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7. EEE. LEARRTES. BIRREACAREAELS.
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KA E T BFEARAREAHFIAEN. RAHENCFE
% flmEE, LE. TB. AEERTE, RBX U dnd
R-EANK, Z_FRTBRER_FETH. FRARRTE. TE.
FHASTE, &TERA ERENREY. |

KT HBEIEST, Fli ZRKILKE. LB, 44R. 4R
. PHB. RRIAFAR, REZR LK. |

FE, AKBEEICE+ INCHERELEAMRT, REMWRERE
2+ CTE+TC,

KA Y E AT, EATERESWE( Flxm: 05— 8
) #AT, z |

EHATAEN, BY¥RWAENVEERE! Blnol, HEIE
| Smol o A%BI (Rt R A ERERTERL .

WATR BB, RELPRBRENFAFNESE —FHR, THH
Bk, AEALHBRLELBRETHARXLAR. RAWAIRCHE
TR %%, A48, mRE#R. LEIEH, EF-FFRN
BM KRR GRS UL SRR, ToERRIRNAN. MEA
EHFES TR, A THERK, ALARAERERATTHER
5 RALE M, |

FR( 1Y) Fo( V) o4y by SRR R Bt B38BT R
¥ BT, RFEEAKHR TR T HT

BB TR R R( 11, B =C0-KE) WELSR
WA, BETENHNER SRBRE. ZAh%. TRALH. R4
& EBR K H o

B R B LB AT EF 1NT( - WTEL
T) WIRE Y E AR E T H#AT.

B FRE A, ERTRREENEMAES QB R CEEE
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oh7E . DBUEDABCO,
WA EANEBELRERCIV) F( V) HEHAL. Snol —10mol B
, B Aol —Imol o
BEER LT RANBELTZRLES R LA ERB L BB
NEBREYE, BEBERBLIEREEANLY, Hlin: SEAHHEAEKL
@, RANFEL: . = OBESEN— WabeRer; SONIREERR L |
§— —HARIR[ 3.4.0] — F—5— #( DBN) 1, S— ZHRIRKIF
3.4.0] +—— 15— #( DBU) , thAKERA.
EEWNRAFRKAC IR, i —RREERC-ERE. Z3F
CEBNEERN- (- ZFEEEFTE) N TERA I
BB, RPE A BTk R, 21— UASEE Y, W
J— - — R, -V /- - BB SERREFREAT
RETERFFZAEEE- =( ZFED A ASRES A%
TEBMETEER, AHRE, BRENELHRE, = TERN
— ZEDWEN- FARRE R IR ER A BN BRI

, [cf. J.C. Sheehan, S.L. Ledis,
J. Am. Chem. Soc. 95, 875 (1973); F.E. Frerman et al.,
J. Biol. Chem. 225, 507 (1982) ;. N.B. Benoton, K.
XKluroda, Int. Pept. Prot. Res. 13, 403 (1979%9), 17, 187

(1981)1.

B £ %?‘Fﬁﬂﬂ!ﬁﬂq‘ﬁﬁ‘:m%ﬁﬁﬁﬁ"\ﬁf*ﬁ@( R =C0,H) 0.5
—Imol, MHikl—i. 5mols

Hiﬂﬁﬂiﬁ@iﬁ"#'ﬁﬂﬁ %, T4t EiH4LEIm LR atY
( Bl TEMH) FET, ERIAREFNZ—FHAT, TFET
B, RRE. LERHERSCIINBREY PHET

_23..
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AR EANBEREBRIRLLELAE Y, Pl AL
w. SEMHREAENN. REEELH.

E W — AR TR, fli BBRRE.

B AKBRBEAE—-1TE+200T( ﬁ;ﬁﬂo‘t:éﬂsnt) By I
fé:fﬂ.@ V‘hﬁ’,ﬁ'

Wi H =i 3=C,— (o~ HEER L) WERBEREMENL
HEET. FICTE+IS0CT( BB+ TEHINT) BEEER,
AAHATA . FRARLANSETH: #HRELE. #. §. &=
( ZHFER . L/ Fx, RBEL/ FHK.

FEATEAWBFREFRER, Flm FHRLHE, A/ R

FFHEA, Flinmgrkg. FE. —FXFRE. —4A%¥%. &K
FE OB U

S EI—100at nfEH TH4T. ikl —20atm,

BlhH A EEEERAR( 1) R( 12) A&HW( B=-HC=CH-
B— C=C-) 0. 05— mol, fR#.1—1. Smolo '

BARIED. E. G. LAAMEY ERATHE Y R A SR B 07 5 5%
¥, Hfli BREEFEMSWIEREE( ) FEA( D),
B9 J T |
(1) BEASEVAYZBREERMEBEAEEREEN P, ¥E
N CE+ 1SICHREH Y+ NCEF I0CEREEERN, RSk
T AW T SUEEIBENLS, RASLEE; FEE
FNH T BE. BEAREEARLRLY, RBBE( A T
. WERER RN REE( Pl B o HTERE RF
R g ELRTER. |
(1) BEAEEE LREHNZ —F R LR AT PREAA K
BlFA: (C,—C) — mETAY. HRHEEIRMARIABRAFR

- 24 -
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( C/“Cé) - :ﬁfé%ﬁﬁ'ﬁ( C;_C/o) :%EEE', ’fﬁﬁ&?*}%x 3.]':—
FEGRERAR TR, R CETHSBEN A HET. A
F(Ci—C) — e, (C—C) — mEHER kY, FH4
Kidy, AEZEMMFRAY, REE~(C,—C,) ~ ARER
ftt, & BEEET IR ISR XE. |

ELRBERAT, LEEYRARNR _FEFEE. IMPTREE %
N

FERAREEREIFERRATH, KEALE-HTENTE
ERE( k- 8T EIT) #47, FAZALELE YN, XAZHR
ZE+ 00T, RER+WTE+LIT,

EHEBERTER( ) LAWR oW TRTRY 44,
15 4 | |
g%, WEK( V) LANEFEEH P, LERLELUBY
ETRAR( V) g, BR( VD) #F

R ¥
B. D, RAFR EAERE L. #ER( VI &F:
R~z ©(VII) |
Ho
R AR R AR EX, ERREEA, E,
IRFEWE, HHE;
K=, HEH, EEIRGHAFET, A¥ATEARRED
- 25 -
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AT R Ko
WA BEAE ERERNZ —PHETHT, FARE_FETER

BESICTELIIC, KT TE+ 30T,
PRz, RTEEFSNER THEEME .
ALY FBr SN— BIEHBETER( BFAN- AREHBRTR)

EERBEHZ —( RFRZAEKLK) F, FITE+ 50T mEFH

CTE+0T) fmEETHT
E YRS ERC BAA) HRTFAE: BEARTH. T4t

ZHEFE, RABARTH. FIANNRAEAEERER( V) &

A0 0lmol —0. lmel, 3E0.01mel—0. 05molo
WR( V) ety R Emis T T aE EHE

[cf. J. Chem.

%,

Soé., Perkin Trans. i, (9), 1706 - 1707; J. Chex;n. Soc.,

Chem. Commun., (2), 167 - 1687.

FR( VD) fhedhRFR2EH[ of, Beilstein 5, 19 /5,
1 /5, 1] BHE ML MBS E R .
BR( ) bR EZ S of, B, Beilstein 17,
163: 23, 45: US 4, 355, 040] RETHENFT EH%
BR( 1) WAHREFNAW, Tk LRFEHS.
AR V) A V) RAWREEY, THEHFEHE
S " [cf., e
Beilstein 11/104, R.V. Vitzgert, Uspekhi, Khimii |

32, 3 (1963); Russian Chem. Rev. 32, 1 (1969); Beilstein

=7
4, 877].
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KEPRFBARNELEMTESN( 1) RAHIRANH A HZEE
FAE A

HTFRLBEYREHNHOE ERKKI SXERES, BT
ELAAS R A-11 B0 R BTt B AR T Y 8 i 4 Fo g 8
BRI o hdh, AT TR Bl A B Y £,

B, ©NTAEGYRETREGLERGREFFE M. TH
, BATTRERBITROKE. OAFB, AEWEEL. AHRMEX
R REEHREL. FRYLRAEENd. XAFEERTRHE
AR WG AF I

Y2550 5 o 0 48 30 A A VAR R

WM R TFRBES, Kb, KEHARERZ( K800
—~80mg /kg i.v.) BREE, TABER. HEEREZ K AEX
WMEMEEAR, SF N S EHFRE, S5 E N0l BEBF
HISg MR e BEBFAEAS Y% _E LB NAALRGAESR
HKrebs-Henseleit BEFK, BEEHAEITC, £REGHT:

118 mmol/l NaCl: 2.5 mmol/1 '
‘C"JaCl,_ X 2 Hy0; 1.2 mmol/l KH,PO,; 10 mmol/1l %ﬁ?ﬁlﬂ
4.8 mmol/1 . KCl; 1.4 mmol/l

. Mgsok x 7 Hzo and
25 mmol/l = NaHCO,.

FStathanm UCLE MBI R AAAE( ifd Milhel nEEDSM Aalen)
LI ENE WG, FREFHARA/DERE( RLEST0, Keithley
Munich) 3P, LAHFFEWA & ( RC) HEMHE—%K. XTFTH
—DRC, ERIASERERFLARIBIFRE. FXRCE, &F
REITR PRI EHERA LRERBASDH / SHRI0K) o
WE B 4, IR, KR E LB REE.

...27._




HT#—FHRHFARZT R AT, FEFHIALHE =DRCH
BEENSZRE. ELANRCZE, EE-RNBLAHZWERELE
WimTFRERF, HEEAE . EXHFERLT, F—IEZHHAE
&4 R A B L2 R #a

NEFREEFERE( F—AELAHER=100p1)

KC1 | 22.7;32.7;42.7:52.7 mmol/1
- T FBE 3%107%;3x107%;3%1077; 3%x107® g/ml
S5— &R 107%;1077;107%;107° g/ml
B-HT 920 1077;107%:10°° - g/ml
A B 107;107%;107 g/ml
i & 2= ek Ak 3x107%;107%;3x107%; 1077 g/ml

B Coo ( B0 %ERBAAWHRE) , ERFRTHEK
B#EFH A WABRAMN) SLHFHE.

S B B 5 KA K A L2 E 4 4 A e AF B TR AKL L 3 R
BT oK, (BT A 47 AR U A B R K
g RA B RIE T A SR
A

TR T 2 R L4 4 B AN 0 5 T R B R M 2
[Cso( mol /1)

Ex. No.: ATIT RC1l
T > 2.2%x10°* -
IT 4.1x1078 > 107

_28_.



