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Kl-1-[a-—FRA&®E - FR] - 1H-v%R-2- R,
5-[2-[2-[6-&E-5-&m=R-3-K]-2-KBE-LL&K
Al-AAI-1-U-—FREassE - FAI-1H-%%-2-%
34-



B,
5-[2-[2-[6-R&E-5-RAE®R-3-K]-2-8BE-T
AAI-AA]-1--—FERHBA - FE] -1H-%k-2-
REL,
s-[2-[2-[6-RAXER-3-K]-2-£X-ZAXI-A
Al-1-[A-—FEEBEE - FA] - 1H- 9% - 2- K8,
s-R-[R-B-fFEL]-2-BEX-CAX]I-"EX]-1-03
- ZRTFERSEL - FR] - 1H- %% -2 - A8,
5-[2-[2-3-#FRA]-2-#E-CZAAKA]I-AX]-1-03
- ZATFERHBL - FTRA] - H-R-2- R,
s-2-[2-B-(ZRAFRIEL] -2-RE-CLAX] -AR]
-1-DB-ZRAFRAEHEE - FA) - 1H- "Rk -2- &K,
5-[2-[2- %K -2-8E-CLEA]I-ARI-1-[B-ZR
FRASBE - FE] - 1H- %R -2- KB,
5-[2-[2-[6-RK&Am® -3-X]-2-BX-ZRAKX]-A
Al -1-DB-ZAFEARSBE - FA] - 1H- "% -2- #8g,
s5-[2-[2-[6-RA&A-5-&Kiw-3-K]-2-£X-ZLK
Al-FAAI-1-DB-ZRFERSEE - FA] -H-7%k-2-
AL
s-[2-[2-[6-R&A-5-RA#=R-3-F£]-2-8K-C
FAI-FBAI-1-DB-ZATFTEAsEE - F&] 107k -2
g
s-[2-2-[6-RAER -3-K]-2- L -ZRE]-A
El-1-DB-ZRAFHAEHEEL - FHL] - 1H- %"k -2~ RER,
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5-2-DR2-#%K-3- XA -REARKA]-FAI-1-[3-=
BT ERZEA - FA] -1H- %8k -2- K8,
s-[2-2-B-fAFER]-2-LEA-CZAAI-RK]I-1-[4
-ZRTEAESBL -FR] -1H- %R -2- B8,
5-[2-[2-[B3-REA]-2-#£X-ZR/A]-FAKX]-1-1[4
- ZATEAASBE - FRA] -1H-¢%R-2- R,
5-[2-R-DB-(ZRFHE)RA] -2- A -ZA&A] -AK]
~1-[A-ZRATFEAEHELE - FA] - 1H- %R -2- £K,
s-[2-R2-FEX-2-BA-ZHEAI-FLAI-1-[4- 24
TEAHBL - FL) - 1H-7%R-2- %,
5-[2-[2-[6-&EH=E-3-K]-2-AE-ZaAK]I-&
El-1-[-=ZRTFEE&BRL - FRA] -1H- 7%k -2- RE,
s-2-[2-[6-&&E-5-&mtxw-3-K]-2-8X-Z&K
Al -FX)-1-U-=ZRFEEa8@E - FX] -1H-%%h-2-
RBR,
5-[2-[2-[6-AX-5-RE®R-3-K]-2-8EK-L
FAI-AR]I-1- - =ZRATFTEAAsmA - FR] - 1H-"% -2
%
s-[2-[2-[6-AXER-3-K]-2-BLA-ZAK]-&
Kl-1-[4-ZRAFEEHBL - FTA] -1H-7R-2- B,
5-[2-[2-#X-3-FKEEX-REAX]-FX]-1-l4-=
FTEARABE - FRX] -1H-9%k-2- K8,
s-[2-2-[B-REXX]-2-BEX-CZRAI-&K]-1-3
- [FEA-ZRFTEA-R&5®E - FR] -1H- 9%k -2- R,
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s5-[2-2-[3-%FXK]-2-82E-CZRA]-RK]-1-[3
SIFE-ZRATE-A8mA - TR - 1H- %%k -2- %8,

5-[2-R-DB-(ZRFHRIEL] -2-RE-LRA] -A4]
“1-DB-[FEA-ZATEA-&&58L - FRI-H-%3%R-2-%
B8,

5-[2-[2-FXE-2-BE-CAAI-AX]I-1-3-[F&
- ZATEA-ASEA - FR] -1H- 9% -2- BEg,

5-[2-[2-[6-&Edbw -3-K]-2-RE-CZEEX]- A
Al-1-DB-[FEA-=ZRTFEA-88#L] - FA] -1H- %% -2
- HE,

5-[2-[2-[6-R&X-S-fmbw-3-Kl-2-#%-T&E]
~HAI-I-DB-FEA-ZRATE -f&sbA - FX] - 1H- 9%k -
2- RE,

S-[2-[2-[6-REA-S-REMR-3-K]-2-8E -7
AX]-AA]-1-B-[FA-ZAFL-Ks&L - FL)-1H
- ileRk - 2 - B,

s-[2-[2-[6-RAKEr -3- K] -2-£ZX-ZLRAKX]-&
BRl-1-DB-[FA-ZRATEA-&58E] - FX] -1H- %% -2
~ KRB,

5-2-R2-#EX-3-FXfA-AEA]-ARX])-1-13-[¥
A-ZRTE-Ksmt - FR] - 1H- %% -2- R#,

5-R-R-B-fAFER]-2-2E-ZARA]-FEK]I-1-[4
- [FA-ZATA-&&&A] - FA) -1H-%%-2- 48,
5-R-2-DB-%FX]-2-BE-za8A]-AX]-1-[4
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-[FE-ZRAFTEA-R88A] - FL) - 1H- 9%k -2- %8,
5-[2-[2-B- (ZAFHRIEL] -2- L -Z&A]-AR]

—1- - [FEA-ZAFE-£8mA] - FAI-1H-w%-2-
5-[2-2-FE-2-BEX-CR&A)]-ARA]-1-[4-[¥F

A-ZAFTEA-&&58A] - FA] - H-%%-2- 4%,
5-[2-[2-[6-RAEMRE-3-K])-2-LAX-ZAAI-F

Al-1--[FHEA-ZATEA -A858E] - FTA] -1H- "k -2

—- KRB,

. 5-[2-[2-[6-RE-5-&m=w-3-Kl-2-8EL -2 &

Kl -AXI-1-- [FA-ZAFEA -&s®A] - TR -1H-

glek - 2 - HRER,
5-[2-[2-[6-RE-5-REW®R-3-K]-2-£K-&

AEA]I-AAI-1-U-[FE-ZAFA-R&8A)] - FL]-1H

- Rk -2 - KA,
s-[2-2-[6-REAFR-3-Kl-2-#K-z2aik]l-&

Bl-1-[-[FEA-ZATEA-&&&A] - FE] -1H- %% -2

- R,
s-R-R2-#L-3-FEEA-RAK]I-"RA]-1-[4-[¥

EK-ZRTFE-&&8A] - FA] -1H- 9% -2- 48k,
AEALTBERTHFTRILGHGCIBEAR & oBEFERR

G mmast, CANSETOARSETEILERGXIMLESY, AL

BATEE L H AT T GBI,
AEWR T BRI MOOIBR R, &l R e s &t
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Bk, BAEOEEERXLETORILS ML EHti
TARFF X £ & AR KGRI Y, ALGATESHE,

AKEBELTBRRTHITRBWYGOIBRA, &gl %
W HEeY, CNESHEB,- B LRERS KBGO TS,
REGATETHE, PHATERGEAK,

RKERELT BRI P OEBR A/, HoBERERGSETF
k, BAEOEOTRILLFTERLSHLHHEE,-F LR
FRIEEGXILSY, IAFHATHETHE,

AEPETBRRATHwTRHAMAE NG HHELSH, e
SHHB, -FEREFETAREIOIMAY, SAEATESLES
2 AT % W RAK,

RKERLTBENTRHAMERNENG T %, BFEOIEQTR

DB, - R ERERETERAREGAILEG Y, AT
T,

AEROIELFHERAA, BAR, BEAIAALAGHXIL
SN, MHEERACSRRABRAL, AFENSREA (w2,
3RAN) RABAE N S i, AT RABRARLLE IR LN
EXIoHeF AR, RASARARA LY, AAMELXS
BRFRAAFERATRFOHAREEHRLAR, HHLLOHR
4- R AE, REAMASL, demosine,isodemosine, 3— ¥R 40 £
B, EHEAE, B -FE&R, Y -AATHE, KAEK, HHAE,
BLRH, LEAEFTHIEMA, HAHALLEMAOKERE £
AVEE, stPRAR ©MNAE&SERETHMEANLELE
ANId) LR RARE Ly, WHEORALPIEALL - BA—RH

_39.-



AT XA R R e ee47,

0 y
N
Rl \/\x‘é
RE

X#n, R, RAxpXIE, Ui A, EFE, SOHSO,
APEFRAEERGALERAK,

AEAELFBEAIMA OB ATEZ OB RSB, AT
HERE PG LSS MmO ATIES OB mR S OB R RL
AN R EGHENR, et BFTRELAZTHE b
HERi. SRR, S, MM, ARE, AMEHL. AR
B OEHASEE, e, sE, sl BRXrERE A
L E. BAMAR. Rmskd, DR&E, FoERE, s
FE¥E 3 (saccharate), X F& i, FHmid, LaE i, 5,
st — F E oL 2 A 2 K8 2k (pamoate) (Bp, 1,1 - F K - -
(2-8L-3-EFe8) )8, SATERLGEMRLGHTRERS
B & (Hlieshse), BELRYE (Blifiid), R, & FEH
A MU 64 2 4o F £ (benzathine) (N,N' - = - F R ), BEm,
—ERE, L 2-Lk, FTHRERN-FEAIRAER), £LFE
(N- FRAELE) =LK, R%., &4 T =H (tronethamine) (2- &
E-2-RF4A-13-A_H)FEEFRE,

A AGAE ‘B (REFFALNA) Gish. K. &F
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A,

ﬁiiﬁﬂiﬁ!éﬁ “pr A7 (RESHLR LIEEH EM, LEBN
HFRFS> R Lo mP—NEE, ‘ ’
. fxm&mﬁﬁ%“~¢ﬁ§¢mﬁ£”@%#$ﬁ£%wg
AR THRE R EHRKE,

K BeRE 67 OB &S
H”iztf\i,&dﬁ‘ri#@, B&ERR Gtk BX, KK
B X IA 894 3R 5 R 3 °
" % 6 Ak o kMK, LRSS
, ETEHERARTMEAL AT EmZH, B FALAS
BRABP AT, NI II, III, IViV, FRAAR

R2 R3 R4 RS RG 7 8
- - ) Al h R ’ ]
VR, R, Xl Fde EXE L,
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RS
OH 7
/K/NH + Raw']/\ \ 4
Rl 2 A >‘R
0 Y
o3

