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W, —RFRF.

Bk, HAY 20 5EAREETHEX Igisdh. BEZ
ERATERARMYALT TOARERI. CEGARENOE
FEFRBEEMN L OH, wEXHE. |

TP 8L ETHABAR JHREELFHHEN Ig XX Ig'is
ol BB % ok

AE K -
AR KMATHEX 1449 (£ R %-S0,(CH,) ,NR°SO,R®, H.
RRAL) 8% —F k. E—EHHAX Ih6%4.

O O
4 I R¢ g .
- F“ N R | NP NHSO,RS
N (0] N (o]
oY —
Al R? R R
2 in

Ia e

——

ALEEMN—FTRIX_K KT, X la K&HE554LH 2
- RLUEBRBABR B HF LB A5 ELS S 30.

BEEBRBIEAABFETAY 30 HHBLE HNSOR R EFX
Ih 4%, AEHREEMNCEERTREZEN, o akBi=F

A ek,
%% IR ETHAABKMRAEEFAHHE&X Ih eHag R

wE L
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ERLEZTHEX 14404 (X P RZA-NRCOR®, HREHA)
MB—Fk., X—ASHHEEX IjEeH.

%2 (a)
R5
5 R* 7
N o N H,N I N
°, N > < N
o8t Y
R! i R ._I_];

Re ,/Rs

R9CO-L RSCONH | \/C

Ii > EYD/\(N
2
R R?
13
%% (b)
RSCOOH o 1
Ti > ]
%%, (c)

" w T

Ozb/\r:\"‘—w : @/\rN'—'W
R3 R R3

R . g ,

R* R

9 SCONH ]
RICONH R*CO NH

|
N—W
o @/\r .
2 —_— s )
R " A" R
9"

1>

¥

TS
+
x
:2:?
\
2
Y
‘l-l
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—fak#, XLAX INEBLAYHRTALRAEL A ENER
BHEHBEIERBEDREHE.

EBZ@F, ARARE PHRRESH, #X 1i $Eb5&4L
MRCOLEETHAX Ij&ted, AFLABEIAHA, $3RE.

F—zm, EBZOG) P, X Li REWTEBBEMNELTEEX
i o5 RBATEH R°COOH #1/7, XL heimBii N, V-Z£-
—=k= (CDI), —HFTE-HR_EEDMCCX 1- (3-—FEEAFL)
-3-LEABR—IBEAKE (EDXCI). AR EARWAw 1-BLEH
kAW AEETRT. CEGMERENOCEERTFANEN, uw
£%%. N, N- ZFATEEY.

i@, EB&C)F, MAAEZ A BE O FERE LY,
MAceH 9 bk FREBAR VAKX 40d%. REAMAEC,
BEOG)FPHEGERBASTH,, R AVERR-4- TR ITEEHRZ
A Ij#eH. |
 ORAH 10 THAIAES L MEEEFB4HE4X 1] 4008
BB F k.

AE M
| AE MABTHEX I 449 (XL + R 5 -NRPCONR'R® & -
NR°CSNR'R®, ELR° A L) 695 —F k. X—4WH4X Ik,

2 -4% (a)

o(S) RER7NCSNH-

Re e
/H\ RSR?NCONH | VO‘« '
N
R
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RER7NCSNH-

R ,
RER’NCONH | \Q
RENCO/RENCS @/\r"*

Rl

B4, (c)

R‘ /R
H,NCONH | VO“
KNCO N
R3

R
Tk

E#L@T, ARAEF BL O AEREEH, X 1 Ehik
U EREATRE/BAREALATHREGUHREASHEX Ik o,

A—m @, EZZOGF, AAAE F. BRC)PHEHNRESL
#, BX L XBEFRBE/FAAREREHFX Ikid.

B—F @, EZZC)T, ARAE F. BEAFHREHEESL
#, X AW ERRE/BARE e flRF/AAKRY) KX
RE BH T Ikfoed.

S L1 B ETHARBEMAEREEFHHEX Ik boHes s

5
[

#AE N
ABRNBETHEX 1449 (X F R2AH-NR°SO,R°, A R*A4)
B F—F &k, X—EeWHEEX 11 eDY.