W, A B R LA My 3 DR AR B O R A A e K
1435 B |

AERAHEE L BAR( F) BHS L RRKITZAEN
AEAER.

HRBUAFHEE L RERLSEWEE DBREE( AC) H
Ultra-Turrax{ Janke & Kuonkel, Staufen i. B.) EEBBERYIE
B BN R Y, BRAECEERS AR

Bk A b R R A b A S IRAKT T R B SE LB 4 ACs A
AT, WEERA 50, ERACEHSEMHEC S0 0ng)
— dn A WK 3— S1M) . RBE R SInMEZE FERE T
by, pRT.2, SuM MgCl,, 0.25% BSA) fofEplteth. ERTE
0B E, FEBAIEEAELRE( Vatm GF/C) ik s
ALk SEA WK AT, B A WM R A koA o (50
DM 22 S L W R HCL, pHT. 4, S% PEGE000) HE B
L. FEANAH T RSELEENE, ATENRF TR S
B ABKi 0/ B CootE( Ki: 3T BT BB A Cop 9 8 IEAH
Wﬂﬁ:Hﬁﬁ%%ﬁ%%@w%ﬁﬁ%%%ﬁ%%%%%mﬁ)

AR R b A 3T LA B IR R

S E AR RS i g A vE M, RAEIMRBERR
( media explam technique) AW kR E SRR M Al R
Ross, 1. Cell. Biol. 50, 172, 1971] #EZAMBH TEIRIF
m—4g A4 FLE) FEMFIN FTFUCTRER X, LRMAE
1.5 9%FCS T, 5 %NCS, toM L— A& B Al oM HEPES, pHT. 4 5% CO
L WRE, M St ER BRI R, R AL
EH s EER A, FERAERAAS. 16—,
L G-, B ANEE, WA R ENERTOA- AR

_29_




DNAWY F2 ¥ o

SREMAEREE ETESHBRBHREN, FLANFHE
WAl A A T B B R AL BAEA, sl AL ERAR. A
AL A, SEF. B, LK. BRERRER ELRERF, B
7L A A B R E A LT B A4 4 BORAH 0. S— 90 %(
E) , ¥, EUXEFFAERENAE,

Bl ABEF / BEARREECADTHESF, ELHAR
i Fe / RS, BT AEVAEFMEABH, FlnE o A AR
o

UERFTREYE, BFREURIEHELY, AARETLHHER
R T,

Ve b, TR M AR BRI ] T e Al L RE

B WEIEH: HRAHELL 001 —lng /g kE, REFN
0. 01—, Sng /g RETRABFREE, ARLHAARAA 01—
Tmg /g fRE, EIFH I —l0ng /LR E

R, LEMREEERLHRE, MR oAk,
A FRRALEE, FHAARE LANFEEE, Hik, K&
WRT, THAMETFELRRNENSYELRY, TES —BHAT
BFA PRAEN R, SEERNRAN, REFUEE-—RAS
R K EFI B,

s il

A= —HRERE: FE = 10 1
= —4%¥%: ¥B =50 |
= —/Ewr . ¥E = 120: 1
= FhEt: ZHRZE =11
- AR LB =1 |

=1 o o ==
I
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F = 4%k : F%& =3

C = —4%¥%: FB: T® =9 :1: 0.1
H= ZBRZOE : Falt =1 3

| = M7 FwE =371

] = B fwlE =4 |

K = ZBRZ®E : Fwl =1 |

L = ZB®ZE : Aws = 10 1

M= Fwi: CEBRLE =5 @ |

N = Fol: 8 =5 |

0 = WHF . —H~F: KT®H =75 11 3
P = —“HHEE . FE =95

\ = ZHZE . 8 =4 1

TRy E X

4l = AFPERATARRE T, AT RAERAERS T
dia A/rac = RE(ERFHHIEERK

dia B/rac = REMEBAKEIINHEER

dia A/ent = RIEEFHIEXBRAK( —PXTBRAE)

fia B /ent = REEEARA T BA( —A st Bek)

2dia /ent = WA BRA A B 3k X B B R A4

rac = AN AEK

ent = XTBRAK

FE A4
LRP |
§— FEFFFTEHK T




ch©\

COQC(CH3)3

Hdshg( dml) 4— FRARXZLZE. 113 1( 12mel) AT EFRIg
(0.74mol) ZWAEIEMEETL | ZEFHPE, MA630g( 3. Imol)
THREERAC IR AT —|FRY) 2E, BEHEST
TH A0 NET, TEAFRREREFAAN0 —EF 5k, HILEA
500ml INBRBRFAEXFTAR. REFIAE, FEMH.

FPE: 408 ( PR %)
#AE: 13—78C /0. 2on

SEH | 2
1— IREFE- 11— (- FHEEKHE) TERH T

H,C
COZC(CHB)Z”

EREBAETEE. S0 0.3n0l) RTHEFFNCTTHI0
DMF ¥, iAmS1.6g( 0.25mol) 4— FEFRE B TEHEHADMF( 2500l
) Bl BAWAEICT TN LHWAAES—ISTHAI2. 20l ( 0. Imol
) BARIKREEHDMF( 150ml) B, BAWEISTTHANDE, K
WE, RYWAHTTA/ 8P, ZRERRBRY TR KYE, #~

E
U%%EEO
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R 675 ( FERIT.5%)
BEE 51—531T

LR 1
1—(4— BEEER) —1- FRELBRKTH

O

CO,C(CH,);

#97 45 ( 0. 1mol) 21— FRRE—1— ( 4— FEERE) - TEKRT
WEFI00 WEAREY, BAMKER. N SLBEA-RTHE
A AE. Tg( 0. 105mol) N— BRRFEHBKIE, RAWHEEER
LA, AHEIT, NESHBTRFRY. RAERERE, FHITEY
&, RGEE( 40 /60) ¥WIFT R
FE: Mg FEST%)

BEE: 13—16T

LM
%(¢—Eﬁ$ﬁ&ﬁ%%$@-%—%&%LﬁﬁTﬁ

FyC —— 0,5—— O :
CH—— CO;— C(CHs)s

_33_




ZVCT, #14.1g( SSmmol ) ZRFHEREFFWENT. 85( S0mmel)
1-( 4— BH-FH) - 1- FRECERKTEARE( 15al) FRYP
. FIRTHEHMI N EENKKF. EFEHAXRLER I~
, REEREAM( CHCL)

FE: 1.1 ( LA HRIL %)
RE(CH,Cly ): 0.9

SEHE S
1— (- THEHRE-FH) -1 -FRETLBRNTH

CH—— CO,—— C(CHa)s

2. 04g( Smmol) %)}EMMJG%%, [.58g( Smmol) =THTLE
F4gFn1 . 17( 3umol) LiCl AmANZwkvigZERE( 46mg) FoPd( dba)
( Shmg) PAN— A REE( 20nl) ERF. FREZ R THHS
AN, REMWMANK. AALEE. FRMEFERAEREAN, &1 14
( 30.0%) ARALEH.
M(Eﬁﬁ/lﬁltﬂ:ow

oy
1—[ 4= (21— B FE) FH] - 1- FRE- TCERTHE

_.34_




HO—

2

RSN

)C T H 8 mg (1. Sémmol ) BRIRE AN EHHS by
( 400mg, 1. 4mmol) MHCH.Cl, ( 0.3nl) BHW¥, BAEYWEZTETH
Mo NEE 80 C TR N, REMALN L] B0 (5. Smmol) |
1130 Hy0,( 4. 6mmol) FS13p ! NaOH( IM, 1. 5dmmol) , B
AEFNCTHETFEZETHEIS NN, Z2EHARLEF4T0g =Y, A
R B AT o
FE: ng( 34.5%) HALED
RE( Bl B 1:1) @ 0,24

LR T
1—[ 4= ( 11— FEHHATHE) FH) -1 - FRETERRTH

H3C——©— S0,— 0 — (CH2)2—©\ |

CH~— CO,— C(CHs)s
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{CT, #6Smg( 0.34omol ) WEARBMBLAWAI0ng( 0.33nool)
SEHF 6 A4, 48mg( 0. 3donol ) = ZERFdng( 0. 03omel ) ZE &
ZEECHCl ( 350p 1) BHRY, BAWAEIC TR A, FE
FRTHI AR, At2ul (0. 66mmel) &, FETHE. S,
mdp | TER, RAAAEREY, BHEE, SRKREN( FER/ T
BELIS: 1) 2103ng( §7%) WAL SH. |
REC BBt/ 8 1:1) : 0.78

LA 8 |
I—[ 4= (- BEFHER) X&) - 1-FRE- 0BETE

HO

CH——- COz_— C(CH3)3

1. Twg( 5. 0mmel) 3—3T£$%ﬁ§“3nﬁﬁ?ﬁ\ {6mg = vk
HEERE. 1. 27¢( 30mmol) LiClFS0mg Pd( dba), AmE2. 04g( 5. dumol)
SEHI AN F AR 10nl) BT, FIH R B RAE
ERTHM.SADH, AARE. FREGESEKEN FHE/ 7
BRCES: 1), Fiitng( F&: 51.5%) FALEY
RE( Fwm@t/ B 7:3) @ 0.34 ‘

LA 9
= 4=(1—- BEE) FHE] - 1-FRETBKTE

- 36 -




HO .

CH—— CO,— C(CHaj)s

$#300mg( 0. 94nmol) M A mE EIIng 4/ KRS 5
inl ZEHRMRERY, EOCHIEEN THIL AN (/6. A
REFRFEELEEAARE, EZRhiePELRRS, FRE
S RAREREN( AwE/ TR, FMng( 11%) -
&4
RE( Gl / B 7:3) @ 0.34

M 10
- [ 4= (1 PRHEGREAETE) X&) -1- ARE- TRATH

H3c—©—— SO,— 0= (CH2)3—©— CH— CO;— C(CHy);

FVCT, #96p1( 0.69mmol) ZZHEFng( 0. 06mmol) —F
& St vy v hn 3| LAY A4 ( 2100mg, 0.63mmol) BYCH,CL ( 650u1)
B, MIBE T ing( 0. 6%umel) FRBMEBR, HARLWE
BABEEE, L6ARE, Mgl (1. 26mml) &, BAHBI. S
NeE, HAAIE. FEERSEEEN( BHE/ ZRTEI0LD ,

_37_




Bling( FR: ST%) HFALEH-
RE( Hodmk/ B 20:1) @ 015

SERH] L
1, 1— ZEHE-1— (4- FERE) TBRRTH

©>< CO,C(CHs)4

H.C CH,

H,C

AVCTT, #30g( 0. 145mol) 4— WHEKIE LB T B #yDMF
( 1750l) BMPLETR AN 65¢ 0.175mmol ) AT FE4FHDUF( 70
al) AW, BWEISH4E, BAETRERMMS( 0.175m0l) BT
EWDME( [00nl) K. BRERERE, HRSAHEAIE, BRH
F)C, mA T4 HDMF BT AR aE B DMF A B R E R AR
REEE, RAMAET LBAAY, At ZBEHFEAUL
P ok B4 T e 3t LA, A
FE 16,50 FE: 18%)

SEHEA 12

J— (4— AEE-ER) - CRTFE
Br -

L@\/ CO,CH;

_38_




#e5g( 1mmol) 1— ( 4— BEE- EHX) — TEHM, 1- _FE
EFHE( Slal) BERAANI RKIER, EERTHRHFIE, RHE,
WEAEE, BRAWERKE, ERTHRARN.

f“‘%: 5.38( FFE: >991%)

SEMEF 13
1— [ d—( 21— THE—{— & - FEEHE— vknp— |- - W) KX

] - ZE
L‘()\/cozH

VCF, #3.3g( 9. Somol) 2—[ 4— (21— TH— 41— H—5— ¥t
ke - A FE) - K] ZRFEEET0 ZHNF/
AC 1), FiAm0 g 10 4nmol) BRMAL—AKAHHAK( Sul)
B, FEBE. TRTRMNEE, BOWREEL, AARE.
ZE R, AHAINARERL, ALRIBERIK, £HLRTH
H, RRBRATR RE.

