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FHAR B IEWA AR C, . PuE
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RRARE., ek -5- 2R -COR, RPRZAKC, A

RiFREIWHA. C_xE. -COH -0 _ RE X w
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10. ALK 1-9 PEM—AGLES, £+ YR CH

11. RAEK 169464, AP REZ#A. K. B FEAI=ZAF
ERARGERETERERE RREAKXTE; X2 N & NCH,; R Z M
#H YR CH.

12. & f FH LR TH AT L4

R) -3 -[[2-[[2- B-KEXR)-2-F2CTEAI&AICEI&E]
- [1, 1 —BR¥EK]-3- BRF &,

R) -3 -[[2-[[2- B-&FHK)-2-2TLAIRAICEIRAE]
- [, -BRER]-2,4- KK - TE;

R)-3 -[[2-[[2- B-8FEX) -2-RCRATRAICEIARL]
-0, -BEE]-2-FHE-5- BRTE,

R) -3 -[[2-[[2- B-&KXHL)2-A2ZEIREICEIRL]
-[1,1" - BEXKE]-3,4- —RE-F&;

R -3 -[[2-[[2-B-&FK)-2-#2CA)REITHEIRE]
- (1,1 -BREE]-3-f4- BHETPHE;

I R -3 -[[2-[[2-3,5- =—R¥HX)-2-2TEIKEXITEIL

A1-[1, 0 -BEXR]-3-BETE; /

R -3 -[[2-[[2-B,5-—RFHL)-2-FRCTHAIELITHEIA
E1-[L,UVBRERE]-3- %

R) -3 -[[2-[[2- B-&FXK)-2-BCA]RAICAIRAKR]
- [, U -BREXR]-3- B8

R -3 -[[2-[[2- B-AFK)-2-LTAIREAITEIREL]
-1, -BERK]-2,4- — K&K 2- V&;

R) -3 - [[2-[[2- B-&XX) 2-BCLAIARAITEIRA]
-, -BER]-2,4- — K%

R) -3 -[[2-[[2- B-&¥K)-2-F2CHEIEAITRAIRA]
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IR IRE AT A

K98 4R

AERFE —EHAXLTFHRARLALAGH TARRA,. HHIZ, LXK
AP RBEFES A, EHEFTE. 2AXBNSHAGEHMLHALRL
HAHERMB-FERFSKR (LHEAER-3 - FEBRESTK) XEHNH
B,

ERAEE

ERBME-FIBRESKRETHERESHKE SNASTHRER
TR EAELFEEREFAOEAEAER, XX T LHE TFATLEKP: J
R S Arch %, Nature, 309,163 165 (1984); C Wilson %, Eur. J.
Pharmacol., 100, 309- 319 (1984); L J Emorine %, Science, 245,1118
- 1121 (1989); #= A. Bianchetti %, Br. J. Pharmacol., 100, 831
- 839 (1990).

st AR - B EMRESKAAERGECEETEH AT TH e
EP - A- 0455006 #= EP - A - 0543662 }.

BFERESHKER, a,-. a,~ . B~ B, WP, (FERAH)
TOARBELBRFHFRARTRRAAL. HBIAHEXILEZEK (RE
B, oK) SFMRACKESFTREA, ZHEA. R, LEFTH
BABLKRZRGREN, UEAEAATARZINAOMEIERTRSIIR
&9 3 VE ) 4K,

G lBp- FLREZAKALETREASRFERE T, &2
AR, FEBB- FERFZEKAHSNFNETAAELERGIIEH A
PRBERAAN. CHEHE, BAFRAB-FLREIZTAKAAGHAER
BiLSmER THARETE. AESFHERTHRN. Affa it
LA, REEKE IO ED PRI RBERLAN, FELERT
%5 F AR,

K Pk

E, #EZR#H, —F@, AXAR/ATXOLEBALTHA

A



10

15

20

25

aman

...........

n

AP RAEXRAE. EE vberid, Ee i REATESERE, BNE
BhE AR SR THHRKERNK: &, £, C_RAE C
CEA. A RA. BEFA. ZATH, - NRR* A - MISOR®, R
HFAREIMA AR C,_ FE;

REZAHK C, ok

X A&, . -NHX -NC,_, Jik;

RRZAE. wet - 5- KK -COR, XFRAZLAXKC, bk

RiAe PRIEZLWAEA. C_ A, —COH -00C Fk. RE o
w-5- K. BE. ZATEXRC _ RAE, XA, &R R HWEH
BETFEASN, PR TAERPENBESERT ALY RELES
H—AXBAR. BRARTHME 5 X 6 THK HEH

Y Z N & CH.

ALZPSPATESFE.

AERSHEEZARB-3 FEREFZK( B, )RXHH. £
Kk e Z, AXRESPRRFENR, A,

F—F@, AEXARBTHHHN, RFPEAELLARGHRAET
3 MATE WA B — A R S AT 8 A AR,

F—F @, AZPRB/ATHBELEAFEREE - FEMREFTKAS
HNTREEABEFREIEROFGREFFE, aFr0EERAR
FHARLNRSMRASHRIL T RITES.

F—d, AXPRBETXN(OOARSHRETHERASTEHENEG S
FRAAG@EENERBR- T EREZTAAEMN THEAEDE KSR
HERERGHHFHAE.

Ak
AXHAAE BRAE o “RAL FARKBRLSAHTFTRRTHY
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B R IBREARREAE. FlC _ BHERBESAET 1A 256 A
BRI EAR X ARE,

ikt 2, RUOA4ESR#E 1. 2 & 3 AR THAHRRKERKGEEA
APAZEE: & 24 Cc.  KEL A A £X 2
FhAP=ZFFE FHAGRE, R ZHK. RABRTFREFEAR=ZA
PRBARGFEEEAPFTEAIRER, TELMHGR-TFRAAK R T R L
BAREE, RREATHIARTFRERAHEE,

#hitei 2, PRARTFTHE. RAZHZRAA.

ik 69 %, X% - NH&H - NCH, ®L&aHZ, X - NI

hikeg R, R Z - COH. thkeh R, R #if AT F 06 R4
AE, FAAB G 4L,

#ie) R, RPREIMAA. FE. ZAFE. COHXE, HR
Fo RREwAFNERTLEEAM, RAFRTUERENHENERTELEESE
—RB RSN —AkhiIR, FHEGE, R R ELEIRAA. §F
ER=ZRATPE. e R, R'FRTES—AZA. ZKEEHE, R' S
R° &R 2 A,

4k.3% Y % CH.

HAhag AL s hott AT X (D HEATEAAR AL
hEEFHRELSYH. EHNEAGEALAPEAAAOERLPLX O T
MEATEARNA AL A AR BRAREAGRELLSDY.

BR, ERXRX S BTULAFLEFR P, A6, 558
FHERBEELRSY, CQIESARAKYOEARLPERN, AF, X
RZZ C_ ki, TAFIAXMLsHgEikrst, Ly
etk A LA TR FRFT 80% (£F). #3hikagX (D4
HREE YA -CHOH) - ERAH - CHERY) - EH FHRAFHRERTFHH R)
- WA B AR i S il

SENAZAX MsHed: B -3 -[[2-[[2- G- &KXE)
~2- R CEAIERAICHIAA]- [,V -BEXE]- 3- BRTHE;

R-3-[[2-[[2-@-&KFEXK)-2-F2CAIRAICRIAR]
- [,V -BEEE]-2,4- —HEK - TE;

R-3-[[2-[[2-@B-K£FX) -2-BCRAIKRE]ITCKAIRE]
-[1,1" " BERE]-2-FE-5-BRFVE;

3



5

10

13

20

25

30

Aa msam  mAam &%

®R-3-[[2-[[2-@-&EX)-2-RCEIEE]ITAIRA]
-[1,1” -BEEER]-3,4- BB T8

R) -3 -[[2-[[2- 3-R*¥HE)-2-FRCR)KAITHIRL]
- [, -BERA]-3- K 4- BB TE;
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R) -3 -[[2-[[2- 3,5- —fFHE)-2-EBCEIRE]ITLEIL
E1-01, 0 -BER]-3- B

R -3 -[[2-[[2- B &%XL)-2-FCAIREITEIRAE]
- [, -BREE]-3- R

R -3 -[[2-[[2- 3-8EL) -2-H2CEAIRAITAIRAR]
- [, -BER]-2,4- B8 2- VE

R) -3 -[[2-[[2- B-AFL) 2- 2CEIRAICEIRE]
- [, -BRR]-2,4- B8

R) -3 -[[2-[[2- B-RA%XR) 2-2LAIRAITEIRALR]
- (1,1 -BER]-2-FR-5-B%;

R -3 -[[2-[[2- B-&XA)-2-BCRAIALITRA]IRE]
-[1,1 -BEE]-3-R-4-B%;

R -3 -[[2-[[2- @-&FEHk) 2-2CHR)REITE]IRE]
[, -BER]-3,4- —R®

R) -3 -[[2-[@-#L-3-(XEEFBX)RLEITEIRE] -
[1,1" - BER]-3- BE&;

R)-3 -[2-[[2- B-&ERX)-2-FLEIREAITRE] -
[1,17 - BEX ] - 3- B&;

3 - [[2R-[[2- G- fFA)-2R-BCAIRA]IREIRL] -
(1,1’ - HX K] -4- B#&;

3 - [[2R-[[2- 3-&EX)-R-L2CAIRA]RAIRE] -
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2-[3-[[2R- [[2- B-&FXRX)-2R-E2CAI&EAIRA]AL]
AE]-3- W ERK;

R -5-[3-[[2-[[2- B-&/FXE)-2-BCEAIRAITEIR
HEIER]-2,3-—& -7 XHF%HBEK;

R)-5-[3-[[2-[[2- B-&FR)-2-AZEIEAITEILK
EIFE]-3- K&

R -2-[3-[[2-[[2- @-&FK)-2-2CHXI&XITHAIR
EIEE] - 4- %X B

R)-6-[B-[2-[[2- B-&%X&)-2-£2TE]I&EITEAIR
EIXE]-2- X R

R) -3 -[[2-[[2- G- RAFEK)-2-BRLEIEATTEIRLE]
- [, -BXE]-3- (5- wmd);

R) -3 -[[2-[[2- B-&AXKX)-2-RCEAIRATTEIRL]
-0, U -BRER]-3-FH: RATHRATLEY.

ALHRARE “THRASTES” ZHRTHERE,. HAEHE, Xk
WA -BRLTHIERN, RBIE (AIBBANEBMN) X (DLESHRL
FRREEHREE. A TAARFTEARERSLAR, Tk (D)
o AT ERASAES, ABRX (DREGBHTHAT LS.
HANASARSROBXENTEWRAERETRE,. RAFTRAXRAL LR
THHGLsH. FTRAGERLFLARERHAHE, XN(DKEHY
TEH AT EHTATE AR EHELE.

HEHX (DSBS THERTERRETHRNE, XN (DEHH
THMECETEATHERAANKRPANRfRGRLELE, SEHRY
SH i, ALK, K. K. HA%. TL%. AR FR.
LEERR. LB, K. BHKB. SPERR. ALK LR FHK.
VekEk., VB, X%, A%, X-2- B8P ES8. L% ¥E
B, RRAERXSRTHR, X THA THELETAHERFLALALESY
BRETHRRmR LN PRk E.

FABEERVECEREE (Flef). BL2E (Flik). &
NR,” ¥ REC, ) H.

XD BEERBE- FEREF KRGS, BREATHES
st AMERLNE - FEREFZTHRAFTMN THEAEOERRERE
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k., sEpraiEhEid s, e 2kl SHERSSAEARLM
EHER, RHRNEER. SEHEHS Y. ERHFTHES. #H4
BREm, BRAEAY. triglyceridemia. WA, HliedE b Bk
MBS 5% (NIDDM &, 2 ®) (44 fiepe NIDDM FodEAC A% NIDDM). #
RamitAx (FlealEm. Bi. #8H. G, AuRPIHKRE
)., BTHEER ARFTHAR RANZXERTBERK. cMEEZAT
Kb, HNAARFTHHELEKESG (HDL) 2B 5K B L A B
fiE. HHEARFTHEHZEERE, BRENTARATEST /X
WG HRBERL, SNETAATEAEME T oE,. HAF NAX
GRREi%E ENEEATHEGoRSHS. ANAEFHLOES
QLIEFE P F AR R B ER,

F—F@, AEPR/{LTAX (DAABHRATHM LR EMNLHS
EHELF ARG ATARNERLNE - FERESHRASNTHELE
R R ERERGGHFHEM.