RS

Re N
R9SO,NH gvo
R9SO,-L o @/\rf\
R

3

Is

-
ERBER#AAE I. BXCRRAEFH, @dX 1i veW55

BeALH RPSOL (R LABZERE, HARL) KA, THREX L4
&4.

ThH 122 THARE N FRRLEAAEX 11 HAOBHE
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w0

AR ORMETHEL T R H-NRPSO,NR'R® B R A &89 I o4
BF &k, Z—RHEHH4EX Initdd.

R? N
R8R7NSO,NH | \/O
RER7NSO,-L E((:r\rN

——
C o

(o]
'_J.
D

|

BRAAE ] PHENEL£H, #X I EBASHE5HEAN
RR'NSO,L B&, % LABXEE, HARK, TAHEX In o
H.

 FEH BBETHARE O RRELEHAEX In LEoHMA
Bk, -

agpP
ABPHATHEATRANRALRNFRLAITESGX [ 14
LMk, X—ABHEHEX In Lo

o _ R _
HCHO/HCOOH Ezj/\‘/'\'

Ii > ‘
e F R:!

R

In

AEEFEAEHRT, #ld, £ Eschweiler-Clarke #4T, &
AL XELCHETRPTRELS, TRHFX In 04%. R A
X # 50 - 120C F it 47.

T 4B ETHARE P HERS£BAHEX In oW
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— g & A

SIBEHETEAZAGALIARENZ LG LRGIALR
b A S B Aok B4 A (Caufield, MP. B BF 525 %
(Pharmacol. Ther.) 1993, 58, 319-379). # ¥ B SHAAAFTE
BEAHE. FHERSLES FANMES BREFZHA Eglen
R.M. &, 2% %3F# (Pharmacol. Rev. 1996, 48, 531-565). Ht,
EZEBELAEARRN (AXPREGEIL) TATLEFELHGHE
BEATAXENRE, XEREOEEHE. ZXREBEF TR
BFRAMNGEDRP/RERBEERARAGERPRR.

AEBREBTHEAGRBARELARCEIFERIABES A,
BER, REXE, THEHERE, PES;, AXALESHTES
GEEABERELAROEEHTIERBR (ALERWEE. AR
o REY) pEEEELSE XEXARESDHTETHFRERLKE
CEHBRHEENER, FRMPHTRAL.

B, aFSEITHEIRSAKERAYTERTETORETEHS
A, BRaBBiL B0 TRTATCEERSHIZANGEFH
SHALE, GANTEERSEEN S TEAZARERAESF B
AEEEZHER, BmRAETHENALALS U TATAFOEMmeER
KB, TEREBXRPEIREAGTEHNZERE. 25, AX04L
LHATERBGEFFGER (HAATEARY) LEBRAFTA
FEEBILAXPBERIAES.
oy

AXAREWAZERSHEBRAN. SEAREPOEERSAE
Fol TR SARLLZILRNE, ATRALARTHAFERSHK
(o, m) S PEEZAFLARHAFTS@ERA S, FAaASLEEH 16
k. |

BRAEARAXATAZSEMA DA FERTANTOBHKE
ok 4 @ E R, AAARXBRAZCNOFERRRER, #
MASEELEHEA 17,
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& A RER T RS KA YA FE RSN F BB Ao
ik 4R AR, HAAKRARZCNSSFERELEY, im
RE KR EHEH 18.

LE5HHhELY

AEROREEHBELY, ATOELALXRLADRAETERER
FEWABR—FREHTHERAEEK, ARERGREL T/ THA
2.