FE: 1.1 ( FE>II%)

M 14
71— ( 1H— skt d) — 21— §— TERRTE

_39_




AICT, #58.5¢( 0.79mol) MTEBERASAFT mE100y
(0.79mol) EBRAMTHF( 1.31) ¥ P, Fedid. 0 CTREHIA
BhJE, PRS0 A4F BT EIRAI61g( 2. 3Tnol) BRHMTER( 0.7 1) WA,
BEaisosa, DRREAY, REREEL L, FHR, FTAWRE,
VCREAALABTHEDSR, AgEdREDR.

R 1375 FER: 39%)

JH_NMR (250 MHz, CDCl,): § = 1.63 (s, 9¥, 4xTH ).
LHBH| 1S
1— (4 FEXRHE) -1-A- CERATHE

H,C

CO,C(CHa)s

A—-13CT, #0711 A EFERMEHIMERC 0. Tnol) BEK
AP RmE - ( IH— sk ) — 21— A~ TERATE( 136.9g, 0.7m
nol) BYTHF( 2.51) 3, EeBd, AMAEEREGHERHREIT,

_.40_




ENWKAKS, ALBERZK, REmANTRUBENC. &5 TR
H, FANLAAEE S, RRHNTE, & 0EE

B 17.35( PR 50%) |

#a 116—119C( lonHg)

LB 16
1— ( 4— FEFHE) —1- FH- - BE- TRRTH

OH
CO,C(CHs)s

AVCT, #30nl IMERLE( 60nmol) HE/ ZE( 3:1) BEXK
EESATHETREME- (41— FE- KR —1- A ZRAT
@ﬂ( (3.2g, §0mmol) BHTHF( 70ml) FHWWP, EA%Eim‘FE&#

MNedo Fi0nl ZEEBEAH. HETEA S AP, RINZ B
%u, FZEERZ K. 2FEM, RRETRIRE, FURAER
60 BT, FA0—60FE/ ZBRTE( 1) K.

FE 13,14 ;—*ﬁ$ 14 %)

H,C

L 17
1— ( §4— BHEEH) —2—%%— Ay

- 41 -




HsC
O CO,H

#1.49g( Smmol) 1— ( 4— HHE—- XKX) —1— FH-—1- £F-
CER TR AT 60nl) AEL6. 30l ( d0onel) = ZEEE
Fa12. 6nl ( 60mmol) ZHZEABRASHWEZLBTHA N, Htlol
KEBRBEY, ABFRBREHKERAT EMEN T, F#KFo.
%hEHAAE, AR REAHERFER. S4ENH, HRHT
B, whyE. W4, FRSEREN, AEWE/ ZBRIEC 64)
FE0.80g( FE: 11%)

SEHG 18
S—[ (1=3RE) —1-(1—- FEFXH) | - FL—m»

_42_




H10.5g( 97.8mmol ) 21— FRRFE—1-( I— FHEXE) - THFE
F350ml DMF p.a. W, Amé3.6g( 97.8mmol) HA A4, 13y
(97.30m01) ZZERME, BAWHBER Nt B 5 I Wik
%, Bo4H LBER, FIASIMEENHERREERY, TR
KA I MG EE B, AR CBER, BREXARRS TR EX.
' 20.0g( 82. 4dnmol)

RE( —@ Fht: FEE=20:1) :0.40

LR 1Y
S—[ (1—3FR&E) —1- (31— FEHFH) ] F—1- =ZxF
W e

19, 9g( 2. 0mmol) SEMEFISHWETIInl —EFRF S
24.8¢( 86.7nmol) ARZEELEA. Tg( 98, Tomol ) AREZEXF I
F113.7¢( 93. Tomol ) = TIRAEZTE TR, BAWKRKALN
ol A, 200 [ MAFAEERANL 00nl Kk, HHLAEAMBRH T, KE,
EHEZETAERLERN T2~
B 38.8g( 80, lamol)
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RE( BZE) 10,40

SERH| 10702
1- FRHE— 1 (- FERE) - TR 10
1, 1— ZERRE- - (- FEXHE) - TH( 1D

H,C HsC
| CN O CN

(20) (21)

el TEA( 6.6g; 5%mmol) - T T mEli— WEFRE- T
BE( 5.0g; 3tmmol) FOEIRRAEM( 5. 7ol S3mmol) EYDMF( Tlml) ¥
B, BAWERTHSIR. KEERAIM KHS0,#a( PH—)
B, K. REWH _EFEEM, ARZK, mRHTE, K.
. AERIRRGN( B/ LRUE—HERK) , BEILC
( Lichroprep Si60, Bp ZBRZE=10:1) #1.45g 2, 1— 23R
H—1— EFEH— L FEI.8%; RI=0.53( 2F LRLUE=
(0:1) ] - FFRAE—1-( 4— FEEX) — TH( 7HES6.5%; R
[=0.4) FedERT

SEHH] 1)
S—-[ 1— FRRE—1— (- FHEXHE) FA] —@m%
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H,C

ERAAF, WEEFLIEH( 7.2g;, Jtomel) = ZEEAMAE
( 18g; 0.13mol) FeBERH( 8.2g; 0.13mol) BYDMF( 110ml) ¥
WA E 0 Dot R BREWIRSE, FIM XS0 B HBRE, &
TR CR OB Y. REAA, RBRHTHE, REF g FE
Rl ERFE: 8.7y, REAHDMF; Rf: 0.53( Z&A ¥ FE:
ZEE=20:1:0.1) ]

LHEH 23
S—[ 1= FFRE- 11— (- FHEXH) ] —1-=ZxKFHm=
C(CeHs)s
H,C | N
N/ \N
L

AR A L0 SR 6amol) , ZHEPEK
(11.5g; 4lomol) F=Z( 7.0nl; 49mmol) W& FHE( 160ml)
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WA RS N, BH)EHIM KES0e B R ik, TBmay T, %
Wo RAWRCKE/ LRIE( 5:1) FE, dRBI. 1 EEIKE
[ #63.8%; . p.: 1I8T—I39C;

RE:0.58( Bl ZERZE=5:1) ]

SEHF 24 Fol S

S—[ 1= (44— REE-FXH) — |- FRE- FH] —21- =%
- T 24)

S—[ 1l—®—1— ( 4— BFH— F3) —1— FxRE- FH] -2
— ZHFEHE- me( 15)

C(C5H5)3
Br

(24) (25)

P et ( 5. 0g; [lomel)  N— RIFHBEIERK( 2. 1yg;
llomol) Fe—F|G@EER TR EEAHC 5000l ) I 77 B B 72 A
Bf, AH, . RER G RARRAS T _RAGHBES( E
wWEE: §5.9g)

LR 26
S—{ 1= RE-1-[ 4— (1 TH4-F - FHE- %

- 4§ -

e ——————



- |- - W) —RE] - FR} -1- ZFFHE- O

| N “
4 ,
N |

—HCT, #¥2— THE~-4—-F—5— FH— ket 1.53g; 8.2
mmol) #YDMF( 60nl) BEHAFAE0 %A/ B R oA 0.3
g; llmmol) BYDMF( 30ml) BERY, B CTHBIS S8 — 10
CTHEHFIIE( 6. 6gAH%; [lomol) FDMF( 60ml) BHEF
WERAME, BAWEBTREIE. R4 BEREN( FX
TERZE=9:1) B2 g FaMRA AR %, RI:0.5T( T
LR CE=5:1) ]

LM 21
1— (- HEHE-FH) -2, 1- ZFRE- LK

CN

512
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BT AL ¢ A A e AL, L 18R YA
WKL FE: 10%; RE: 0.58( The: ZRRZE=10:1) ] .

SR 28
1— TH—5— BFHE— 44— 21— sk

¥d— DMAP( |.2g; l0mmol) FoN— #EZE=ABETL BE( 25g; [llmmol)
FoE)— THE—d— BFE- sk ( 15.4g; 100mmol) B§ZERHR
( 20ml) Fo1— FHEAEZE( 140al) FRF, BeWESICTHH
W KRB G EEEH( BhFE 18, TRLHE— SR
BET R B

H T REZ A, ¥ BERA LR IEERE, RS%NHCO &
WA B R e k. AW TR, B4, & EeBE®] &
HOT%: mop. 135—0CT( A4 ; RI:0.24( ZEER FBEE=10:1) ,

LR 19
1— TH—5— FEHE- - 2R
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N 1
HCA/\(I
3 : CHO

Ha BAy 4 ( 125y, 2128mmol ) #ZK( 320ml) EHAnE| A1
A4 41y, #E; Somol ) WZBRTE( Yinl) BERYF, Bew
WHIR. KA CRZERE =K, REANIOEL, BRALR
LB AFAENA, AS%REHNHCOR R Fotfr R AHBER %
#, TH. RE. RRWERKEEN( S/ LRIE, HEEH ,
By g FREAR] AR Y%; no p d0—85T; RE:0.54( —HEE R
HE=10:1) ,

SEREH] 10
(1— HF#F—FH) - HEaFLIRE

OH x HCI

H,N OH

1. 18g( (0mmol) (21— B FR) - HERTFTEEREET
Mol TATHRS, FZIE(15T) T53.34g( umol) = TR Y
g( 2lomel) ZHFEFHEERRE LIS, REHIIE, FILAKTHF %
M, RAEISCTTEHEAAEECI.T6g /18 0mmol) KM REKRE
TERF, REATKTHF %, Kk, BeWHA TBBHERE( pH=10) .
FIIME B KA R Epl =2, ZH¥E, LETHR. 7.1y
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( 6.)mmol)
RI:0.38(C BRALHI: BABA+)
+ 6 AR BABA By ) -

#2000l ZEET &, J6ml ETE, [00nl JKZBRF60nl FHK
(47 9ml 1/ 1SMBBR — 4P AGERA. nl |/ ISMBEBR & — K
HOBEaH) BARY, FHAERERRA

Fpr a4 F KA E R F30 B 7 4 &

F 1
R
x HClI
N OH
gBS R KRB
31 1-0H 0.1 — R ¥k =51
32 §-0H 0.34 BABA:
SLHEH] 33
1—[ 4= ( 21— TH—i— §—5— Foheid— sk |- H— ¥E)
F#E] - LHRER Cl '

N«\g\
,
HaC-(CHy) 4 /AN CHO

o~
\ .