HFETR TR, AXPLSGHTRUARALFROBXELH,
HEAHHANGHXBRAFERS. BRARXARST HHHN, &
FHAAEX (S HERLTHRATE B A —F R ZH L TH A EA,
ABAE I RAE F /ARG RS, RAERKY N LA2ES 4
e A HEFARES AT EFRRGEIRTL LG “TEX
67,

TUERTFAELAD AL SRMARETOR. B, EHE. A
MAZERLHNHR, AEZRPRE TEALEAXIA (BZHART)
% e

stFaRed, BHESHTAR @ EFRTE. ATHAK
HHRHNEGENIEE., TEREHN 26 o540 (HeBELERE
B RUBREREFXEALTAALE ) ALAN (Floili. &AH
HRERBBRELS);, HEHN (Hle@RRE. B RLE); A %
A (HletiXHRCEREHA) ABEEN (Fet+ AR RA).
EMTRAERAXMBRA O FEOLR, aJRARKFNTARB B R.
BERESR, RFEMNTAAHKEZLOGH XML, EEATHELA
AR EETAEARITERY. BRERNNTARAFAT E. ATH
ARmAETHE. HEEMAAHA LN (Ao LB ERX A%
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FEHREATRAEE); LA (FePSRRHEMK);, EXL
R (He b, HRE. THEIABFWIHD ), PEBHN (Hliext
BEAVYRPER AL LER). BRETE ZHNETALSHFEAS
W93, HrekN. FEM AN, oRHNETRMRENBLERL
A6 T X,

N FHBH, TRFRF XKz a6H8Rn AR EH.

TAKALPREYEHNRZER/ P B AR AL LR ENER
MAHBA, TOAAEERNBEN TEHSGFN, ol B 5N
BERARENEEZET. BASH TUREHRIARF AR THEFE
. BERXILE, FATASARM XN EZFN. BIHNP/A5
HAN., R, FHRSTURAEFERNATASGENE AL LELREY
K B e b K.

AEXAXSHETURFNRAGAAS DB et NI EGHE TN,
Bl do B A F WG A F) LR Jo 5T T B A R4 H B

BRTHEHEQEANZI, T TARARL Ao HERHRERY
Hl., BRHEFFANTAZHA FleET. ZBEIMN)LHREEZNAE
4%, B, #le Tl AL B NETHRSBIEKRMH (H)
WwETESHTHLR) RETXBMABTRN, REHALALS
Yo & RARE RS ST A Y. Bl el ey 3,

Tk KK REH A B —F R %7 T8 A RAEAXRT N —LEH
MAEMAT RSO, TATEAIMALGERERANE- L
BEZERASENTHBEENEAHEAREGRSY., XERS T, aEH
4o PPAR - v %47,

AEXAESHHTAEA (L TOATARE) EAHEEFNEHS 0.1 ng
Elg #Hi%1lnmg £ 100 mg FRARS/ELANT, FHRSHFNZLH
ERNETH. REZLAMNETEEAALHER 1 -4 KL%, SMERET
Bz, BR, FEREIZGTEPREARMAEFTARO TR
BERNRERTFANRE. ARANNSHLBEZRALBHNELARRZ,

TURAFHERMLEH AR TFTEM ST EHERLRILE
. HFliwBZBRBE—FHFEWN, ELEAHEHT, HloBIdL4EHE
Ml —BE . AR EBARERATREREX (DS F 8 P fo P2
Bk, Tl X A aHH 4 X (D) we8:
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EFPAPIARAEANEAREREANRT L,
#RBH—FE @B, TAHEEX(DALSHHEX (DSH. #
s 4o, BAAKME, FlALLEN e SkdTHRNe ARLEFITHRK
B, TehBESEMER Y R COHMX ()iLsh.
BAHEX JIDLESHEX(AVESH RS, TAHEREY X = M
69 X (I1) 4%

R’ /
H
NP* “CHO N Y
oP'

() (V)

10

AV P AP ELHEAREEAGKY L.

B AP e EEMN L PEPHZFEPTELRE R RILHITRA,
TAHEPRAREAX DS HHERL PR Ry -5- 26X ID
a4,

15 BBH—7EC), TRAL EZXHX (IDAKESBHHNEZ Y
HFBA), RELELLTHKZY.

X AIDAS AT W095/33724 F, RETABERBRAILMESG i
AT R A

XIS HTARX (Na#EsE&. X VLsHiELsX IV)

0 ASBHFELAY, O, EXRTRESGEEN L LBRLETH
B IDREX VLS, RELEGEGENF O ERBT. £
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V)

# % Thompson #7# ik (J. Org. Chem. 1984, 49, 5237), @
s AVDEHEX (VIDASHRE, TRAHEXWsHm, L+ 72 2
HEXZAFTESSIE (triflate).

O,N B(OH), R
v A

V) (Vi)

BERFFX D), @AdX VIIDKEAGHE X (IX) o8 ESEHGEN
10 PleFRERAFHITELE, TLEE& X (I)s4.

R
RZ R3 R5
i
R\d H N/k/x ¢
O 2
(Vilh) (IX)

BEESGEGEIRMNALET, X QOALEHEXAVNLEIRE,
RERAEAF XBE P, TRHEL P X=NH, 89X (IX) 1649
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ATAEGEARE RN F e G kb PegMBEALET, HX KD
AHHEX X EH. RERMIRAES ERE P

R4
R? R3 Rs
X /
| 2
P O
(X)

ELEHEMNSL 1- Q- _FEAREARL) -3-CLARL-_BE
EMEBEAELET, B3R XN OINVALSGH S X XIDESHRAE, TR
# &K F X=NI, 8 X XT) i

10

(X1
BRFHFX RIIDRASIESENBRH R RTRE, RERALT R

A2 COHMX XIVAASHAE, ZEREP, TUHEEATIAO0H
XANed., AXQIIDY, L6REXAH, KA HE.

10
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HN/I\/ - HO ‘/r

(XHi) (XIV)

Wit AAEH AN = BAMER L P R K COH A X (XV)4L

2%, TUHEX XIS Y, B LR Tk, A4EHBELNEL

s F,A@dAX (VIDSHAE 3- FEREFEME, TR H4&X (V)
a4,

(XV)

# ¥ Thompson ¥ 75 sk (J. Org. Chem. 1984, 49, 5237), #it¥H
0 XRQEVDALSHEX VIDESH RN, TAHEX Vs, kF Z
AR FREZRT AR,

(Vi)

ERTHEREAHASENLRANCELEBALNA T2 EELR (&
15 4. REA) HFETHEA, RALRAALERANF MLy (o
MENLA. ZLBREEMALARREMENS). GEGR P F4
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TAABREFLAREAARERGZ LY, FBERETEHY LEFTH—F
FiE,

TAAFERFTAEAX (DL HRNETHAGRETE. 21, #
%2, “Protective Groups in Organic Chemistry”, Ed. J. F. W. McOmie
( Plenum Press 1973 ) X # “ Protective Groups in Organic
Synthesis”, Theodora W Greene ## P M G Wuts ( John Wiley and Sons
1991).

FRABEARPROLEH T REL TR, —XFEAX =X P4,
FoBAH e N- FREAIRTEELE., FAVEARPATRAAKE 4
HEATERRS = PAVRREAIRTE-_FEATARE, RS
WERBEIRTE, ASHeBE. TAELIFRS X EMAE
PR,

S&iEd], FRUE- FLRFTAASARLFANR- FEKRE
TR EFEE BB ZR LS. FERE T A KB REE TRk
RIBH Mg s 4 ey A ATml 2, AR AR- FERESHKM
AR 2 Pyl de K8 R PR AR AT AR 69 BB,

Fen X aBp- FERAZTAASNO T ROERNETESEY
XATFHLFPEFAN - B EBESK LG XGER. BELES
My, BRTARAGEX DsBAatT VT 30%8 A LgEm
%, RAMFHERILEPR). X&ALESHRAM Ford FAEF kit
47 (Br. J. Pharmacol., 105(suppl.), 235P, 1992). ## —iX 54t
& AR 2T o 2 (EPMR) 5 5 R B B AR A 4= T ok

&M 8 EC,,

EPMR =
J & B B &89 EC,,

R EC, R HEAEHNG 60% BRTHRAELG LS MG ERR
JE.

HNERTEAFERBB-FLEREFSKRERNZ ESMERG T K
QEERT) 1 ERARAB-3 FERFSAZELG FHL L IF L (CHO)
Wi, BHMRALZTURAB-1-Fp-2- BFLEREZTHA. 2famesF

12
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ERATHE, ARt HAZALALEHE=FH TR LGATRY

Fik1- Witk

HAF— eItk AM (Fershney, R. A. (1987) Culture of
animal cells: A manual of basic technique. Wiley - Liss, Inc.,
N. Y.). R AMBIZHFRE (37C, E5P 5% CO,, 95%45xTEE),
f& H B,CHO 49 S fE 4L X A 10%m# X & #9 FBS. 500 pg/ml G418. 2 mM L
- 58, 100 2EFEE G A 100 g ABKET L5 DMEM/F12 (4
pyroxidine HC1. 15 mM HEPES. L- &Btlc) A K. ¥R Z984ER
F—AmBaSsA, A 30- 40,000 w8 /100 pl #HREFEZF T LR
BEAP, H45HD) 96 LEREE. KEHFaamBm Tk 18- 24 o
B} & 44T

MFF—L PR EEHRE, A4LA 500 mM IBMX 59 180 ul DMEM/F12
B HETE EEBRBEMARLEN. REREFRZAIBZES T
30 24, @FHFELFTIALGH (20 pl, 100x FEHLRE), HE 60 o
. RRAETHH % LB E R HKFELER % (NEN Flashplates), il
M 20 pl WS RS cAMP 2R EH B A,

45 5% & ik hB, Z 489 CHO- 6CRE - & A8 4 & vX 30, 000 %6
/L6 3k E A T4 10% FBS & DMEM/F12 ' 24 J 8. M@ bR i
i, WA 300 mM IBMX #» 1 mM L3R fe % &9 DMEM/F12 £ 7 % (180 ul)
B8, B30 04, REMALSS. ABAR SN (20 pl), £
JTCHE 60 2°4. BMAL R, RE@RIARHES, £ cAWP
Flashplates (NEN)._L A #iftfral .

BALP, R ISP MBEA hP, 45 CHO- 6CRE- X X X554
RERMmBIT cAMP , RiEALAWa AN hp, 095560, HkeE,
AKX AL hp, B A3 100 nM 69 EC 15, FHASHR, KAWL
Szt hp, BA K& 1 oM 8 EC, 1E. “TvAd§ hp, M edieri s s
#)# kX hp,# hP, % CHO- 6CRE- X KX E5m e & MMM st cAMP &5 3h
TR, KRR, KA RS hp, 0952 hB, R hp, #93
HEVK 1004 EHEGR, KA WASH A W, 89D hp, X hB,
Hha E VK 300 4%, F£#E4 9. 10. 11. 12. 13. 14, 16, 17, 20.
21, 22, 23fv 24 94052t hB, A & % 100 nM &9 EC, 14, FF B2} hp, 89

13
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LT hB, X hB, B E K 100 4%, F3E4] 10, 13, 16, 20 # 24
#ieh BA R & | nM 69 EC, 1A, JF B3t hp, #9ikdsb bzt hp, X hp, 5
¥ K 300 4.
5364

BT F Ak Fo KRB REAE—FHP. HAGRESH
BRAE., RALT F434T HPLC #4£45#7: 4 A Dynamax — 60A C18 83
-201-C 25cm x 4.6mm 4, AAH 0.1 % TFA £+ H &) 5- 40% CH,CN
KEZRZH, HBLMEEA 30.0 44F, #Akb L.onl/24. FEEHM t
Ao kT, FAEMAA[al, AEF. HiE@s) KA L E(MEFX
&) EMF. RIEAH S, H nor £ FJACE S T 4T,

T a4k 1

4-8# - 2- FXFRYTE

A 2 54, OLKTEGAS oL) PATEE (1.9 nl). ERASW
BRI AL E, HFERSD 16 54, —KMmA 4-3£-2
- S EATHKGB.0 g), FRERSDHAINEEDA 16 D, FiERLS
PAIPETR, MEBEABLREIEN. BRrUERPEREAKRER
felBZ A58, >BANE RAERATE TEFkE, B34
éeth, HaE&Ek(2.89 g).

n.mr. A 3.90 (s, 3M), 7.44 (dd, 1H), 7.62 (d, 1H),
7.70 (d, 1H).

m.p. 28— 30TC

L3 &

P a4k 2 |

3-B-4-FPEEXFRPE, AEF&H Q.61 g);

n.mr. A 2.40 (s, 3H), 3.90 (s, 3H), 7.25 (d, 1H), 7.80
(d, 1H), 8.15 (s, 1H).

B3-8-4-FEEXTH(2.63 g) fo LEEK (1.8 nl) $)7F.