[V 111
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RS
0 7
HoN
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¥ \ 4
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‘R3
V ] |
OH H R

_43-



OH H RS
I Z/
' N
R2 Y
o3
TB
OH H R
,u 4
R1 N
R Y
o3
1A
OH H | /RS
S o
Y\X N\ CONR?RB
RE' Y
o3
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CH]'X

XV

XV1 -

XVl

111
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RS
|
JA
‘Br N R*
Y
Ly
VI
RS
5 l
Ny b
0 Y
B3
[11
RS
/
2 % N R4
a3
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VI

VIII



B 7

5

e e
l

Y

Ls

X1

XTI
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FARLHEA T i XIIIH @ B4 & A IHHLEH,

ARAARL FXITIHLAsH 5TV ESHR R FFAINL
ot BRR—HAELRRNOELETRTY, ERMNAFpRAR
B, ZLEESAMILA. SR, SR BEAAN, FiE
&% ARTEAEEHTHMRE-FH, RABFTREL -60~-50C
WiE B Tisir, ATEARMSENREHHERCIEKARE (H
P, LEARRE) | L&, RRAREN Bl Tk, =
£, 1, 2- —f.08%) WSk (THF), ik, ZEH AL 2
- Zf Lk, BEHHSC, FERMNIZLHEEIMLA,

FAL2LA T d N ITH R F& XISty A —F 5 ik,

AR A2, HAITHALESHEXVHIREAHR BT SR ATH
A, HR SR & XIS AV R B R
FHEMEEMNP, FH-10~125°CHERE THRTY, ERTHEE
EMAP R FER, —FETEE, LHRARRE G 8,
FABRTE, HKAHENA_TERFIERERELH0-10°CH
BB Ti#ATH,

AR BEAGKBROIEAN- (ZFE - Falei) - Lok
R BXITGBRBA TG T A ew

RS
CH3 N Z/
CH; SrmN % 6}44
_T/\ i:;I:Y
03

XV
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R B—HAAERMHERTFHEEMNG W —F R, —FLFaELE,
LHBRB G B, FREXTH, TH-10~125CHEET
BATE, HRitih, FrEAZEL25°CTHIT, S5HEALHWHER
BREAOCT AN, FTHREAMERE, HXXIV6LEH S
4o b ATk g XV IREAL R,

AR T & XIMLA 44 X IBRICA 4, XIBRICKA
& K FR'S 5] HCOHAMCONRR 49 X IIL A%, XIAGGILA 2 K
PRIACORG X T A4, XIAGGILA ML HiAE1f 26 7 ik 541,
RAEIFT I T L THRARBREOBAA BT AL Fk T
R

B RiAAE3, XIAe9fLo-Hid it Fss Raat 22 T4 T K XIB&Y
RE, AT ER B EGEGEF A SEIH NaoH), SR
47 (KOH) fr S R AL4E, AT R R ENEE 4. 8k (HCL), &3
BR o rilg, ik, BARBMS, AT EEFEOEN—&KAK
BB, 4%, DMF(dimethyl formamide, —F A FEl), FX
Ao/ BK, RAHKETUARTE, 08, ABATE, RREET
H#0~100°C, Kik, BE H#25°C,

AR Y@ A THRET RAIAM R CE, LAFFR
Bl SR S IR, @it it & XROHBE 89 & /2 T4 X 1A49 LA
W ER BB BARSEREBERN, BTHEAREGSENK O
HEg, SRE, BB AFT RS, K, BLHEE, ROEBET
HH0~115°C, SEHEMNOIEXROINE L, MESTE, ®
. DMFAe — @ F it iedh,

% sh, XIA#GLE @it A ARRNHEY B &b 28 X TAGY 85 7T 4 4

5.



RARNICHBLEE, —AfE AR FHEE NI REERE, A
BRFEL0~125°CoiB B FTHATLH0.5~ 24 B, A& 89 A é 3
RABE, FEETE, Ko, MFF_EFTRORAY, Kk
W, BREREFTETTH65°CTHITHI~ 24,

REE AR FEXITRIITG MY, R PXHOKS, XIIfIII
e HRMTHEBRABLI-IF XIS Wk B, BBAELIG £,
TRAIIIGRESH (A TXAHOKS) HAXIGA Y, BRBAIE 26 H
&, TRAIING S % (L FXAOKRS) HAR X Ie54La-4,

BILAARL, KRIL#GA-dh o X ITTH91LA 4 693 Rtk B 10 1k ) 4
Fo BRI B eGSR T B4 0 69 5% 538 Ao 3R
FAIVE S, oFl Lid BT ABLIP S XIIINEME T XX TLs
#.

XITTHAHTA XXV AT 5 = F H%,

81 = 8 AL ARAE T X XVESBE (5 X AORT) R AmE (B XASH),
BANXXVE LA DR T RXNVINGZE RS, AT LER BAE
NEMNZFRMERTFHEENG TR, FE. Z£T5X
TR, Rikk, ENA-RTR, ESZRLBMEEHAGE
RLiR T A4y - 78~20°C, ik H0°C,

8 I F do b 1 A 0 XXVIBG 5085 S8 A F ANAS W ERBKEE

T AL A R AXVIT ) 45 B B8 4
RS0
Rel———\
/ Y
R0



XPYHR, BX#h, Rk, #@i§XXVIHHEEIE ¥ £ 58
RETAAET, EA0% 6 AMMPRT R, HKit s
A AMMANaH), AT LA FEAEEMNGOB T oML ERTF4
HH I —FEFEE, —F AR E9R, Kk, EHNH=
AT B,

LR pEEE K -10~100C, Rik#hiE B A30°C,

B A4 Je b S 9 XXVIIH G ER B 4 58 R R 5 S A8 B 4
AIIIALEH, —#k, RERELHL0-100°CHE B F #4784,
AT ERFHEBRGTHRAEE, RRsL R, Kitw, 82
F8, AT LR FEEEHERNCIEHME N b &R/ KK,
ik, B M HAE,

RASIEH R F & XIIIAITE Y, APXAidgg, X
IITfe Il a2 AT ARARL - 3P Fd R E B % e Rt

BEABELIGT &, THRAXIIIGALS S (A PXALEGEIEH)
TR AT La 4,

BRAA200F %, THERAXIINKSH (A PXAEENEE4E)
7 X185 4-4,

B RiFARS, B SRR FGXIIMLA S5 R 098 R B ILE
A, THRXIIIHMSHETAXIINLAY,

RIIINL SR G VIS a4& e, eRAaTAX
R'COCH,Sn (CH,CH,CH,CH,) ,#45iX F £ 280 42 (TI) o AR F £ L BE ¢4
B AETREAVIHHA S, 45X HR'COCH,Sn (CH,CH,CH.CH,) £ i it
ZTEATHEGSETAOLEWR BT ALY,
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0

/LLO—#CHQ——(CHE

| CHy
3 b2

AT EEF 3SR MNOIEERRENFRTE, EFTK,
ik, FEMNAFE, AT L F kiR E — K AHH10~150°C,
ik 5 A4 £595°C,

AR R R & XN IXe9ed 4, R PWARLK, - OCH K - SCH,
KIXGA ) (L PWALR) R AMST AVIHLSH (L PR AT X

fEH),
N

e
\
S
R
XIXE o4 (L FWH - OCH, 3 — SCH,) & i 24 P XXVEI 1L odp
(AP XARIAAR A TFTXOLR)

N\ R9
T

S

R

B RzAR6, XIXSESHRMRXVIT LA BT 455 TR 4,
FAVIIHUES M ARG ALET 5SEH RN (Bldek ik, N-
BREHOBIRE, N- ARAHABRERIAKR)RE, BAXVIITY
- K, EPYAR, B&R#t, RE—KRZAZNFlORMA
B, —AFRA—AFiT, Ktk Hhwagis, F410~100°C
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HBAET, it AHL30°CTi#4IT6,
Bt XVIIIHh - RS T XA ERR &, X VIII
¢ o - XA T RN IXeYEeg,
S

I
R?-C-NH,.

BB —f % et E T4 s A Bl KA 8F . DMF (= F
EFELE), DMSO(—FARR) K -_HH-_FRT#HTH, 2EH
BOTE, 28, ABFTE, REBET AH#20~150°C, ik
W, BRRAELET T80 CHEETHAT,

AT R H) & XXI, XITAXIII&LA4, K FWHhE, - OCH,
#, - SCH, AXIt4fbidh (R PwAhs) RSy XvitiLs s, RP
R'H

XXT# 444 (S WA - OCH,H, - SCH) RAAZ4F XXVHHLEH,
£ PXARBHI; BR A

XXITHG4L A4 (R PWHA) ZAESE XVIeiiddh, RHPR'A
-54-



0—N
P
9
\N R
KXXIT#94tA4 (- FWH — OCH, K — SCH,) iR AE4 P XXV 1L 447,
A PXAREMA HR S
0—-N
\
\N RS9
KXITIthfLA 4 (K PWAhSR) RABESTAVIddm, HFR'A

R9

Y

A XTIt {44 (3 F WA — OCH,& - SCH,) RiAAR4 T XXV Lo
Y, HPXARISSBRA
R?

L

A RAAT, BEAETEHFRX TR A - COCHR # XX oPET
ARAXTFrel ok i A 2R B AU R 5] do i B4 50 85 A= / K
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P ab XX ER, M XXGEHE AT RAXVIITH A,

XVITI

AEMBEOETE, LEMTAE, RRRET H220~
100°C,

BT FAXVIIIF 52 2 FN BRI —FAEAREAHE, X
EEIN-TRERE, MEMATANEE BEE-ERTEHA
TR B SR T R X XIHF E ok,

R®C-N-(CH,),

I
0O

B H KT L TGN, Barber, Journal of Organic Chemistry,

43, 3015-13021 (1978) P,

RBTEHAE T B AXNLSHSAAXITN3, 5- WRAH -1,
2, 4- g vk, XXPR'AX -COR"#B % ¥, APRIAREINR
R, #HSwain®¥ A, J.Med.Chem, 34, 140 - 151 (1991) #iX &%

&, WXXE 5T XOERE R MR XXIIH &k,
- NOH

RC’ANH

e

756_



RARTLREE T 4 RXXIIIG3, 5 BRI, 2, 4-7E —uk
#MShineF A, J.Heterocyclic Chem., 26, 125-128 (1989)#Y
F ik, @it Xxehfes 58 L F (FPRCOCL) AARC(OR)) 49 1bA
BB B, ToHMXXIIIHE o, XXPR'ATF X GMERL,

NOH

;)J\NHE

LA B RTEZBE TR I 58048, —&
ALEE, ERXEMNTRESHTHE, RUGBARAAH, FTHH,
ZEAN, SALAA, T4, SR, SRS, T2, g, —
BB, REFZTHEAATR, iK% FRIE miE M EH
#, BASHEALT, AOHLRTREIHSREREMEFHAR
BAR (LATKHAIS, R R4, HATREPHENMRE
TERZOEN (Bl BR /), K TEIRER/HmIEERH
A B

AE AN HOE R BT LA 5iE S OREH T HE,
SER RO H (FleE R, SR, SF—FEHKL,
M), RO EHBX (Flols i, fasd), AN
AKX (BBt — 88, HHSKEN, RREVIERLE,
BERERITEGER, 22, SXELGlomnstd, Fhasi,
B EAIBERTEN, —REAEEREAGLT L E 05,
HFRBAE—BREMTAENLPREZGEZEMN PSS, RTHE
it K 45 Fo / RN AEEF B 9L E A

5.