I -50




3 LT A6 7 ok A

B8 2]
M 1
1= 4= (1 THE— - AT FEE- ke - E- B KX
] —1—-FRE- CBERTE
Cl

N
NP A ‘& CHO

Qt

CO,C(CH3)3

AERFPEREIFEF, #H1.6g( 0.05Imol) E (30 %3RE)
EZF50nl DMFH, 0CTF, #Amlog( 0.053mel) 21— TH—5— HE
H— g Kook FEI, 11THA) MONF( L00ml) B, BAY
TEOC TS 8k, WAmis. 9g( 0.053mol) 2—( 4— HEFH) Kt
—1— FRRE B TEHDME( 100nl) B, BAHAEICT TR
NEE, EEBH, BRAWRBRECHPELE, REE, U-KFE
HUILF, SRR 0 B |
FEO16.13( FE: 66.1%)

B 101—1017C




KM 11
1= [ 4= (21— TH- - F—5— FHHE- vk - - FH) xH&
] —1—-FRHE- TR

Cl.

‘ N
H.C
’ \/\/4;&(:}{0

CO,H

H#2.3g( Somol) ZEMH HAWETS ol —AF K0l ZHKTE
F, ST TS M. RER, HMBERA AT/ FEC 100:5) 1F
T BEES0 BT
FPE: L8g( FFE: $T.8%)
EE: 95—98T

B 111
N— i FEEHEEE— - [ - (1- TH- (- f—3— FRE
~ vk |- - FR) - FE] - 1- RRETEE
Cl

. |
NN { ‘\g\ CHO

N




1. 25( 2. 6nmol ) SEMHII LA HBMAI (nl THF &, #RIEHE)
CTRRAWNI. 120l ( 5. 2mmel ) ZZ B, 0.23nl( 2. %mmel) ERE
R~ 320mg( 2. 6mmol ) DMAPFuS3Smp( 3. Immol) 4— 3 3Ead Ry
THR( 10ml) &, BAHTISTHA0E, An0. dnl K Z B F3 0l
K, Fiinl ZRIEHERAWRBZK, REANH, BEPU-EZ
Foo/ FEC 100:2) ABRBA ZRE RS BT,

FE: LY ( FE910.3%)
Bk s §5C

SERP] TV

N—d— FHEEFEGH— - [ - (11— TR —F—5— B3 v
— okm— | — - FHE— FH] - 1- FRETER |

e \/\/2I ‘\§\
7 CH,OH

#s556mg( lomol) LA LA4ETI0nl FlEP, 25
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37.8mg( lomol) AR . 15040 )5, Mmool X, BEYWAR
HBmEMA, Aol ZRIEERFER. A HAREHN TR, K%
R BRI B, ULRTE/ TwE( 1:1) %K.

B S02mg( R0 %) |

HAE: §6T

Exe v
2= [ A= (2= THE - F- - T k- - FE— )
- FHE] - 1- FRETRL- XEH AR

Cl
e A -
3\/\/&N CHO

5
/?\/OH
NH

¥325mg( 0. 79mol) SRAEFIT A& TFS5ul THFFO. 22ml ( 1. 538
mmol) ZZBE®, — 30T TimA0.07nl ( 0.87omel) FH#HEER, BL
MBI 0 446, Am9Tmg( 0.79nmol) DMAPA®I30mg( 0.96mmol) L— 3%
HEHEBWWTIF( Snl) BER, BEPWHEISTTHAL DB, folonl X
G, F0.15nl XRZBEBABAY, RAliol WZRBE, HHHEARR
WTRFARE, LB/ DB 1:1) SREA¥ZRKDER
F60 B AT
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FE: 16dng( FE64%)
B E: 116T

LR VI |
1= [ 4= 21— ( RE- FE) — FFvkn— 11— XK) FH] K} -
1— R RE- BT

HOOC\«/\\/AE_T(::>

N

CO,C(CH3);

9. 7g( 20mmol ) SEHBXVIAHET 00l FEBF, ERTS
nl IMERRAK B /N e R, Aml00nl &, FINBESREH
BREWEY EP. RRBTBNE, A%, EZEABER FE.
FE: ). g
RE=0.31( A E%: E8=10:1)

F1A0UT R T M AL M R4 S B0 T SEAE 1 - V1 Wy 7 o 4480
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HN-OO-
oY

A 6£°0 . 1t X
gl = e ety T I =T I o
A P10 Io\J\Iz.oo. 1 1X
T i)
11 070 100" H X
A 010 Lo O H Xl
i
I £C0 H'0D- 10700 MIA "0
!
11 £0°0 1120D- H'0D- 1A
M RCEGHTR R /7 Ry 1 -oN x3
y
N ufHol
Qi
N
I




1 a svo $tH0)D-t0D- ¢ qIptod> AX

11 v 5 Hod- 0 H ATX
Al g 970 51@ ‘oS HN 0 0 1 HIX
3

. BIEWE LR R u , T ‘ON :

) T ¥
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I g SI'o H0D -00-HN-HD- D) XIX
I LAY H0D- 410410 HAX
Al 4 680 §..©L8.§.8. .ou.:z.w._u-ns._uv,, AX.
A 8 70 :o\/_\xz.oo. -02-HN-HD-H*HD) IAX
W'

ML % 4% /Y A 1 "OoN X3
_ou_\ut/_zﬂa |

19 IT
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SERF XX

[ 4[5 (21 TH = Fim = PRS- ke (= )
W] EE] —1- FRAECE

H,C~—(CH)s /k ‘g\ CHO

(CH2)3

CH- CO,- C(CH,),

O

Himg( 0.25mmol ) NaHmZE|dTmg( 0.254mmol ) 2— TH- - &
—5— WELE— sk DMR( 259 1) BAY, RAYEICTHM. A
ito #REANI20mg( 0.25mmol) EHAVALAHFLII, BEAHERT
BEINK, HE T T TREN NG, KAEEAEEY, SREKE
M BBt/ TR0 1) 4B46mp( I18%) AREALEW.

RI( BBt/ Z®ES: 1) : 0,43

SR XX
Yo [ A= [ 1= ( 1= TH— - i s— FEE— ku— - )
7] HE] —1- FARLERTE
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| o |
N
zlj&-
H,C—(CHj); N CHO

!
(CH,), -

CH- COz" C(CH3)3

O

6. 6mg ( 0. 22mmol) NaHE80 % R EH 4y o8 A A0 T F w3
¢3mg( 0. 23mmol) 21— TH—4— i~ 5— FEE— skl DMF( 2504 1)
BHEEP, BAEWAZERE TR AN, WwAI00ng( 0.220m0]) £
1 {444 B9DMF( 250 1) BAF0ng Lil, SE%%OU‘Fﬁ#M\B&,
AEZETHAE, YHALEEME, SERENE ng( 3
%) FRAAA Y
RI( At/ ZEES: 1) ¢ 0. 42

FI 1T Al VT AR LA 43 0T SCOF A 81 09 SEAE 4 0 3% ) &
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Al D:9Z1-b2 @l\l HOUDD IXXX
hI Do56-€6 % OHD XXX
Al ob01-201 HO™HO XIXX
n&U
REERE A B (79, du o _m.ozs

~£]-




1§l D.78-08 OHD HIAXYX
e
Al (D) 660 | D@I HOMID IIAXX
it DobL-TL D ©| 0l IAXX
Al D6061-881 . @lufl HO®HD AXX
1) 0086796 © O OHD AIXX
Al 0,966 ‘Ho- HO'HD HIXX
111 Dol 8-6L tHo- - OHD XX
 ABCEWIER LS M ()70, d"u A R “oN xa
v ’
NcNOmIzm
0
.c N
12 N e
$IIT © o

— L2 -




EUAMWT.ush*

1oL d F0SHNOD"
X NOD 11 n:oU. TIAXXX
1INOD-
Ho Y’ H 5119)- TAXXX
4190
INARY ovl (1) 670 . 100D- i 19D AXXX
INTEIRD oul (1670 »x]0L d TOSHINOD- HO SH9D- ATXXX
1INOD-
. . S1a9-
ALOl-bl B ) 9€'0 :onxzwuﬂ HO - H%D ITIXXX
AUOI-PL 0wl () oro HO0D- HO ‘WO TIXXX
 MABRELHT
. RREEE . ()’ R A Rt “ON x3
1] i
M
NEES

(3~




S M AR XXXV
1—[ 4—( 21— TH—5— FEE— skud— 11— ) FX) xH)
—1— RRE- TR

N
H4C /\A&;&CHO

CO,C(CH,)3

#21.8g( 47, 5mmol ) 2—[ 4—( 21— THH—i— £—5— FHpH-
sewp— | — - FHR) XHE] —1- FXRE- TERRTEE FE( 200
ml ) WAL 1g4n / EHR( RENI%) Fo6.47g( 47. 5omol) &
BRYZAREHWEET, EIEHEASEN TEAK DE, HERFEL
FPEE, REEHE, BRAWUCRTE/ FwE( 1) HrMNs
B8 0 B A |
FE: 1g( £ %)

RE( 2R 8/ Gwmlk—1:1) @ 041

SEHE ] XXKT X

(B By —[ 1= ETHE-1-{ (|- HTEREE- |- FRE-
FRER— - ) - FE} -1 k- - F] ), - RERRT
Ee
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<
hae 7 N P~IF co, Gt

CO,C(CH3)s

ERPEA AT, #150ng( 10, danol) EMH( RE%) &
¥F0ml THFS, 15T TFRimm. 18g( 8. 7amel ) 4— BEEIR=THE,
SBAM TS C TR e, w2, S4g( 6. 0mmol) 2—[ 4—( 21— E
TH—5— FEEH— k- |- X FH) XE] -1- FEAE- TR
A TEHTHEF( 10ol) #EK. BAEW TS CTTHHN . KEE,
REMHEFAK/ ZROEF, AIHARRS TR, KE. 28U
BEERRGOEN, UTZBTE/ Bdm( 1:2) %MK
R 1. Sg( FFEIL%) ,

