434 (M+H)+.

3 B 6

BEMDTERMIE I RPFERMAE, MNUEBPTXEH )
(i) - (Cli)PHAEMPFERNEMO. 36%1-[2 (R) -
(1 (RES)-RBRE-2-F$FX_"HBRIEEZEX] -4 -FER
BEE ] -4-—-UkEM (EXBRWHE ] ), EEREMEE _HPIx
CEM LG 1) e ERR e#ndibzis, 880, 053%
1-[2(R)Y)-[1(RAS) - (BREEREFHRE) -2 X
"HBEREZE ] -4 -FEABRE] -4 -MEBE (EXBREH
1), BEaeamkEeR,

nmr (MeOD): 7.88-7.76 (m,4H); 4.15-3.79 (m,4H); 3.67-2.84
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(m,5H); 2.06-1.73 (m,2H); 1.70-1.14 (m,5H); 0.95-0.84 (m,6H); MS: 432
(M+H)*. ‘

=L I

BEMTEER | $HEMEE, AUEHUTEEHL (i) -
(IiI)PHFBRHHEREMBO . 55 7H2 (R)Y[1 (RES) -
BRE-2-PEXE_HBEFHEZE] N, N, 4 —=ZHERERK
(EdmBHE Ll )E*XSSHEMA2ERNN - MAREBREBHNK
EMEadbzE, #890. 053% 2 (R)Y[1 (RES ) -
(REEEFRE) - 2 -SEX_PHREIHEEZEX] -N, N, 4 -
=SFRERRE, EaaBEgER

nmr (MeOD): 7.85-7.75 (m,4H); 3.84 (dd,J=14,7,1H); 3.68
(dd,J=14,10,1H); 3.18 (s,3H); 2.98-2.93 (m,1H); 2.75 (s,3H); 1.6-1.53 (m, 1H);

1.4-1.3 (m,1H); 1.23-1.14 (m,1H); 0.88 (d,J=8,3H): 0.84 (d,J=8,3H). MS: 376
(M+H)*.

3% B 8 :
BEMUTXESN 1 F I BRPFERAFE, AUBBFREH L
(i) - PHEMHFERENO0 . 5 9I®N2 - [ 2 (R) -
[1(RES) - #AE-2 -FEX_FBRFEEZE] -4 -HER
B 1 -N* —BE-L-HRERENESmEHE | METBRRY
E2gER6 C 1 MBREY, EH-EF9RNZREADHTTRE
mZiE, 880. 1 28EN2 - [ 2(R)-[1 (RES)—-(E
ERERRE) - 2 VX _PFREEEZE) -1 -PERERE ]
-N* -PE-L-HERENEYREHE 1, EaaF&HE;
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nmr (MeOD): 7.86-7.75 (m,4H);
4.12-4.07 (m,1H); 3.92-3.83 (m,2H); 3.74-3.64 (m,2H); 3.13-3.04 (m,1H);
9.93-2.86 (m,1H); 2.67 (8,3H); 2.19-1.96 (m,3H); 1.91-1.82 (m,1H); 1.75-1.65
(m,1H); 1.64-1.55 (m,1H); 1.23-1.14 (m,1H); 0.93 (d,3H,J=6); 0.86
(d,3H,J=6); MS: 458 (M)*.

LHEH 9
AN TFEMEE | E 1 ROFRNNE, FRARAME AL RN

Ga3hm, AD. 31m1—-[2C(R)—[1 (RHES) -—BE-

2 - R BBTEEZE ] -4 -FERBE] -2 (S) - Wk

P (ENRREHEL ), EESSEAETE, TR (12 1)
GHMN GAHEHLNEZBRZBRSZBORGYERTE, BT

0. 061 —[2(R)-—[1 (RES)-(RBREFEH®KE)

- GE-—PBMEREZE] -4 -FERBE] -2 (S) -

e M (EHBRBEHEL ), EaaFEERL,

nmr (MeOD): 7.88-7.77 (m,4H); 3.86-3.73 (m,4H); 3.63-3.50 (m,2H); 3.98-
3.27 (m,1H); 3.10-2.92 (m,2H); 2.07-1.83 (m,4H); 1.62-1.43 (m,2H); 1.28-1.17
(m,1H); 0.97-0.83 (m,6H); MS: 432 (M+H)*.

EHRERENTH & :

BARPFRA L Ci D) PHREMHFEWEN0. 35571 —
[2(R)-[L1 (RES) - (RTHERE) -2 -fFX_HK
FTREZE] -4 -HERBRE] -2 (S) - FM (EQTBR
RUEIDDETEAFEIHBERAEO . 0 7RI -FE-3-RSB
Ao, TEA=CHERERERLB. RAVETHRESATHERSA

20



1. 548, ARRRAN. EEXB I IEAREBHALS=KREX

ZE, 8890, 31 %21 -[2(R)Y-[1(R&S)-HBE-
2 —E_HBRTEEZE ] -4 -BEREHKRE] -2 (S ) -y

AN (EdBREHE | )R EBEREY, EHEHEXRRE - Bk
10 -

AP T 12 I BIPREMmFE, AUBPTIEH 9
(i )DbFEMFERNEMO. 56881 —[2(RY-[1 (R
®S ) -—HME-2-SE_HABRVEEZE] -4 -BHERRE] -
4 -BERHRARMIEIETRBEHE | IEXTB R G 2 #E I
b: IMBEEY, EFrREER_HEHR ./ FH (1201 ) %EM

HRANASMEALMEMEEANZRZEEBRTER S BRETRE

zE,. B¥0. 105% ! —[2(RY-[1(RES)-(RBE

EEFRE) 2 -SFX_PREREZE ] -4 -FEEAKRE ] -
4 -FERBELMEE (EMRBEHE L ), Egea@kER,

‘nmr (MeOD): 7.89-7.79
(m,4H); 4.18-3.80 (m,4H); 3.74(dd,1H,J=11,5); 3.48-3.18 (br m,6H); 2.93-

2.84 (m,4H); 1.76-1.67 (m,1H); 1.52-1.42 (m,lH), 1.35-1.27 (m,1H); 0.93
(d,3H,J=6); 0.89 (d,3H,J=5.5); MS: 431 (M+H)*.

L 11

HEBS TR 1 EILBRPHARAFE, MO . 29%4 -2

(RY)-[1 (RES)H-AE-2-Z_HBRIBREZE] -4 -
FERXBEINIA-1, 4 -FER-1, | —-Z"HkY (EABRREH
1), 8810, 13%4-[2(R)Y-[1 (RES)-(BE

21



EEFRE) 2 X_HEBRIKREZE] 4 -HELHREINS
-1, A—WEE—1, | ——dip (EdmREAE] ), Ea6H

& B =

nmr (MeOD): 7.88-7.75
(m,4H); 4.33-4.23 (m,1H); 4.204.04 (m,2H); 3.93 (dd, 1H J=11,6); 3.87-3.78
(m,1H); 8.73 (dd, 1H J=11,5); 3.44-3.28 (m,3H); 3.22-3.03 (m,3H); 2.97-2.90
(m,1H); 1.67-1.57 (m,1H); 1.51-1.38 (m,1H); 1.34-1.25 (m,1H); 0.93-0.84
(m,6H); MS: 466 (M+H)+.