—fkH, AAVREGDESEBEALMKAGHNGETTE
SHLEFIXAEFAREHIERD. 2ESGHEAHFKX 1- 500mg,
#ixH X 1-100mg, ZHEAHEKX 1-30mg , XRETEHEAE, £
BAERRAFEBRE, SEAZGFEPATRERL. FALESY
MR, 2HERFPHE. LHEMTRAGERIE. URAAXEF R
EPRABE. HTHEZER, LAZXEERGFLEBARALES
FEERE, ARERELELLRFAVFGATASRESAR
AEFRLEBHETARLE. -

AZBREHBFAGHHMNHBIAR, IEHANCEEToR
(BEZERFETLE) . AB. $R. BF. HE, PEXEHE
(BEMA. HHKRA. HA. LTHBKA) EBRLHGHEX, P
ELTEARIAZLHNELHX. RANLHFTXARATHRE
ARALEERTAIHFAIMNETOREX. . )

AL PHSBEFRAEHHN. H&K AFEH-RITRHARGY
AP EEMNE. HPEL PP EAMNETOEFTARAZTHFTR
Wy, APEAERREEARCERALADRIASY, WAEEMNETE
LSERBERAGAANERARESRPAGETEEGERITEHRR
. HHESHTAAoREAGEHEANE (Fh HIBRALKE) .
FEHAMNE. BH. FESHHN. IEMoFEk. BFR. Lk,
B, XAALBIARERLGEAGEANEX, AAFEREARAGLEE
HEBX. BREAS 1 EALFRRIREES 28454 0.01-100
AHMRAEGREREEHNE,
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AEBRLOYTRARSACERANE. ALAF0F5HBLHEHND
TOAXLPLL DAL THERENATHREAS. THRARKTAR
Ehdkhk. BABIAMNGESN. AH. LM, BREH. BEHN,
BH, FTHHEEN. BERETAR—FH X SHLTAKBEN.
Aok A, HEM. BAEHN. E3M. BOHN. BEN. AANHABHX
CHMAGH R, B HmET, REARSBREREASREGER
Bk, A FAA, FHESAESRALSEALELOESTHEKL
RA, HEHBMEBEPRDS. HHFLHNEARLE 1- XY 70%
ERiLA Y. EERAABRYE, BRI, BE, B, 48, £
B, Wi, ®BB, UK SEEE, TAHLE BET7EAHSE4,
R, TTRE. K& ‘A" AOEERALLPEHABKGE
HHHBHEAGEN, ZHERBLTERRIARFRALE A —REEA
OHFFRALSERRIELOKRE. £00L, ZOEREMNPEAN.
FH. HH. REMN. AH. RENRRHNAES O RLH B AN
A,

ELURSHENLCH A CERABXHMN, Xoklk. BR.
B, K. K&k, R AW T A REAE X H NGB AT
X. AR TREA_BAERTAERBXHT, AL TELLLLHN
P EERS. BALEABSEHRE, AMEMAK. KERTESEK
PREMERRSFMALTGEEN. A%H. BEHFEAHN K H
B, ALESABRY AR RAASBRK. WK, FRASEE. BT
AR FREECAEIHNORFTIRBRERAS, TRAHAK
E%%. BABIXAMNOEER. XA, FAERERASS
ETULHEEHN. ARM. BEM. BFHN. A X RAa%RA.
SN, BEEM. EENE.

AEANSG Y TIURFREBELHEX (FlEflds, b
BRESASERE), FETUAAETFAGENGSER, RALR
HEB. MMERIREVASHNELETHELNEBXEA. kA
AM TS Ew &Sk, Bk, AL TFHEIKERBH P HLE (H
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A KBEL_BHLR) ZEBX. HEXEREEL BEH. EH
ABHMNGEHORA B, BL_FB. HE® (flold) . &
TEHANE (dBRTLE), FETHRLLEAHNEEN. 25
F. LAHNKEEN, BEHP/ZL2EN. F—F &, FHEHSTH
ARALBS BELEAAIATERMBEOREAKX, SNAEAH
RESRHBHLLELRBAERE.