¥ W) 4K 3

4- BRFFE_TFHR_FE, AEXEHRG.1 g);

n.m.r. (DMSO-d;) 8{4 &4 3.79 (s, 3H), 3.80 (s, 3H), 7.68 (d,
1H), 7.86 (dd, 1H), 7.89 (d, 1H).

B A4- BRAE (3.0 g) ZELR (1. 8 mL) ££ XK F 8 (50 mL)

14
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9 H 47 .

R 4

4- BRFAFBE TR -_FE, HE9EHKG.09 g),

nmr. MA®IES.92 (s, 3H), 3.94 (s, 3H), 7.73 (d, 1H), 7.94
(dd, 1H), 8.42 (d, 1H),

B 4- BAFAE_FTRG.0 o LAR (1.8 nl) £ XK F 5 (50
mL) ¥ 4 #F.

¥ 16 4k 5

3-B -5 EBRTE, AHEXEHEHKQ.97 g);

n.mr. (DMSO-d,) {5 é.35 3.89 (s, 3H), 8.44 (s, 1H), 8.97 (s,
1H), 9.04 (s, 1H),

W3- i - 5- KA (3.00 g)HHF.

Rl 4R 6

2-RBE-3-wtZREBYE, HaE&EK0.58 g),

n.mr. (DMSO-d;) S{A &% 3.71 (s, 3H), 6.25 (t, 1H), 7.64 (dd,
1H), 8.04 (dd, 1H), 12.08 (bs, 1H),

W2- 2% -3-mRERK(Q2.50 g)H .

F 4K 7

2- CAFHEBEA)R -3 - HRERTHE

aEHE. AFHH(-78C) 2- A -3-WXERTE (1.12 g)
EAZ{FRFTHERTE_FAE(1.04 g). BHiEREH 20 54,
REFBMZFFTHSBE(2.18g). 30 545, AAEERAHIFILES,
BHREER, FA_RATFTRIFR. AWENARETR. KEREEM,
BehBakEESL, A 1: 4 LERLE: CRAN, S3FHALs
P (1.66 g) A a &K,

v EMS (fa&-F): (M+H) 307,

n.m. r. (DMSO- d;) 844 &3 3.90 (s, 3H), 7.78 (dd, 1H), 8.58 (dd,
1H), 8.69 (dd, 1H).

P4k 8

2-8-4- R EBTLE

% 2- - 4- W B & (3% Ashimori, Chem. Pharm. Bull. 38 (9)
2446 - 2458 (1990) 8 FEH &)L 2: 1| PHR:LKTE (45 nl) 195

15
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FHRPIAGERK .75 nL). KEARSGHREFA 16 1. KiERSY
AANRPEBREAKRERT, AEGER 3 k. 4 AHRRAEAR
BET]R, SEFXRE, FIHTW, HEéed. ZakéEiEskit, A
9: 1 TR :LELEHRM, FHFAMLESYH (900 ng), AFFHLED.

n.mr. A& 1.39 (t, 3H), 4.40 (g, 2H), 7.79 (d, 1H), 8.02
(s, 1H), 8.50 (d, 1H).

¥ a4k 9

2-B-6-WW-EK

AEETFAT S L) PmA 2-38-6- FRU (.0 g HER
@474 g). R 1 IKE, FRMALELEEFAKG5 o) PHF—H 5
ER 474 ). BHERSCD R GA 5 I N, H2aFE ik, &
#A 6N EmEi, FHREAGERAK. EKEZRAK, ERAL
BMUBFER, AEBEATR B FRE, REE 2845279 (%4 2.65
g).

mp. 189-191TC,

7 a4k 10

2-8-6-W" - BB LE

M2-8-6-b B, CE(15 nL)F#FX (30 nL) 9 R4H Fm
ABER (1.46 mL). ¥R BB ER 16 . HRASBARL P
BRAAXRERZASE. RKERAGF Q) FR, 4 9AMNERER
AT, SRFRSE, RAFLNEEH. ZhB88kE#EL, A
9: 1 LR LELERM. JFRGEAFY, AHRGEEHMAK(.31 g).

n.mr. (CD,0D) S{A €45 1.39 (t, 3 H), 4.41 (q, 2H), 7.79 (d.
2H), 7.85 (t, 1H), 8.08 (d, 1H).

P a4 11

3 - [, " -BER]-4- BB P&

ERHET, A4- LEXFTBTPEQ.00g)fo3 - MEEEME (800 mg)
BB (20 mL) P ey RS P v A (Z M) 42 (0) (165 mg) # B4k
BB (710 mg). FHEARSWE 86Tt R, AHETRAL_KT
¥ (100 mL) Fo & A R E8ALE (5 ml) 89 2M BBRAKE R (50 nl) X H 4
A, RKER-—{FRER -k 4G AWEREARERE, MRRET
BHBIERSEG., ALY ERAARK L, 2K E £, A 6: 94 T

16
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BB TN, FHAAELSW (198 ng), HéEEEK.

n.mr. (DMSO-d,) ${A €45 3.88 (s, 3H), 7.79 (t, 1H), 7.95 (dd,
2H), 8.07 (dd, 2H), 8.24 (m, 21 H), 8.504 (t, 1H).

E XTI E- R

¥ a4k 12

3 -mAE-L, -FXE]-2- B8 FE, A9EHK0.8L g):;

n.mr. (DMSO- d,) 8{4€L3E 3.61 (s, 3H), 7.51 (d, 1H), 7.58 (t,
1H), 7.69 (m, 3H), 7.88 (d, 1H), 8.24 (d, 1H);

W 2-BFETPRYE(.53 ). W(ZXK)4£0) (270 mg)F= 3 -
MEXREME (1.4 g HA.

J a4k 13

3 -AE-[L,I -BKEXL]-3-RETE, HEEEHK (2. 28 g);

n.mr. SEEIE 3.96 (s, 3H), 7.57 (t, 1H), 7.64 (t, 1H), 7.81
(d, 1H), 7.94 (d, 1H), 8.09 (d, 1H), 8.23 (dd, 1H), 8.30 (s, 1H),
8.48 (t, 1H), m.p., 88-90TC;

W3- BEAVYRTFE 2.0g. W(EER X0 (348mg)#» 3- M
AXEme (1.9 g HH.

g a4k 14

3-(3-MEAEK) -5- T HEK FTE

#4565 FRI4K 14 A 5548 & B 4K (296 mg);

S EBME: C 60.61; H 3.93; N 10.78%

CH, N0, 89 ##{4: C 60.47; H 3.90; N 10. 85%;

W 3-B-5-WREMBFTE (1.00 g)f= 3 - AHEAXEME (785
mg). W (ZFME)4(0) (164 mg) F+F.

¥ 4k 15

2- 3-AAEE)-3-REKTE, AHXHEEHKGOL ng);

n.m. r. (DMSO- d,) 844 €.4%5 3.69 (s, 3H), 7.75 (dd, 1H), 7.94 (dd,
1H), 8.29 (m, 3H), 8.86 (dd, 1H);

W 2- CARAYPHEBRLA -3-REKRPE (506mg). 3- AEEX
Xk (325 mg)few (ZXB)4(0) (70 mg) F4F.

¥k 16

3 - A1, -BERL] -3, 4- BB T8, AKEHKQ.6

17
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g);

n.mr. 86,35 3.93 (s, 3H), 3.94 (s, 3H), 7.65 (t, 1H), 7.78
(dd, 1H), 7.86 (d, 1H), 7.92-7.95 (m, 2H), 8.26 (dd, 1H), 8.46
(t, 1H);

Wa4- BRAX _FTE _FE(1.80 g). W (=¥XMHK)4(0) (246mg)
o 3- AAEE MR (1.3 g) HF.

A4k 17

3 -AE-0, -BEE]-3-f - 4-BRBRVE, IKEHAK
(2.03 g);

n.mr SMEELIE 3.96 (s, 3H), 7.56 (dd, 1H), 7.65 (t, 1H),
7.71 (d, 1H), 7.91 (d, 1H), 7.97 (d, 1H), 8.27 (d, 1H), 8.47 (m,
1H);

B 4-R-2-RFXTFERTEQ.0g). W EEB) L0 (299 mg)
Fo 3-FERFIEME (1.6 g)HF.

7 ld] 4k 18

3 -AE-[1,1 -BER]-2-FH-5- B8TYE, AHEHEHE
4k (605mg) ;

ST ELRME: C, 66.36, H, 4.87, 5.15

CH.NO, #9#it4i: C, 66.41, H, 4.83, N, 5.16;

HEFX@Q8ul) P 3-8 -4- FEAXFRFE (2.3 9. W(=
FH)4(0) (381 me) e B (7T mL) Poy 3-AEEXEME (2.03 g)
WA,

¥ a4k 19

3 -mE-[1,1 -BEX]-2 4-—FHR_F8&, HAEBEEAK
(880 mg);

B EMS (FA&-F): (MiNa) 338;

Wa4- ERFAE PR -_FE(1.26g).3 - HEEXEME (795 mg)
Fovg (Z X )46 (0) (167 mg) H4#.

¥ 6] 4k 20

5- (B-MEAFH)-2, 3-—&-T-EXASHEBTE., AHEE
& Bl 4K (650mg) ;

m.p. 53-577C;

18
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W 5-8#-2,3- "R - T - XH % HEBRTE(.0g). w(=ZFXH)
42(0) (103mg). 2M BB (7.0 mL) = 3 - AR XK ME (741 mg) £ F
B%: (5 mL) 443,

7 A 4k 21

3- (3-AEXK) 5 kT BB TE, HEKEREK (400ng);

nmr. MEEIE 1.5 (t, 3H), 4.5 (q, 2H), 7.75 (t, 1H), 8.0 (d,
1H), 8.3 (d, 1H), 8.6-8.5 (m, 2H), 9.0 (s, 1H), 9.3 (s, 1H);

MAFPE(A5 nl) P8 3-8 -5 wber KA LB (985mg). W (=%
B4 (0) (161 mg) A= 3- AEE XA ME (860mg) 7%,

7 A4k 22

2- (3-MEXK) 4-WwRERTLE, AHEGEPR4K (355 mg);

R FMS (MEF): M) 272.8;

W2-38-4- BB TE (900 mg). W (=) 42 (136 mg) # 3
- FERE KA e (783 mg) #AF.

¥ 4Kk 23

3-(3- FRAEEL) -XTPRTE, ABFHLERK(3 34 g

'HNMR 514 6445 3.86 (s, 3H), 3.93 (s, 3H), 6.91 (dd, 1H), 7.13
(s, 1H), 7.76 (d, 1H), 8.00 (d, 1H), 8.26 (s, 1H)

W 3-BEETHRTE(G.82g). WEER4L£0.0 pf 3- FAE
FAME (5.0 g) WA,

¥ "] 4K 24

3 -AE-[L,1U -BEA]-3-FH., AFEEKUA. 96g),

m.p. 169-173TC;

WAEFX (20mL) ¥65 3- BRKFTH(2.0g). 3 - AMEXEMER (2.2¢)
Fo i W8 (5 ml) ¥ 64w (=X %) 42 (0) (381 mg) #4#%.

¥ & 4k 25

6- (3-MEFXE)-2- T -8 P66 Q- AMERK)-2-
e - BRROE, AFEEAC89 ng), Znnr. BT AHLE: TEY
2.7 : 13%4%W;

n.mr. SMAELHE 1.47 (t, 2.9H), 4.04 (s, 0.8H), 4.50 (g, 1.46
H), 7.67 (t, 1H), 7.97-7.99 (m, 2H), 8.10- 8.16 (m, 1H), 8.29 (d,
1H), 8.43-8.48 (m, 1H), 8.86~8.87 (m, 1H);

19
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WAFTEQO L) Fé 2-2-6- T - BMLE(1.2 9. W(=
FHE)42(0) (181 mg). 2M HMAKEZ (3.3 nL) £ FE (5 nl) ¥
3-AEFXEME (1.0 p#H.

7 8] 4k 26

3 A1, -KREE]-3- BB TE

A£-78C, @3- 3-FHEXE)- XFRFE (.48 p ELAK=
AFR U6 L) PHIZRTAMZBAME R TR FTHER (.0 M,
16.3 mL). &£ - 718CHH xRS 30 04, A BHFE OCHEH2 I
i, @i mAlef B 8AKER (G L) ZRSWEILRE, 7
ZAWR GO L) #HE. KEROMWETHRBEF T, 2BANE, A
RRATHR SEbkE, RIATH. 28KkE#£44LA 5:1 TR/
LB LEHB), FRFALASY (769 mg) A FK K& .

NMR 344 €L3& 3.94 (s, 3H), 6.84 (d, 1H), 7.09 (s, 1H), 7.18 (d,
1H), 7.31 (t, 1H), 7.49 (t, 1H), 7.75(d, 1H), 8.01 (d, 1H), 8.25
(s, 1H).