EHRFENAEENT

(id)MH0. 384-[2(R)-[1 (RES)-(HATH
ERE) -2 - ¥X_HRTREZE ] -4 -FELIEEINSE-1,
4 — R (EXMBHEL DE2 IEA_-_HFRERIPHBBERHED
‘C, 0. 3RBSMANIAXFRLE. RAYEZERA IR,
REEXBBAS MBIV KBREREFAKR, BXARBETR, &
R, i —HOtRERY. SERZMZE Sk (2 2 3 ) ®BM
R aMkdibzs, BP0, 33%4-[2(R)Y-T[1
(RES) - (RTEERE) -2 - X_"_HBRITKREZE ] - 4 —
FERBE NI — 1, 4-FR-1, | -—FhkH (EABRRHY
1), EaEES, BhER— a6k

nmr (MeOD); 7.89-7.78
(m,4H); 4.36-4.23 (m,2H); 4.11 (dd,1H,J=11,7); 4.07-3.98 (m,1H); 3.85-3.73
(m,2H); 3.44-3.18 (m,2H); 3.21-3.05 (m,4H); 1.73-1.64 (m,1H); 1.61-1.59
(m,1H); 1.40-1.32 (m,1H); 1.28 (s,9H); 0.95-0.88 (m,4H).



Ci i )BEEDTFETEHL (1 1) hREmBE, K0, 33
Ba4-[2(R)-[1 (RES) - (RTHERE) -2 %=
AREREZE] -4 -FERBRE INA-1, 4 -EH-1, !
_—mied (EXNBRHEL ), B8R0, 29®a-[2 (R) -
[I(RES) -BRE-2-F_FRIRZEZE] -4 -FERK
EIUE— 1, 4 —WE— 1, | -—HLP (EHBRBHEL ),
BaEBRER, EHANE®E— LAk,

a1 2

FALFRMe 181 RhFRAFE, AMKHNTRES !
(id)— (i i)PFkmAEWENO. 38 -[2 (R) -
[1 (RES)-BRE-—2-X_"_HBRIBEZE] -4 -PELK
E1-1, 4 - —"®HE-8-H%ER[4. 5 12% (EIMREHE

1), FRAGHZMZE. FMH (200 :5 ) BHHOBERR &
Wb E, BP0, 105%8-[2(R)Y—-C1 (RES)

—(BEEEFRE) -2 - ¥_FREBEZE] -4 -FELRRK

E]1-1, 4-"HE-8-BERM[4. 5 18K (FEHREHE
1), EaaBgrEl,

nmr (MeOD): 7.87-7.75 (m,4H); 3.97
(m,4H); 3.91-3.81 (m,2H) 3.79-3,60 (m,3H); 3.45-3.26 (m,2H); 3.00-2.91

(m,1H); 1.89-1.80 (m,1H); 1.74-1.51 (m,4H); 1.45-1.31 (m,1H); 1.23-1.13
(m,1H); 0.88 (d,3H,J=6); 0.85 (d,3H J=5.5); MS: 474 (M+H)*.

B3
0.

13%1—-[2(R)Y-[1 (R&ES) - (FLEHEEH

mE)-2-(1, 2—_—_HE-3, 5-—®HK-1, 2, 4-=
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M- 4 —E)ZE] -4 -—FERREIRR (E¥BREHEE L)
7. CERFIEMIMHBEREEL0ER 0L REET R
304 bh. TMBEMILN, RRE®R, S0 . 076%1 - [2
(RY-[1 (RES) - (REXERRE) - 2-(1, 2=
HE-3, 5-——®R-1, 2, 4 -=S®RE-4-E)ZE]) -4
—EERBE IR (EYBRBHAEL D, BacaEEER,

nmr (MeOD): 3.81-3.72
(m,2H); 3.67 (dd,1H,J=11,7); 3.64-3.55 (m,1H); 3.44 (dd,1H,J=11,5); 3.39-

3.23 (m,2H); 3.11 (s,6H); 2.96-2.88 (m,1H); 1.77-1,33 (m,8H); 1.19-1.11
. (m,1H); 0.87 (d,3H,J=6); 0.85 (d,3H,J=6); MS: 398 (M+H)*.

EHEFENEEWT

(i VHEESAFT, 3. 01 %4 -HFE-—1, 1, 2 (R)
_RESHEl, 2-FM B THMES EAXRKZHFERR
BREGARERPEMO . 28 4%6 0% ELM. BREYEOT
ﬁ#3ﬂﬁ#.ﬁ?#ﬁTﬁ#1.Smw,lﬁmiutyﬁﬁﬁ
m1. sHa—MEE—1, 2-—FEFRE. URGYEAZEHRE,
BEIIH. ERESTRRERNYR, REYBTZIRIED,
#ma%ﬁﬁﬁmﬁﬁ‘mﬂﬂkmﬁmﬁ&&&oﬁm%mﬁﬁﬁ
THRZE, BREN, AEpAERNAAREHL, £ASK L
BEC L 1 DEEB, ASHZMES. B¥ 2. 464R4-FE-
{—[ (1, 2-—HAE-3, s——®|{iKL-1, 2, 4 —=mfHR—
4A-E)YPE]1 -1, 1, 2 (R)—gR=ABM1, 2 - -FH8
1 - TH, BEXABRER.
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(ii)2.464%4-BHE -1-0(1, 2~-—_H%-3,
5—Z—8RK-1, 2, 4-=Z=®x-4-E)HEX]I-1, 1, 2
(R)-"BRIRZ=AM1, 2-Z¥8 1| - PNTHBETI0XEHEH
0. 25R1 0HE"RELANERS. REPNE 24w, T
BRERLA, RREN, AH1 - (RTHERE) -4 —HE— |
-1, 2-Z_H%E-3, 5s—-—&f—-1, 2, 4 —=mig— 4
—E]1-1, 2(R)-ERZ-ZAK, EXCRRYER. BHEBET
EOEAZO. 4 IXAN-BEURHFESD, RAYMBER!
At BRASHITRBMAER. KHNKRLHBMAO KBERER, X
AEBMBET®R, AR, A 1. 422%2(RY)-[1 (R&ES)
~(BTEERE) - 2-¢1, 2-—H%-3, 5 -——&®&k-1,
2, A-=8&E-4-E)ZE] -4 -HERR BHREKE,
REMNBREE | EIBRRHE 2HELS - 1 BEA4Y.

Ciii) BAEPTEBH (i DPAEMFE, K0, 83 1 %K
2(RHY-[1 (RES)H) - (RTEERE)-2-(1, 2-=
HE-3, 5—-Z_8f—-1, 2, 4-=Z=%x-4-E)zE] -4
-~—HEZBRMENBREAE | NEYBREHE 2IHEDSE - LBEAY,
B¥o0. 462%1-[2(R)Y-[1(RES) - (HTEER
xE)-2-(C1l, 2-—ZHE-3, 5-—HR-1, 2, 4 =
-4 - EDZE]T -4 -HEABRE IR (EvBEHEkL ),
BRXawKER.

(iv) 0. 462%1-02(R)~-[1 (R&ES)—-(®T
SERE)-2-(C1, 2-"HE-3, 5 -Z8K-1, 2, 4
—ZHRE-4-E)DZE] -4 -FERBRE]IRE (FENBRBEHE
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1D ETEA KPR PHBEBO. SSEA=SMZBRLE. BE
YEZHREH L. 58, RAEENRE, AREN. gEHS=

PERRZE, BEYET | | EAXK_-_FXHEBRBES, PHE

OCHFERAISTHESE, FHFHATHHEEMO . | 30 -FEBK.
0. 152R1 —BEXHFZ®, 0. 25FHN— FEEHA

0. 208R! —ZE -3 - (3 -—HEEFE))BIL_-_THRLME
. HEGYEREETR, BHEIH. BREN, REYHES Y38
TMRBRLHE. "RAZBRZMERN, ZMZEERDH S %iITE
MEBMEALMKERER. EAXARRETRZE, BREHN,
REDEHEBRAAGHEAL, FZRZMRE. BT7T0. | 45
WA RHERNS, E8F0>142%1-[2(R)-[1 (R&
S) - (FHEEEEFBRE ) -2-(1, 2-—"HFXx-3, 5 - —
ARN-1, 2, 4 -=BE-4-X)ZE]1-4-FEEREL ]G
OENBEREL ), EaeaBEkER;

nmr (CDClgy: 9.77 (s,1H); 7.44-7.29
(m,5H); 4.90 (q,2H, J=8); 3.78 (dd,lH:J=11,5); 3.70-3.63 (m,2H); 3.62-3.53
(m,1H); 3.49-3.42 (m,1H); 3.41-3.33 (m,1H); 3.28-3.22 (m,1H); 3.10 (s,6H);
3.00-2.93 (m,1H); 1.81-1.38 (m,8H); 1.29-1.23 (m,1H); 0.88 (d,3H,J=6); 0.85
(d,3H,J=6).