StFRAGBHRLY, AL TRARKEFN. ENXE
HEBX, RERHSERRN. Fe, RENFENTARRRER S
BRERESY, FRALSEANF/ZBRREMN. A TRAHKERHH®
AREHTR, FREFELSA—FHXSHIAN. BIH. 5%HM.
A, EBAKEEHN. ZAvELFLHAGHMNGEEN (1
OELTAEARBFARBFNEMRI TR THERERSD) ;
CELTHRER ARG HXEBPTEARTHOERESOK
BH; POEATELIRERAAGERRS K DR,

AEZRAES B TARMNBLEHNBXAER. FTLBRUKELEE (b
BB EATTRORSY) , Fadsl iy g HHE0nA
STFRY. REXZHYIABRBRAUBAETRLDGHED A, &
# B 4L. |

AEXRRABTRRARRELEHN. HobLERESF L
BBl EHESRAGRER. REE. M. BREMN. HH. A%
EY ¢ 08

AEXPUHABTARHAAALHHA, AAFALE, wFF.
REIRFETURERREIRABATEE. HATAREN T
AEMNEHRALA. ARAFEIBALFHE—HEHT, TAHES
LRAELERACREERIEIRAZAZ -8, ERAELHHBH
T, TRHA R EFFAEHFERAI X889,

AEAPHEBTRARLINLEBX, HH2L2%H TR,
FABXHLBEEENLYE, KOWBFALARIEE, #Hlb 5 #X
AERE TR, IHBEETAEIARCEF X (Hleithi) 355,
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ERESNEAESRENGOMESBRYE, HERE N EARE
(CFC), #l—R_RFTR, ZHATFTR, X -—KDRALKR, —R4LR
AR THEEAE. AFHNETALELRL AL RERMNLTFHRE. &
WS THHEREHN. F—F @, FHRSETRAAFHEIRL,
it oW EE SR AR R, . ERFTEHEREATE
HREFRRLHERERACP)FTORAREY. HARKKERER
HRER. PARASHTAAEN AKKERNVREAICESS
(blister pack) P2 EMEHBXAELE, EB—HEXT, HXTH
BEAANSLH.

EEW, HAZTARELHEIEHBALEERARSSHE
6, R Ak B .

MRS LENE., EXHBIAT, AN TasAhLLELEH
BRESGELENT. LEMBDTRAACERNN, BOEHSAANT
HA, WwEHEHN. K&, PRTIMIAZTERAGHN. 24, £4
ABTARLEE. BH. M. &ML, AFTRAAEILF
£ — AR 6 &R B XK.

# E. V. Martin % %, Mack % #&2 3] (Easton, Pennsylvania) 1995
48 s 69 CRemington: #HHH F 5 £3%) (Renington: The Science and
Practice of Pharmacy) (£ 19 R) FALTAECEENHHEKR
LA H ., THEH IS FPRETLEALRALHORIBES IR A,

5 3,145

HATRAGBEAAREFERERPZHRELILY, AXNL L
TFHHEHALHAEH. RENARAERNSAXBERGRA, A
): 89 FE S AR TR

HE&E4H 1
AR AREHEX THEH
A, 5- (2-9¥ABAL) -2, 3-—aXxiHf%h
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BHT,. E4658R,3%5-38-2,3-—8a%XHF%%(50g 0.251
mol)# 1, 2- =i L (2.2 nl) £ w9 &7k % (250 ml) F 6935 R & & Aw
B|4L )% (7.58, 0.31 £ RF)wa % (50 nl) EFERA. MmN,
RERBBREH 30C. EABSTAFAFER, F—KiEmA 3-8
-2-FREH. BHSRAE, B 2%4LBR LIRS, ROVALE
R, BABZMEMRE 5- (2- FPRABRL) -2, 3-—&X#%4
MRk (43.4 g, 99%). M 174.

B. 1- (2, 3-—&¥H%h-5-X) A-2-8

ATk/AREFAy 5- (2- PREAERE) -2, 3- —&FH
=k wh (58g, 0.333 mol) ot (27 ml) A=K T (450 ml)#= 7 & (150
ml) PSR, FBALELE 1.0 DH. mABMK(8g, 0.24mol),
BARSHETR. SENBRORRY, RATRFH—ARY,
AmAEEE, 53 1- (2, 3- —E¥A%H-5-£) F-2- 8 (32
g, 54%), bp. 110T (120 nT).

F&H 2
AR AMRFER A4S

X 4 P ATEKAE S EHS: Nichols F, EFHFE
& 1973, 16, 480-483; EF4F £ & 1986, 29, 2009-2015; F E
FFLE 1991, 34, 1662-1668.