¥ Ja] 4k 27

3 - A -BEFE-3- (IH-5- w=k)

mEHEN 3 -AE-[,0 -BERX]-3- 15800 mg) =¥
AP A A EAH (823 mg) EF X (10nl) P RSB T AT EEY
a4® (59.3 mg). ¥EREHMBE 100CHE. BHRRESH IS,
AYE G L) #H8, FHARSE. ARV ENPFEBREAERMTLE
LEEZ R 5. AMERZRAMATRER, SFAKREM LN SR
i, FRLKRLEBER, RE, Ko ANRIEARARE TR, &
EIHkE, B EGEBKBTTmg).

mp. 271-273TC,

¥ Ja] 4k 28

Y -R/E-[1L,I -BKEA]-3-BRTE

LEEERPT, GiHEG 3 -AEA -, -BHEX]-3- R
VK (4.47 g) ALK A=k (125 L) FEER P 10934 E R K
% (860mg). HEREPHETAAATHRIHIR. RERSGYEESE
Ttk BREREEN, FRAGH (A4 g. BeHhEadkéE#Esl,
A 3:1 OR:LBLERK. REEL GBS, FRAALESW, Aa

20
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& HE (3.5 g).

nmr. A3 3.83 (s, 2H), 3.93 (s, 3H), 6.70 (d, 1H), 6.93
(d, 1H), 7.00 (d, 1H), 7.25-7.21 (m, 1H), 7.47 (¢, 1H), 7.73 (d,
1H), 7.98 (d, 1H), 8.23 (d, 1H)

ESDE K E-=

¥ 18] 4k 29

3y -RfA-[Lr -BERL]-4-BETPE, AXFEHK 070

mg);

EREFM (REF): (MH) 228;

W3 - A1, -BER]-4- B8 TE (196 mg) W4T,

P &l 4k 30

3 -fE-[,0 -BXHK]-2-Fh-5-BRVE, Hatdh
B4k (572 mg);

L FEMS (FAE-F): (M+H) 242.5;

w3 -AEA-[L, -BKEEX]-2-FRA-5- BMTE (605 mg)
7.

fa] 4
3 -fA-[L,U -BER]-2- B8 V&, AEXEHKOL0

mg);

n.m.r. (DMSO-d,) S5 éL3 3.58 (s, 3H), 5.13 (s, 2H), 6.38 (d,
1H), 6.51 (m, 2H), 7.02 (t, 1H), 7.40 (m, 2H), 7.58 (m, 2H);

Wy -AE-[,U -BER]-2- BETE (1.05 g)#4#&F.

¥ Ja] 4K 32

5- B-HAAXR)-3-MIAKRLE, HEFXEHK09.9 ng);

n.mr. SEEI 1.42 (t, 3H), 4.43 (q, 2H), 6.75 (dd, 1H),
6.90 (t, 1H), 6.98 (d, 1H), 8.43 (t, 1H), 8.95 (d, 1H), 9.16 (d,
1H);

W 5- (3-AAER)-3- T RKTE (100 mg) HIF.

Al 4k 33

3 -fE -, -BEA]-2,4- B~ F 5 (458 mg);

n.mr. (DMSO- d;) S84 &35 3.64 (s, 3H), 3.88 (s, 3H), 5.21 (s,
2H), 6.41 (d, 1H), 6.52 (s, 1H), 6.56 (d, 1H), 7.06 (t, 1H), 7.54
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(d, 1H), 8.10 (d, 1H), 8.17 (s, 1H);

B3 -AE-[1,1 -BEXR]-2, 4- B KR = V& (556 mg).

¥ el 4k 34

5- 3-AKXFER)-3- T HEBTE (187 mg);

n.m.r. (DMSO-d,) ${2é.3& 3.91 (s, 3H), 5.28 (s, 2H), 6.64 (m,
1H), 6.89 (m, 2H), 7.15 (t, 1H), 8.34 (s, 1H), 9.02 (s, 2H);

W5- (3- AAXLE)-3- TR TE (220 mg) H7F.

¥ A4k 35

3 -RAE-[1,1" -BEE]-3-¥8, H%EH (229 ng);

n.mr. AL 3.80 (bs, 2H), 6.72 (dd, 1H), 6.84 (s, 1H),
6.92 (d, 1H), 7.22-17.26 (m, 2H), 7.50 (t, 1H), 7.59 (d, 1H),
7.76(d, 1H), 7.82 (s, 1H);

Wy AL, -BEXE]-3- P @30 ng) #4F.

¥ 1a] 4k 36

5- (3-RIEFK) -4 - HRBLHE

F5- (3-MEEXK) - 4-RRARLEELKTE (20 nl) P& E
BP MRS QD) (1.47 g). ¥iZREWAE 80Tk 45 574, RE
AFETE., FEARSUBEAKRY, mARPEREAAKRER, AEE
RAEWH pHABR L 7, MARFEIFLKRLE, HHZREGD 10 54.
BiunbmtBEHETIREYT. 2BANE, RAABRATR, S8
ks, BHAEY. Z2RKREEHL(A 41 TR LRI K,
B AHEASY, AHFEEH (216 ng).

n.mr. SMEELIE 1.42 (t, 3H), 4.43 (g, 2H), 6.86 (d, 1H), 7.29
(t, 1H), 7.44 (d, 1H), 7.51 (s, 1H), 7.78 (d, 1H), 8.26 (s, 1H),
8.80 (d, 1H).

EXOE X E-

P 1§ 4k 37

3 -fA -, -BEEA]-3-f-4- 58 Y8 (788mg);

nmzr. S{EE3 3.93 (s, 3H), 6.72 (d, 1H), 6.88 (s, 1H), 6.96
(d, 1H), 7.25 (m, 1H), 7.49 (dd, 1H), 7.64 (d, 1H), 7.89 (d, 1H);

WY -mAA-[L,U-BEA]-3-8 - 4-ZR7E (1.0 iR
.45 (11) (3.9 g HAH.
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¥ Ja] 4k 38

2- 3-REFKE) - 3- wkeTH R FHE (275ng) ;

n.m.r. (DMSO- d.) 845 ¢€L3& 3.65 (s, 3H), 5.19 (s, 2H), 6.58 (dt,
2H), 6.76 (s, 1H), 7.056 (t, 1H), 7.44 (dd, 1H), 8.02 (d, 1H),
8.73 (d, 1H);

W2- (3- AEFEE) - 3- b B % 7 8 (293 mg) # 10% Pd/C (30 mg)
# A,

"] 4k 39

3 &A1, -BEE]-3,4- — B8 — 78 (680 mg);

n.mr. (DMSO-d;) S{AE.3 3.77 (s, 2H), 3.91 (s, 3H), 3.92 (s,
3H), 6.70 (m, 1H), 6.89 (s, 1H), 6.97 (d, 1H), 7.21 (d, 1H), 7.69
(m, 1H), 7.79 (d, 1H), 7.85 (m, 1H);

WY -MAHE-[1,1 -BEEA]-3, 4- KRB -7 (0.8 # 10%
Pd/C (560 mg) £ v &%k (30 mL) P #14F.

¥ & 4k 40

5- 3-RE¥H)-23-—&A-T-¥XHF S HBRTE

A 70C, ¥ 5- 3-AEXK)-2,3-—&4&-7T-XFf%xhHERYT
K% (650 mg) fe R A4 (1D (2.3 g) A MR T %5 (28 mL) FAuik 16 I,
BERSHAFAEBARY, BAIMABRERIAAKELRAYPHET
-8, HFHLBLUGERARSY. ANERERRE, RAARLAREN
RABRATER. SEFBREERN, FIHERCESHAHIK (470 ng).

R EMS (REF): MtH) 270.4.

FE ALK &

P a4k 41

fA-[1,1 -BE¥XE]-3- QH-5-w), KX &EH (57 mg);

n.mr. (CD,0OD) 34 €35 6.75 (d, 1H), 7.02- 7.07 (m, 2H), 7.20
(t, 10), 7.54 (t, LH), 7.69 (d, 1H), 7.96 (d, 1H), 8.25 (s, 1H);

W3 - A -1, -BEXA]-3- (IH-5-w) (371 mp AR
45 (11) (1.57 g) #4F.

J a4k 42

6- B-REXE)-2-wkw¥ - BB FEAI- G- REFHE)-2-
W - R LB, AHAEEH (126 mg), HEEATHELETEYN 1: 2.5 &
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44,
R EM (FAEF); (MHH) 229.2 # 243. 2;
B 6- B-MEFER)-2-wbR-FBFEA 6- G- AEXE) -
2 - WbeE - B B L% (280 mg) Fe £ 4L45 (I1) (1.16 @) #AF.

¥ Ja] 4k 43

3 -[2-[[(RTELDFEAIRAICAEE]- [, - KFE]-3-
58 VE

A (2.0 & 3 -FX-[1,1" -BER]-3- BRTE
(667 mg)Fo 2- £ -1- [(WMTHRERE)RKRK]ITH (980 ng) £ NNN- =F
A 9EE (5 nL) PHRSY. AFBRHEFEARSGW 30 54, EdisT
ik £ 50C 14 B, FAwAR (396 mg), FHiEREH Fm# 36 I E.
BEBAOMAREER, 4 111 OCR: LERLERKZINSR. 5 &
HAWE, AAik, RERATHR $BEFRE, FIARAH. 24K
GiEAL (B 5:1 T/ LB LERM), FRiFML44H, AL e (826
mg) .

NMR SME&L3E 1.44 (s, 9H), 3.56 (m, 2H), 3.93 (s, 3H), 4.07
- 4.11 (m, 2H), 5.01 (s, 1H), 6.89-6.91 (m, 1H), 7.13 (s, 1H),
7.36 (t, 1H), 7.49 (t, 1H), 7.75 (d, 1H), 8.01 (d, 1H), 8.24 (s,
1H).

¥ 8] 4k 44

P -[@-[[ERTEADBAIEATCHAER)] - [1,1" - BEFEE]
- 3-EEYVYE

By -fEA-[L,0-B¥ER]-3-ZRPE0.14 g N- (BT
A3 A)HE%(0.879 A=K F5% (20 ml) PeIRSB P mA 1- 3~
—PAEARA)-3-CEAB R ESE (.20 ). EREHERS
3, REM 1 NHL ARERAEBR, ARFPEREAKRERR
hik, FREAGRE—K BRAVWAEBHTHR, SEIRE &
3Bk, ZAKE#ESL, A 73 R/ CHELEER, 8 1.6 g #
S, AXLEH.

b EMS (Fa&-F): (M+Na) 407.0.

& 7 4k 45

3 -[@-[[ERTARBZEAIRAICA)RE]-[1,1" -FEEX]
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-3-BBTE

£0C, 3 -[@-[[RTAKX)EXIAXILHEAR)] - 1,1
- BER]-3-ARBTEU.6 g)PmA LLOM M AWARMTHE
% (30ml). ATREHERSGY 3 I K. ARPEREAKEREER
HSME LR E, FREFHERGRK, BREAELRLE IO ER
SAKRERZN 58, 2BANE, RMEKE%E NARATER &
FREARATY. BRKEELL, FRIFALSH (740 ng).

B FEMS (FE-F): MiNa 393.0

P 4] 4k 46

3 -[(-2-RECGH)RE]-[1,1I" - BEXHX]-3- B TE

A3 -[Q-[[ERTAR)ERAI|REITE)RE] - [1,17 - BEEXA]
- 3-F%BMPE (730 mg) TAeA AN HCl £ =BG ek (20 ol),
FERAATHRIEZRASY 16 M. ZOERSPWALRFEST, Rk
KEFALS B L, A& EK (566mg). F3Eo&MMm (128
mg) EAeFE R EMAER (30 nL) LR TE (30 nL) X |45 5.
S AMERRRA TR, TEFkRS, FIHEALESH (117 ng),
ALEM,

LR EMS (FET): (MHD 272

¥ ] 4k 47

R - (-)-3- (X&EHE)-1,2- FxE AL (U7924 - 89 - 2)

BB (336 mg) ELAK N, N- —FRFEE (16 ml) FHERTRA
S48 (60%EF b, 190 mg). WHERSWH 1 eF, WAL NN
P A PEAE G nL) Pe) 3- AR (2S) - () - HAEHE (.0
g). ¥iaxRsYmik £ 60CHHH 30 04, HAAERSGYANELTER,
MAKA00mL), ERASWA 2:1 TR LR LB FERQ K, K 40mL).
S AMWER LKL, RAARATER TRERS%E FIHSS.
K EELEL(A 10:1 R LR LERK), FiF8404% (474
mg), A X &M,

NMR S4E 6,36 2.75 (dd, 1H), 2.90 (t, 1H), 3.35 (¢, 1H), 3.95
(dd, 1H), 4.20 (dd, 1H), 6.90-6.97 (m, 3H), 7.24- 7.30 (m, 2H).