el o4
ARPBTXHS 1 3B 1 BRPHEMHFE, MO0, 1 8281 —
[2(R)-[1 (RES) - (¥EEEEFRE) -2 - (.2,
b -"“HRAMEFE)ZE ] -1 -BPELBRE IR (ERBREY
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1), 880. 066%1 -—[2CRY-[1 (RS ) - (%
EEEEHRE) - 2- (2, 6——HER|EEFE)ZE] -1 -8
ERBE I (EYstREHEl ), Eatl&kBR;

'nmr (MeOD): 4.06 (dd,1H,J=11,6.5); 3.80-3.57
(m,4H); 3.53-3.46 (mn,1H); 3.34-3.24 (m,1H)); 2.68-2.54 (m,5H); 1.92-1.82
(m,2H); 1.76-1.45 (m,7H); 1.44-1.32 (m,1H); 1.14-1.06 (m,1H); 0.87
(d,3H,J=6); 0.83 (d,3H,J=6); MS: 382 (M=H)+.

ERENEHENT

CiD)BERTFTEREEL 3 Ci ) — (lii)PFHRERFE, KA
4—-FE~-1, 1, 2(R)~RIRZSHM1, 2 - ¥ -/T
BMAN-RPFEL_BRERE, #91 -2 (R)-[1 (R®ES)
~(BTERERE) - 2- (2, 6-—SRBRFEIZE] - 4
—FEEBE 1R (EXBREHEL ), EXABRRYER.

(ii)0.324%1-[2C(RY-[T1 (RES) - (#
THAERE ) -2 - (2, 6 —ZE8RMERFEIZE ] -4 —HBXE
RBE IRR (EBBRHEk L DES . SEFAREPMARE
0. 0BS5HI-PFE-3I-ZMN0. 6 5SEA=-FEFREER
E. RAVPETROMKATHRAE L A, RERRBN. £HE
XBAT=KRRZE, REVYBT I 0 EAXTA-FERARE S,
WHEOCHERATHA, EHFHTHHAEMO. 09 5%0 -
FEER. 0. 11 1% -BREXF=m, 0. | SEHN-—FE
BHMAI0. 1 52R1 —ZB -3 - (3 -_HREREFE)BRL=_T
i M. FRADEBEMREEE, BEEIE. BREEN, REYHE
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SHBMBEAKRABRLE. "RAZRZHEN, ZRZEERYF
SUNRBRBEBRNELWABRRE. AXARRBETRZE, B2
BN, AEYSHERNOKaMEdid, Aok ZMZB (7 @ 2)
Bl BF 0. 182%1-[2(R)-[1 (RES) - (%£%&
EEEHEBRE) -2 - (2, 6 -——HRAEEFREI)ZE] -4 -—F
ERME IR (EWBRHEl ), BEAEEER,

‘nmr (CDCl3): 9.23 (s,1H); 7.46-7.31 (m,5H); 4.96-
4.88 (m,2H): 3.98 (dd,1H,J=11,5); 3.89-3.76 (m,2H); 3.74-3.64 (m, 1H); 3.52-
3.42 (m,1H); 3.33-3.21 (m,2H); 2.76-2.67 (m,1H); 2.63-2.52 (m,4H); 1.94-1.37
(m,10H); 1.24-1.14 (m,1H); 0.88 (d,3H,J=6); 0.84 (d,3H,J=6).

»

LEH 15

AEPTFXEH I SFE 1LBRFFRAFE, K0, 3951 -
L2(R)-[1 (RES) - (¥EEREFBRE) -2 - ( 3,
4, 4 -=HE-2, 5s-"HHR- 1 - KX I>ZE] -4 -H
BRBE IR (EXRBEHE L), B90. 255%1 ~ [ 2
(R)-[1 (RS ) - (BEHEEFRE) -2- (3, 4, 4
—=FE-2, s-ZER- 1 -KERX)ZE] -1 -HEER
EIvke (EMNBRRBHEI D, EaaEEER,

nmr(MeOD) 3.84-3.63 (m,4H); 3.49-3.41 (m,1H); 3.38-3.25
(m,2H); 2.90- -2.83 (m,4H); 1.80-1.28 (m,14H); 1.19-1.11 (m,1H); 0.89
(d,3H,J=5.5); 0.86 (4,3H,J=5.5); MS: 411 (M+H)+.

ERFANEEWMT
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O BEpTXZEH I 4 (1) -1 1)) hHERFE, ha — B
E-1, 1, 2(R)-EZ=AM!1, 2 -—%81 -NTEM3
-8PE-1, 5, s-=HEZABRR,. 891 -[2 (R) -
[1 (REES) - (FEEHEXEFRE) -2-(3, 4, 4 -=H
E-2, S-ZHMR- | -KEEE)ZE ] -1 -FEARE IR
wCEYBRREHAGE ), EaeaEER,

‘\nmr (CDCl3): 9.50 (brs,1H); 7.45-7.39 (m,5H);

3.79-3.56 (m,4H); 3.52-3.42 (m,1H) 3.33-3.23 (m,2H); 2.94-2.80 (m,4H); 1.93-
1.29 (m,14H); 1.26-1.16 (m,1H); 0.87 (d,3H,J=6): 0.84 (d,3H.J=6).

EHEB 1 6

AR TFXREE | SEILBRFMAMIE, W0, 33584 —
L2(RY=-[1 (RHES) - (FEEEEPFBRE) -2 - ( 3 -
HE-2, 5 -Z8R -1 -%K®BEE)I)ZE] -4 -FHEEBE ]
ok (EXBLRME L O/HO. 1 98FA4-[2(R)Y~ [ 1
(RES) - (BEEEFRE) -2 - (3 -HE-2, 5 -4
Rl -HBRE)DZE ] -4 -FERBE 1M (EdBFEHE
1), Egta@aprt;

nmr (MeOD): 3.78 (8,2H); 3.73-3.45 (m,9H); 3.36 (dd, 1H, J=11,5);

3.18-3.10 (m,1H); 2.85 (s,3H); 2.82-2.75 (m,1H); 1.57-1.47 (m,1H); 1.38-1.26
(m,1H); 1.14-1.05 (m,1H); 0.82-0.75 (m,6H); MS: 385 M+H)*.

ERFESWEWT -
HEBMTERS 15 (L) - (ii)dhFdkstE, md —H
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E—-1, 1, 2 (R)-RIR=R®I1, 2 -Z%¥81 -WTHA
3-MEPE- | -FEZABRE, B8 4-[2(R)-[1 (RK
S) - (FHEEREFRE ) -2 - (3 -HE-2, 5 —-—8#HHK-
] —BRERE)ZE ] -4 -FERKE ]G (ExBRHaEk1 ),
Ega@@gkRs; MS: 475 (M+H )+,
w7

BEUTERG1E 1 BRPFARMFE, M0, 27351 —
L2(ROY-[1(RES)-HBEE-2-(3-FE-2, 5 -=
FR-1-HRE)H)ZE -4 -FERBE IR (ESBREY
1), 0. 023%1—-[2(R)-[1 (RES)- (B
EREPBE) -2 - (3-F%-2, 5-"®HR-— 1| —KokEE)
ZE] -4 -BERBREIERE (ENBREHEL ), BEaaEER
# ; nmr

(MeOD); 3.78 (s,2H); 3.74-3.64 (m,2H); 3.63-3.48 (m,2H); 3.35-3.26 (m,2H);

3.25-3.15 (m,1H); 2.85 (s,3H); 2.82-2.73 (m,1H); 1.68-1.25 (m,8H); 1.10-1.03
(m,1H); 0.82 (d,3H,J=6); 0.75 (d,3H,J=6); MS: 383 (M+H)*.