A. (S,S)-N-[2- (2, 3-—& ¥ #f=%wh-5-K) -1-FRZTHK]
~1- XA CARABHE

BHT, £1- (2, 3-—&¥%}%Hh-5-%X) 8 -2-8M(32g,
0.18 mol)# % (300 m) X% AMmA S)-(-) - 1- XX TE (7.5 nl,
0.136 mol), W& 4 N, Fle4Ek. EXEREHRY, #Host
FHOEET L (300nl). A ELY RALEMBERHN 6g), £ 50 psi
TFEaiLRAY 24 bof. ERBEAHN, MEERA L.OM A4S TEE
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wEH. BEFBAGE, FREFHG, S)-N-[2- (2, 3-=4
¥ -5-%) -1- FPRCA]-1-%XAXkEKE(26g), n.p.
151T.

B. (S, S)-N-[2- (2, 3-—Sf¥Xjf=%h-5-R) -1-FRZ
A]-N-zZH- Q1-%2ZH) E

@, S)-N-[2- (2, 3-—&%X#%h-5-2) -1-F4
LRI -1-¥XXTmE s (26g, 0.08 mol) £ =K Fi (300 ml) #o
ZZEAL 5al) PHESFRARMAZCHRELAMEELA (26 g, 0.123
mol). ¥&¥ 5 946, WMALE (4.8 ml, 0.086 mol), HIRKHRAS
# 2 . A 5% KBMKER (400 nl), FA_RKFRIFLR
b, REXBEMEMFHEG, SY-N-[2- (2, 3-=&FH%H-5-
A)-1-FRZHEI-N-TE-(1- XX H) mbKRY (23g, 91%),
M* 309.

(S)-N-[2- (2, 3- —A¥XH=%h-5-%&) —1-?&&;3]5

C
B

¥, S)-N-[2- (2, 3-—&¥%Hf*h-5-%) -1-9¥4
ZE]-N-TX-(1-%R2ZH) (23, 0.074mol) P& 4 (30 g,
0.48 mol) XA & 10%4e—#% (3.7 g) £ L5 (300 nl) P RS Yt WA
2 0o, IRREY, EXAFMNEF—REY, WHE 5% AR8HLAH
LEZ A 5B, EXANAFE () -N-[2- (2, 3-=—&XHf%+
-5-%&) -1-FRZEITEHKS (14 g, 92%), M 205.

HE&EH 3
WA BEANE, HERN 4GB H—F &k

A [2- (1-FA-2-G-#EFMhleeigd
EfFRGOnl) FRe 1- (3-#EFE) &-2- 8 (1. 4g,
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8 mmol). 33 (0.42g, 8 mmol) R =T A (1.1 ml, 11 mmol).
FRRAOMARARTEREH 30 04. RE—JAMmA 2.5g (11.7
mmol) = ZBLEEMENH. ERAATEERHAERLSY 18 I HEFR
N 0.4 R TEERE. REX—FHRHF 181, BEALERAFRL
BAeY, 10% S8 éAE% (50 nl) ik, LKARETFRFALERE
EH, FH kY. BB RBETIH, A IMAKKRLEERR
f, st—FmeEREEE. BEAZEGEKR RTFEFFH[2- (1
~-whk-2- -MEAEXEA) ZA]LEESE (1. 42, 85%), n.p.
173-175C, M'H 208.

B. [2- (4-#%%) - 1-FRZAILEARE

F1- (4-2%X) FH-2-8(Gg 23.5mmol). TEEHRE 19
g, 0.23 mol)) M REMEAMS (2.22 g, 0.035 mol) & F & (100 nl)
e RS T 22CHF 16 M. REREXRSE, HEAGHAE 1.0N
SEMHA Q5 nl) LB (60 ml)Z HSE. T8 (RKEARE) Fr&
EREANM. FAHRBRAAILEBREARIH/LRELE, A2
~(4-2FER)-1- FRAZAIZEL R # (3, 8g 58%), m.p. 175-176
T,