A K P e B AL AT 3 T F S B84 (coupling) BB #]4&,
XIS HOHEREAIALATA SR AR R § Bl —REMS
A, BAERR—BAEY -30—80°CHyEE TitiTey, Kike)£ L0~
25°C, BEHLENBEIRMNAE, Flo_RTAR-—_RBELL
¥ =k (HBT), N-3- —_FREALA N - AR T 5HBT, 2
~LERA-1-TERAEE -1, 2- Zabdk, A wRek HHBT, X
ZLABEE - R, RR—EREREENPHITE, FRTEE,
ZRFR, ZATR, —FATERE, 2K, Wa%d, —TH
RLBEAK, AR EHFIELENGRSD,

KE WA, SBREIAXTRENHLTESL TS MEEH
ERARAAAR A ENELNS THRLBRAXATRLERL
&, RETEERERXEROEHRENGEAETH—_EFH%, T4
- 78~100°C#iR & T4, LT RHBEXS{ANLRESL HHE A
ETRE, BREALATSRE, HEAKLDOEIBENHTRALE
389 5 i H &,

APt X BRTXEAAYGHERETEST EH
235}

_(CH»)n
O/U (CHo \V
NV\XI%
Rl/\/ H2

PP Beecham#y 198656 i 3 H X 4749US 4593023, Beecham#)19845F7 A
_58-



21 H I 69k it 5 A # 45170135Af0Beechaméy 198658 A 19 H & 47
45US 4607033 % fhik ey Al ik,

B TBA R/ G 0EN, SeaRailaiheieAidit oRk
A BRSBTS M AL EATEREL O (FLLHKZ A
“AEAERALY” M, BFEBLSABREGLER, dido
REZEHIRGEE, RAZ TRFLBESE TIEHE TROARD
R, 2R, HTERALCAE, ERATKATHY, Kok
HWHBERI MR NELT, TE2RXRAGLHF ML, £LH
Mgy, NEAFRXRELATEHHKRELY0.01~50 mg, 4£
#£90.1~25 ng, —RALSHLH, Kh, ATHETIRELY
REMNERETETRAAYELAHT, EBF AT HLESIMNE,
B G hash S B A A R AW E, XIFARIEPTE A &4 2 LS
M FETORAMKE,

LG TT IR R RS T RA R AN, A
N HEEERMNE0. 01~ 450 ng, RFFR PG IR I AR
BAH B AL HRLAGESNE, —REFLAHBEGER,
THHXGHS, B NEHL0.1-6000 mg, HKitH A
1~1500 mg, 470 kgRFAHHALT, L6480 HEF—HKIEH0.1
~1500 mg, A TRBEREEITHR, THATRANEFE,

RKERAONSHEHATELHREAIBEMNESLA, EH
897 25 A 8K 6,38 B M B R4 SRR Rl A L 2 K XA B H,
EEXEUGHBLEBTREERNS WAL AERAUARMSLERLH
ATEGHE, B, st T ol THESHm5eE0EAKNR
RAEBRIABBNESOBAKE, AN, A, BR, Bk, &F

Yy



REF, BN, AT OAR S Bl ek H, HH A,
B,

AR, AR, BEFLTOAEOMNGIEER, ML/,
EREH IR, BHNG st =45 HRAFRIREH. T
By, R, RARNGERES, DS, $8 HE
W o JRBL A, P8 N Hle BHE, SLBSEH, ZHNEEEHBX
RIEEEN, BT ELEERGHASL, TEAREKBKRF WG,

TAREN AL CHRERESKENEEEHEBX, Hl,
TRERA, BREERE AN, BRIAMNG TERES LG
CREBEAZURN, TERTRFEA 2L T AL BN,
5 A Fo Aok I ) Jo BB B AR &, sk B A,

EEFEWNSWEL TGS, SSTHE M, THL
MERBEKRIANNTELGRATIEHFOERRE SR, X®E
BAA D ERIEFRAFNETERT EROERANFLERTL
HERHATIE L WRA, SBRARTES R GAL LW, 8, K,
S REAEY (Flindih, A_BREARL-8), Lo HRL
¥, M, N- FTEAHEE, RUEwBRmiedtiddems
DABNKGEMNSHTHALGRERTHE, AREMEAGL
BEHT, XEFMNOSHEFNUG LML B A K, BiXfrrE
FEOTiaSE R THKA, BBA, LT, SMKLYE, NAL
gt T ARMRKL T T shik 12,

ETRHEAGHHHB X OEABR R ERASFERATIE
ME&ELE TEHERIASEANAAD K, ELFFHALT, £H
XLMRAEGGH AL FRAA T HOREGREBRELE CE
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FEPEEFHTLARAT Y, FELHARTRAN, RFILMK
AW Bldmtm il Fe BB 0T E,

i MegiE o A N ETEME RO TESY, L8
FX, BT RERFETERGEEREREN,

AE RSB ERNTERTRHDFAFD DR EGE R
SUARAe | Rt R 5 G RF PR,

AR ATHENRE, B, %5, LFE LEESHPFHAA
AR it R R 5 R B P 69 B A A 4B A — A R il 1T 8 A KRR
thieddh 5iE £t sh i tstR A s A4 £ A 49107~ 500
ppmed LA fa 1 &40,

A R R TR LT~ 95% (F8) GREAHILEH
5#5~25% (£ %) oS HBEIAEFNRES, EATHEIHE
FHEAWE RO TIMR: RS, KEH, HFo, A
Tk, AR, B2AH, HEABZE, KE, T, 2REAHHF,
BRI TERES AL TPHEANTHAGRLAR T H 2%, T
&, Xl HRENI P ERASE S FAIEZOER,

Jo R M RERHOREER4, HLAREA BT HERkER
WREZEARGTE LAYLF,

R 268, . HFFLFE— K Eab A4 640,01
~400 geyiEME S, ATXEHHOREE ML HFobHH 50
~300 g,

it 6 K & A K B X9 44— R ek 44 6,4 490,01~ 400 g,
ik 10~ 400 gayEMHE S,

ST i i B shah 3, IS AR BA 6940 A- 4 AR R D Ak
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FEFARALY, —AEXEN N TR RN SR
RS HO R XTHET,

BE, MBI HOERAGEOREAGLAY, R4EL
RN TARE 01~100 ngefigtimy, stTH#, 4, %%
Fh¥, KRt NERHEXENTHRE0 01~50 ngiEHEs; &
STREFEREY, KRLEONERF—REHFERENF0.01~35
mg,

WM B 7 TR RSB S AT 8 M Blde it A, AW,
ERBFFHE,

CAHREFORLNMA WG D AGHETHRL ALY
5% M Gl4ei & —Ffcarnuba waxE R4, HEBRALIY, Th
N R ] do sk REEL 4 R BEEL 45,

SR, RARE, Teshhshdh 5 TIEG DM IAAINES
MBI, AN s T ARAo A T 2R B 5 I8 o
P, sbsh, LKA, ATRRDHEAESHEHRE, &3
36 I7 A8 4T B ATIEN,

FERARFIANF AR, s TH L AN kbR
FEZORHHOESRAERREERY, AAARBETHEAX—H8
0Tk, NTEEREGHEARERL, RARKAG T £FEHT
BAGYh, R ER LT L EAESGONE

Fik

BERTEOGFZx TRRALALS DGRBS,

AP AFERAT, EHERLFPASAS~8 A 4C5T
BL/6J — Ob/Ob/s &, (¥ Jackson Laboratory, Bar Harbor, Maineff
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#F). —RANERME, HREHPFLEEMETZHN, AR
o FE25 méhd, oI HELSAAF2.5 ng/nELAF2% AT
FRY E KR, SFETRERATREHSI, RE, LahER
R % (5~50 mg/kg), FEMEstRE (50 mg/ml)éjciglitazone; (US
4467902; Sohda% A, Chem Pharm Bull ,Vol.32, #4460 4465
K, 1984), BMHMNAFOIR, MANHEHEGF0.25% w/viI TR
HHRFHRHBN LN, EESAN, BAMKEGW LR 0 BT
ko) AT AL R B HERE, BIHREGXFT EE T 10000
Xg & 24 4F, 15)4oid it ABA 200 Bichromafic{#74L™ % FA-gent™
#H EBUVIK AR R (S ) 020, 6049100 mg/dled47k 5
MLEFROBERE, BrTAXHELRHHE,

Ao R #H EAE (ng/dl) = XAH{E X5X1.67=8.35X KA1E
FPoAHBELRYE, 1.67TAHR hmprbs AT (B Ly
H40% ),

ARG N O MERERFALL G S atzH HHRKE (I
250 mg/dl), RSB EYS 4 #) B4R E 4K (w130 mg/dl),
KA 8% B EHG AR, Blin, SHEMNBHRSGH
HERKE H100%,

KAT @G ETRHEAAHN P ZEFRLITP 0 Tty
A, |

(7Z: 1, Abbott Laboratories, Diagnostics Division, 820

Mission Street,So,Pasadena.CA 91030497t & 4%,
2, Richterrich and Dauwalder, Schweizerische Medizini-
sche Wochenschrift, 101, 860 (1971)#&9 it F ik, )
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@i Bk @ 9P E 49 IR T8 (CAMP) 89 B T AR 4K
b ik F 04,

E—BAKRD . B.AB XUREAALLGTEX TR INEL m
Jok KiC4jeHan's FI2BFA T, BALOL10% B F, 550
“g/ml Geneticin, 100 U/ml&HE &, 1004g/m4E % #2250 ng/
ml = EEB, S EMAEHans F12s /2 P, HFun10 1~
10 MEL0O M A TAF AR SSh—RmA B Zmied, st
B EREEE N, RBEHREAP@AITCTRFL054, AR
BRE, WEIEHR A S A0 0IN HC1, S AN NaOH¥ #v
Bk, R AHMELNuclear#) 3 & 2 M1 Bl 12 % 947 (RIA) 7T 1)
R CAMPH# tm o &, cAMPHsmAg & H B %1k thagonism A A H 3 44
%%, |