EXRENFENT :

BERPBTEEHL (i i) PHRBFE, AABLTFTHH
P3 CiD) - Ciii)PHEMBFERL-BE -1, 1, 2 (R)
—RE=RM, 2-Z"¥BI-RTHBMN-RAPEX- 1 -FEZ
ABBAEMO. 32581 -[2(R)-[1 (R®S) - (H
THHRE) - 2- (3 -FE-2, 5 -—®€i—-1 - x) 2z
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E]-4-FEIBREIRR (ENBRBHEL ), 0. 273
"1-[2(R)~[1 (RES)-#h¥E—-—2-(3-HX- 2,
5—ZHR -1 -HBEE)ZE] -1 -FERBE I VR (E
BtEHEL ), EXERRYER, SRR TIH—-S 4.
EHER 1 8
HAERP TR I B I BRPIARS HE, W0 . 45%K4—[ 2
(R)-[1 (RES)-BHE-2-(3-8BE-2, 5 - —&4
— I -KERE)ZE]) -4 -FERBREINE -1, 4 -HR
(EXMBBEWEL ), BB0. 1 55%%4-[2 (R)—1[1
(RS ) - (BEEEFHRE) -2 - (3 -HFX-2, 5 -—&
R-1-BWEE)ZE] ~4-FERBREINE— 1, 4 - @5
(EXBREHEL ), BEAaFEER,
nmr(MeOD) 4.09-3.88 (m,3H); 3.86 (s,2H); 3.78-3.70
(m,1H); 3.66 (dd,1H,J=11,7); 3.42 (dd, 1H, J=11,5); 3.29-3.21 (m,1H); 2.92

(s,3H); 2.88-2.82 (m,1H); 2.78-2.71 (m,1H); 2.68-2.54 (m,3H); 1.65-1.57

(m,1H); 1.46-1.34 (m,1H); 1.22-1.15 (m,1H); 0.90-0.84 (m,6H); MS: 401
(M+H)+.

REUFEHWAWT :

CIDRAXPTFITRMBIL 3 (i) - (iii) PHABFE, M
4 -HFE-1, 1, 2(R)-BIE=HM1, 2 -—%¥81 -RT
MM -RPE- | -FEZAKRE, 834 -[2 (R) - [ 1
(RESH - (RTHERE) - 2- (3-BHE -2, 5 - —&{t—
| - E)ZE] -4 -PERRE WK -1, 4 - (3
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HBmeHElLl ), EaEERER;

nmr (MeOD): 3.98-3.84 (m,6H); 3.77 (dd,1H,J=11,7); 3.47
(dd,1H, J=11,5); 3.22-3.14 (m,1H); 3.09-3.03 (m,1H); 2.95 (s,3H); 2.81-2.73
(m,1H); 2.69-2.55 (m,3H); 1.77-1.68 (m,1H); 1.53-1.39 (m,10H); 1.26-1.18
 (m,1H); 0.94-0.86 (m,6H).

(iid)¥Ho0. 52R4—-[2C(CR)YY~[1 (RES) - (®
TERE) -2-(3-HE-2, s-"€/-1 -HBEX)Z
E]-4A-PELEBREINH- 1, 4 -ER (ESBRBEEE]L DE
1l SEA_—ERRTHBRR] . 0 SEHAIMELAN -BRER
NE. BREZRRHFE 3. 25 0, AGM2 5 EPE, BREE
M. BRB25BHBE. BRAF=RREERZE, 880. 4 5%
4 -[2(R)-[1(RES)-#®ME-2-(3-HE-2, 5
—ZHR -1 -KEREREIZE] -4 -FEXEBREINE -1, 4
—ER (EdRRHE ), EXCRRYER, TABRFERATULSE
B — i,

XHE# 19

AEPTREH 13X I RPFRAFE, W0, 278%4—
2(R)-[1 (R&ES ) - (F*HEEEFRE ) -2 - (2,
5-ZHR-1-WMRREIZE] -4 -FELRE ]G (Y
BEEEl ), #F0. 151 %4-[2(RY-[1 (R&ES)
- (BEHEPBRE) — 2 - (2, 5 -8t —1 —HesmE) Z
E]-4-FERBRE ISR (EdBBHEk ), SEaafEkER;
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nmr (MeOD); 3.73-3.49

(m.SH); 3.34 (dd,1H,J=11,5); 3.19-3.11 (m,1H); 2.74-2.66 (m,1H); 2.55
(s,4H); 1.57-1.49 (m,1H), 1.38-1.26 (m,1H); 1.12-1.03 (m,1H); 0.82-0.75
(m,6H); MS: 370 (M+H)*.

. aas M LAY
[ .
EHEEHEWT ‘
AEDTEREHIL 4 (1) - (i1 )PHAEMHE, W4 -8B
-1, 1, 2(R) KW=M, 2 -"F81 -RTEHN
N-SHER\BBER, 884 - (2 (R)Y-[1 (R&S ) -
(FEEEXEPHRE) -2 - (2, 5 ——HR-1 -HmBKRE)Z
E] - 4-FERBRE IGW(ENBRERHE L), BEACEEER
MS: 460 (M+H)>*
| HEE 2 0
BRUTEEH IB1RPHARHFE, A0, 1 9% 4 -
(2 (R)Y-[1 (RES) - (¥REEAXFHE) ~2 - (2 -
-1 -MEREIDZE ] -4 -FEEBREIBH (ENREH
k1), B830. 104%4-[2(RY)-[1(RES) - (L
EFEFBRE) -2 - (2-8R-1 —-mgxEI>ZE ] -4 -H
EEBE 1wk (EdmRHE Ll ), EaaBEERER;
nmr (MeOD): 3.70-3.39 (m,8H); 3.36-3.17 |
(m,4H); 3.14-3.05 (m,1H); 2.57-2.48 (m,1H); 2.28-2.17 (m,2H); 1.96-1.84 |

(m,2H); 1.62-1.62 (m,1H); 1.58-1.24 (m,1H); 1.13-1.03 (m,1H); 0.83-0.75
(m,6H); MS: 356 (M+H)*.
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EREFEHEEEWT -

HAABTFERAL 4 (i) - Ci1i)dhFRMEE, ha -8
E-1, 1, 2(R)-BI=HLM 1, 2 - %8 - ®/THA
N-SepEmomsg, #7814 -[(2(R)-[1 (R®ES) - (&
§££$&§)—2—(2—ﬂR—1—%%ﬁ§)ZE]—4—$
ERBEIGH (EXBRHEEl ), BEaa@tkirt;

MS: 446 (M+H)*+
LEH 2 1

BEUTEHEH I 3B IRPFRIFE, M0, 33581 —
[2(R)-[1 (RES) —~ (FEEEREFRE) -2 - (2 -
MR- -MBEE)ZE ) 4 - FERRE 1R CEX BRI
1), 90, 1981 -[2(R)Y-[1 (R®S) - (BX
FEFKRE) - 2- (2-ER-1-Wixg))ZE]—a -8R
RBE TURRE (EXBRHE L ), EAaFEkER,

nmr (MeOD): 3.78-3.58 (m,3H); 3.53-3.33
(m,4H); 3.27-3.17 (m,2H); 2.63-2.54 (m,1H); 2.34-2.26 (m,2H); 2.03-1.93
(m,2H); 1.77-1.45 (m,7H); 1.43-1.30 (m,1H); 1.20-1.08 (m,1H); 0.93-0.83
(m,6H); MS: 354 (M+H)+.