9 Ja] 4k 48

3 -[C-fBVTEE]I-[1,1I' -HKEXEX]-3- BBYE
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#y-[2-[[@&TELBAIAEICEE]- [, -®¥EE] -3
- R TPE GO mg) X T A FR(Q25nL) F, HFWMAZRTE (2.5mL).
EERBEHERAY 6 I, BRAZRT% .0 0l), FHEREH
BHIE. BERASMERE, FERPBRBEAARBERP CRLUEZN
Sk, HBAMNE, AABRATR LRFkE JIAMTH. ZaY
A 1:1 ©&R:LBLEHN 1 NICL KERZAS®R. & KE A 1:1
SR LB LERE, MARASERAARIARIL. ZREPALRL
BRIk, SN AMERERARNARA TR, SRIFRE, {3k
HALS (474 ng), AL EMH,

R EM (FREF): Q) 272.0.

¥ iE] 4K 49

R) -3 -[2-[[2-B-fER)-2-BZEIRAJTEE] -
(1,1’ - BHEE]-3-BRTE

By -[Q-&MCEA)-[1,I -BFEEA]-3-BHKTEH(BLS
mg) o (R) — () -3- KAKELH (124 mg) AAEFER (4.0 nL)
bR T0- 75CHik 20 ot ERAGWRAREELBRE, 75
MEY, BREEENL (ALRTE. REM 10:1 ZHRLE: T,
KER 3:1 LHLE:TEERK), #3kMLe4 (190.6 mg), AL
& i,

ek EMS (A -F): (MHH) 425.9.

E DR B

¥ 8] 4k 50

R -3 -[[2-[@-£A-3-¥8FERHPDALITEIRAL] -
[1,1 -HEA]-3-BBRTE, A%FLENH (7 ng);

LR EMS (MEF): (M) 421. 15

By -[@Q-fKAECERA] -1, -KREXE]-3- R V& Q7
mg)F=(R) - (- ) -3- CGEARK) - 1,2 - FRAK (54 mg) F 7.

¥ Al 4k 51

R -2-(3,5-—fFHK)-2-#LLEK

Wi EHERN&iFELS Y, B A XM K Huuhtranen #»
Kanerva FrR &M L EMAELBNF k. B 3,6 - —RKEX T8
1249 (Tetrahedron Asymmetry 1992, 3, 1223). K& Ziegler FAT#
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85 R R ALY BB (Synthesis 1990, 575). MAT# M E L 4
#% (45 mL, 0.018 M, pH 5.5) ¥ BAs F4=# (18.0 g, Sigma) HE. 15
24P, MRGBEA P AR HER (405 nL), RSN 3,5- —fE
WEL (16.07 g) A AW ZM (24.90 nl). KEHKZ R4 %L 400 rpm &
Hig TRy, TERRE 24 0., FERSHIE, HLEKT
BERSE. RIGREERESI, k4%, F3F&EH, FEHETR
H8 (27 mL)P. £ HCHEFEER 4 D, BHAFRGGEXRBA
#, MK Q00 mL)#HH, ALRFER, BRIPGRAEA 1 M ARALAK
ERFER, BAAMKREREZSREREPUERILE pH 1 (pH #K4), £
w5 AL E. REALBRERGZRAGY. XBRREAARE TR,
¥4, FaKFALESY, HARELHEIK(20.88 g).

mp: 105-1067C.

P 4] 4k 52

R -2-(3,5-—RER)-2- L LBRTH

¥AEARAE (L ol)MR -2- 3,6- —RFEHXR)-2-BRALR
(19.10 g) £ P55 (200 mL) P95 & £ RAATHHAHEIA 16.5 b, K
ERERERATHRSE, B FHETLRLE (200 nL) F. EE&RAE
Fok B A AKERRE, RER R ALAKER (10 nl) ik, AR
BRETHRE, RELBRUE, FRXEHAILR (O ) P ELH,
I HSY, ALELEHEAKQ0.68 g). HERKRERAS B
# (3.61 g).

mp: 68— 69T,

A4k 53

R -2-[HTECPHRFPHARATIR-2- G, 5-—AFH)LK
k-]

BR-2-3,56-—fFH)-2-£XLHmTE(10.485 g). 8T
RAoPRPatE(8.07 g)fok(3.64 g) &£ N,N- = F I3 F &b (50
ml) PHIERERAATHE 18 I, AZRELELABRYR, REDE
Bl eiEsdin, BOR/ LB TE (20:1) k. F3 ML, L
&, (15.05 g).

5% EM@4{E: C 51.67, H 6.29, Cl 20.19% ; C.H,,0,C1,Si 898
#1{4: C 51.57, H 6.35, Cl 20.30%;
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¥ 18] 4k 54

R) -2-BRTECYHR)PERE]IA -2- B,5- —fFXA) s

ARAAT, A 1AW, A& (-18C)HER -2- [(RTA(CYF
A)PaREIR-2- (3,5- —RKFEE) LB FE (14.81 g) £ F¥X (150
ml) P ERTPAREAFTEAEG6.5nl, EFETH 1.5 MER).
B RAEERELBETEH 1 M0, Rt FeATLRERk
(70 mL), A FREGBABREETR, REALBRLERS. MK
RuemfEradil, AARLBRUSHRE. BERSABEBE, KEALRL
BRER., 4HARREFEBRGSANE, AP QiARERE%R, TR
(FiER4E), k%, B @R -2- [RTECTFR)FAEAIA-2- 3,5
- —HRERTE, AAEW (13.36 g). ML 'H- R B, Ei4
5% 1 45 50%6Y i 20 A%,.

NMR 34 €L45 0.15 (s, 3H), 0.21 (s, 3H), 1.03 (s, 9H), 5.00 (s,
1H), 7.22- 7.39 (m, 3H), 9.56 (s, 1H).

J [q] 4k 55

R -2-@TAEL2- [RTEACFR)FaERAIE - 2-
(3,5- —RFR)LEIRIE LK TE

ERAAT, LR -2-[BTE(CFE)FELEEAIR-2-
(3,5- —RERA)TE(13.36 @) E—RF5 (200 mL) PEE R F AW
AMFEESRE(7.87Tg). REMAZLE@®.74 nL), #EFRER
&% 30 54, WAZCBRAEEMELA (T @), FEEEREHER
ERAW 22 0. REMEFRT 4 F RAKER (S5 o) HBR L REH.
BBESE, ERHAMM_EFR (T L) FR, BERZRSANE
49, Rl S b KRER (75 nl) %k, T8 (FiE4E) FAEk%,
3 & & H(17.10 g).

BEECHPRA—HER R TE(0.56 nL), FAERKLATHA
FHEBRE BCHH 1., FEERAFNELR, 2K EENL, M
RN, FHAEH(14.221 g), ELEHHNE WY 30% (R)
—2-[BRTEACPRFAEREAIA-2- 3,56- —&AFHK)-1-L8B4A
B, HTHEE, ®iEd(14.221 g) £ L (60 nL) PHER F AR
TE-PEPAREL(2 11 g)frok (953 mg). FAERESHERL
ATHHE 2 MW, REAERLELBRD R, AfHE2KEH%EL,
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ROKR/CERTEN:0 £ 10:1)#%M. GXFIHNSA 4% R - 2- [&T
ECECFRFEREEIE-2- 3,5- —4%FR)-1- LEGESLLY
5 (10. 25 g).

& #EMS (ES+) 514/516 (M+Na).

A4k 56

R -[((BTABERX) -DR2-ETECFR FARAL) -2-
B,6-—HFETZAI-KL]-®

AE-78C, GAFTE@ L) PH®R) -2- (RTEEE) - [2-
(BTE(=FE) PaRAIE) -2- (3,5- —&%4) ZAIAA)
LEETE (1.5 g) PASA—FTEEL (LESMAFEY, 3.9 nL).
BHEREGH 5454, RS (4ml). REM 15% BAB4HAKER
(10 mL) %R 5., HRSWEHFELTE, WALBRLEE, ¥
BRETHARBYIY. 2BHANE, AABRATR, SEFkE, £k
Hieaw (1.3 g).

n.mr. S/E€L3 -0.13 (d, 3H), 0.02 (d, 3H), 0.88 (d, 9D,
1.42 (d, 9H), 2.9-3.2 (m, 1H), 3.4-3.65 (m, 1H), 3.75- 4.15 (m,
2H), 4.8-5.0 (m, 1H), 7.05-7.35 (m, 3H), 9.50 (d, 1H).

g Ja) 4k 57

®-3-[[2-[[2-C-RAFXH)-2-[[(RTH)=—FRFHEKR
AIEICA] (RTERM)ERIRAICEIRAET- (1,1 -BERX]-3

- BB T

EHRFET, @3 -fE-[1,I' -BXE]-3-ZRFEG.0 g)H
R -[(RTEER) -R2- RTE-_FEFAERARL)-2- G- &%
BATRRAI TR B2 g ALK A PR (65 nL) PHER T AT
(8 &), B 25 4L, WMAZLEBEEMAIMA (.6 g), HEEH
BRARAHEER, BEFERIAKEREILAN, WAZSH AT
R. AMERARBRATER, RERLEN, fIGELK. Aiohss
&gk, M 9:1 LB LEXRK, FREALSH, Aa&l
#* (5.62 g).

B FMS (FAE-F): (M+H) 640.0.

) &

¥ ] 4k 58
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3 -[[2R-[[2- B-&¥X)-2R-[[(BTHA)-—FEFGRL]
FIE] (BTAB)EEAIZRATRAIRA]I -, - FEXE]-2-
BERYE, Aaé&ieik (580 ng);

W FEMS (A& -F): (MtNa— Boc) 553;

W3 -R8E-[L,U-BEE]-2-B%KTE (375 mg) #[2R- (&R
TEER)-[R- (RTE-_FEFTHEREARL)-2- G- AFK)TH]
KA1 - AR (651 mg) FF.

¥ 6] 4k 59

3 -[[2R-[[2- B-RFEA) -R-[[(TA)-—FEAFaERL]
Fl1CE] [(RTE&B)EEIRATAEAIRE] -, - BEE]-4-
BB TPE, HGEH0K(29 mg);

W FEMS (Fa&-F): (M+H) 653;

W2R- (BTEABEE)-R- (®BTE-_FAFHREARLX)-2-0
-EfFERCHAIRA]- RGO R Y - RE- [, -FEEE] -4
- Z BV E (168 mg) 4.

¥ " 4R 60

3 -[[2R-[[2- B-RAFHE)-R-[[(RTH) —FEAFaARE]
K] [(BRTEBOBXIARATRATIRE] -1, -BH¥EE] - 2,4
- R YWE, A% ERKG39 ng);

Bk EMS (FAE-F): (M+H) 711;

WYy -RE-[, -BEE]-24- — K% V& (456 mg) # [2R
- (BTEBER) -R- RTEA-FREAFAKEAR) -2- G- KRFE)
LEIRA] - A (609 mg) F4F.

¥ 84k 61

5-[3-[[2R-2-[[2- 3- ¥ HK)-2R-2- [[((RTHR)=FL
ParAJRICEAII@ETEAOZAIEA TR A]RETERE] -3 v
BB VE, H9&%K (339 mg);

wrEkEMS (FAEF): (M+H) 654;

B 5- (3-RAER)-3-HTHERFTE (U8 mg) ##[2R- (RTH
BA)-[R- BTEA-FEAFARARL) -2- G- EXRL) TEIRE]
- A& (317 ng) #4F.

¥ 8] 4k 62
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2-[3-[[2R-[[2- B-RFH)-2R- [[(RTEX)-_FEFER
AJRIZEAI(BRTEB)BXAIEAIAXIRLIEL]-3-x 8T
&, Aa&8k (339 ng);

B EMS (FREF): (M+H) 654;

W 2- (3- KEAXK)-3-THRKRTE (273 ng) o (2R- (RTE
FIE)-[2R- MTEA-_FTREFHEARL) -2- G- XL LEAIEEL)
A8 (504 mg) $145F.

¥ [ 4k 63

R -3 -[[2-[[2-@-&AFHK) 2-[[(RTHR)—_FEF&aR
AIRIZE] (BRTEBERIRAICEIRE]I -, 1" -BKEX] -
2,4- BB _TE, Hiek(.8 g);

n.mr. 3{A€LIE-0.14 (s, 3H), -0.01 (s, 3H), 0.85 (s, 9H),
1.43 (s, 9H), 3.94 (s, 3H), 7.41 (d, 1H);

W -RAXER]-2,4- — KK -_FEULB AR - (RTH
EE)-R2- BRTE-FPEATPAREE) 2- G- AEK)TLAIAL]
LB (acetylaldehyde) (605 mg).