18 i % A HE Sprague — Dovwley R it 47 K #e e 5 276 L e M 2
TR ERNO AL RSN, R HOEHRLTR A5
8] 3% M A 3F (Oxymax™, Columbus{L®)Mz, AA XKL, AL
A (W) F R ARBEAH (0.5% —F AL (CO,), 20.5% R4 (0,), 79%
N; Linde Specialty®4k) &R EOxymasH ikt B &, A (MM,
Sprague Dawley, 4k #300-380 g) B TRt esFE A ZE (43X 43X
10cm), HFRETEREMEF, REBLTHTLAEAL6-1.7
/4, OxymaxB#AHEAFRA TR EGTANAREFHAPE L O
RS ENARRFTFRMEA(I/kg/h), FHEMNE EE LA
1SR M ALRTHIasb kR, LARABARRI IR, wqS5E
B (REFELTHOMRAR) FHeRegEREHEHR, F109
HalE X FOEEABEEN2.5- 3, ELaB% RN, FF
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HE, FEORE RS REAH(0.01~10 mg/kg, AH%AFP
Fl&ah) R L BARAG LK, LHBE1054 AT 553 0 e R
#EABHEE, EidFH2.50EH AR AE B E A LR (B
T RN FH RS ) THEARFRGEAT S, &
T E P HER T 88T 10009 45 3075 M 64 BT 18] P9 BT 3K 45 64 LI 4L 1A,
TR, ZERFTHSLHEHRGD R,

18 1 wf R E P& (50~ 60 mg/kg, PR AR iR (A,
Sprague Dawley, 4K¥300-380 g)RE S HEfohm BT AL o
BB LA Efe S kehik Mk Hite, MPE S04 #A £ 3 ¥ 3K,
FERATHELY, AHABGLEY RAENEZLERTHRLHR
BREER, KBEHPAFTEILG, KBRZEFRENTRE
iTey, BRBWETE, FEAKRAFT FMILAFERERT R,
EEZV3054E, B3R FEEEHEHEHRS LifEGrass Mod-
el T4 AP HieE LIRRGERMET CE b EGRME, RFEAR
5, @it o REFHLEHREMSMARKBN, £15, 30, 454
60447 ) i AT f /& (B,iE M AT ) Aou £ (BiE MR ) T, A
TR R, M S0 HE P R &K i,

VAR S 9 X IXIG P A 6910 a R 9 210 nMég 5| & B cAMP#Y
R I Aovgf&vh L,

AL Al TEOFABEFBOLA, 122, BEFEIL
5 76,15 64 B AR BLEA & s R R A 09 TR 4,

5% 36,151
FHKA
PRS- #ZAF kg -2- REE
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G10CH T 5 (CHCL) (100 ml) P e %S - FREEH=%
od-2- %8 (5.0 g, 26 mmol) &YFEAFER F e N =R ALA (8.6 ml,
91 mmol), ¥FHWBEERATE THF 2NN, KR EERE
Ak l, B304 A LB B (FLOAC) FE, Jk, fafedy it
Kok A MAE, FARELM (NS0, T3, ATKREEFS-BEAE
Fhekel - 2 - 48 (4.0 g; m.p.223~228°C),

A 40 S A B A (0°C) 49, BEHF A9 TR (50 mD) a9k
ABIER T1504, RFAGEEEA2. 5, RELF, EA
FPRuE, BRAMERELBRTEY, AKX, HkFk, TR
(Na,S0,) A A=k 45, HFR 0 ERARK (40% LEELE: i)
PR E#ESE, EAREEAGRANSH (3.3 g; mp.164
~166°C, *FC HO89 E44: C, 62.52; H, 4.20, F@E: C,
62.47; H, 4.09),

H BB
RS- (2, 2- —FEAZEA) X kb -2- KB

G et - = &5 (10 ml) 49 HALHR(0.11 g 60% W F,
2.7 mmol) R H F AT AS - LEXHekeh -2 - BB (0.5 g,
2.6 mmol), f&FHRERMETE THIFLISHH, AERBT
AAN—FAFTHAETHLLE _FALLE (0.5 g 3.0 mmol), 4
FE R AR ERLS D, WRERSWENTLERTET, AKX,
R kTR (Na,S0,) AAARH A 2 R4, &3 3|6k AR (25%
LEELE: o) L irAX e #0E, ARAE B SAREASY
(0.16 g; m,p.74~74°C),

j, EC
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FRS- (LB -2-R)FH%kb-2- KK

Y HE (4 ml) Fe2NS KB (0.3 m) PHIF RS- (2, 2- =F
FAZEE) R kb —2- %8 (0.16 g, 0.6 mmol) & & EA3.5
N, WERRERAETKSE, ERELKRLET, AKX, BKTE,
F 1 (Na,S0,) AT KRY, HEFLEEHLSAMLSH(0.14 g; n.p.
112~115°C),

F %D
FRS- (R-2-F-K)Ejfekh—2- KA
BFEG6 ) PHFTES-REfrd-2- A8 (2.4 g, 9.3
mmol), = TAHF&E2E (4.0 ml, ldmmol), FAHFKLELAES (1.4 nl,
14 mmol), Z.&4E(II) (0.1 g, 0.5 mmol)#== — 4F — XK K Bk
(0.3 g, 1 mmol) &9k Fo5°Chmik2. i, R BERETREH
B (25% LB T i) LT AXEdaE, RFAEES
AW (1.8 g; m.p.77-79°C, *CH 08 FE547: C,
67.25; H, 5.21, S£#4A: C, 67.12; H, 4.95),
FKE
S-FEA-2--FR-=ek-4-K) - X%
¥ (15 ml) Peh2-if-1- (5-FRE - Kiekd-2-4) -
(0.6 g, 2.2 mmol) Ak Z.&LAE (0.4 g, 5.1 mmol) &9 H& &1
B, R BRAMATKEHARKR (14% LEEL8: Ti) LitsT
NX & #Ee 8, FFEAKMALE®0.47 g; n p.136~137°C),
EwHIL
FTAS-(2-(2(5) - £E -3-FAEL -RAL)TRE) - X%
-2 HREE
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Glof o) P FEAS- (@ -2-8) X HF=x-2-
#8:(0.13 g, 0.56 mmol)Fl - R E - 3-KEAKLHK -2(S) — &
(0.10 g, 0.61 mmol) &9k P Au Ak BESL (0.5 ml) = ZER K &
4% (0,18 g, 0.83 mmol), 2\E &, MR NRSMHFIHLE
LB, et dhakal SN, BT, TR (Na,S0,) AALEI A
Tk b, BRAGRBANXNEES B (B, 5% TEH: Z&F k),
ERAGEHESAMESH(0.10 g5 mp.115~119 °C, %
C,H, NO, » 0,25HO# ¥ 4-4F: C, 64,70; H, 6.08; N, 3.59, 5
A4E: C, 64,89; H, 6.15; N, 3,51),

EAHB12
FAS- 2R) - (2- - =ZRFA-Foe-4-%)-2(R) - ETE
-R&) - AL - FKpkeh-2- R

¥FAEOA D) FHR - - ZAFL - g -4-%)-XK
£.2.4(0.20 g, 1,03 mmol) FeF A5~ (2(R) —2- RAALK) -
Hek oy — 2— %8 (0.20 g, 0.86 mmol) &9:E ik ©AL, 5B, %4
=3 ’fi}iﬁw—&ﬁ-.n;ﬁ*rﬁ”l‘%'ﬁ'@ AT HAXE RSB (B,
2% W E: Z&FHR), ERLAGEHASMHTANLESH(0.09 g);
p.99~100°C,

5-(2-(2(8) L - 3-FXEEA-FAAMLITEHN) -Xifekeh -2

G FE 5 nl) PHFAS- (2-2(8) -~ £E -3-FRA

- RAL) - CRE) - FHekeh-2- REL (0,10 g, 0.25 mmol) &y

ik P A K (0.4 ml) P ey R EALATF (42 mg, 0.75 mmol)iamik, 15
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DB, R RERATRYEG, BERAMFEREK (4 n) FHHE
PHIM£5.0~5.5, WEFEWGEK, MK, —sdrtA2 TR
HRkGERLSGMLAY, (78 ng; m.p.128-133°C, *F

C,H NO, + 1,250,044+ ¥ 447 C, 60.99; H, 6.02; N, 3.56, 3E#|

200721

{: C, 60.75; H, 5.86; N, 3,30),

E A4
5- (2 - RE-I-FEA -ARRAICER) -Fiph -2
- REE, Z—TQK—ZJ%}“%H%
£ 78 (3 ml) PEFRS - (2 ( -RA-3-XEK-F

ER)E L) - % Hekvh-2- 488 (0.10 g, 0.26 mmol) Fw2 - F
FA - LE(0.6 nl) MERERARE TRIFION, HRAEER
ATRGHERAK 5% FE: ZR/Fx) LT AXE#S R, XK
FAREE S SIS Y, (92 ng; m.p.95~96°C, HHCHNO,
0.25H0&5+ E 447 C, 63.79; H,6.63; N,6.47, KFE: C,
63.59; H, 6.39; N, 6,34),
% %, 15)5
FHEAS-(2-2(5) - A -3-FXEE - AALILRE) - FH=
-2 - REE
KA SENEESTHAENLE B A7 (0°0) 4, HH 2
-HEBE G N PHFTRAS- (2- (2(8) - AL -3-FKREA -AAA)
LEA) - Kok -2- %8 (0.1 g, 0.25 mmol) iEkR T, RE
¥R EaEilel, SR RXEe#s & (BB 5% T
B ZH Vi), EAAE RSN SY, (0.09 g; mp. 105~
106°C, %FC,H NO ¥+t H 4 #7: C, 66.09; H, 6.63; N, 3.35, 5
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M{4: C, 66.04; H, 6,38; N, 3.31, )
FKAB6

2- R -1-(5-FaE -"Fimh-2- X)L

w2 (0°C) 44, HEAFH —Z& (20 m1) R Fix (5 ml) P49
- TR - Rkl - 2 - B AR (@it AR 6 L AEL (=)
AFPAES - FERA - Fiekoh -2 - KB HE49) (4.6 g, 22 mnol)
BER T AN L6k (45 ml) P ER F it (66 mmol) #9iEik, 154
G, A0 AL AASRLEA, BRISTHE REE
RALELEBAER, MiafedA0rk, FH (Mgso,) Hiutaif A
ZFMI* #Ea ot bt TAXE#E5 5 (s, 10% BT &:
E4) FFE 7 EESGIFALESH2.8 g,

M.P.86~87°C,

E2eH17

PHS-(2-(2(5) - #£K-3- - FEEHA) -AEL)TEHE) -
Fobekh - 2- B8

B R AT L4 H1HE Q4T RELAFALE Y,

M.P.126~126.5°C,

#C, H, CINO 893t - 4-#7: C, 60.07; H, 5.28; N, 3.34, &
{4: C, 59.89; H, 5.22; N, 3.25,
FA6-(2-(2(8) ~#X -3 -FRE - BEA) LEA) FHf%-h
—2- B8