EmEEWEWNT -

HEBMTEEHA 1 4 (1) - Cii)hFRBFE, K -8
E-1, 1, 2(R)-RBR=M%M1, 2 - %81 — 0T EH
N-BEPEMmRE, B8 1 -2 (R)-[1 (RES ) - (%4
EEEFRE) -2 - (2 -HR-1 - WBRE)ZE] -4 -
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ERmE I (EXBmEHE ), EaEAG&ER:,
MS: 444 (M+H)* ,

LHER 2 2
AEPMTEEHL1LE I RPHFERAHE, K0, 226%4 -
[2(R)-—[1 (RES ) -HE-I-SEX_FBRTEREFE]
— 4 -FEEBEX I, B80. 06584 -[2C(R)Y-T[1
(RES) (BEHEFRRE )} -SX_FBRTFEEFE] -4
~EHERBE 1GBHK (EUBRBHEL ), EAaFKRR, A

(MeOD): 7.88-7.76 (m,4H); 3.86-3.50 (m,8H); 3.24-3.15 (m, 1H); 2.32-2.23
(m,1H);1.99-1.89 (m,1H); 1.83-1.73 (m,1H); 1.66-1.57 (m,1H); 1.43-1.29
(m,1H); 1.17-1.09 (m,1H); 0.89,0.83 (m,6H); MS: 432 (M+H)*.

EXRENPEMT :

FAEMFXES L (i) - Ci i)PRHARAIFE, WO, 65
R2(R)-[T1 (RES) - (RTEERE) -3 -BEX_F%K
FPERERE ]I -4 -PERBROESREHENIEMNS - 1 RADRN
0. 1 7TEASHK, #90. 46284—-[2(R)Y-—[1 (RHK
S)Y-RE-3-HFE_PBERIEEFE] -4 -FERBE 1 Q,
ExaRRYER, EHAMEHE ik,

X2 3

BEMFXEE 1 3PHBRaIFE, ALABL TR/ 1 3
Ciii) — Civ) P ERHEM 0. 2%N, N-ZZX-
2(R)-[1 (RES) - (¥*HEEREH/E ) -2 -ME_-H
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MEPREZE] -4 -HFERBE (EdmeHk: ), mREBR .
Gk, AN _EFREREL, 880, 08 5%

N, N-ZZX-2(R)-[1 (RES ) - (BREEEXEHERE)
—2-MPE_HFBREEEZE] -4 -FELEBRER (ENBLEHEL ),
EaaEEEA; [

1

nmr (MeOD): 7.85-7.75
(m,4H); 8.97 (dd,J=14,10,1H); 3.68-3.6 (m,1H); 3.57-3.48 (m,2H); 3.38
(a,J=7,2H); 3.2 (dt,J=12.4,1H); 2.84 (dt,J=14,5, 1H); 1.67-1.59 (m,1H); 1.47-
1.36 (m,1H); 1.26 (t,J=8,3H); 1.25-1.16 (m,1H); 1.13 (t,J=8,3H); 0.9
(d,J=86,3H); 0.85 (d,J=6,3H). MS: 404 (M+H)*.

LHH 2 4

ARUTERE L hRAAFE, W TREE L (i) -
(LI )FFRMAERENO. 163 -[2(RY-[1 (R
HS)-ARE-2-SFX_HFRTEEZE] -4 -FERHRE I ®
Wit (ENBRBEHEL D), FREEAS IO - HPEAEREE
PRedEaib2s, #90. 039%3-[2(R)Y-[1 (R
HS) - (BEEREFRE ) -2 -SX _FRIEBZE ] - 4 -
HEXBE I %k (EYRRHE 1 ), EaealERR;

hmr (MeOD): 7.86-7.75 (m,4H); 4.8
(d,J=10,0.5H); 4.63 (d J-lO 0.5H); 4.36 (d,J=10,0.5H); 4.13-4.07 (m,0 5H);
4.03 (d,d=10,0.5H); 3.87-3.72 (m,2H); 3.63-3.55 (m,0.5H); 3.45-3.36
(m,0.5H); 3.24-2.95 (m,2.5H); 1.62-1.54 (m,1H); 1.46-1.37 (m,1H); 1.29-1.2
(m,1H); 0.9 (d,J=6,3H); 0.85 (d,J=6,3H). MS: 420 M+H).
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e 2 5
HEUTXEM SHFEMFE, WAXEMFXBEE 1 3 (iii)

—(iv) PR EWMENMDO . 25BN -ZE-2 (R -1
(RS ) - (¥EEEEHFRE) - 2 -NE_HRIEEZE ] -
N, ¢ -—HEEBRE (EdmBHgns : 1Ra4Y), 57

0. 083BN-ZX-2(R)Y)-[1(RS)-(REEREFK
E) -2 P¥_PREEXEZE]-N, 4 —_HFERBMKE (X
MBEHENS : 1 RAY), EncE&RR,

nmr (MeOD): 7.85-7.75 (m,4H); 3.95-3.83
(m,1H); 3.75- 3 62 (m,1H); 3. 4 3.08 (m,10H); 2.95-2.87 (m,1H); 2.83 (m,1H);

1.65-1.55 (m,1H); 1.43-1.33 (m, 1H); 1.28-1.13 (m,2H); 1.03 (t,J=6,2H); 0.89
(d,J=6,3H); 0.85 (d,J=6,3H). MS: 390 (M+H)*.

LB 2 6

AP TEEH L 3PHAEHFE, ANEXRUTXHEFA 1L (1)
—(ii)hmpREREd0. 1 ®a-[2(R)Y)-[1 (R
S) - (FEEEXFHRE) -5 -NE_HRIERERE] -4 -
HERBRE IGH (E¥BREHENS : 1REGY ), /A0, 045%
4—-[2(R)-T1 (RS )~ (REFEEHBRE) -5 -F=
AR TEERE ] -4 - FERKRE ]S (EXBREHEAMN3 1
ReY), EpmaFagRR,

nmor (MeOD): 7.85-7.75 (m,4H); 3.8-3.49 (m,12H);
3.15 (d,t,1H,J=14,3); 2.18 (dt,1H,J=12,3); 1.68-1.5 (m,4H); 1.38-1.05 (m,5H);
0.86-0.82 (m,6H). MS: 460 (M+H)+.
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CHES 2 7
AEDTFEEH | 3hARMABTE, M1, 06N -—FE-~
2(R)Y-[1 (RES) - (¥*EEXREHERE ) - 2 - X9

MEREZE]-N, 4 -“FERBREK, 2RAaa#Edqdk, B
SR _EARBEREBE, BF0: 6 STEN-%%-2 (R)
 —[1 (RES) - (BREXXFRE) 2 -SEX_-_PFRIKEZ
Z1-N, 1 -—HELRRE, BEoaEiR; omr

(MeOD): 7.75-7.68 (m,4H); 7.28-7.17 (m,4H); 7.08-7.04 (m,1H); 3.77
(dd,1H,J=14,8); 3.69 (dd, 1H,J=14,7); 3.14 (8,3H); 2.78-2.65 (m,2H); 1.62-
1.55 (m,1H); 1.42-1.32 (m,1H); 1.25-1.18 (m,1H); 0.7 (d,3H,J=7); 0.54
(d,3H,J=T7); MS: 438 (M+H)*+. -