¥ 8] 4k 64

R) -3 -[[2-[[2-B-KFEH)-2-[[(RTHA)_F¥AFaK
AIRICA] (BRTEHEAIALICATEA]-[L,1" -BEA]-3
- -4- BRTPE, H8%K(884 mg);

n.mr. SMEEIE-0.13 (s, 3H), 0.01 (s, 3H), 0.86 (s, 9H),
1.47 (s, 9H), 3.03-3.65 (m, 6H), 3.92 (s, 3H), 7.88 (d, 1H);

WY -RKRAE-[1L,U-BEXEE]-3-8-4- BRTPE (500 mg)H
R -[(ERTEER) [2- RTA-FAYERAL) -2- G- &%
AB)TLEIRA] - TRE(1.0 g) H4%.

4k 65

R -3 -[[2-[[2- B-RFHK)-2-[[(RTA)—FEFAEK
AIE)ZE] (BRTAERBEAIRAITEIEE]I-D,1I" —HKEXHK] -2
- WX -5-BETE, HEERK(G09 ng);

wrrEMS (Fa&-F): (MHH) 653. 3;
w3 -R&EA-[1,1 BEE]-2-FE-5- BKTE (500 ng) F
{2R- (BRTAER)-2- TA-_FETPAREAR) -2- G- KEHL)
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CEIRAI LR (.3 9 HA.

¥ H}4K 66

R -5-[3-[[2-[[2- B-RFK)-2- [[(BRTX)-_FLTH
REAIERIZA] (RTEBPOBEAIREAICEAIRATIXE] -2,3- =4
—T-FHkub BB FTEE, XK (691 mg);

TLC Rf (4:1 TH/ZHK T E) = 0. 14;

B5-(3-REXEK)-2,3-—4 -7 (#%HBM P (500 ng)
R -[EBTEAER)-R2- BRTEA-_FPEPHAREL) -2- G- &
FE)CHKIRA]TE (1.3 g) #I4F.

¥ Ja] 4k 67

(R)-5-[[2-[[2- B-FEXRK)-2- [[(RTHR)—_FAPaERE]
FIZE] (RTEBBAIREICHEIRE] - [XE] -3 - i &
L&, HHRERKBT2 ng);

2R ENS (FEF): (MHD) 654. 4;

B 5- (3-RAFEK)-3-THRRLE(0.19 g 2R- (BRTA
ZEE)-[R- (BMTE-_FAPRERAERL) -2- G- fFXRK)LAIAL]
LEL (0.6 g)H4F.

¥ A 4k 68

R -3 -[[2-[[2-@-&FH) - 2-[[(BRTE)-—FEFHEK
AIEIZCAIBRTAEB)EAIRERICEIRET -, 1" -BKEXK] -
3,4- — BB V&, Haé&ek(1.3 g);

2R FMS (F&-F): (M+H) 697.6;

w3y -&E-0,1 BHEE]-3,4- —HEKR=F8 (580 mg) # (R)
~[(RTEAER)-R2- RTEFEATARAL) -2- G- KXER)
ZEIRA] - TEE(1.5 g) #14F.

A4k 69

R -3 -[[2-[[2-(3,56-—fEK)-2-[[(RTE)=—FXYF
BRAIARICE] [(RTAB)EAIREICAIAE] - (1,17 - FKEK]
-3-BEFE, Aa&Eik(.1 g);

n.mt. SAEIE-0.12 (s, 3H), -0.01 (s, 3H), 0.86 (s, 9H),
1.45 (s, 9H), 3.92 (s, 3H), 7.47 (t, 1H), 7.98 (d, 1H), 8.21 (s,
1H);
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WY -AE-[L,U-BEE]-3-BRPEU nF R - [((&
TEER) -2- BRTE-ZFE-FERARL)-2- §,5- —f%K)
ZAIARE] - LR (1.3 g).

¥ # 4k 70

(R)-2-[3-[[2-[[2- B-RKAFH)-2-[[RRTHR)-_FEF&
HRAIAIZE] (BTEAEREIRAICAIRA] - [FRA] - wbeg -
BB LE, AHEFE0K(239 ng);

n.mr. S{EEIE-0.12 (s, 3H), —0.01 (s, 3H), 0.86 (s, 9H),
1.45 (s, 9H), 3.92 (s, 3H), 7.47 (t, 1H), 7.98 (d, 1H), 8.21 (s,
1H);

W5- 3-8REEXK)-4-HTHEMTE Q16 m A R) - [(BTH
BER)-DR-E&TA-_FA-FAERAE)-2- G- 8EB AR
] - B2 (640 mg) #AF.

¥ a4k 71

R -3 -[[2-[[2-@-&FF)-2- [[(BRTR)-_FEFHK
EIEIZEA]I [ BTEB)BEEIREICRIEAT- 0,10 -BKFER] -
3- WK, AEa&aK (637 ng);

B EMS (FAE-F): 605.7;

B3 -R/RE-[LU-BKEEA]-3-¥HQ9m) A ® - [(RTHA
BR)-2- RTEA-FEFARAR)-2- G- KXH) ZAIRA]
B (753 mg) $14F.

R 72

R -6-[[2-[[12-3-&KFH) -2-[[(BRTHE) PR FHLEE]
FICEA] [ RTARAEEIRATCHAIRE] - [FE]-2-w2 - %
BRYEAR -6-[[2-[[2- B-&FE)-2-[[(RTHE)-—FATH
REIAICA] (BTEA)ERAIRAICEAIERA]-[XE]-2-ww
- BBMLE, AKEW (263 mg), A VEMFLEN 1:2.5 R4,

ek EMS (FAEF): (M+H- BOC) 539.9 #= 553.9;

We- B-HEEL) -2-X-KKTFE. 6- G- REFEK) -2
- R R TE (126 mg)FR) - [((RTARER) -[2- RTEA=-FE
FTRREK)-2- G- £FH)TAIRE] A (490 ng) F#4F.

J 4k 73
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R -3 -[[2-[[2- G-fKFEK)-2-[[((BRTH)—FEFHEK
FXIAIZEA] [(BRTAR)EEAIRAICAIRAI -, -BELT-3
-~ (1H- 5 vgvd)

A ABRFT, R -[(RTAZEKL)-2- RTE-_FETH
BAK)-2- @G-RFER)ZEIRE] - 034 ngH 37 - A&t -
[[1,1 - BEXA]-3-[1H-5- w=] (50 mg) £ XK F 5 (35mL) ¥ &9 %
BP AL (45.5 ml). BH 10 5455, mAFREMAAH (33 ng),
FHBBA LY 64 1ot Fidf 15%F & F P L8 LB Z R 4 BREATL
B, RKERRLBRLEER, SHANE, ARRATER. 2KEXL
(A 6:1:0.1 45 : TR 28R G, T PRIK 74, Ha 6
% (52 mg);

R EMS (REF): (MHH) 650.1

B AHEHET, @® -3 -[[2-[[2- G- &FEXK) - 2-[[(RT
A FAFRREEIAICE] (RTARMBEELAIRAICAIRAE] -
[1,1" -BFE K] -3- FH G50 mg) o = FRPALLE R R4LH (134 mg)
AEFYXQOonL) PHARAH P mA—FREGAAS (9.5 ng) 25 i ik
£ 100CiEAE. WAFEGOL), KFiEzRSWHEANS — RBRM P IFEE.
RAMERFBEIAZRP LB LEZINE. ANERNERAHN
Bk ER, SHMHKEM 3N L8, HLBRLEFER, 4 AH
ERGBETER SEfkE, A Y. 28K EE LA 6:1:0.1
4 FE A5 nil), FIKALEGH, AFEEEBLKX LT ng).

B EMS (MEF): (M-BOC-H) 547.1;

vk EMS (M&F): (M- BOC+H) 549. 2

%A 1

R -3 -[[2-[[2-B-f¥K)-2-BCLEIREILEIRA]
-, -BEXEK]- 3-EmyPR—_dmid

BR-3-[[2-[[2- @G-8 ¥L) -2-[[(RTR)-FATE
FAIRIZA] (RTAREAIRAICEIREA] - [1L,U - BEEE]
- 3- BB VR (275mg) £ AN 869 —WREL & (10 ml) b egER B 3
X, MATE, FRFBREH 20 54, REKEAALESH, S8 E
B4k (210mg);

C,H,:C1 N,0,; MH+ #+ 14 425.1632, Z:{E 425. 1635 A 0. 3 mmu;
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n.m.r. (CD,0D) Eé&3 3.19-3.13 (m, 1H), 3.36-3.30 (m,
3H), 3.63 (t, 2H), 3.92 (s, 3H), 4.99 (dd. 1H), 6.87 (d. 1H),
7.10 (m, 2H), 7.37-7.30 (m, 4H), 7.47 (s, 1W), 7.54 (t, 1H),
7.84 (d, 1H), 7.98 (d, 1H), 8.22 (s, 1H).

EXOE N F- S

5 2

R) -3 -[[2-[[2- B-KEX)-2-FBCE]REICEAIRE]
-[,1 -BER]-24-— B PR _E8E, AHGEHAKMUT8
mg)

C,eH,,C1,N,0,;: MH+ # F {4 483. 1687, £ M{4 483. 1689 A 0. 2 mmu;

S¥r @ 4i: C 55.95 H 5.26; N 4.98% C,H,Cl1,N,0,.2HCl #532
#1E: C 56.18 H 5.26; N 5.04%;

WR -3 -[[2-[[2- G-&FX)-2-[[(\WTHR)-_FETA
EAIEICA] (BRTEBDBEAIRAICHAIAE] -, -®EXL]
-2,4- ZH % = F & (508mg) £ 4N 3 8 6 —FE5 5 % (10 wl) 447,

KB 3

R -3 -[[2-[[2- B-fFF)-2-RCEIRAICEIRE]
- [, -BHEERI-2-FEA-s-REVE—_LE, HH&EEHMAG
mg) ;

EEMS (FAE-F): (M+H) 439.3;

n.m.r. (CD,0D) /&3 2.29 (s, 3H), 3.33 (t, 2H), 3.57 (t,
2H), 3.87 (s, 3H), 4.97 (dd, 1H). 6.72 (m, 2H), 6.81 (d, 1H),
7.26-7.37 (m, 5H), 7.46 (s, 1H), 7.80 (s, 1H), 7.86 (d, 1H);

MR -3 -[[2-[[2- @-&FH) -2-[[RTR)=_7LAFR
HEIRICAIIMTALZAIRATCHAIAR] - [, 1" -BXRK] -
9- PH - 5- H 8 VE (508ng) £ 4N 89 BB &% (10 wl) THA.

34 4

R -3 -[[2-[2-@-fEHL)-2-FRCETEXITEIRA]
-[L, - BER]-34-— B —_PER_E8E, AHGEREK T4
mg);

C,H,,C1 N,0,: MH+ 514 483. 1687, % ® {4 483.1682 A — 0. 5 mmu;

SMEMLE: C 55.03; H 5.36; N 5.04% C,H,C1,N,0,.0.64H,0 #)
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M#HE: C 55.04; H 5.38 N 4.94%;

HER -3 -[[2-[[2- G-&FX)-2-[[(BTE)=FEATH
FAIRIZA] [(RTABBEAIRAICHAIRA] -1, - BEE]
-3, 4- BB TR (1.1 & 4N # & BB A% (10 o) T #H4F.

L3 5

R-3-[[2-[[2-G@-fFF)-2-BCE]IRAITH)AL]
- [, -BEE]I-3-fR 4-%mTE_S®E, HEe&HE K617
mg); "

C,H,,C1,N,0,;: MH+ 3+ 314 459. 1242, % ®4E 459.1235 A ~ 0. 7 mmu;

SM ERME: C 54.08; H 4.90; N 5.13% C,H,CI,N,0,. HCl #55%
#4f: C 54.15; H 4.92; N 5.26%;

BER -3 -[[2-[[2- G- FH) -2- [[RTA)=-FEAT&
BEIRICA] (RTAR)FAIRAICAIRE] - 1,1 - BKEE]
-3-§,-4- B FE (874mg) £ 4N H &t —FEE 5% (10 nl) ¥ 447,

LB 6

R -3 -[[2-[[2- 3-FXH)-2-HLAIRLTTEIRE]
1,1 -WEA]-3-Q H-5-we)—#$mi, HAGEEK(186
mg);

C,H,,N;0,C1,: MH+ 3t J4& 435.1700, E® A 435.1681 3 1.9 mmu;

n.m.r. (CD,0D) 542 ¢35 3.11~3.19 (m, 1h), 3.37 (t, 2h), 3.64
(t, 2h), 4.99 (dd, th), 6.87 (d, 1h). 7.14-7.16 (m, 2h), 7.32
~7.34 (m, 4h), 7.46 (s, 1h), 7.64 (t, 1h), 7.83 (d, lh), 7.96 (d,
1h), 8.30 (s, 1h);

H) -3 -[[2-[[2- G- fKER)-2- [[RTR)_FETA
EATRICA] [((RTAD)EAIRAICAIRAR] - 01,17 - XX
-3- (1h-5-va=) (52 mg) f 4N & e —HER 5% (10 ml) ¥ 4.

b 7

R -3 -[[2-[[2--&FX)-2-BLHRAAITA]IRKE]
[, -BREX]-3-FH-_EKHE, AGEFK (05 ng);

C,H,,N,0,C1,: MH+ 344 392. 1530, & 4A 392.1530 A 0. immu;

S L@ C, 59.17; H, 5.19; N 8.93% C,H,N,0,Cl, 2HC1 #)
F4E C, 59.43; H, 5.20; N 9.04%;
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m.p. 191-2067C;

BR -3 -[[2-[[2-@-R[RFEL)-2-[[(RTHR)—FET1
FEIAICEA] [(RTEBZFAIRAICER)AE] - [1,17 - BEK]
- 3- P (173 mg) £ AN &% 89 — BB % % (10nl) T4 7F.