3 R ALT K ABLREE 6 F B A 4705,

M.P.110~111°C,
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sHC, H, NO.&9 it 4 #7: C, 65.36; H, 5.86; N, 3.94, 52 #ifé:

C, 65.44; H, 6.02; N, 3,63,
K9

—(2-(2(8) ~H#A-3-FELA -ARL)LRA) Kb -2
FREE

B R T ERFLEE 6T RFERAANE T,

M.P.214~217°C,

%FC,H,NO, « 0, 25H,08y# F447: C, 63.90; H, 5.76; N,
3,72, SEM4E: C, 63,53; H, 5.66; N, 3.61,

% 76 1510
PES-2-2-B-fK-FX)-2R) - H£X-RH{K) -TEE)
~ F ekl -2 - REE

BT KB LR 6 F RF)SAFANE M,

M.P.104~106°C,

s+C, H, CINO &+ B 4#7: C, 61,62; H, 5.17; N, 3.59, k¥
{: C, 61,44; H, 4.96; N, 3,56,

L6511
5-(2-(2- B-K-FHX)-2R) - BA-ZRE)-TREK) X
Jhekb -2~ HRER

BEMT EAPLRE TR SRS,
M.P.145~153°C,

N

N

% #4512
TRr6-2-2-3-H X&) -2R) LA -ZEHHA)-TEEK)
- Fivkeh -2- B




EIEMT KB G R SRS,

M.P.102~103°C,

®FC,H,CINO, « 0. 17H,089 3+ H 447 C, 61.14; H, 5.22; N,
3,56, Somi{i: C, 61.02; H, 5.39; N, 3.31,
FER5-2-2-2-ZfFX &k -4-X)-2(R) - X -Z
f4)-ZEA) -FEAgh-2- K

B R AT B854 ¢ 5 A S AR S,

M.P.128~131°C,

#+C H.FNOS#+H H o4 C, 50.24; H, 3.98; N, 6,51,
L @{E: C, 50.06; H, 3.87; N, 6,28,
% 76,1514
5-(2-(2-(2- ZRFAE Kok -4-K)-2(R) - £X - LAK)

-~ LEE) -Kifekeh -2 - HBEg
B F LT LA 3RE T R PS489,
M.P.155~163°C,

B CH,FN,OS ¢ 2,250,009+ F- 947 C, 44.70; H,4,30; N,
6.13, FM{&: C, 44.45; H, 4.30; N, 6,13,
%K #4515
1-(5-(2(2(8) - £ A -3-FAX -AHKL) - ZRE) - ¥i=
H-2- &) - LEA
e K ANT 5L 1483 69 F R F SATALAL A4,
M.P.122~123°C,

#FC H,NO, » 0.2H0849+ B 4-#7: C, 67.62; H,6.32; N, 3,75,
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L @{E: C, 67.83; H, 6,10; N, 3.73,
5% #1516
1-(5-(2(2(8) - A -3-KEK -ARA) - ZHA) - FHfekeh-2-
) — T B
B AT F 2 BILRE 6 5 B &AL,
M.P.99~100°C,

%FC, H,NO, « 0. 14HOt4 3+ E & #7: C, 69.05; H,6.87; N, 3,50,
Ja{4: C, 69.08; H, 6.76; N, 3.34,
% 45117
1-(2- (2 fpBok-3-K - Kok -5-KK) - RAKE) -3~
AEE-FH-2(8) -8
BEMT RAEMLEE ¢ F R A &AM,
M.P.107~110°C,
sFC U NO# B 44 C, 66.99; H,5.62; N, 7.10, % 34A:
C, 66.94; H, 5.42; N, 7.00,
% 361718
1-(2- 2-FoEed-3-K-FHApkd-5-KH) -LR/E) ~3-
R-f-FRAE-FH-2(5) - &
B AT 56 B LRG3 69 F IR & AF AL B2,
M.P.93~96°C,

%C H,CINO, » 0, 25H0693+ F 4-47: C, 60.97; H, 5.00; N,
6.46, £ a4E: C, 60.99; H, 5.26; N, 5,60,
- K B19
1-(2-(2- (5-FHh - FEvk -3-K) -FKifekwh-5-F&) -
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LAK)-3-XfL-HFH-208) -
R AT EHpL R TR EIFRLESY,
M.P.144~146°C (R &),

$5C, H NO#H H 44 C, 67.63; H, 5.92; N, 6.86, &l
{&: C, 67.65; H, 5.85; N, 6,73,
5k 7%, 1] 20
1-(2-(2- (5-FA - FEk-3-%) - FA%kH-5-K&) -
ZEA) -3-2-f-FEX)-H-2(05) -8
B R AT B LR 6T RGNS,
M.P.102~106°C,

stC H CINO.#it o #: C, 62.37; H, 5.23; N, 6,32, %
#M4#: C, 62.12; H, 5.58; N, 6.01,

5% #4521
1-(2-(2-(5-FHA - FEuk-3-2)-XEHAkeh-5-Kf) -
ZEE) -3--A-F8A)-F-2(5) — &

BEMT AL ¢ FRASIFAANLGT,
M.P.118~121°C,

stC, H, FNO.#it F4-#7: C, 64.78; H, 5.44; N, 6.57, 3@
{: C, 64.97; H, 5.38; N, 6,22,
5k 7%, 122

1-(2- (2-F B -3-K - Fikh-5-AR)-TRE) 3

R-=ZHFEA-XEHA)-HRH-2(5) - &
e AT 6P RE 6 R F EATAL LS,
M.P.90~91°C,
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sfC H FNO &+ B4 #: C, 59.74; H, 4.58; N, 6.06, %%
M4A: C, 59.62; H, 4.49; N, 5.66,

C 56,15]23
1-(2-(2-F2 -3 - K -FHR -5 -AHA) "L RAHK) -3~
C-KE-FEE)-FH-2(5) - &

e AT KA REE 6 F RF SRS,
M,P.94~95°C,

#+C H, NO, * 0,SHO#H+ H 447 C, 64.57; H, 5.18; N,
9,81, % M{&: C, 64,26; H, 5.16; N, 9,35,

% #,15] 24
1-(2-(2-FEek -3- K -Fiferh-5-ARA) - TRAK) - 3-
R-F-FXEAX)-H-205)-&

BT FaGLHE G Y RF SRS,

M.P.109~110°C,

sC H FNO. #9447 C. 64.07; H, 5.13; N, 6,79, &
{: C, 63.89; H, 4.98; N, 6.39,

5k #6.45)25
1R - GB-F %K) -2-02-2-FFek-3-K-FHfekoh -5
A E) - RA)-LE

BT RAG LR G TR GRS,
M.P.112~120°C,

sHC, H CINO #it - 4-#: C, 63.24; H, 4,57; N, 7.02, 5k#i
{&: C, 62.94; H, 5,13; N, 5,96,
5 #1526
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1(R) - 3—:_$L‘TJ;BZ E)-2-(2-(2-FEp-3- X -X ¥
kel —S-AF) -ZLAK) L

AT R G H R P GRS,

M.P.113~114°C,

stC H FNO &+ E 44 C, 61,11; H, 4.43; N, 6,48, 7|
{i: C, 61,48; H, 4.75; N, 5.79,

5% 36.15)27

1R) - 3-K-FK)-2-(2-(2-5-FA-FFek-3-K) -
¥k -5- A8 -ZRE) -LE

FRAT KPS 6T RANESIFHENE D,

M.P.108~110°C,

5% 7, 15]28
IR - B-=ZKFX-FKE)-2-2-(2-(5-FHK - F ek -3
- Xk -5-KR)-ZRL) -LE
BRAAUT KR 4T RFSAALESD,
M.P.126~127°C,

sFC H,FNO G+ E 44 C, 61.88; H, 4.74; N, 6.27, ¥
M4E: C, 61.75; H, 4.87; N, 6.20,

% 76 15]29
1-(2-(2-(2-FR —oke —4- &) - F kol -5 KH) -
fA)-3-FKEA-H-2(5) -8

B X AT KA LRE 6 B S AR o4,
M.P.150~152°C,

3= 46,1730
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1R - B-FK-F¥K)-2-2-(2-2-FH-Eub-4-%)-%
ek -5-RE)-Z AL -LE
BET R F18HE 65 RAE&AREEH,
M.P,127~129°C,

stC,H,CIN.O,S# i+ ¥ 4-#7: C, 61.60; H, 4.93; N, 6,53, %
M{E: C, 61.54; H, 4.85; N, 6.27,

KABI31
1-(2-(2-(5-F#-(1, 2, 4) - E-vk-3- %) - KAkl -
S-AR)-Z8A)-3-FEX-F-2(5) — &

BERAT EAF1EE 645 RASAAHAIASH,

M.P,112~114°C,

sFC, H, NO# i+ H 44 C, 64.53; H, 5.66; N, 10,26, &
{: C, 64.48; H, 5.24; N, 9,97,

% 36,1132
1-(2-(2-(5-FA-(1, 2, 4)-F-wk-3-K) - Fjfekop -
5-AR)-ZAHK)-3-2-K-FEHL)-F-2(5) - &

BEMT LAFILE G T RP SRS,
M.P.106~108°C,

SFC,H, CINO, » 0, 2H 0853+ F-4-#7: C, 59.04; H, 5.04; N,
9,39, SM{E: C, 58.79; H, 4.93; N, 9.18,
5 7%,15)33
1-(2- (2= (5-FA-(1, 2, 4) ~wE vk -3 2) — Fifukah -
S-RAR)-ZEAKA)-3-R-R-FXAKA)-HKH-2(5) - &
FHEANT EAFLREE 6 F B A BT A .,
7.