EHRFEHMEWT -

(idH1. 49RH2(RY-[1(RES) - (HRTHEBXE)
—2-¥EX_HBREEEZE ] -4 -FERE (EYBRBHE 1A
EXMBHE2NG : IBRAY ) E2 0 EAFEIPBEARDPHE
—10C. M/LAN, N-_—HEFRKE, S5m0 . 3 4EFER
K. RAPE- 1 0CHRAEL I, AGESESFF1I 0CRER
M. REAVEFEMT | 0 XA _HEBKD, ¥V HE0C. MW
0. SEA=ZZK, MEFEMO. 4 EAN-FEEN. B4Ya
CCH#¥ 1IN, AEHEABAETZEEIE. RREN, ZEDEE
BRTSOEANZHMZEF, HUBS URMANBR. 2 N By
A kBARER. AHUHBXARRETSR, REEAHE —-MHEBE
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Wk, EEBRRE#EdL, B3 : 10K ZHRZEGRB, Bl
1. 23%N-—%E-2(R)-[1 (RHES) - (BTHEHERE)
~2 - FE_HBREEEZE] N, 4 -—HERKK (Ey®RR
Wi ), BREGSHRY;

nmr (CDCl3) 7.83-7.78 (m,2H); 7.73-7.68 (m,2H); 7.32-7.05
(m,5H); 4. 0 (dd,1H,J=13,9); 3.74 (dd,1H,J=14, 6); 3.26 (s,3H); 3.03-2.96
(m,1H); 2.83-2.76 (m,1H); 1.78-1.68 (m,1H); 1.57-1.46 (m, 1H); 1.1 (s,9H);
0.87 (d,3H,J=7); 0.65 (d,3H,J=7). MS: 479 (M+H)*.

Ci i )PAXBTEHESL 3 (iv)RFEH1. 23KEN-%
E-2(RY-[1 (RESH) - (BTHERE) -2 -SEXE_PK
FTHREZE]-N, s -—_HELERE £Rea#Egit, H2%8
W, —HEEREREN, 891 . 06 %N-—%X-2 (R) -
[1(RES) —(FEEREPHRE) 2 -SX_FREEEZ
E]-N, 4 -—HEERE, BEaaEKR,

nmr (CDCl3) 7.8-7.74 (m,4H); 7.45-7.28
(m,6H); 7.04-6.85 (m,4H); 4.96 (d,1H,J=10); 4.89 (d,1H,J=11); 3.95
(dd,1H,J=14,6); 3.72 (dd,1H,J=14,9); 3.17 (8,3H); 3.05-2.98 (m,1H); 2.64-
2.58 (m,1H); 1.68-1.6 (m,1H); 1.49-1.32 (m,2H); 0.79 (d,3H,J=6); 0.66
(d,3H,J=6). MS: 528 (M+H)*.

K2 8
- RRUTEEBE 1 IR IBPREMFE, B0 . 3 1R -
[2(R)-[1 (RES) - (FEEEKEHKE) - 2 - 4$F
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FRTPEEZE] -4 -PEEME] -2 (R) - W& mm (3
HBBHE L), SEA-HFR FH (15 1) EHRABRR
Bk, FBEIMZBERZE, BP0. 0781 —[2 (R)
—[1(RES) - (BERXTBRE) - 2 -SX_"FRTEEZ
E1-4A-FERBRE] -2 (R) —WREEM (EXREHEL ),
EpaE&EX;: omrMeOD):

7.86-7.74 (m, 4H); 4.20-4.10 (m, 1H); 4.05-3.97 (m, 1H); 3.81-3.57 (n, 5H);

3.10-3.02 (m, 1H); 2.84-2.76 (m, 1H); 2.14-1.87 (m, 4H); 1.73-1.63 (m, 1H);
1.50-1.35 (m, 1H); 1.24-1.14 (m, 1H); 0.94-0.84 (m, 6H); MS: 432 (M+H)*.

ERENEENT: -
JBRPTFXREFAIE 2R PFIRA N, HABNTRREH 1
(IDPHRMHEWEMO. 41 R1-[2(RY-[1 (RHE
S)-—(BTHRE) -2 -¥¥X_FREKEZE] -4 —FER
CBEI-2(R) Mg W (ENmBHEkl ), HB8T0. 31
F1-(2(R)-[1 (RES) - BE- 2 -FE-FRERE
ZET-4-BFERBE] -2 (R) -5 mm (EIBRBEHGE

1), ERBAEEERK, SANEHEE -4k,
XHH 2 9
REPTFEBH | 3F1IBRPHAERMFE, 0. 2BmAH~ 2
—[2(R)-[1 (RES) - (¥EEEXHEHE) — 2 - 4%
“HRETREZE )] - 4-FERBRE ]I -3 (S) - (REHEER
BED - | -WREREE (EYBBEHEL ) NEN, 2FEHA-N
bt BB (20 : 1 )®BHNBRNERESILZE, 830, 044
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%#a—z—tz(R)mtl(RﬁS)—(ﬁ§£§$&§)-
) E—HBRTEEZE] -4 -FERIRBRE] -N-RE-
3 (S ) - EER (ExdmBHEL ), AaEEE;

nmr (MeOD): 7.83-7.69 (m, 4H); 5.06 (m, 1H); 3.99 (dd, 1H, J=14,9);
3.57 (dd, 1H, J=14,5); 3.04-2.95 (m, 1H); 2.86-2.74 (m, 2H); 2.70 (s, 3H);
2.07-1.86 (m, 2H); 1.68-1.35 (m, 5H); 1.18-1.10 (m, 1H); 0.88 (d, 3H, J=5.5);
0.80 (d, 3H, J=6.0); MS: 474 (M+H)*.

ERFESEENT

(i) PERYPTFEEH 27 (i H)>hFEmFE, B, 02%
2(RY)—[1 (RES)-—ABTHEHRE) -2 -SX_FRIE
EZE] -4 -FERM (EYBRBEHE | MEFBREHRE 2 M
6: IBEAWOMO . THAS -1 - (FERE) -3 (S5S) —%
RER, SREAMEGL, EREZB 2K (1 4) RIS
BB, B30, AN -1 - (FEBREKR) - 2-02 (R
~ {1 (RES)-—(RTERE) -2 - SEXE_FRIKEZE ]
—A-FERBRE] -3 (S) -RERR, TAERY.

(i i )HO0. 6BAE- | —(¥ERE)-2-[2 (R)
—[1(RES) - (RTESE) -2 X _HFREREZE ]
—A-PERBME] -3 (S) - HHFIMESEA _FEFRRKRSD
MEBRHEOC, EMO. 27R1 -~ BREXF=0MO0. 3 6%
$HM1 -Z2E-3 - (3-“HEERE)RL_ERK. 4 04HR
WMo, AEALOOSEBERAER, Ra&EH2. shH. BRE
W, REPB2 0EAH S HBRENABERLE. "RAZBRIEE
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B, EMPASHEFBRMBBAR LA K ERER. FRARKRET
ME, BERBN, 4H0. 638 HEARRKY, B NEMEGIL.
BZBE /CHR (3 1 1 DB%M. B0, 46 TEAN-— 2~ [ 2
(R)-[1(RES) - (HTERE) - 2 - KX _"HFHRTEXE
ZE]I-4A-PEABRE]I -3 (S) - (FEREFRE) — | -
WM, TaRRY.