C. ¥k, AAETHERK 1- (4-2¥%X) H-2-8K 1- (3-
BEFR) f-2- B AL ekERCE, FEBEGHEY
3B Ak Gk, HATHX 4464

[2- (2-R¥ER) -1-FRZAI IR HE, np 1467T;

(D-[2-(4-FXEX)-1- PRZE]IRKEERHE, n.p. 184-185
C;

P-[2- (3-=ZRKPRA¥E) - 1-FERZEIREIERKHE, np.
180-181T;

[2- (2, 3- —&¥H[1,4]=F%-6-%) -1-FRTLX]A
B#8&%, mp. 151 - 152TC.
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#Heasl 4
A2 BATEAEX 1344
A 1- (RTAFEEL) RT-4-E8

fI% R - 4- %% (10g, 0.08 mol) &£ 3N L& 4L4 (52 ml). K (48
ml) fo = &5 (100 ml) ¥ 8% & AmA =5 B =& T& (18.6g, 0.085
mol) Fo f.4L4% (3.4g, 0.084 mol). RAMAEETRTHHE 16 . T
BRSY, BERAARAAEBL, Z2aRA—SFRER. AERR
BETR REXEEFIGERAK 1- (RTAEX) R -4- %
& (17.7g, 99%).

B. 1- (RTEEX)%E-4- (N-FEELX-N-FX) - T8k
A 1- (RTAEL) %w-4- 58 (17.7g, 0.08 mol) 85—

Vi (200ml) & A MmAN, O- —FREZELERE (9.2g, 0.094mol).
—FAXTHE(12.17g, 0.094mol). —RTEHE —F & (16.2g, 0.079
mol) fr — FH AR (4.82 , 0.048 mol). RAMETETHHE 16
. ERFAEY, REREER, A GHEIZK B E#LL
i, 8 40% LB LE/SRER, 85 1- (RTAEX) %eE-4
- (N-FEE-N-FR) - ¥ataedky (17.51g, 82%), M'H 273.

C. 1- (RTEEX)RZ-4-F8

0OCTF, #¥ais4E(2. 58, 0.066 mol)9-dtim3 1- (RTEHEE
A) %R -4- (N-FAX-N-FE) - P8E (7.0g, 0.026 mol)
MKW A% (50 m) AERA. BHERBEREAY 30 54, REK
AIANGE (100 m)F 20% 474 8 (100 nl). ZEHEHF 30 24. 2
BEAME, KERLBRRR., &FANRRRE, FREPRRLAE
. K. 10% IR R KRS RBRATRIKERS F3H1- (R
TEEL) R -4- FEBKY (5.02 %, 92%), MWH=213.
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Ha# 5 |
AR B ATEHEX _1_14!:'3‘%

A 1-9BBEART-4-BBTE
OCTF, ¥ FH58E (28 nl, 0.36 mol) =R FH (50 nl) X%
HH BT - 4- ZBTE (50g, 0.32 mol)F»= T Bk (53 ml, 0.38
mol) E=RFH (350 ml) PHIERA. RERASHT 0-5CHH 3 /)
B, FIARZE%RM2x 100 ml K&k, TR (RKXRBRE) pPREXSE.
Elﬁuézéﬁl 100nl ZEEAr4], LEKEFTR, F2 1- Wﬁ%&;&%
-4- BB TE (68g, 90%), m.p. 91-92T.

B. 1- PHBtEA%® -4- V&

EX#+5CTF, % 1. OMﬁ.K%EﬁWﬁ‘i“ﬁE—i&(ZOO ml, 0.2 mol)
ZRmE 1- PHBERRT -4- BHB L& (68g, 0.29 mol) w3 & =%
wh (500ml) XBEA. RERSYT 5- 10CHHF 15 54, & A 10ml
7J< %)&kﬁ%’b‘% BREXRGEGER, #MmA 0% L& - af‘(loOml)

. REMBAGGEEK, THRERE 1- ‘Pf%&;ﬁavﬁv;i -7
E?-(46g, 82%), m.p. 96-97T.