M,P.102,5~103.5°C,
#C H FNO &t H 947 C, 61.82; H, 5.19; N, 9.83, £
{f: C, 61.60; H, 5.21; N, 9.52,

%A 1)34
1-(2-(2-5-=ZfA¥WHk-(1, 2, 4) - =E—vp ~3-H)-EH=s%
oS- AR)-ZAK)-3I-KEE -FH-2(5) -8

BEMT K AP G T RA ST,
M,P,108~113°C,

5% 36, 15135
1-(2-2-6-ZAFHA-(1, 2, 4)-FE-ewp-3-R)-XHst
-5 KE)-CARA)-3-2-F-XEHXK)-F-208)-8

B R ANT Kb 1LEE 0T RA ST A B,
M.P.112~115°C,

sPCH F.CINO &+ o947 C, 53.08; H, 3.85; N, 8,44,
Fq{E: C, 53.65; H, 4.08; N, 8,36,
5= 76,1536
1-(2-2-65-=fFHk-(, 2, 4) -EF —wp —3-H%)-XH=
M-S KR)-ZAK) -3- Q-F-FKEK) -FA-2(s) - &
e RALT KA G G BRI,
M,P.117~119°C,

%FCH FNO & Ho#: C, 54,89; H, 3.98; N, 8,73, %
M4E: C, 54,51; H, 3.84; N, 8,38,
KHAI37
1-(2-(2-(5-Z#&-(1, 2, 4) ~=E—wp-3-H) - Fjfekah-
78




5-AE)-ZAK)-3-FKER-H-2(5) - &
BEMT RAGLBEG TR SIRALE P,
M.P.97~98°C,
%C,H,NO#IHRMS (# 4 # & f#E4) +HF: 423.1788, k&
{i: 423.1843,

5k 7%, 15]38
1-(2-(2-(5-2-A%) -1, 2, 4)-FE-wp-3-%)-Kifek
-5 AR)-CLARK)-3-FEE-H-2(5) -8

B R AT FAFLREE G5 R EIFANLE W,

M.P.111~112°C,

sC, H NO B+ HE 447 C. 65.89; H, 6.22; N, 9,60, K&
{&: C, 65,61; H, 6.15; N, 9.24,

%A H139
1-(2-(2-(5-(2-FA)-(1, 2, 4)-E-vk-3-K)-Fihw
-5 -KE)-CZRE)-3-FKEK-K-2(5) - &

BEMT ERBILEE G R EAFAE T,
M.P.149~151°C,

sHC, H NO & B4 #: C, 68.78; H, 5.34; N, 8,91, %£;
{i: C, 68.98; H, 5.29; N, 8,82,
% #6151 40
1-(2-(2-(5-(2- 3-whog&)) - (1, 2, 4) —F =g -3-K)
~F Ak -5 - AR -CLAK)-3-FRE-F-2(s) -8
B EANT K AGILEEL G5 RFEGATALE D,
M.P.150~155°C,
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% 76.15]41
1-(2-(2-(1, 2, 4) —E—-wg-3-K) X}k -5-L &) -
LK) -3-FXRKX-FH-2(s) -8
B R MT KB LRE 64T R P& AFALA 0,
M,P,118~119°C,

stC, H NO &+ 4 #: C, 63.79; H, 5.35; N, 10,63, FE @
{£: C, 63.79; H, 5.34; N, 10.62, FE#4&: C, 63.79; H, 5.35;
N, 10.63,

5k 3. 45)42

1-(2(2-(1, 2, 4) - F-ek -3-K) - Fifekb-5- KX ) -
ZRHE)-3-Q2-f-FXEHK)-&K-2(s) - &

HEMT KAFLRE 6T R H) S,

M,P,102~104°C,

%+C, H CINO, » 0.5H089+ H 4#7: C, 57.46; H, 4.82; N,
9.57, ELM{A: C, 57.65; H, 4.71; N, 9.07,
5 #1143
1-(2-(2-(1, 2, 4) - "E=wk-3-H) - Kok -5- L&)
LRFE)-3-2-R-FRA)-&F-2(5) - &
B EANT E AR 6 B S 474,
M.P.98~101°C,
stC, H, FNO# it F o #: C, 61.01; H, 4.88; N, 10,16, %
M{E: C, 61.39; H, 4.80; N, 9,01,
% 76,1744
1R) - (3-R-FXF)-2-2-2-B-FH-(1, 2, 4)E=rk
_80-
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“3-R) K-S - AR -ZRAK) -LE
B R AT Fa 1R 645 RF GG,
M.P.88~92°C,
#FC, H, CINO &5+t F 447 C, 60.94; H, 4.87; N, 10.15, %
M{&: C, 60,95; H, 4.62; N, 9,75,
5% 3. 45145
1R -B-=Zf-FF)-2-2-@-(6-FH-(1, 2, 4) -=%
ok -3-K) -FAgb-5-AE)-ZRE)-LE
BEAT EAB1IHE G RASAFRALEY,
M.P.96~98°C,
shC, H, FNO, &9+ H 44 C, 59.06; H, 4.51; N, 9.39, %
M{E: C, 58.78; H, 4.34; N, 9.17,
5 46, 19146
1R - (2-ZHFh-Ep-4-K)-2-(2-(2-(5-FHK- (1,
2, 4) ook -3-R)-Fhskep-5-EE)-ZRHK) L
e B AT KA BILRRE 6 R EATANL S,
M.P.143~146°C,
wtC H.FNOS# 3+ H 44 C, 50.22; H, 3.77; N, 12,33,

177 3474

L R{E: C, 50,77; H, 3.60; N, 11.67,
5% 76,1147
1R -3-H-XK)-2-0-2-5-=Z=fFx-(1, 2, 4) -
Eovg -3-K) - Kk -5-KR) -LRAE)-LE
B R AT R 1E ¢ 5 TRF ST,

M.P.108~111°C,
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s+C, H F.CINO,## B 447 C, 53.92; H, 3.66; N, 8.98,
T @4&: C, 53.93; H, 3.79; N, 8.75,
5k 7%, 15148
1R) - 3-F - FF)-2-(2-(2-(5-(2-FK) - (1, 2, 4) -
ok -3-R)-FA%w-5-AR) -TLEE) L&
B R AT A F1RHE 0 TR A GATRNS 1,
M.P.84~87°C,

s+C H CINO,##+ H 447 C, 62.51; H, 5.47; N, 9.51, %
M{E: C, 62.34; H, 5.35; N, 9.34,
% 34149
IR - 3-F-FXHA)-2-2-(2-(1, 2, 4) - —wg-3-K%)
X ifech-5-AR) -ZRE) L8
He R AT EFILRE QT R A SRS,
M.P.103~105°C,

#+C, H, CINO &5+ 44 C, 60.08; H, 4.54; N, 10,51, 5%
AM4E: C, 60.19; H, 4.42; N, 9.58,
5k 76,1150
5-(2- (2(8) - #2A -3-FEA - AKX LRE) - Fifwkh 2
- K, 1-RAL -BE
AT E R B4R Y BRAEAFRAE W,
M.P,127~128°C,

% #1551
(5-(2-(2(5) ~ LA -3-XEA -AEAIZERA) - Fibwdh -
2- ) g -1- X - TR
_82_




B R AT LA BIARE 6 5 R B AT,

M.P.117~118°C,

S C,H,NO, ¢ 0. 2H08#F 447 C, 67.34; H, 6.69; N,
6.54, L M{E: C, 67.11; H, 6.42; N, 6.40,

5 78,1952

(5-(2-(2(8) ~#A -3- C-F-FEA)-FAK/LIZHA) - F
ek —2- &) —wbeftt -1- A - F&

B RAT LABARE G T REASFFAIEH,

M.P.89~90°C,

#C, H CINO &+t H-4-#7: C, 62.80; H, 5.93; N, 6.11, %
M4{E: C, 62.59; H, 5.80; N, 5.94,

% 76,1553

(5-(2-(6) - H#X-3-FAL -AKHL)LHRE) — 9% -2 X&)
-kt -1 - X - T

HET LABARE T RFGAFAES Y,

M.P.110~115°C,

L 7% 15]54
(1-FA-5-(2-(2(5) ~#X -3 - FKEHNX - ARK)LAK) -
m-2-F) - -1 - ¥R
BEMT LA pRE T RGNS,
M.P.130~131°C,
#FC,H,NO, « 0, SH08y3 H-4-47: C, 67.23; H, 7.22; N,
9,41, S A{E: C, 67.55; H, 6.98; N, 9.15,
5k 615155
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5-(2-(2-3-&#-XX)-2(R) féﬁs_fi—bﬁgﬁa ZE )
- Xkl -2-R) w1 - 4 - V&R
BERMT ﬁj&ifdﬁ%x&%*)’%%ﬂ%#ﬁﬂ&é\%o
M.P.96~98°C,

#C, H, CINO # it B 447 C, 64.41; H, 5.88; N, 6,53, %
M{&: C, 64.41; H, 5.73; N, 6,19,
5 #.15156
(2(R.S) ~(2- R-=ZHRFE -&ep —4-K)-2(5) - £ -Z
2R)-AK) -Fixh-2- B
B R AT KEFBHE G P RASARANLES N,
M.P.145~163°C,

5—

s+C H.FNOS e« 1,250 0693+ F 4-#5: C, 49.48; H, 4.50; N,
6.41, S=A|{E: C, 49.38; H, 4.56; N, 6,23,
5k 36,1157
5- 2R -(2- Q- =fFTHA -—Feb —4-K)-2(5) - FX - L&
R)-ARX) -Fiskh-2- B8
BEMT KABIRE G T RFGARALS N,
M.P.168~171°C,
%tC H.FNOS e 1, SHO#HEH4: C, 48,98; H, 4,.57; N,
6,35, FM4E: C, 49.04; H, 4.47; N, 6.06,
5% 15158
4- (2(R,S) - (2- R-ZHAFH -k -4-K) -2(S) ~#FX -

£4)-FAX) -Fikd-2- g
B FEANT 331 0 R Bl & AL E,
_84_




M.P.158~176°C,

2+C H.FNOS 1, 2500894 F45#7: C, 48.98; H, 4,57; N,
6.35, SEMmi{A: C, 48.87; H, 4,31; N, 6,27,

5% #4559

5- (2(rR,8) - (2- (3 -FxE) 2R - RE-TRHK) -
—1H-""%k -2 - BB L8R

BEMT FARALEE QG FRFEGFRALE Y,

M,P,43~44°C,

3315160
5- (2(R,8) - (2- B3-&H-FHX) 2R -~ LA -ZEE)-AKX)
~1H- "R -2 - K&
BT FAFIHE G T RASITALS N,
M.P.160~165°C,

% #4161
5- (2(R,S) - (2(S) ~ LA -3-FKEE -FRH) - FHE) —1H- 7

%) -2- R
B R T L5384 6 F RE &840,
M.P. 12'7~129°Co

% #.147162
5- 2(R,S) - (2-CB-H-FX) 2R - #£EX-LRAEK) -HFE)
—1-FR -1H-v"k-2- R LA
BEMT LA R E AL,
M.P. < 30°C,

#FC H,CINO, « 1,5H0¢5# H4-#7: C. 62.51; H, 6.84; N,

_85_



6.34, SELM4E: C, 62.51; H, 6.46; N, 5.83,
% #.45163
5- (2(R,S) - (2- B-F -XL) 2R - X -TRE) - AR
-1-FA-IH-"R-2-RE
B AT 38R 6 F R A S AL D,
M.P.142~146°C,