Ciii) BEUTFEMEH ! 3 (iv))MIFHE, B0 . 2 3TAN
—2-[2C(R)Y-[L 1 (RES) - (HRTERE) -2 -8x—
PFREREZE] - 4-FEAME] -3 (S) - (FEXEXAR
E)— | -BmPMYEE, 870, 22AAZ-2-[2(R) -
[1 (RES) - (FHEREFRE) - 2 -SX_FARTEEZ
E]-4-FEERBE] -3 (S) - (PEEREFERL) - | — 5
REPMERE, Sad&.

e 30

FARBTFEMmE 181 BAXG L (i i )BIPHFRY Y,
BAO . 2 7T3HAE-2-[2(R)-[1 (RES)-(BTH
BE) - 2-SFX_FARTHEEZE ] -4 -BHERHmE] -3 (S

—(HEZEPRE) - | -REPREHEIES, H#8T0. 1 2

RAE-2-[2(R)-[1 (RHS) - (BENZEREL) —

P-WME_ARTREZE ) -4 -HERBRE ]I -3 (S ) - (H

ERERBE) - | - HPREE, SEBEE; NS: 608 (MH)* .
LR 3

MRUTXES 1 3H I RPFRMFE, 0. 18551 —
L2CR) - [ 1 (RES) - (¥HAEXKEFHME) — 2 - ¥ —

42



FRIEEZE] -4 -BHERME]-N-F%-2 (S ) -%|KE
RRER:, S _NEE FM (16 | ) RBMERNE SRS
hZE, BF0. 06%¥®1-[2(RY-—[1 (RES) - (%
ERETHRE) - 2 -SE_FRIEEZE ] -4 -FERBE ]
~N-BZ-2(S)-WmRERE (E4REHEL ), AaEE,
MS: 473 (M+H)*t
CHEH 3 2

FRUTREH 1B I BRhFRASE, BRAMTFIEHL (i)
— (L i) FHFEMFERNENO. 221 -2 (RY-T1
(RERS) -AE-2-$EX_ARTEEZE ) -1 -FELRE )
4 —BRERRE (ENBREHEL D, HBTC. 1081 -
[2(R)-[1 (RES) - (BREXREXFRE) - 2 - Hx -
BEREZE] -4 -FERBRE] -4 -PEERR (EXFRFH
1), AGE&E;

nmr (MeOD): 7.86-7.74 (m, 4H); 4.05-3.83 (m, 2.5H);

3.70-3.44 (m, 3.5H); 3.41-3.27 (m, 4.5H); 3.10-3.01 (m, 0.5H); 2.97-2.90 (m,

1H); 2.10-2.00 (m, 0.5H); 1.94-1.84 (m, 1H); 1.80-1.68 (m, 1H); 1.66-1.31 (m,
3.5H); 1.21-1.13 (m, 1H); 0.92-0.82 (m, 6H); MS: 446 (M+H)*.

L33
HEDTXES 18 1 BPFRAHE, ARUFEIHE 1 (11)
—(iii) PHEMHTENEM0. 4481 - [2(R)Y-[1 (R
BS)-RE-2-SF_FBRTEXZE] -1 -FERHE ] -
4 -WR%M, /T 0. 157" 1 -[2C(RY-[1 (R®ES)
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- (REEEPRE) - 2 - SX_FBRPEEZE] -4 -HER
BEE] -4 -REMREB (EXRBEHE] ), A@@EEK; nmr

(MeOD): 7.86-7.75 (m, 4H); 3.92-3.76 (m, 3H); 3.72-3.58 (m, 2H); 3.38-2.82

(m, 3H); 2.71-2.25 (m, 4H); 1.66-1.57 (m, 1H); 1.48-1.34 (m, 1H); 1.26-1.17

(m, 1H); 0.92-0.82 (m, 6H); MS: 445 (M+H)*. |

LHEH 34

FIRLFREM L 3B I BRIFEM S, AEMNTFEEHA 1 3
(iii) — Civ) S FEW&M 0. 3 2% N-[2 (R) -
[1 (RES) - (REUEEEFHRE) - 2 - SE_FRIEREZ
E]-4-FERBRE] - L—BEMEE, WETO0. | 3HN-
[2(R)-[1 (RES) - (BREELFARE) - 2 - ¥ —@
BRUEREZE] -4 -FERBME ] - L -HEBRPE (EXREH
1), Bfa@{k; nmr(MeOD): 7.86-7.77

(m, 4H); 3.95-3.84 (m, 2H); 3.78 (d, 2H, J=8); 3.69-3.61 (m, 1H); 3.60 (s,
3H); 8.11-3.04 (m, 1H); 3.00-2.92 (m, 1H); 2.21-2.12 (m, 1H); 2.10-1.85 (m,
2H); 1.90-1.82 (m, 1H); 1.74-1.63 (m, 1H); 1.60-1.52 (m, 1H); 1.22-1.14 (m,
1H); 0.94 (d, 3H, J=6); 0.86 (d, 3H, J=6); MS: 460 (M+H)*.

KHEH 3 5
BARUTEBE 1 3 RFEFRAFE, DR TREH 1 4
(1) = (Cii )M bFERNEMN1 . 11621 -2 (R)
— {1 (RES ) - (FHEEEFRE) -2- (3, 4, 4=
HE-2, 5 -Z—8HR- 1 - SkBIEX)ZE] -4 -BEERE ]
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— 4 —WReEM (EXBRBHE L)) IER, FBTO0. 7T85R 1 —
[2(R)Y)-[1(RES) - (REXEHKRE ) -2-(3, 4,
A-SHE-2, 5 —"HR-1-KMRE)ZE] -4 -FERL
ME]-4-me® (EdmREHAE]l ), SGRE,

nmr (MeOD): 4.24-4.01 (m, 2H); 3.93-3.81 (m, 1H);
3.78-3.64 (m, 1H); 3.52-3.22 (m, 4H); 3.10-2.81 (m, 4H); 2.02-1.77 (m, 2H);
1.67-1.26 (m, 10H); 1.19-1.09 (m, 1H); 0.93-0.82 (m, 6H); MS: 427 M+H)*.

MG 3 6
BAEPTXEF 1B I BRPFRAATE, AL, 55R1 —
[2(R)-[1(RESH—#RE-2-(HNH-2-FX-3,
5 ——®/-1, 2, 4a-B -4 -E)ZE] -1 -FELK

E]-4-—mR (EXdBREMEL ), WR/TO. 57 2%R1 —
[2(R)-[1(RES) - (RBREKEFRE) -2 - (N~
2-HPX-3, 5——®HK-1, 2, 4 -B_-®-4-FE)ZE]
—4A-FERRE] -4 "% (EHBRRBEHEL ), AEEEK;
nmr (MeOD): 3.70-3.46 (m, 4H); 3.42-3.29 (m, 2H); 3.25-3.15

(m, 4H); 2.89-2.76 (m, 1H); 1.68-1.27 (m, 8H); 1.27-1.04 (m, 1H); 0.83-0.76
(m, 6H); MS: 385 (M+H)+.

ERENWHEWT :

Ci)MAEPTEXEH 18 (i) - Cii)PHERHFE, B
4. 764 —-BE-1, 12 (R) -—RE=BEmM1, 2 - %8
1 -BRTEHM2. 05 HA-MPE -2 -WHA-2-FEX-3, 5
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-8R -1, 2, A -M_-®HEH, HH/T 1. 55%1 —
[2(RY-[T1 (RES)H)-HEE-2-(NE-2-HX-3,
5 ——®H{-1, 2, 4B -®W-4-E)ZE]-4-FELK
E]l-4-mE (E¥mgHEkl ), BRY, FARTERX 44
fk o ‘

Lme 37
CHEDTXEE 1 IBIBRPFRONE, BEYUTREEA 4
(id)—Cii)hFRkmFkhma-BF%E—1, 1, 2 (R) -
RESHR— 1, 2 - %81 —MTEM —"FX- 3 -FX-

2, 4, 5—ZHN -1 - KEHEMO. 184%1 -[2 (R)
~[1(RES) — (XHEREFRE) -2 - (3 -FE— 2,
4, 5—Z8NN- 1| - HkEEIZE] -1 -BHEERBRE] -4 -
UREM (JEXBEMA L D NEN, HATO. 08%1 - [ 2 (R)
~[1(RES) - (BEEREPBSE) -2 - (3 -FE-2, 4,
5-SHR -1 -KMEE)ZE) -4 -FERBRE] - 4 —EE
M(EMBRFEMEL ), S&EE,;  nmr(MeOD)