54| 8

R) -3 -[[2-[[2- 3,5-=f&*xK)-2-BLEAIREJLEIR
FE1-[1,1 -BFERA]-3-F8FE-—_48E

B@R-3-[[2-[[2-B,5-—8FX)-2-[ERTR)-FX
PaRAIRICEA] [(BTABDEAIREICEIREA] - [, -KE
£]-3-BZ%FE 0.0 g&ETF 4N HCl 09 =—RB5 %% (10 nL) ¥, 8
16 . WA LE, FRENFEEERK, 53 704 ng & HK.
B—30EWH A0 ng) LB LUEFAPERIAKRERZII LK,
SEAMWEH KRG, BHALY, FHELHELRTA IN EBAKE
RALE., K&, BETVE/ARFHFAF, FEAMAEESH (82 ng), HH
.

C,H,,C1,N,0,: MH+ #5414 459. 1242, SR {4 459.1224 A — 1.8 mmu

n.mr. (DMSO-d,) SA €46 3.06-3.30 (m, 4H), 3.85 (s, 3H),
5.01-5.04 (m, 1H), 6.71 (d, 1H), 6.91 (m, 2H), 7.22 (t, 1H),
7.42 (d, 2H), 7.56 (m, 2H), 7.89 (m, 2H), 8.10 (s, 1H).

L4 9 |

R -3 -[[2-[[2-@3,5-—RFHK) 2-F2TEIRE]TA]IR
E1-0,1" -HEXI-3-8%

¥raaks 8 oA H®R) -3 - [[2-[[2- 3,56- =—&FKE)-2-
F2LRAIARAIZAIRAT -, -HERX]-3-ARFH—_dR4
(557 mg) & 3:1 FA&/4 (28 nl) ¥. M &RA4E—K4E4 (220 ng) BiH
&AW1 £, HFRALEALE—KESW (22 ng), FRERSHHEH IR,
M 0.5N AR RLEEZRSWE pH 4 6, REBKENAF B (400
mg). LAk E#E%LL(A 6:2:0.1 |45/ T8/ ARAEER), FHE
R, ZEHEARBCEMNF. MFHAEM IN E8kEald®, #35T%
L —ARBIFhAEEK BEBAKALE TR, FHAELESY(78.6
mg).

mp. 197-201C;
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C,H,,CL,N,0,: MH+ #+ -4 445.1086, LR {4 445.1072 A - 1. 4 mmu.

34 10

R-3-[[2-[[2-QC-fXH)-2-ZAIRAEJTEIHAL]
~[LU -BKREK]-3-B%

wMER -3 -[[2-[[2- (3-RAFXR) -2-BCLEIRXITHAIR
AI-[LU -BERX]-3-BMBPE (412 g) £FH (60 L) +8
BERFPRANAPNE—KESY (2.08 g) K (20 mL) PHIER. H
HiZEREGW 16 I8, WA I N ERAZERSGHETH. BHFERS
Y, REMBRAIXBRKEESLL, A 6:2:0.1 §45/F8/ARERK,
RE HMAGH. RTEBAH, FRAKRE FRAEELSGY, HGEH
% (2.22 g).

C,.H,,C1 N,0,: MH+ #H 44 411.1475, FR44 411.1495 A 2.0 mmu;

SHFERAE: C 65.90 ; H 5.72; N 6.70%; C,H,C1,N,0,.0. 46H,0
69 4E: C 65.90; H 5.75; N 6.68%

EXVE R

Fp] 11

R -3 -[[2-[[2- B-KREX)-2-BCLEIRLAITCEIRE]
[, -BR¥ER]-2,4- —KK2- FE

wR) -3 -[[2-[[2- Q- &FXE)-2-A2TE]RAICEIRA]
~[1,1” " BREKA]-2,4- — KB _FE %8 N (406 mg) A A AL
— KA (262 mg) £ 3:1 B - K Q0 nl) PR &iZ S, Z2AKE#E
shit, M 6:2:0.1 A5 :PE A 8AERK, FIiFAL4 (35 mg),
A a & BK.

C,H,;,C1,N,0,;: MH+ # J{& 469. 1530, FER|{E 469. 1522 A — 0. 8 mmu;

S ERAE: C, 63.93, H, 5.36, N, 5.91; C,H,CI,N,0, s92E#14:
C, 64.03, H, 5.37, N, 5.97

%EH) 12

R -3 -[[2-[[2-@-KEH)-2-E2CLHA]IREITCEIRE]
-, -BER]-2,4-—5%

KA THEE®RS 1 92K ENE - FREYESBIKE, &
) A4S (188 mg), A& Bk,
C,H,,C1,N,0.: MH+ 3t H {4 455. 1374, S {4 455. 1377 A +0. 3 mmuy;
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n.m.r. (CD,0D) 44 L3¢ 3.44- 3.47 (t, 2H), 5.01 (m, 1H), 6.61
(d, 1H), 6.86 (d, 1H), 6.96 (s, 1H), 7.28~ 7.47 (m, 4H), 7.46 (s,
1H), 7.91 (dd, 1H), 8.11 (d, 1H).

FHH] 13

R -3 -[[2-[[2-@-KFHK)-2-#LEIRKRA]LEILE]
[, -BEE]I-2-FR-5-58%, AGEEHAKMUT ng);

C, H,-C1 N,0;: MH+ 3+ 3 {4 425.1632, E# 1A 425. 1638 A 0.6 mmu;

n.m.r. (DMSO- d;) S €L3& 2.24 (s, 3H), 4.64 (m, 1H), 5.65 (bs,
1H), 6.43-6.45 (m, 2H), 6.54 (d, 1H), 7.10 (t, 1H), 7.67 (s,

10 1H), 7.74 (d, 1H);
WR -3 - [[2-[[2- G- K&FE) -2- RTEIRE]TEIRE]

-[1, P BRER]-2-9E-5-HZR PR _E 8 (300 ng) F A4
— K44 (106 mg) # 4.
% H] 14 .
R) -3 -[[2-[[2-@B-8AFHK)-2-#ZAI/REIZETRA]
[, -BXET-3-R-4- 58, HHEEHK (2053 ng);
C,H,,C1,N,0: MH+ 3t F-{& 445. 1086, ER|{& 445. 1071 A - 1. 5 mmu;
n.m.r. (CD,0D) 3L €L4 3.10-3.24 (m, 1H), 3.56 (t, 2H), 5.00
(dd, IH), 4.97 (d, 1H), 6.69 (d, 1H), 6.90- 6.92 (m, 2H), 7.20 (t,
1H), 7.22 (t, 3H), 7.29-7.37 (m, 3H), 7.42- 7.50 (m, 3H) 7.50 (d,

1H);
MR -3 -[[2-[[2- 3-&%X) 2-2CRAIRAITEIRA]

-0, -BER]-3-E-4-ZMPE_HKHE (500 ng) e AALA

— K4 (158 mg) #4%F.
25 574 15

R) -3 -[[2-[[2- B-fFK)-2-BCEIRAITEAIRE]
-1, XA -3,4- — B8, HHEBK(205 ng);

C,H,,C1 N,0;: MH+ 314 455. 1374, E®4E 455.1390 A +1. 6 mmu;

n.m r. (CD,0D) 84& éL36 2.97- 3.00 (m, 1H), 3.43- 3.45 (m, 2H),
4.97 (dd, 1H), 6.69 (d, 1H), 6.97-6.99 (m, 2H), 7.20- 7.31 (m,
4H), 7.42 (s, 1H), 7.73 (d, 1H), 8.19 (d, 1H), 8.37 (s, 1H);

HER -3 -[[2-[[2- G- 8fFR)-2-CAIREITAIAE]
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-0, -BER]-3,4- —BBR-_FE %8 (500 ng) f £ A4
— K4 (303 mg) ¥ F.

L) 16

R -3 -[[2-[@Q-££-3-¥&LB D ALITATRE -
[1,1" - BRAET-3-B&, HHEEHK©3.2 ng);

C, H,N,0,: MH+ 3+ 1A 407.1971, F @44 407.1966 A +0.5 mmu;

NMR (CD,0D): S &% 3.14-3.20 (m, 1H), 3.54 (t, 2H), 3.95
~4.04 (m, 2H), 4.23-4.27 (m, 1H), 6.67 (d, 1H), 7.38 (t, 1H),
7.62 (d, 1H), 7.65 (d, 1H), 7.88 (d, 1H), 8.19 (s, 1H);

HER -3 -[[2-[@-&#£E-3- %84/ A)RL1TAIRL] -
(1,1’ - BERA]-3-BBFE 37 ng) fe AT~ KSH (20 mg) £
2:1 VA :K (1 nL) PHAF.

A 17

R -3 -[[2-[[2-C-AFXK)-2-BLATRAEITLHRE] -
(1,1’ -BREX]-3- 8%, HE9E&EHAK113.0 mg);

C,,H,,CINO,;: MH+ #5144 412. 1316, S &4 412.1308 A +0. 8 mmu;

NMR (CD.OD): &4& €3£ 3.09-3.15 (m, 1H), 3.45 (t, 2H), 4.33 (t,
2H), 4.99 (dd, H), 5.01 (s, 1H), 6.96 (d, 1H), 7.47 (s, 1H), 7.65
(d, 1H), 7.92 (d, 1H), 8.20 (s, 1H);

HER-3-[2-[[2- G-KFHA)-2-2ZAIRLITCAE] -
[1,1 - BEE]-3- B8 FE (190. 6 mg) #» A4 42— K 4% (108 mg)
A 3:1 K (12 ml) b 44, |

b 18

3 - [[2R-[[2- B-RFER)-2R-BCEIRE]RETRE] -
[1,1’ -BK¥E K] -4- 8%

¥3 -[[2R-[[2- 3-8 EX)-2R- [[(RTHR) -FHAPaRE]
FICA] [(BTAMBFAIERAI/AIRE]- [, -BEE]-4-
B FHES (289 mg) & AN HEr 1,4 —WEL & (4 wl) P RSB
1.5 00, ZERAHA LA, FHRF 20 24, FEALHGEALY.
MBS TR BEN, FBEBLAPWAET TR BEWRET 3:1 P8
A (10 mL) ¥, A ARAEE—KSH (120 mg) &, FHAFIR. Fi&
BAOWRERSE, AR GEH, A PR S P 88%A RS (15:
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85: 1.5) %M, FIiHMAtLaet, AE&H4K (3] ng).

B EMS (&) (MH) 425

HPLC (C18): % 98.35% MAAH 0. 1%=H LM 10— 100%Z i
- KRB, HEGaEA 12.7 54,

#wBLY 18 XMe) 7 ik H & L& 19- 25 HiLa.

LA 19

3 - [[2R-[[2- B-&XH)-R-FLCHAIAAIBAIRL] -
[1,1’ - BEXE]-2- %%, A& HK238 ng);

BRFEMS (FMEF): (M) 425

HPLC (C18): %6/ 95.5%, MAAH 0.1%=#H LKA 30 - 80% L -
KMEARDEERK, FGMEA 11.8 24, K# 254 nM & ayB L E;

W3 -[[2R-[[2- B- 8EE) - R-[[(RTR)-FEAFARE]
FITEA] [(EBRTELBEAIEATRAIRA]I-IL, U -BEE]-2-
BERPE (575 mg). 4N #5885 1,4- —FER%E % (5 nL) AR LE—K
4% (185 mg) £ 3:1 ¥ - K (10 nl) ¥4 7.