% #.15]64
5- (2(R,S) ~ (2(8) ~ & -3I-FRA -AAHK) -AK) -1~ F
A - 1H- iR -2 HEE
BEMT RAF T RASFALS Y,
M.P.98~100°C,

% #.45]65
5- 2(R) - (2- 3-f-FH) 2R -BEA-ZRE)-AK) 1
-RAFA-1H-"R-2-RE T
B X T Eam2k o 7 BRA &AL,
M,P.135~137°C,

$5C, H CINO #43t E 4 #7: C, 62.89; H, 6.33; N, 5.87, K
R{E: C, 62.51; H, 6.53; N, 5.79,
5% 76,1516 6
5- 2(R) - (2- B-F-F&L) 2R -HX-CZRA)-AK) -1
-SFRATHE-IH- k-2 B
B AT T AR 38R 6 BA & AR S,
M. P, 207~ 209°C,

% #4967
- 86 _



1- ¥4 -5-QR -2-CB-K-FX)-2R) - #X-TRA)
- HA) - 1H- Gk - 2- RESTE, SANDE

e AT A28 60 F A S AT E 0,

M.P.201~203°C,

#+C, H C NO,6+t H4#: C, 65.50; H, 5.89; N, 5.46, %
M{&: C, 65.66; H, 6.00; N, 4.90,

% #1568

1-F4-5-R -(2-3-K-FKX)-2(R) - £X-TAK)
-AE) - IH- R -2 - KRB

He AT T 38R 09 T R A SIS,

M.P.128~130°C,

L 76,1569
1-F4-5-(2RS) - () - LA -3-FAL-HKL)-AK)
~1H- %%k -2 - BB T B
B RAT F LR 6P IR SN SH,
M.P.168~174°C,
sFC, H cmp,éﬁﬁﬁé}ﬁ: C, 68.89; H, 6.74; N, 5.36, %

307735

M{&: C, 68.78; H, 6.91; N, 5.01,
% #4170
1- ¥ -5-(2(R,S) - {28) LA -3-XELX -REHK) -AL)
—IH- %"k -2 - REE
B ANT ]384 69 F R F) AR AL,
M.P.170~181°C,

sTC H NO, » 1,250,089 §4-#7: C, 69.91; H, 6.81; N,
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5.82, SW{A: C, 69.71; H, 6.44; N, 5,13,

% #4571
1-GCB-HRAE-FE)-5-QR) -C-C-K-¥X4) 2R - £
A-CZRA)-FRE) - IH-"=R -2- %8, 478

BRAAT EABI3E T BH B A1 E 4,
M.P.237~240°C,

% 3. 45]72
1-B3-HAX-FH)-5-2(R,S) - (2(8) LA -3-¥E&L-F
AA&) AKX -IH-wR-2- BEk, ¥4

BEAMT EAaHBHE G B EFA10E09,
M.P.110~115°C,

% .11 73
1-(4-HE-FR)-5-0CR - 2-C3-KF-FX)-2(R) -8
A-CHA)-RA)-IH-%%-2- %8 8

B RANT KA T REE AT,
M,P.223~225C,

5% #1574

5- 2R, S) - (2-CB-R-FH) 2R - X -ZRL)-AL)
“1- (A- —FRAABE - FHL) - IH-SR-2- BT E

B FANT K AL E 6T BB &4,

M,P,122~124°C,

s+C,H,CIN,0,S » 0, 25H,0853 - 4#7: C, 61.77; H, 6.10; N,
6.97, £#®{E: C, 61,66; H, 6.07; N, 6,38,

% #1175
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~ QRS 2-CB-R-FE)-2R) -LA-ZEL)-ARL) -
U —FERSE A - FRE) IH- ek -2 HEk
BEAAT KA O RAEIFALLS M,
M.P.168~175°C,

% 76.15]76
1-(a-—FHEERHBE - FL) -5- (2(R,S) - (2(3) - &£
“3-FEA-FRA)-AA) - H-"R-2- BB LB
BREMUT KRB T RFLATHMIA D,
M.P,112~114°C,

%C,HNOS » 0, 50,0893+ o #: C, 63.76; H, 6.69; N,
6.97, FM{k: C, 63.99; H, 6.58; N, 6,44,
% #4577
1-(4- —FRAAEBE - FHK) -5- (2(R,8) - (2(5) ~ X -3~
FEEA-ARK) -AR) - 1H-3%-2- 8
BT B3 MSE G T RPN AR,
M.P.148~156°C,
S CH,N,0,S « 2, SHO# 3+ H- 445 C, 58,99; H, 6,60; N,
6.88, sk@{E: C, 58.76; H, 6.20; N, 6.44,
5% 76,4578
5- (2(R,S) - (2- 3- K -FK)-2(R) - £4 - ZHL) - BL)
“1-A-FHEEE - FL) - H-wR2- 58 LE, SE54Y
#

B RANT KB LEE 6T B P EARAEOY,
M.P. > 200°C,
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%FCH,CLNOS « 0, 6H 089 F 94 C, 57.06; H, 5.77; N,
6.65, FM4E: C, 57.03; H, 6.00; N, 6,33,
5% #1779
5-(2(R,8) ~(2- B-K-FH) -2(QR) - LA -Z L) -AHX)
“1-(a- Fas e - FR) - 1H- %%-2 - HEf
BEMT KAFIRME G T BHE A 1009,
M.P.> 200°C,

% C,H,C1N0.S « 3H0693 F 4 47: C, 55.11; H, 5.94; N,
6.88, kM{A: C, 54.96; H, 5.41; N, 6,56,
5% 317180
5- QRS- 208 - #R-3-KEX-RKL)-FHE)-1-(4
- Fam AR - FR) -IH-wR-2- HE G, SAMLHE
BEMUT EABILRE 6T RPN EAFEAS W,
M.P.‘6l~65°C°

#FCH,CINOSHHHEN#: C, 60.43; H, 6.22; N, 6.82, %
M4{E: C, 60.53; H, 6.22; N, 6,65,

% 2% 17181
5-(2(R,8)—(2(s) ~ X -3-KAX -ARK)-FHK) -1- (4
-~ VHEE AL - FE) -IH-wwk-2- K

BRANT A BI3ME 6§ R F &40,
M,P.180~190°C,

#FC,H,NOS « 1. 75HO08H+ H 4 47: C, 59.68; H, 6,00; N,
7.20, SkM{E: C, 59.77; H, 6.02; N, 7.08,
5% #4182
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- 3-fAFmt - FH)-5- 2(R,S) - (2- (3 —FE) -
-2k - HA) -FE) - 1H- -2 - KE, WJJL
BEAT LA EE G T RAGIRALS 7,
M.P.168~172°C,

% #1183
1- 3-AAFEAE-FRA)-5- RS -(2(8) - #X-3-Xf
£ -AEL) -FA) -H-"R-2-HBEMLE AIKLUE
BE T Ea51E 6T RASAAALS Y,
M.P.125~128°C,

wFC, H,CINO, » 1H0## H 447 C, 63.74; H, 6.55 N,
7.19, ScM{4: C, 63.84; H, 6.55; N, 7.29,
% 76,1184
1- 3-5AT@A-FA)-5-(2-R,S)(2(S) ~FHX-3-FAK
-HEL) -AL) - IH-wR-2- HEE, HE
B R T AR T RAG TS,
M.P.160~164°C,

wFC H, NOK » 2, SHO# 3 F 2447 C, 59.57; H, 6.03; N,
7.19, SL@|{E: C, 59.31; H, 5.44; N, 7.23,
% 3615185

5- (2(R,S) - (2- B-F -FA)-2R) - #£E-TEK) -AK)
~1- (- (=FREA-#HE) - FL) —1H—valw%—2—%w&wag
SR/ mi

e T LA LR 6 T RA SRS,

M.P.110~148°C,

_91-



#FC H CLNOPS# i+ A 4-47: C, 58,59; H, 5.87; N, 4.41, &
{4: C, 58.25; H, 6.23; N, 3,98,
3k 76, 15186
5- (2(R,S)-2-B3-K-XHX)-20) "L -zHHK)-AL)
To1- B (=FRE -SEEEA) - FX) CIH- iRk -2 BE
e B ALT KB RHE 65F BRF S AT W,
M.P. > 200°C,

E 3587
5- (2(R,S) - (2- B3-F %L -2R) - £4 -TER) -
-1-(3-MmiA - FHA) -FR)-H-"R-2-KE, R
#

e R AT KA 65 F TRAF SIS,

M.P. > 200°C,

5 CH, BrCIN,OP » 2. 5SHO# i H 4-#1: C, 48.47; H, 4.97;
N, 4,19, F@l{i: C, 48.27; H, 5.17; N, 4,22,

5317188

5- (2(R,S) -~ (2- 3-f-FEX)-2R) - £X-ZRK) -AE)
1o (@-(=FERA AR - FA) IH-"k-2- AR TE,
AR

B EAT AL MSE 64T RPN SN,

M.P,90~105°C,

3 5, 15189
5- (2(R,S) - (2- B3-FK X&) -2QR) - RLEL -LEEL) -AX)
-1-{4- (ZFRE-&&A) FE) - 1H-9-2-H8&
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B3 AT ARSI 8P RAI &AL,

M.P. 218~ 220°C,

#+C H,NOP « 2, 5H084 4 F 4 #7: C, 56.50; H, 5.23; N,
4,54, S M{&: C, 56.15; H, 5.39; N, 4,65,

5 7. 15190

5- (2R,8) - (2- B3-RH-FHK)-2R) - AKX - LAK) - HE)
—1-(A-BEEA -FA) - FA) - 1H-9R-2- RER

B R T RAGIRE G5 B R EATARE M,

M.P.> 200°C,

% #6491
1- 3-—FRE-BELE) - FH)-5-(2([R,S) - (2(S) — &KL -
XEEA-FAA)-FA) -IH-"ER-2-%HEH SE1LY

3
3
R AT EapLEE 6P B SR,
M.P.118~132°C,
sFC H N,O,P » 0, 5SH08# H 4-47: C, 60.04; H, 6.29; N,
4,38, S£M4E: C, 60,17; H, 6.64; N, 4,45,

ALY
1-3-—FaE-BmE) —F4) -5- (2(R,S) — (2(s) — &% -
3-FEA-ARER) -AK) - IH-ER-2- BER

B R AT LB RR P RSN D,
M.P.173~180°C,

SCHN0P » 1. 30083+ 44 C, 61.00; H, 6.37; N, 4.74,
k£ a4{&: C, 61.05; H, 6,40; N, 4,90,
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% #1593
5-(2(R,S) - (2(s) —BX -3 -FXEHE-AHHL) -AX)-1- (3
- BEEEE - FR) -1H- W=k -2- KEg
e BT KB HRE T BHE ALY,
M.P.> 200°C,

%fC,H,BIN,O.P « 3, 2H 083+ H-4-#7: C, 49.66; H, 5.57; N,
4,14, SEA{E: C, 49.42; H, 5.62; N, 4.66,
% 76,494
1-(A-—F&E-HBE) - FA)-5- (2(R,S) — (2(5) ~£% -
3-XEEA-FREAR)-AA) - IH-9R-2- KB SELY
2