RE( BB/ AwiEE=1:1) 10,55

LHF XL |
(B, B)—[ 1— ETHE-21—{ ( |- %E-1-FRFE) FL£-F
H—4— ) WH) - - k- 5— ] -2, - ROBRTE

N .
! W

COOH
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EAF AL, L 44g( 2. 7Tomol ) SEMEHIXXXVIT & K BLo
B9 ( R 100%)
RE( BB/ AmB=1:1):10.4

SEHE B XL

J—[ - ET#E-1-{ (|- RTHEEE-1-FRE) FH-
FR—- ) - FE) -k F] —3-FE-1-(1-
) FE- WRYHE

/ \

N \ S
Hao = N CO,CH
3 N" " Ay 3

C02C(CH3)3

E-TCTF, #7200 | (METEENELREERERTFERK
ByE AL 24g( 12.25mmol ) N, N— —RWREWTHF( (§nl) BFHEF.
REBAYEHEBRHKREIC, FAHE-11T, mAlL 19g( 10. Sumol)
3—%%%%&?%%WHSM)aﬁoﬁ%%E—HCTﬁﬁ“ﬁ
4 e A1.98g( 7.0mmol) ZEMHIXLILE4THF( Sol) BRE, BeW
F-1ICTHBAI4, KREZBEAZFIST, wliul AR MEE
®, BAWHCRTEEE( Sinl x3) , HYMARRS TR K
o BRAHWBREREN, UTRTE/ FHB( 1) %K.

FE 1. 0g( FRI6%)
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RI( ZBRZE/ AxdBd:1) :0.37

SEHE XL T

J— TBREH-I1-[ 1- ETHE-1-{ |- RTAEHER- - FRE
) PRER— - &) FHE} - (H— k- 5—-F] —1-( 1-ERHE
) FRAWR T

/N

N S
\ .

o

CO,C(CHs3),

3. 05( 5. 0nmol) SEMEFXLI AP EBTI00 —RFHF. &
EmA220mg( 1. 8mmol) N, N— — HAEnkmE( DMAD) Fu.0g( 7.95
mmol ) ZERAEF, BAWAES CTHEIAE, Mwisinl TE, BLHK
KRSl Mo s B AN BRI Sul g BB RS, AMBRHAT
B, RE, BAWSEROEN, NZRTE/ FoB( 1:1) %M.
B g ( FRO%)

RE(ZBR B8/ FomE=1:1) :0.34

SEHEFIXLITI
(B)—3—[ 2— TE#E-1-{ ( - BRTEHKE- - HFXFE) ¥
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HFEH—4— F) — FIY} — 1H— ke 5— ] — 21— ( 1— ERH)
W 1- FER TR

N \ / . \
/
CO,C(CHy);

%Luﬂzwmu)%ﬁ%mnﬂ%%%%mm%%¢oﬁﬁm
[.28g( 8. 4mmol) 1, § — —AZIR[ §.4.0] +——1— %( DBU) ,
oM C TR AR, AHE, RFFE/ A, HHAERA
MR AR AR R, RRBNTE, KE, BRAWEEREN,
DB ZE/ FHB( 1:1) El.

g LS FRIS%)
RE( BB / A Bh=1:12) :0.36

SEHEHIXLLY

(B)—3—[ 21— TEH—1-{ ( |- &8#E-1-FKEL) FEXE
- ) — B} — (- sk s— FE] — 21— (21— Ed) W
- AHERTE

- §8 -




COOH

R T MBI, (E1.395( 1. 4umol) SEHGIXLITT A4 R Lo
B 1,258 ( EIN0%)
RE( R T8/ FwEE=3:1) :0.438

SEHEAXLY

(B)—3—[ 2— TEX—1-{ ( 1- %H&E-1-FEHE) FEXE
—4— k) — W) — IH- k- - ] 21— (1 EpE) FE
—1- WHER

/A
. N A S
COOH

#500mg( 0.96mmol) EMEXLIVAEHIE Tl FEF, Awiul
IN NaOH, SB-&4 715 C T8N, ARRERIEREGWRMLENK
|, ZBZEIRR( 200l x1) , HHAARRYE TR, RE, AR
BEEPEG0EAT, UTRZE/ FE( 301D %

- 49 -
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g 1Stmg( R %)
RI( ZRRZE / HwBE=10:1) :0.466

S M XL VI

(B)=3—[ 21— TE&R—1—-{ (1-FRE-1-1-FE-HK
BELFEL) TFEFEE - X)) - FHE} - H- -5 F] -
1— (- X)) FE-I-EHRRTFE

KT LAY, #ES00mg( 0. 96mmol) SEMAXLY & RE,
B 170mg( EE%)
RI(ZBE B/ Bal=4:1) :0.53

2V B R LA 1A 3 LT EAFIXLITT ZXLVY 07 3l o

| v ’

g

N
HyC— (CHps—\ (N cope

CO-R3

P
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Ex. No. B_l_ B_z_ &'1
XLVI1I -H -C,H; -OC(CH,),
XLVIII ~OCH, -CH, -OH

FV1 PR SE B A A R o R M F L7 i R

- 11 -




:0\4 . , _
1%
N (@s¢9p ‘4D DM N 1200- )0t Al
I (Voo N  HD DN HE0D)- 0ot AL
- (Wi HD N. Dl HEOD- “THD)-D 111
A Nizo HD HD N Ho u© '0S-1IN-0D- HtHD)-DtH 111
A (080 HO HD N TR f@n 108 HN-0)- THD)DMH 1
m @Msyo HO HO N %) |©1 20S-HN-0)- -HtHD)-OfH L
I Oeco 1D HY N HEOD- tHo)-ot XIX
TR CHY
RRLEM (,)u z X u H "ON "Xd

X

4
XON. W

_./_ﬂ

IA
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I (@810 HO OH H'0D- SHYY 1X1
I (V090 HD DH H20D- |IA_ X1
N w0 H) DH H'0D- -HO=H211D-0% X11
It (D190 HD DH 11200- o4 111N
i OO0 18D DH H:U,AAHHVV.NOW;_ZAHV H10)-0t 1TA7
M BLECHTY
FRLEM ()% VA A H "ON “Xd

- m\%\mq IRy
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SEMAALXIT FOLXIT]

Cl

H,C- (CHp3 ™ N

' CHj

5 2RV SN AR F A E A T 7 AN T B
1) N—d— FEFREEHE—21-[ - (21— THEI-F——- EFE-
sk — | — F— W) FE[ - 1-FRETBE( +) —XTBRE
al =99.3( C=1 C,Hs0H) ( LXI1)
b) N—d— FRFHBEE—1-[ - ( 1- TE - 45— EFH-
shui— | — - FH) FHE[ - 1- FRETBRE( ) —xRE
£ =—91.4( C=1, C,H,00) ( LXIIT)
S 35 L X1 VLYY
1— (4= (21— F—S— BFHE— k- |- ¥ FH) FH] -1
— FRE KL FEHRABEEE

Cl
N
/\/\4‘_&
Ht NN~ CH,OH

. cst .
/k/OH

9] NH

_74_
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0. 1g( 2. 9mmol) BEAMAAEN. Sg( 2. om0l ) ELHHVILAE
Hig ZBE( 25ul) EHEF. FRT—AE, AIN COHEREEY
BRAL( PHE) , ACHClL, RE=K. AHMARRHNTHR, RE, 7~
WA LROE/ FoBRE R, FESRENL IBAY.

EfE: 112.5C
FEE: 1 0g( FRE6%)

RERENFExtBE, BEwi/ ZBRTE( 1) i

EstBRikA: EE §2—31TC

FExt Bk BLA 151—154TC

SEHBILXVI |
ON— - FEARBEGHE- - - (- TE-S-BE- - &
k- | — F— FH) - FH] - 1- ARATHRK

cl
N
N4 ‘\& CO.H
HoC N z

e

O

SO,
C ~CH

3
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#2150mg( 0.45mmol ) SEMEHIIIAHIEFL. Snl ( 0. 45nmol)
e, Wl6lng mAER T EEAE T Sul dkrEy, HHANT TinE
TRERY, BEWEOCTTHA A, KR, BREAYEAE
#, ARUCI B, AZRTERE, REAIAH, BLWBEE
BT, BACH,Cl, /MeOH(10:1) %Mo
EfE: 1183TC
FFE: Vg ( FEIS%)

AR LRV ]

1= 4= (1 THE M- F— - BFHE— sk — |- F— Wi

KAE] —1-FRRELTLHEKTH

Cl

/\/\ZLOH

N
H3C

CO,C(CH;);

F2650g( Tomol) BHAMHMED. 2g( Tumol ) SEHHI 1b&-4p ek
ELOH( 30ml) ¥WHYF, BAYWAIS CTHALI N, mFBHZE( PH)
&, BEeHWACHCL, REVK, HIMHARRY TR, BE. BLd
ZREMBOEN, ULBRTE/ FHB( 1:1) %h.