341 20

3 -[[2R-[[2- 3-KEH)-2R-ACEIREIBAIREL] -
[1,1’ -BER]-2,4- — 58, A% EHEHHK (302 ng);

BREMS (FAE-F): (M+H) 469

HPLC (C18): %6 94.2% MA4A 0.1%=R L% 30 - 80K -
K EARSDAERK, BGEAA 8. 71 24k, K@ 254 nM & &R L E;

W3 -[[2R-[[2- 3-&EL)-2R- [[(BTH) —FEFAERLE]
FIZA] [(ERTELBZAIERATIRAIRA] - [, - HEXEX]-2,4
- R % P& (655 ng). AN HEa 1,4 —FERER G o) AR
42— K45 (256 mg) £ 3:1 FE - K (4 ml) ¥HF.

LA 21

5-[3-[[2R-[[2- B-f¥HX)-R-BLHAIREIREIRE]
XE] -3 B, AFHERAK AL ng);

e EMS (Fag-F): (MHH) 426

HPLC (C18): %b/E 94.0% MAA 0. 1%=RLEH 30— 8OKTHF -
KA E AT G RB, Y EY 6.30 54, K@ 254 nM & 6HA K

W 5-[3-[[2R-[[2- B3-8FRXR)-R- [[((RTEA)=-FLAT&
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FAIARICA] (RTEAFLAIREXIAERIRRIEZL] -3 -%w R
& W ES (292 mg). 4N & mes 1,4- —PERE R 5 nl) o A AILE—KS
(65 mg) &£ 3:1 WA - K (3 nL) PR F.

364 22

2-[3-[[2R-[[2- B-KFHX) -2R-ELZATRATREIRE]
XA -3-wER, HHEHEK (268 mg);

CREM (FAE-F): (MHH) 426;

HPLC (C18): %b& 95.5% MAA 0.1%=RL%H 30 - 80%TH -
KAEE AL, HGuEA 4.79 54, BB 254 nM 4 sy BB A,

W 2-[3-[[2R-[[2- (3- &¥K)-2R- [[(WTH)-FHATR
HAJEICE] (RTEABEAIRAIRAIRAIXA] -3 - R R
B 95 (420 mg). AN E Mg 1,4- BB E & (4 nl) f» AAAE— KL
(295 mg) f£ 3:1 WA - K (3 nL) PH .

LB 23

(R)-5-[3-[[2-T[2- B3-KFXHX)-2-RZAIREAITE IR
AIEA]-23- &K -T-XHF%HEKR, AXEHEK AT ng);

C,.H,.C1,N,0,: MH+ # H {4 453. 1581, £# {4 453.1569 A — 1. 2 mmy;

S ER{E: C, 61.04, H, 5.37, N, 5.60; C,H,CIN,0,.0.67LiCl.
0.59H,0 #9 ®3&44: C, 61.04, H, 5.36, N, 5.69;

HR -5-[3-[[2-[[2- B-&FK)-2-[[(RTHE)=-FLYF
ARAIAICE] (RTAR)EAIAAICAIARIFA]-23-=
S-7- %A% HBBFE(691 ng). AN &6 1,4 —FERZEA(10mL)
Fo A QM2 —AK4EW (170 mg) £ 3:1 WH*%%h - K (20 ul) THA.

S 24

R)-5-[3-[[2-[[2-B-fAFHK)-2-FTEAIRLITEIR
AIFE]-3-wkw &k, ALEEKALL mg);

C,,H,,C1,N,0;: MH+ 3+ FL4A 412. 1428, FER A 412. 1425 A - 0. 3 mmu;

n.m.r. (CD,0D) 844 &£ 3.11-3.29 (m, 1H), 3.58 (t, 2H), 4.97
(dd, 1H), 6.76 (d, 1H), 6.97 (s, 1H), 6.99 (d, 1H), 7.26- 7.35 (m,
4H), 7.46 (s, 1H), 8.51 (s, 1H), 8.76 (s, 1H), 9.00 (s, 1H);

WQR-5-[3-[[2-[[2- B-&FR)-2-[(RTEA)=FEYF
ARAIAICA] (RTERABAIREICAIREAIFRE] -3 -w"
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H M TR (251 mg). AN Hme 1,4- —MEEE & (10 wl) & £84b4E—
KL (96 mg) &£ 3:1 W A% - K (20 nl) ¥ H .

F#H) 25

R) -2-[3-[[2-[[2- B-RKFE)-2-BRTLEAIARITEIR
AIER]-4-m B, HHEEKG2 ng);

B EMS (&) (M+H) 412.1;

n.mr. (CD.OD) 342 &% 3.11-3.17 (m, 1H), 3.58 (t, 2H), 4.96
(dd, 1H), 7.46 (s, 1H), 7.75 (d, 1H), 8.21 (s, 1H), 8.59 (d, 1H);

BR -3 -[[2-[[2-@-RRFE)-2-[[(RTR)-FLATR
REIRICA] [(RTEA)ERIAE]ICHIRA] - [FE]-4-wm
- BB R (239 mg). AN HE& 1,4- —FERE& (10 nl) S804
— K4 (55 mg) £ 3:1 W &K, =kwh — K (15.5 mL) VH 7.

L] 26

R -6-[3-[[2- B-fFK) 2-CEAIRLICEIEA]X
AXl-2-wh g #, HRKEEHKGO ng);

C,,H,,N,0,Cl: MH+ 44 412. 1428, £ ®I44 412.1436 A + 0. 9omu;

n.m.r. (CD,0D) ${4¢L4£ 3.24-3.08 (m, 2H), 3.61 (t, 2H), 5.01
(dd, 1H), 6.72 (d, 1H), 7.44 (s, 1H), 7.65 (s, 1H), 7.96- 7.86 (m,
3H);

B R -6-[3-[[2-[[2- B-&FAX) 2-[[RTA=—FL
PREAIAICE] (ERTABEAIEAICAIREIEZR]-2- %
REBRTEAR -6-[3-[[2-[[2- G-R/FER)-2- [[(ERTH)=
PEAPAREIEICAIERTERDELAIRALAICEAIRAIRRE] -2
LT A B850 2.5: | B4 (263 mg). N &&eg — BRI A% (10mL)
Fo B B —KEW (656 ng) /£ (3:1) FE:K (40 nl) FHEF. £
HEELSEPHAE (170 ng) (3 12: 1: 0.1 84 : & £84%
).

B

BRFERLT @QECOF@EDERLHERERFER -RB]kE

B, RERANBKEEEFER, TAHETHAELH A B.
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mg/h
(a) FHAS 250 250
(b)  $L#%E B.P. 210 26
(c) THEBEHA 20 12
(d) Rl &5t B.P. 15
(e) ®HEEE4H 5 3
500 300
Mme B
mg/h mg/h
(a) #FHARS 250 250
(b) 3L#% 150 150 —
(¢) Avicel PH 101 60 26
(d) ZEBREBA 20 12
(e) ZThHtv&ii& B.P. 15 g
(f) HERE 5 3
500 300
“wost C
mg/h
FHRS 100
sLiE 200
h 50
B LH4 508 B. P. 5
s B4 4
359

BHWRSNERTABLER, TRAHETHESS D 4 E. 46

44



aman

------

----------------

HETHAHILBER AREMNRY.

@|_eY D
mg/H
EHRERS 250
G Re 4
i AL 6 €4 NF15 146
400
5
WMeEWE
mg/ A
EFERS 250
3T
FLAE 145
Avicel 100
500
mneHF
10
mng/h
(a) EHRS 500
(b) #EALEFIEHS%FE Methocel KAM Premium) 112
(¢) 3L#EB.P. 53
(d) RTH SRS B.P.C. 28
(&) RMIEEM4E 7
700

A TABIERS QECSBLERESRBPER —REBEE
B, REMANBIEBREFERRITHE.
WmeWmGc BERA)

45



10

15

20

nnnnnn

-----------

Wit 25 mg/ WO MEREMP R EX_FTRLES B E,. BT
HRLUBAE _TERS. FX_TREAXRFTEAHBEIFEAHR
PP EAHEBRTE (Eudragit L) BB T ESHERER, TAHE
MEW CHMARK. BT Eudragit L 24, XSEBLHE R G 10%
(R ESGHEANETETHT) B ENAGLEEARARIBRPHE
. GENBBHNOERE TR _LE. FER=TEMHEHEZT
.-

WA H aRESER)

WA 50 mg/ A BERAVWH R E_TRILEGEE. BT
HELBAE _PHERE. REX_TREAATFEAA B FRATEAAR
Fo P A A TE (Eudragit L) MBFELS R EGR, TAHE
WMAESYFHMAN. BT Eudragit L 24, X BRSHEN OE 10%
(R RBEAHEHNETH) R BANUGLEEARGFHIEPHEE
. GEABBHNOELEX PR _LE. FER=TEFETHZT
B

BEASY

“oPA

WA EEmSd D RS RES, FRAARGHALINAHHRS
AROBRARBRETTAHERE. TlEBAMG S EHE&ETEAS
4 B.

i )
mg/ & &
(a) EHHARH 250
(b) $L# B.P. 143
(c) TLEBRBREHRA 25
(d) =™t 2

420
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ng/ k&
(a) EHARS 250
(b) Macrogol 4000 BP 350
600

Wit ¥ Macrogol 4000 BP &k, HEHRISFETREN T, if
s HMANIBRSARGEPRKEEY, TAHERKE.

i/ ),
mg/ &
EHRERS 250
i3 100
VAR 100
450
10 BAREFERIIETHHARPEESP, FHIEBALIAK
6., BENRKEY, TRAHEKE.
Ho4HE (EHBEKE)
ng/ i &
(a) EHRS 250
(b) A%+ 125
(c) 5L#EB.P. 125
(d) zidask 13
513

15
T FTHEESREASY: AFERE () £ ORI FHR
&, REWNRIFHFEH TR FTFROPLAERRW) &K, HFR
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A B BF SR\ RPBEET.

MeMmF (ki)

mg/ & K
(a) #HFHAS 250
(b) #eLHEE 125
(c)  $L#E BP 125
(d) SRE_FPRLRERH%E 50
() AFEX—_TFTHR-_LH 5
555

Tl THEREREASY: AFERF Q) £ CQORSHFHR
b, REHNERNKF LB TR, FTROGIAUASAEBHN (WHE
BE(d) LR, FPEAE] a5 H A6 B0 R P

meHc MEEEKE)

T THEMSY ESBERE: A S0ng/lKEMERSHH
AR E_PRLKRT%E. RUHBRA LRSI -_TRE. FX-_TFRE
ARPREASEERXFTEAAHEKRATPEARSK VB (Eudragit L) BT
BAOYEERILER, BT EudragitL 245, X &R LWL 5 0.3 10%
(AFARLHENE S BBAUGILEE ARSI PEL
. GEGAEBAOEREA TR -_LE. FER=TEMTH LR
.

BN EHEALSY
B RS 0. 200g
. AR EEZAH (pH 9.0) mE 10ml

/£ 35-40C, RAEBRRSEBEXRRSFREZ AN T, RERH
BITEARE, ZAHMILBEITEZLAY 10 ml HHBK (1 B) F,
%A X FE AR 3 (overseal s) 5 3.
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LA ESA S

EHRS 0. 20g
- 0. 10g
Glycofurol 75 1. 45g
EH A K EEghE 3. 00ml

BEH RS ET glycofurol P. RiEhkATEFERLEMR, MK
£ 3nl. HRASVELBRILESTE, FEHE 3 nl LHERE DK

s (18) ¢,

BRasH
EHRS 0. 25¢g
NPE-Y -5/ 3 1. 50g
il 1. 00g
AP ERRA 0. 005g
ek A 0. 0125ml
sh4t K EEghmE 5. Oml

BEFTRABEME—Fy LK P, FFRALERER. MAETH
RO ER. BAAEkSHBRE, R EAKRENRNEHERR.

10

e )
mg/ &K
EP RS 250
Hard Fat, BP (Witepso) H15 - Dynamit 1770
NoBel)
2020

EBE 45C, ¥ 1/5 Witepsol H15 ¥ A EAAXENHH T .
i EH RS 200ln 75, AR EA WL Silverson HHF T A Bk
AP, AEFHHHGIHA BHERSYBREL 46C, aEFARYT
A F 46 Witepsol H16 FHRBEUAHELRALSN Y. EABFREL
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aa Aesam 0 Aaky AN

2501m R45MM, FAESERET, HE4HZE 40C. £ 38-40C, ¥
2.028 ¥4 THBERGVALINGENTHEY, FEEhHNAHEE

e
(i o

G ECR s o )
mg/##5 R #E #
EFH RS (631m) 250
AH & 380
T EER 363
311Xz 7
1000

¥ LRSS ERRE, FRARRESUEHN AR EL.

2R ALY
RS 200mg
Z,% USP 0. lml
pLEd%E |

10

RELESG R E#HERRSPLE USP KR, FOEELGRA 10
B ELBERF.
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