FBEAUT EHFILREE 6 F R A EATALA D,
M.P.75~85°C,
5% #.A5]95
1-4-—FEE-Bmi) - FH)-5- (2(R,S) - (2(8) ~ % -
3I-FEA-ARMA)-AR) -H-GR -2 KL
B R AT KAH385:2 o) F R AN,
M.P.188~192°C,

SC HNOP » 1HO#HH 447 C, 61.63; H, 6.37; N, 4.79,
S=q{E: C, 61.24; H, 6.37; N, 4.87,
5% 7615196
5-(2(R,8) ~ (2(8) ~ LA -3-FKEE-ARH) -AX)-1- {4
MR - FR) -IH-wIvk -2 HEE, SRk
BEMT LALLM E G RS ESD,
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M.P.130~135°C,
% 36,4197
5-(2(R,8) - (2-B-F-FHX)-2R) - #LEX-ZaK)-AK)
~1-(B-—FEAATEHA -FR) IH-"R-2-RE LA,
SR
BT LA B3R QT EA ST,
M.P.94~96°C,

#FCH,CLN,0, « 0,5H,085 3+ K 4#7: C, 63.26; H, 6.30; N,
6.91, L M{E: C, 62.87; H, 6.26; N, 6.74,
% 76.45198
5-(2R,S) - (2-B3-HK-FXRX)-2R) - H#X-LAHX)-AL)
“1-QGB-—FEARAFTHRE-FA) -IH-HR-2- R, 478
B R AT B384 6 RAEAFAAE M,
M.P.72~75°C,

#HC, H, CINOK « 3HO# 3+ H 447 C, 57.54; H, 5,96; N,
6.71, Lm{&: C, 57.24; H, 5.66; N, 6,57,
% 4% 17199
1- (- —FRRATFTERE - FH)-5- (2(R,S) — (2(S) ~ X -3
“EEA-RALA)-AK) -H-"PR -2 REE
Fe R T RAB)3HE G TR P SIS,
M.P.94~97°C,

stC HNO, » 2, SHO#HF 447: C, 60.76; H, 6.42; N,
6.86, Sa4k: C, 60.61; H, 5.84; N, 6.73,
5k 36151100
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5-(2(R) - 2- B-R-FHX)-2(R) - #£EX -LRHE) - AX) -

b —4-KFR-IH-wk -2 - B TEE, SRMAHE
AT L2852 69 F RA &AL,
M.P.85~88°C,

% #.45101
5- R - 2-(B-H-FXX)-2R) - LX-CTEFL)-FAL) -1
—okw —4-RFR -IH-wR -2 REL, 474
B X UT 55138 6 F B4 &A1 A,
M.P.188~190°C,

5 #.45)102
5S-(2(R,S) - 2-B-K-FX)-2R - LA -ZH8A)-AX)
1o -4 A FA-IH- % -2 - RE
He BT KA 64 T R A AT,
M.P.158~161°C,

%FC,H,CIN,O, « 1HOfH EH47: C, 61.21; H, 5.78; N,
11.90, % M4{&: C, 61.39; H, 5.71; N, 10.76,
% 3611103
5-(2(R,8) - (2- B-R-FX) 2R - HFX-ZAL) - AX)
—1- (- Famh Ak - FR) - IH-wR-2- BEFaEE SEMAY
i

BRAT EABILRE Y R GAFAAS D,
M,.P,196~197°C,
stC,H,CINO S+ B 447: C, 58.88; H, 5.45; N, 4,74, %
#{H: C, 58.56; H, 5,43; N, 4,44,
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5 36 45]104
5-(2(R,8) ~(2- B- K -FHK)-2R) -~ H#X -THHE) -
~1- (A-FamAk - FRK) - IH-T%R -2- B8
BEMT KAFRHEE T RPEATANLES Y,
M.P.150~155°C,

% 764105
1-FK - 2(R,S) - (2- 3-R-F &) 2R ~H#X - R
A)-RAEK)-IH-#R-2-R) -ZEETER, SRHi
BEMT EABILHSE ¢ R EARMILA Y,
M.P.137~142°C,

S C,H,,CLNO, » 0,250,063+ B 4-#7: C, 65.46; H, 6.11; N,
5.27, % M{4: C, 65.,58; H, 6.11; N, 5.18,
5% 4641106
1-F4 - 2(R,8) —(2- B-H-FHX)-2(R) -#X-T &
ia)—ﬁ%,;?s “1H- %% -2- %) -
BEAT KABIIHE QT RFGIFALES D,
M,P.131~141°C,

% C,H,CIND, « 1. 25H0693+ B4~ #7: C, 67.35; H, 6.10; N,
61, SA{A: C, 67.35; H, 6.29; N, 5.56,
5% #6.15]107
1-FE-(5-Q2R,S) - (2(8) - #EA-3-FXEL -FHEHA) -
R)-1H-wk-2-K) - BT &4k
BEMT RAFILHBLE G T REEAFALLS D,
M.P.162~175°C,
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#HC H, N0, » 1HO#4 HH#7: C, 66.59; H, 6.71; N, 5.18,
L A4E: C, 66.44; H, 6.81; N, 5.21,
5 #.17]108
1-¥% - (5- 2(R,8) - (2(5) -~ A -3 -FEL - HAK) -
) —1H—valv%—2—z;£)—ms£
BT a3 ¢ F BRI & TSN,
M.P.153~158°C,
tC, H N0, * 0.6H,08 i L 4-4F: C, 72.04; H, 6.92; N,
5.79, FM4A: C, 72.35; H, 7.00; N, 5.65,
% #.15)109
1-[2-(2-1{1, 2, 4]E - -3- K - K [blEp-5-K&) -
AL -3-KEA-H-2(08) - K
BEMT 1M & FRAGRALE A,
M.P.101~102°C,

*$C,H NOSH# 44 C, 61.30; H, 5.14; N, 10.21, %
M{&: C, 60.78; H, 4.80; N, 9,61, 1H NMR(CDCl: d=8.74(s,
1H); 7.98(s, 1H); 7.72(d, 1H); 7.26(m, 3H); 7.08(d, 1H);
6.91(m, 3H): 4.15(m, 2H); 4.08(m, 1H); 4.00(m, 2H); 3.09(m,
2H): 2.95(m, 1H); 2.87(m, 1H); 2.16(br, 2H, NH #= OH). MS
(NH, C1): m/e=412(M+H+, 80%); 369 (M+H+ -HNCO, 100%),

% #15]110
5-[2-(2(5) A -3-FAA-FAL) -CEE] - FH(blE
%2~ RER
BT E AR 0T RF SRS T,
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M.P.261~262°C,

1H NMR (DMSO-d6): d=7.75(d, 1H); 7,60(s, 1H); 7,41 (m,
1H); 7.29(m, 2H); 7,02(d, 1H); 6,96(m, 3H); 4,28(m, 1H);
4,25(m, 2H); 3,98(m, 2H); 3,35(m, 2H); 3,21(m, 1H); 3.17(m,
1H) , MS(FAB CH, C1); m/e=388{M+H+, 80%).

%A 111

5-[2- { -~ REA-3-FKPA -ARR) -ZRE] -F I b]E
%2~ REELER

AT EHFILEE 65 B H AT,

M.P.99~100°C,

1H NMR(CDCL,): d=17.93(s, 1H); 7,68(d, 1H);.7;24(m,
3H); 7.07(d, 1H); 6.90(m, 3H); 4.38(q, 2H); 4,12(m, 3H);
3,98(m, 2H); 3,08(m, 2H); 2.94(m, 1H); 2.86(m, 1H); 2,44
(br, 2H,NH #= OH). MS(NH, C1): m/e=416(M+H+, 100%),

5 76 11112

1-[2-(2-[1, 2, 4] & ek -3-H -F kb -6-K&)-TH
Al-3-X@X-H-2(s) - &%

FEAT KA FILRE 6 BR S ARRA S,

M.P. 25°CHEf #te

1H NMR (CDC1,): d=8.87(s, 1H); 8,10(d, 1H); 7.38(d,

1H); 7.23(m, 2H); 7.15(d, 1H); 6.91(m, 3H); 4,16(m, 2H);
4,08(m, 1H); 4,02(m,2H); 3,11(m, 2H); 2.96(d of d, 1H);
2.86(d of d, 1H). MS(FAB CH, C1): m/e=413(M+H+, 100%),
FE #4113
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1- XA A -3-(2-[2- QH-wwk—5- %) - F ke -6- L §]

~LAXA}-A- (2(s) - 8
F AT L AFLEE 6§ R ST,
M. P, 25°ChY #544 i,
1H NMR (DMSO-d6): d=7.92(d, 1H); 7,73(d, 1H); 7,30(m,

2H); 7.16(d, 1H); 6,96(m, 3H); 4,40(m, 2H); 4,21(m, 1H);
4,03(m, 2H); 3,54(m, 2H); 3.38(m, 2H). MS(FAB CH, C1); m/e
=413(M+H+, 50%).
% 451114
1-F#%-5- (2(R,8) - (2(R,9) —ﬁg—z—wv&(l,s—é)%vi-
6-X-CZHAA)-FE)-IH-"R-2- B8 —SfMAHE
B R ANT LA F2RE 69 BB B ARALALA Y,
M,P.110~115°C,

5% 36 45)115
1-FHA-5-(2(R,8) - (2(R,S) ~ £ -2 v (1,5-a)uhvg —
6-X-ZAHK)-AK)-1H-%R-2- K&
B RANT KSR 5 B H &AL,
M.P.201~205°C,

SFC,H,NO » 2, 25H 08+ H 547: C, 61.11; H, 6.02; N,
16,44, SE#M|{E: C, 61.01; H, 5.66; N,16.70,
% 36451116
5- (2(R,S) — (2(R,S) — (6 - Rk —wkme —~3- &) —2- #X - LK
A)-ARK) -1 FR-IH- "%k - 2- BB B
BEMT FAF2HE G T RANEIRAIES S,
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M.P.58~66°C,

#FC,H,NO, » 0, 25H,085 3+ H 947 C, 70.49; H, 6,87; N,
11,74, SEMif&: C, 70.37; H, 6.94; N, 11.74,

53619117

5-(2(R,S) ~ (2(R,S) — (6 - & —wboe ~3- K ) —2-#X -~ &
A)-ARE)-1-FE-IH-"PR-2- K& SR[IHH

HEAT K G)38E 6 F R F SRS,

M. P.58~66°C,

#C,H,NO,  HC1 » 1. OHO#) 3+ E 45-#7: C, 62.58; H, 6,26;
N, 11,23, sc®{a: C, 62.41; H, 6.25 N, 11.13,
5% 3649118
5-2R,S) - 2R - BE-3-FXEX-FEL)-FHL)-1- (2
- Fad R A - FA) - 1H-wk -2- A
HEMT KABIME G T RFSAFALESY,
M.P,140~150°C,
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