Bl & 112—l14C
FE: L Ag( FEILAY%)

SEHEFILXVITI
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=l = (1= THE - F—5— BFH— sk |- - FH)
FE] —1-FRRETR

| -l

~

OH
H3C/\/\4N>\/
CO,H

B2 1g( 4. Smmol ) EHFIXESE Il —RF il =&
CRPZRHFH M. RXEEREY, BRAWRBT G985
Kk, TR, R4, RBRTEE/ T8 1) F£E,

FE: 0. 6g( FE31Y%)
B 160—163T

b

SEHePILXI X
1= [ 4= (2= TH—5— B i~ i skt |- X F)
KH] - 1- FELE- LRKTH

Cl
N
M ‘&
H,C N CO,H

CO,C(CHa)s
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IR FEBFIXCVE T E, #56.9¢( [5omol) SEHEBI &4 A
BERTHEEE. ALRLE/ THB( 1:1) EER7Y.
B 435 ( FPEG0.5%)
B & 15—80C

SEHHILXX
1= [ 4= (21— THE-S— HHE - F— sknp— | — FE— FH)
EFHE] - 1-FERE- B |

Cl
N

L0

CO,H

R FEEHIIH T, #1.19( 2. Samol) EHEFLXIXLEY
EZRTLRRE. REMARE/ KEL &
B 0.85g( FELL %)
B E: 196—191T

LB LXXI
= A= (2= THEAA-R-S-{N-(2-8FE-1(5) - X
H— 7)) EXFERE] — k- |- F— FH) RXHE] - 1- FRE
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LBRRTH

- C.H
Cl "By

3 N CONH

0

CO,C(CH,),4

EMNTFEAEHNY, F4g( Inmol) EHFLXIXEH FL- FE
HEEBA . FUWHCRIEELS & ERAESRERL 1RESU.
PR 13 FRII%) |

BE: 114—118T

SEHEFILXXT I

1= [ 4= (1= TH— - &-5- (¥ (- BE-1( ) - X
- 7%) RETERM) - k- - E- FH) XH) -1- FAL
LR

CeHs
Cl .-H
N OH
H3C N CONH
- CO,H




KT EHMALL, F0.85( 1. 35mmol) EHPILIX A4 5 =&
LBRR Pl PR CEESE K. FHMIEMNBREKNL: HEAH,
FE: 0. S6g( FRIT.4%)

E B 183—189 T

LA LXXI T
1= THE— - F—- 11— (= (|- FRE—- 11— - 5— ) —
HA— X3) —5— BEHE— vkup

Cl
" on
/
H3C/\/\LN
N—N
S|
N—N

$630mg( . 04mmol) 21— TH—d— &—1—( 4—( |— FRE-
= (21— ZFFHE—- O 5— ) - FH- FF) - - #FE-
BESnl ZHRCRYBEHEZRTHRM R, MMEAEHER AT
EM=13, 57ZRBAKYG. AINEREAMH AT EPE=5, REH
R EY, K&, EETRIARLSE TR,
E: 217mng
RE( —8Fe/ FBE=10:1) :0.31

LB LXXTV
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1—[ 3= ( 01— TH—4— f— FEIE— kb |- 3 W) ¥
£] —1-FRELE - EXHEAEBRY - ZBE

Cl

N
/\J“ﬂ\ CHO
H o€ N
Lji:hga O\W;m

CONH
O

1.7¢( 3. 02mmol ) 1= 3—( 21— THE ~-1—F—5— FEeH—-
skod— | — 3E— FHE) — K] —1- FRE- 2B L- FEHEARE
Bl 50.34g( 3. 3mmol ) ZEREF. 0.46g( 4.5mmol) = ZEFI6mg
( 0.3mmol) 4= ( N, N— —HREHL) - e E T B TR ¢
NEHE, WRAWEINTER /AY, FARRBREAHKERTING
BRpbk, TH( R4 KR, BARSE( 2R, Morck, —&F
Yo FEE=100:1) R670mg 4
RE( &g/ FB=20:1) :0.55

FVUL, VITT Sl X B R S 34 A 4 B K0T 3 P B 5 SE 6 1y
7 & o
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FX P 7 S M) & Y 3 LT LB | | FuV By 7 ok ]

*# _X
CH N
e,
N
%RB
Ex. No. L n R? wEHE MS
He Al ‘
RES -
CI11 H3C-CO-NH- 3 -COgH 11 . (DCI): 434
(M™*H, 100%)
CCHS
. O
cTV H2C-CO-NH- 3 conn My (FAB): 553

(DECI HOB1) (M*H, 100%)

FRXI BT 7 LA AU & 4 3 2 F & F P 5l seie Bl w07 ik E
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SEHEBICLX

s— { |—FREHE—1—[ ¢4—( 21— TH - 4— 45— FEA— 2K
W | — F— W) — FH] - FHE} — @O

Cl

| N
H3C /\/\ﬁ‘ﬁ\ CHO

N

SR 26 a4 1. 7g; 2. Smmol) FE4N HCl / Z&KF53R( 160
nl) SRERE, AINEELHEREL, RE, BRKYLISETAS
2R, Ak E, B CEER, TEEIM. REF 3 HBE
k[ 3. 9%; RI 0.29( —HFH: FEE=10:1) ]

L CX

s— { I—REE— - [ - (1- THE - F-5—-BFE-—%
p— | — - ) - FKE] - FF‘Z?} — e
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WA A9 ( 3omg; 0. 94mmol) AWE|EHESF20 S H( 00mg;
0.94mmol) HYEEE( 100ml) BKWP, BAHWHPHER, HERAR
A, BBERRLEESnl, WEAERHA S, BAURBIFIE. KEE
, WEAMYF M KIS0, BAWARIBER, THRAVA, K
g FHPLC( Licroprep RPIS, 35—80%HE/ K /0.05% =R TE)
&R0y BB EER( FRIE%)

5L 361 CX1
), 1— ZIRRE-I-[ 4= ( 21— TH - -5 FHRE-®
W— | — F— W) — FH] - TH

3 N

CN
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R T LR B i, HEEFALTAEW(0.93g; 2. Tomel)
e, ZEBKEN FE/LRLE, HBERXRRK Fl.uFedRk
il FES4%; Rf 0.51( ¥R ZRIE=5:1) ]

52 He | CXI 1
), 1— ZEHRBRE-I-[ - (- TH - F— - BFHE-%
w— | — - FIH) - XHK] - K

MIMENA R TREE/ WERH( 0. 48nl) ZEUNTHEAA/ATH
AnE| A FIXCT 44 ( 100ng; 0.22mm0l) E§FR( 4nl) BHF,
BAWTFERTHAERIE. A 0.501) &, ¥ ZILBwE B AW
S YR BB, AE BT, F BRI HIMETER. KE,
MEL2EBEEAN ZAFE FE=10:1) BitngdRW[ FERI%;
REO.44( —HEg FEE=20:1) ]

SEHEHCXITI
1= { 4= 1= TEA-F-5-( |- &FH) — TFE- |
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— - WE) — FH} -1- AR TERRTE

COOC(CH;);

E— 18 CREEAF, ¥IM M MgCl /THF( 0. 18nl; 0.55mmel)
B S H A4 230ng; 0. 50omol ) HYEEARME( Sul) BHF,
BaEZBETREIR. REE, URKWETLROEFT, RI%
Na, CO; MR, FRAFAMHERERAR, TH. REFE
ng ARAL FEII%; RILL( ZRFH ZRTE=10:1) ]

SEHBICXLY

1—{4—[ 1— TE--G-5—( |- 8FK) — T&E- x|
— & wmHE) — FH} - 1-FRE- TR
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SO

B3 H CXITT( 356mg; 0.38mmol ) BMF_HAFH( 10nl) =
S7E( o) &, EEERTREF. A, RERE. HAWERK
Lbpd, BoWAAPRRENBRAFETEID, ACHRIN. TR
L RYE, ZEREEEN ZAFR FE=1001) Mg ie. TEE
LI %RE 0. 33( —AER FE ZE=10:1:0.1) ]

S 75,47 CX Y
N—d— BEEweE—1— (- 1- THE-F--(1-£
) — - vk |- E— FR) — EKH} - 1- FRE- TERE

Cl
ot WN , - CH,4
OH
0
F NH~— 302—@— cH,

HICFEERT, #H30%E ey / B darR( 60ng; 0.2

T




nm o) mE|EHHII A4 ( 100ng; 0. 18umel) BTHF( Sml) ¥
T, BAMAEE B TR 454, REITTABM M MgCl / THF
(0.1nl) , BAYEB TR, XBERAIM K0 FARA
M, ACBTEERIK, BHMAAFALHEREE, TR,
WHE, FERENB oy B RPRE] FRI6C%; RI 0.25( Z4AF
Yi: EHEE RAAK=10:1:0.1) ]

SE 3, CXV1
1— { 4= 1 TH- - E—5- (|- £HF) - FH- x|
- H— wE) - KHE} - 1- FRE- TR

- NCTRESET, M TEBRALE/ TR 2. 1ol) FHinE
oS4 ( 1. 13ng; 1. 2omol) EYTHF( 100ml) #EY, ( E
ZHTLCAE R HERFZE) . MM KHSO BH)E, ATRBRESY,
HHATFHE. R4, FHPLC( Licrosorp RPIR, 0% T/ K/
1. 05%=RLE) 8B4, F1ing B BEMED #RI6%; RI0.50( =
SHYE LB ZB=5:2:10.1) ]
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SEHE B CXVI T
1= { 4= 1— TR - F—5— (|- B~ | — sks— | — ¥~
W) — FE} - 1-FRHE- TR

Cl -

N
Hae N UCHB

N

CO,H

FERBICXVI a4 FULPCR 4, F19ng BEER( FE3.§%)
, ikﬁ‘l‘iﬁ'f‘ﬁo

S CXVITI
1= { 4= 1= TH— - F=5— ( |- B%) - BTH— sk

|- %- FE) - X%} - 1- FRE- LR
‘ Cl

CH
N 3
7\

OH

CO,H
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KMUTFZEFICXVI, ARAERERLEHEAII L4 L. 13
M, Lolumel) , #4FI1Ing BEEMHR( ZE: 21%:; RI 0.50)

SEHEBICXIX
1= (4= [ 1= THE— - &= 53— ( |- B5H) — FRE— sk
|- - W) - ER)} - 1- FRE- LB
Cl

N
HoC Vi
; /\/\LI\j\_C(CH:;h

OH

CO,H

EBTFEMHICKVIT, AR TEEMSEEHHI AW 113y
M, lmmel) , #4B68mg BEBEMER( A 11%:; RE 0.50)

SEHE B CXX

1={ =0 1= (1= 8- TH&) — - f—5— FEH— vk~
|— #— F&) — FE} — 1= FRE- TERHRTH
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. Cl
r
N \
/\/k/i \
HaC N7 T CHO

CO,C(CHs)s

KA F LA, HEWF a4 15y dnmol) ZEEREAT
( By ZBTE=5:1) 8. 1yFadiRal 7R0%, R0 460 =

KR |

S M) CX X1
) (4= 1= ( |= TH—1— %) —4— |5~ FHE— -
|— 3t— W) — FHY —1— FEHE- LRRTE

Cl
Y
H,C. AN/
3 MN o

COZC(CH3)3

DBUC 5. 3nl, 3Smmol) AnE|SEHAICXXAH( 1.7g; l4nmol)
WTHRC 250ml) AP, BAWEE R, WwAGFRCBRERE, A
oA E R Bk, FTHRIRE, BAYWESRKENG ZRFH) =%
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§odg R ( FEE6T%; RI0.2)
SLHH CXXI

—{4=-[ 1= 1= TH-1—-%) —{- & 5— FHE- -
|- fk— &) — KR} —1- FEE- TR

N
H,C w ﬁﬁ\
3 N CHO
CO,H

KALTFEMFICKITT, HFEMHPCKK AH( 4 65 9. fumol) B
QR S FHE weR A F“$9'1%, RED.40( 8 Fiht: FEE=20:1) ]

SEHEF CXXITI

1— (4= 2= (1= TH—1— %] — 41— f— - BFE— -
- % FH] - X} - 1- KRE- LR
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CO,H