4.20-3.95 (m, 2H); 3.93-3.75 (m, 2H); 3.57-2.97 (m, TH); 2.90-2.81 (m, 1H);

2.02-1.76 (m, 2H); 1.66-1.29 (m, 4H); 1.20-1.12 (m, 1H); 0.91-0.82 (m, 6H);
MS: 413 (M+H)*.

e 3 8
AEPU TG 38 | RPARMHFE, AL T XK
14 (i) - Ci i) hEWEMO. 26 131 — [ 2
(RY)Y-[1 (RES) - (¥HEHEEFRE) -2- (2, 5—
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ZHER -3 -FE - -KEEHIZE ] -4 -BPBELERE] -4
—WESEME (E B BHE L DWH/TO. 169%m1 -2 (R) -
(1 (REBES) " (BEEEHFRE) - 2- (2, 5 —-—&HK-3

- ¥E- 1 -KBiEX ) )ZE] -1 -FELBRE] -4 -TEEM
CEXBRHE L), AREE, g

nmr (MeOD): 7.60-7.55 (m, 2H); 7.35-7.29 (m, 2H); 7.12-7.05 (m, 1H);
4.37-4.24 (m, 2H); 4.19-3.92 (m, 2H); 3.89-3.66 (m, 2H); 3.54-2.84 (m, SID;

1.99-1.71 (m, 2H); 1.64-1.23 (m, 4H); 1.17-1.08 (m, 1H); 0.88-0.78 (m, 6H);
MS: 461 (M+H)+.

SCHER 3 9
FRBTEMA 1 3B 1 RPFROTE, UBBTFRHA1 4
(i) —Cii)PFEEMFERENO. 146%4a—[2 (R)
-~ [1(RES) - (FEAEHEEFRE) -2 - (3 -FX-2,
4, 5—ZHR- 1 -FMRE)ZE ] -4 -FHERKE ] WK
(EXMBRBHE L DNRH, WATO. 085%4-[2 (R) -
[1 (RES) - (BREXEPHRE) - 2-(3-HX-2, 4,
5-ZHR -1 - HWIRE)ZE] — 4 -FERBE IDHK (Ex

BEHEl ), aaBEHE,

nmr (MeOD): 3.86-3.54 (m. 10H); 3.28-3.20 (m, 1H); 3.08 (s, 3H);

2.91-2.82 (m, 1H); 1.66-1.57 (m, 1H); 1.48-1.36 (m, 1H); 1.23-1.15 (m, 1H);
0.89-0.84 (m, 6H); MS: 399 (M+H)+.

LHEH 4 0
XU TFEEE | 3B ILBRPARAFE, LIBBTRBEH 1 4
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(i) - (Cii)PHEMBIFENEMO. 363 %N -[2 (R)
~[1 (RES) - (¥HEKEFHRE) -2- (3, 4,

4 -—=¥-2, 5—Z8R- 1| -KeEX)ZE] -4 -BER
BE]-N' -BFE-L-WEBRK (EdBeHa&k] ) vEHN, #
ﬁTo.234%N=—[2(R)—[3(Rms)—(ﬁ§££
AR )-2—-(3, 4, 4 -—=Z=HAX-2, 5 - —1 —skms
REIZE] -4 -PFERME] -N’' -FX-L -BEBMKE (F
NeRWEl ), BaE#; nmr(MeOD): 4.35-4.29

(m, 1H); 3.92-3.83 (m, 1H); 3.74-3.58 (m, 2H); 3.47-3.41 (m, 1H); 3.10-3.01
(m, 1H); 2.88-2.75 (m, 4H); 2.59 (s, 3H); 2.26-1.84 (m, 4H); 1.74-1.55 (m,.
2H); 1.34 (s, 3H); 1.32 (s, 3H); 1‘.18-1.11 (m, 1H); 0.92 (d, 3H, J=5.5); 0.86 (d,
3H, J=6); MS: 454 (M+H)*.

Le 4 1

BEUTEEN | SE1BRPHAROFE, UEUTTHESA 1 4
(i)—-Ciil )P FEREZENHO. 381 -[2 (R) -
[1 (RES) (FEEREFRE) — 2 - (2 -8R —1 —mrg
GEIZE] -4 -FERBEE] — 4 =™ (EXmREMHEL )
HIEH, WBTO0. 1161 -[2(RY-[1 (R&S) -
(REREFRE) -2 - (2 -E§RR-1 -HBRE)ZE I -4
-~ PBEERE] -4 - (EYBRREHE ), AaEE;

nmr (MeOD): 4.16-3.91 (m, 2H);
3.84-3.73 (m, 1H); 3.43-2.97 (m, TH); 2.56-2.45 (m, 1H); 2.27-2.18 (m, 2H);

1.96-1.70 (m, 4H); 1.61-1.19 (m, 4H); 1.11-1.01 (m, 1H) 0.84-0.72 (m, 6H);
MS: 370 (M+H)+.
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| LRea 2
BABPTREN ! 3F 1BRPHERATE, URMUTXEH1 4
L) - (PP HFARMFEHEMO. 16%1—[2 (R)
—[1 (RES) - (HEAEKEFRE) -2 (2, 5 -4
1l -TBRE)ZE] -4 -FERBRE ] -4 - RRM (EXB
RHBEIOYNIEH, B T0. 04881 —[2C(R)Y-[1C(CR
BS) - (REXXEFRE)) - 2- (2, 5 8- 1 — MR
E)ZE]I-4A-FERBRE] -4 -GRB (EYBREHEL DA
&3 nmr (MeOD): 4.25-4.01

(m, 2H); 3.94-3.80 (m, 1H); 3.78-3.63 (m, 1H); 3.52-3.02 (m, 4H); 2.82-2.73
(m, 1H); 2.63 (d, 4H, J=6); 2.04-1.76 (m, 2H); 1.64-1.27 (m, 4H); 1.18-1.09
(m, 1H); 0.92-0.80 (m, 6H); MS: 384 (M+H)*.

LMH 43

HRMTXRES | 38 1 BRPFRMHE, UEMTFREN 1 4
(i) = CiLi)PHBEMHFEWMEMO. 4371 -2 (R) -
[1 (RES) - (FHEKXHABE) -2 - (3-FX-2, 5
—ZHEA - R E)DZE ] -4 -PERBRE] -4 -BRER
(EXBRBMEL DNES, HBT0. 15881 -[2 (R) -
L1 (RES ) - (REHERBRE ) -2 - (3 -FHE—-2, 5 -
TER - -HRREE)ZE] -4 -FERBRE] -4 - RS
(EdBLRHEl ), AGEEE;
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nmr (MeOD): 4.25-3.97 (m, 2H); 3.93-3.79 (m, 2H); 3.74-3.61 (m, 1H);
3.52-2.97 (m, 4H); 2.93-2.80 (m, 4H); 2.02-1.76 (m, 2H); 1.67-1.27 (m, 4H);
1.19-1.10 (m, 1H); 0.91-0.80 (m, 6H); MS: 399 (M+H)*.

M FERFA SRR REERNTEDNE YN

3CHE B A _ '
BFTHASMA AT BRAFELE™
H 4 gsHaR
REBBRNEYD 1 0. DR
R 125. D%
K 8 ~ 75. 0%
WA 4. 0 &R
B M B 1. 0FR
S § 215, 0FR
XHEHB
BRATHASMERBENTHBAB 4.
44 BrREEAE
RPEBBRINTEY 10. D¥%
7o 165. DEF
E KW 20. DER
BEW 5. 0E%R

ERXEHNER 200. 0%%
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