AL T EHFICIX, HEMHPICXX A4 68ng; 0. 1Tmmol) &F

B, ZEREAN( ZAFE FE=101) Bin GEEER( SR
%: Ri0.18)

5 7 B CXX1 Y
N—d— Fagama—1— ([ 1- TH- - &) — - &
— EEA- ke |- - FH) - K} 1o FRE- TEBRE

Cl
Y
_ v/
Hsc/\/\LN CHO

L,
NH— SOZ—Q CH,

Y3 RDBUR AR R ARE( 0.62nl; 4. lomol) AwE KM
FCXXITI fA4( 1.5g; 3. 7mmol) AT, 8- 4 v B 1B R
W EREN ZRTE TR ORAK=10:10.1) FLIRR
S EE] FEI1%; np. 99C; RIO.II( —RFk FE: WEAK=
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[0:1:0.1) ]

SE 7 B CXXY
1—[ 4= (21— TH— s FEeEk— - B sknd— |- E- FH)
— FHE} - 1-FRE- TRRTE

N _
3
H3CMN ~ CHO

CO,C(CHy)s

KA TF M6, HEHEIE4( 9.3, 3dnmol) 5 EEHEH
yfhA4( 11.8g; Vomol) B4, SEBEN( AR i?f“—l
1) BAN. T EAEE FRN0%; nop. 35—1C; R 0. 18( =
AT ]

SE M 5 CXX VI

21— [ 4= ( 1— TH—5— FEHE—{— B sk |- FA— FIH)
— FH} —1-FEE- B

- 101 -




I .
) N
e >N ‘ﬁ\
3 N CHO
CO,H

AL F MBI XXV, MBIV /A4( 3. 4g; 6. 2omol) B
AR 1Sy EamieRd] EAE: 305 REL2I(C DR
EHE EA=10:1:0.1) ]

S CXXVIT
Ne f— P g E—1—[ 4— (21— TH— 35— FHE- (- B2
wh— | — gE— W) — FFE] —1- FRE- THRE

I

N
\ O
e /\/\&N /

U
NH— soz~©— CHj

%éﬁl?'%ﬁwﬂcxxnl, & M CXXVI &4 2.55g; 5. 16mmol)
FR, BERKEF( ZRFR TR OREK=10:1:0.1) %
230 BRIk 69 %; RE 0. 40( —HA R FE REAK=10:1
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0.1) ]

SEHE B CXXVITI
N—d— FRBBEE- - [ 4= (21— TH—5- BFE— - g%
e |- - FE) - FE] -1 KRE- TRE

I
N
/\/\4 _g.\/OH
H3C N

0
NH— SOZ—Q— CH,

G FEEHICIK, HEHACKXVIT LAH( 1. 1g; 2. 0onol)
FR, BREREH( :ﬁq%:?ﬁﬂu:l) B g BREER( FF
$5%: Rf 0.19) o

SEHEF| CXXI X

1—[ 4—( 21— TH—5— £EH - {— B 2k - |- FE- FH)
— FKE] —1- FRE- THFRTE
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[

N
H3M ‘§\/OH

N

CO,C(CH, )4

KL FEHBICIX, %Sﬁﬁwcxxvf&%%f S.4g; 9.%mmel) TR,
ZEEBEEN( —AFE FE=101) B4 gERW( TR %;
RT 0.34)

SE 7 ] CXXX

1—[ 4= {1- TH—5-[ (1- FE&) THE- FHRE-F
] - B vk W |- - FE) KR} - - FFRE- THEHAT
B

N
N ko o
H3 N ~— \/\O - CH
]
X CO,C(CH;),

AHREARAF—-SCTT, %;mmwm&mA%(3ub71mMU'
H9THE( 100 )%ﬁmﬁw%iﬁﬁ/ﬁﬁﬁ(4ﬂm,ﬁ7mu)
BITHF( 10ml) SBERF. 0 CTH IS 48, E—SCTTHEmm— ¥
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X EHKE - FHELAC L §nl; 15 Tonel) , ZETIAE. SITT
VNEE, HORAWRE, SBRTTRAUKT, ANHCO, ¥ ENH —
), XAEH CEBEREWAK, 44EVAM, AFELABTREE TH.
W, REREA( ZAFR FE—HERK) & USpdRel AR
11%; RE0.S4( —EF¥ FE=10:1) ] .

52 #6 #) CXXX1
1—{ 4= {1-TH-5—[ (21— FEH) THEE- FERIF-F
#] - ZEFE- k- - E} - K} - 1- FERE- TRKTH

CO,C(CHs)s

EEAAY, BB morke( 8. 6nl; d4mmol; TIRREM) &
BRMEER( 22, 4g; 0200 FFETF) HOMF( S0ml) BREEF. &
NG, EARSAT A crck B BELR, BWE. AL 6M
W= #FH4F / DMF 6 o

A4S, Hdd( 1) (378 26.4mmol) FoSLAEH CXXXAL
A 4. 64g; 7. 2mmel) Bl CMRX =R F AR /DMF( 27nl) Fo
EMPT( 36ml) YEMEF. 15C T ARG, AuA( 100nl) KT
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Ye( S00ml) , WENES, FHFIA, RE. BROBETILRL
Be( S00ml) FomihBk( S00ml) W, KR&ESK, TR, RE. SK
B —A ¥R/ FE—RERR) R 15 R ( £ %;

RE 0.45( Tf ZETE=1:1) ]

S HE AP CXXXI T

== {1-TE--[ (1- FE&&) 7HE- FEE- 7
H] — - ZRFE k- 1 - & T} - R} - AR
LB

CF,
NL

CO,H

ICT, =R T8 40nl) imE LHEHCXXXI a4 3. 13
6.48mmol ) W WE( 40nl) BERP, BAEDTZIETH S
REE, HRSMETI0 ZRTEF, A %NaHCO, EHAF E
PHY . ARABH ZER ZE|E WK, SHFFNAE, AR BER %
B, TH. R4, F2. 65w R4, ANy, CO; BRME A F HAKMERA,
F B ZERE, BFEE0. 32 8R4 FR1T%; RI 0.40( —4 W
bo: HEE=10:1) ]




S HEAF| CXXXITT
1—[ 4= (1= TH - —BFH (- ZHFFH— vk — 1 - FK—
HH) — FH] —1- FRE- TR

H

BN HCL / —&RFR( Snl) Fok( 10nl) AwE ELHEF CXXXIT AL
Adp( 160mg; 0.304nmol) W& AIR( Sul) BHRYP, B
ANEE, WRGEE, FAS Y%NaHCO, BRMPHMEREE!, AR TEHEMRE
BS Ko A3HAM, U@ Aaikkdk, THB RE/RIIngH
WAL BB E: 133mg; RO 2 ZETH FE=20:1) )

SEHEAF CXXXT Y

N—d— FRF#FEBRE - (- {1—- TE-5-[ (21— FEE
) — LES- FEME- FH] — - ZRFHE- k- |- - Wi
— F#&} —1- FRHE- TEBRHEK
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CF;
N‘ﬁ\/ CH
/\/\4 O O ’ 3
H3C N ~ \/\O

O ]

HAL T A CXXVIT, fi;a;zwuc'xxxn{h%%( 650mg; 1.23
mmol ) R pr, BKEAT( T/ LRTEG:IELL, BAZA%FK/
BRSO EL12.5: 1) Blng R FEI%; RE1.35(C T &
BOE=1:1) ]

SC 3G 47| CXXXY

N—d— FREHGHE—1-[ -] 1- TE-S-BFE - =
PR k- |- H- B - RKE] - 1- RRE- TR

CF;
B
. /\/\4N | OH

0

KA FEHBICKXXVIIL, FLEFCXXIVAE4H( 200ng; 0.294
mmol) EEY, Hls0ng R ZHI1%; RI 0.41( ZRAFk: ¥
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B =20:1) ]

SE M CXXXVI
1—[ 4= ( S— TEREEFE- - THE- - B k- 1 - &~
M- KE] —1- FRE- LERHTH

CO,C(CHs),

M4~ DMAP( 0.21g; 1. 7omol) AmESLagdlCXXIXad( 9. 3,
[Tomol ) #yoiks( 200l) Fo ZREF( 2nl) FRF, BREHEZRT
SRR, REBEICTRBINE. RAERAY, FAINKB0%E
AR ENE, FZRUERI. AIHELTHR. RE, BEREN( =
G HEE) B 2 FaEERS( FE: I13%; RI 0.34)

S MBI CXXXVI
1= [ d—( S— ZEEXETFE-1— TH - TRTE— sk |
— - E|H) — FH] -1-FRE- TR




CO,C(CHj)s

SRS, HEETERC 1.0 Somel; FRLE) 21
B EMC 12.3g: 0. 1L0EETF) WOMF( 100ml) BEHEF, £k
R A, ST THRAARE, SARTAEREDERER,

SAAT, WAMAHE( 1) (1.5 llomel) FoSEHEH CXXXVI
AH( $16mg; 1. 4%mmol) WDMF( 10ul) B MBERIARTER/
DMFHESK( 15nl) FHMPT( Tul) o 15 CTH AR, Azl 110
) oA EE( S00nl) , WEEY, SHENA, RE RE
MBRTFLROE/ FRE( D, KESK, TH RE. BEK
B AW/ FE=1:1) &2 5u #RA( FERIIY%; RE 0,48
( B 2B TE=1:1) ]

S MBI CXXXVITI
V[ 4= ( S— CERREEFR- - THE- - HRTE- e
— % 9 - FH) - 1- AAE- LR




H AR T 5L 3 B XCCCIT, B A CXXXVI T & A, F170mg
Bk AT PRI %, R0 ZRER: FE=20:1) ]

M CXXXVIX

N—d— FRFHeE—1- ([ - (1= TH-1-F) —4-
S S— B sk |- - TR - KE} - 21— RRE- T
i3

Cl
Y

gy
~ NH— 302’®— CH,

AL TFEZMHICK, & EHPCKXI VA4 0.50g; 0. 90nmol) E)
B, BEREEMN( &%k ¥E=10:1, 21120y BB EER( =&
64%: m p. [16—I118C; Ri 0.25)

X1 EXVFR R A F 20T =P BTl 7 & #lE.
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X11
N
/\/& \ =0
N
H;C CO,H
]
R! R? .
Ex. No. R R? * A s Wt
x- No sigmen | T O
ol B St 1
CXL H . H - 11 043 F
CXLI -CH,4 -CH,4 - 11/11 132
CXLII H -(CH;);CHy |rac 11 72
CXLIII H —@ rac’ 1§ 153
CXLIV H "@ rac I 135
l N
CXLV H P rac I 0,49 O
CXLVI H (CH,)4-CH; |rac I 0.30 P
CXLVII H «(CH,)s-CH; |rac I 0,56 P
/CH3
CXLVIII H «(CH,).-CH  |rac 11 0.67 F
\
CH,
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Ao XIII

Cl
N
A A on
N
CH,
CO,H
R! R? E
2 - . « <
Ex. No. Rl\ R Mﬁfj&ﬁs 'R;m( GPEﬁE‘{JZg )
Ll JHE Y T
CXLIX H H - 1271V 0.48
cL _CH, _CH, : 111V 163
CLII H —@ rac v 0.46 P
CLITI H _® rac v 186
CLIV H /\© rac v 0,49 F
cLy H -(CHa)4-CH; rac v 0.26 F
CLVI H | -(CHp)sCH; |rac v 0.26 F
CH,
d
C LVI I H _(CHZ)Z_CH rac I‘v' 0.30 F
~
CH,

_{15_.




v
X1 ci
N
N
H,C
3 O OH
N{
R! R?
Ex. No. R R? ) A R7 ( ‘Bﬁ':_é’?ll)
l ENGE 70 m-p-
CLVIII [|H H s 121V 037 F
CLIX -CH, -CH, S 1V 026 H
CLX H | «(CHp;CH, |dia v 92
CLXI H —<5_> dia IV 0.77 F
CLXII H —@ dia IV 102
: A
CLXIIL H —@ dia IV 105
B

CLXIV H /\© dia Iv 0.18/0.27 1
cLXY H | -(CH,).-CH; | dia v 0.49 F
CLXVI H -(CH4)s-CH; dia v 0,54 F

T




cl
N
/\/Q-X/CHO
N
H,C o :
= ] OH-
= NE
R] RZ
Ex. No. R R? . sisrER R (UREDH)
mgyoEs © /™PC
CLXVII H H S 12 0.54 F
CLXVIII | -CH,| -CH, S LV 045 F
CLXIX H | (CH,:CH; |dia v 65
CLXX H @ dia v 79
CLXXI g o —Q dia v 84
CLXXIT 1 /© dia Y% 0.6 F
CLXXIII H |-(CH,;),-CH, dia v 0.60 F
CLXXIV g |-(CH)s-CH;  |dia v 0.68 |F

11§~



SHF CLXXY

N—( 21— TEEXE—1, S— ¥F&— 23%) —1—-[4—( 21— T
— - F— 55— B k- 1— - R FH] -1 FRE- TE
i

Cl
N
Hs s
C \/\/<N1r CO.H Tl)

OCCH;
CONH

56dmg N—[ 21— ZEEEHE—1, §—FKE - TFE) —1-[ -«
1— TH—1— F—5— FEHE— k- |- F- FH) xF] -1-3F
REEBER Fonl A TEF, Andnl, | 2SHHNaH, PO ARMEH( PHT) ,
Bmonl |M KMi0, AR, W3L044E, TUWBF ol TR
S, BN NG MBERCEEIN, ACBROEEIC K, AR
Na, $0p T, HIBH KRG
g 0ng( 263 %)

LB CLXXVI
N— (21— 81, §— F#— 7#) —1-[ - 1- THE-4-
B 55— HE— vkk— |- E— FH) FH] - 1- FRETHEK




Cl

N I
H3C \/\/</ ,
N~ ~Co,H
OH
CONH

H200mg N— ( 1— TEREE- 1, - FKE- )y -1 4=«
- TH—d— H—5— HE— k- |- F— FH) KHF] —1-FK
- ZEBEET. 2ul —HXE /0. 40l H09, AwALiOH( 44mg) 9@
A 0. 3ml) EE, BHLEE, B OB %R, EW EPHICIN
H0Ac) , LB TEBMIK, AFAAENAE, FAN,S0, TR, i
g 119ng( FHI5%)

FXVI BT 7 SE M i M4 2 0T e 1T By O i 4

- 1T -




N Cl
A\ OH
NN
H,C o
R
Ex. No. R ! 1. R, n?ﬁ:ﬂ%ﬁﬂ:)‘
Cl [
CLXXVII dia A 045 1
on (rac)
NHrac
Cl
CLXXVIII dia B 0.36 I
{rac)
OH
NHrac
Ci
CLXXIX dia 0.5/0.47 F
CH,
' .
CLXXX q dia 0.39/0.30 H
(rac)
CLXXXT [? dia 028 1
NH OH .
OH
CLXXXII

.11 I

NH OH

_.”3.._




& xvII
Cl
N3
H,C
. & e
Ex. No. R it
i
e ST
Cl
CLXXXIII 4 dia v
(a) OB
NH
rac
c1
CLXXXIV @ 4 dai v
N~ OH
CH,
CLXXXV @ 4 dia v
NHJ\/OH
CLXXXVI 2 dia %
NH OH !l /rent
OH
CLXXXVIT | g 2 dia v
/ent

-1ne-

R, ( VEBER( )"

0.62 1

0.81

1

0.73 F

047 F




FZOXVIII

~/206 o

Cl
p
/\/QN OH CH,4
H,C o
NH" 502
R1 RZ"
Ex. No. R? R? ’ o 55 27 5 S R,
ﬁjﬁggg (el )
(Ll _ /m.p.°C
CLXXXVIII H H - BTV 0.52 F
CLXXXIX -CH3 -CHj - TV 184
CxC H |-(CH,);CH; rac v 125
CXCI H —<E> rac v 123
CXCIT H —Q rac v 1:03-106
~
CXCIII H | e v 0.57 F
CXCIV H -(CH,)4-CH; | rac v 0,49 F-
CXCv H -(CH,)s-CH;  lrac v 0.5 F



H,C O
NH- SO,
R! R?
Ex. No. | R R® | MEAER | Re
_E ﬂlaﬁ%ﬁﬁ@l ; -,/m_p‘ “C
CXCV1I H H - B 0,55 F
CXCVII -CH3 -CHs3 - /111 191
CXCVIII H |-<(CH,);CH; rac I 0.87 F
CXCIX H —® rac 111 92
cC H —® rac Il 84
ccl H /\© rac I 0.73 F
CCII H -(CH,)4-CH;y |rac III. 0,83 F
CCIII H (CH;)s-CH;  |rac 1I 0.85 F
i
CCIv H -(CH,),-CH rac 11 0,76 F
|
CH,4

_../2,_—




FXX BT e M3 20T SEHE B CLXXV 8y 77 3% ] 4

" XX a
5
! 1
H,C -(CHz)g/LN R
co-Rr?
Ex. No. R R? . R, (PEDEFT )°
CeH
6415 O .
cev CHO | _y 0-C-CH, | dia | 076 H
CeHs
64°5 O
CCVI -CHOH | _ 0-C-CH, | dia | 049 H

-122-




£ XxI Ci
e
/
CO-R2
Bx. No. R R’ R, (¥EBIA2)
- .
CCVII -CHO Q 029 A
-NH OH
]
CCVIII -CHO x_—F 0.41 B
-NH OH
F
i
CCIX -CH,OH ' Q 046 C
NH OH
F ,
CCX -CH,OH . Q 0,31 C
-NH CH
cCx! . .CH.OH _ QF 042 D
_NH CH
CCXII -CH,OH 032 D




i" XXI:

Ex. No. | R! R2 Re Gk
NH OH
ccxm | CHO 0,39 A 4dia
cCcXIv | CHO I OH 0.69 A 4dia
N
‘CH,
CCXV | CH,0H Q 0.26 A’ 4dia
) OH
“CH,
-NH OH .
CCXVI |CH,OH| ™ 0,11 A 4dia
F
cexvil | cCHO gj\r 022 C 4dia
NE OH
E
CCXVII | CH,0HT g 025D dia A/rac
Ng —~ 8
F
CCXIX | CH,OH SZ 0,16 D dia B/rac
NH OH .
OH
cCXX | CHO g 0,41 D ddia
NH g~ OF
cCxXXI | cHo E(E/ 0,38 D 4dia
NH OH
OH
CCXXIl | CH,OH g 0,26 1 dia AJrac
NH OH

~i24-




Ex. No. RI R? Re 2 p7
OH '
CCXXIII |CH,OH 0,207 dia B/rac
OH
» -NH
oH
CCXXIV |CH,0H Q‘ 02717 dia AJrac
Ng - OH
OH
CCXXV |CH,OH Q’ 0,193 dia B/rac
CCXXVI' | CHO ; oF . | osox 4dia
-NH
OH
CCXXVII [CH,O0H Q% 0,20D dia A/rac
-NH H
OH .
CCXXVIIICH,OH OH 0,13D dia B/rac
-NH
OH
OH
CCXXIX [CH,O0H| - 0.42 A 4 dia
NH OH

EXTIECX I A PERR R PRI T R &
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*oxxiI:

N
AN

CH;

Cl
1o
> @)

X R

e G YCHER

Cl
CCXXX Q dia Y 0,62 (I)

(rac)
NH OH

rac

cexxxi| NH~CH |(rac) \% 0,48 (H)

—i26-
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o xxx:

COR!
0
R2
R! R? Ry (i) | PIETTESE
fx. No. PR | s
ccLXIvV | H -OH 036 Q XLV
CCLXV |  CpHs NH502©— CH,| 011 D Il
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5 RE R CCLX VI '
[ 4= ( 1— ZE—-S— BFEE— - ERTHE— k- - FE-
Ha) — 3] — 21— FRRE— TEN- - FREBBK |

¥4 a4 ( 280mg; 0.409mmel ) By FEEEA L EAK( 60
nl) BA, TETHEIX, ALE, RAWSRT WEBREAHKE
R BTEF. KHARREFABARRALEID, AEATKT

MIE. TH, ZZAVAM, FSuERGR] ZE: 17%; R
=0.27(C)]
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10

15

20

25

30

o XNxI:

R
N R2
H3c/\/a\1 Y e
o
R4
ﬁﬁiﬁﬁ;ﬁ
. i <D A
Ex. No. |R! R2 R3 | R4 R, BEG ) ;:}}éﬁfj
CCLXVII |-C,Fs | H Ac | OH 0,46 A | CLXVII
CCLXVII|-C,Fs | H H | OH 058 C | CCLXVI
CCLXIX [-C,Fs | H Ac | -NH-Tos¥ 0,57 C | CXXVI
CCLXX |-nC,Fy| H H |-NH-Tos} 019 C | CCLXVI
CCLXXI |Cl -CH,-C¢Hs |H | -NH-Tos§ 024 C | CXV
CCLXXII [Cl " ""CHyH |-NH-TO§| 021 C | CXV
CCLXXIII| Cl -CeHs H |-NH-Tos1020 C | CXV

*Tos = -50,~_Y- CH,

13-
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