C. 1-FHstiAkwl-4-98

-60CTF, ¥ =¥ £/, (39ml, 0.55 mol) &5 — &K F 1 (300 ml) &
REEH MBI EB K (22.7 nl, 0.264 mol) =K FI (700 nl) Xk
R. 10046, B WA 1- PHB A% - 4- V5 (46g, 0.238 mol)
6K T (500ml) E . £-60C K 30 54, A= E (167 ml).
BERBGH/RSY, REPHLRILBTE (1.2 L)#FK (200 nl)Z
A. TR (AXAERE) FREXREANE. RAEGHRALBRLE/OR
TLEL, JAH1-PHRBERR-4- PR (34 g), mp. 97T,

D. %M, BRLEOERH SAEFT &, AACBRIABRTHEEL,
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HFTHX 17 4eH:
1- (Gok-4-FH) %k -4- P&, n.p. 78-79C; #
1- (rEREBL) % -4- P&, M 223.

L4 1

AR CHERNEX latksd

B2, (a)

1A. N-[2- (4-FPEAER) -1-FEZE]-N-ZHK- (%%
- 4-AFR)B_EBE T KLY

1 N-[2- (4- FRAFER) -1-FRZRA]THIERKHE (2 0g,
8.71 mol)FsE 844 (3.2 g, 30 mol) £ ¥ % (75 ml) FoK (50 ml) F &5
RAYWAEBMA 1- FAAFR%K®T - 4- &KBA(2.67g, 9.5 nmol)
BPE(25nl)ER.2CHELERSW 16 H. RER LR TE (100
nl) FERRLSY, FR (RARARE) FAEREANMA. AGHE
ARk e RS, 28 30% LEBRLE/TREM. FI MK N- [2
- (4-FERAFA) -1-FETCE]I-N-TE-[1- (FARAEEX)
oy - 4- A E A8 (3.5, 95%); M'H 439.

A 50 p.s.i.F, T 22C&f N-[2- (4-FAEER) -1-
PRZA]-N-ZE-N-CFEEER)-%RR-4-AEL]K (3. 5g,
8.3 mmol)F 10% 48-8% (0. 7g) £ L% (40 ml) 9 R4 2.5 R,
BRELN, RERSERFIARK N-[2- (4- FRAEEXE) -1
—WAZA]-N-THA- (Roz-4-AZHE) B 11g 84%), MH
305.

e B & S 4045 42 (30 mmol) 8 W &=k "h (120 nl) B R, #H B e
A N-[2- (4- FEEXER) -1- PRZE]-N-TE- (R®-4
- A ZHE) B (7.8, 25.6 mmol)#jed &ikwh (40 nl) H k. 30 545,
F 22C At Bk, SRRLY, BREREEREFEN-[2- (4-
PRAXE) -1- PRAZE]-N-CE- (hR-4-AFR) K,
LB EBINLEYLSERE LEALSWH (7.0g, 75%), m.p.
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144 - 146C, M'H 405.

1B. £Mi, BB E@mEHEH IAMMEFZE, B -N-[2- (4-F
FEEEX) -1-FPECAICEEKRERRN-[2- (4- FRAFER)
~1-PRZAILRERE, A/ -N-[2- (4-FEREXHL) -
1- PEZE]-N-CTE- (®-4-XFK) k&, MH 291

%2 (b)
1C. ()-N-[2- (2, 3-—&S¥H5H-5-%) -1-FRLR]
~N-CEA- (kT -4-KAFX) - K&

F(S)-N-[2- (2, 3-—&¥H#=%w-5-%K) - 1-FETHE]
B (2.38g, 11.6mmol)f» 1- (WTEBEL) kot - 4- F& (2. 47g,
11.6 mmol) £ = K TR (20 ml) T HER N A = LB AL M EAH
(3.67g, 17.4 mmol). EJBE B RAY 16 1. REKREEMN, #
REWHEIN—_[ATFTREZEREARPERIN. AHERKEX,
BB TRAEERSE, FERGH AT SRR EE%L, #£A 30
% LBMLE/TRHEMR. SHESERSY, REEFHHK(S)-N- [2-
(2, 3-—&¥H%wh-5-%) -1-FETZE]-N-TE-[1- (&
TEEE) ko -4- X FRE] - k& (3.78g, 82%), M'H 403.

A(S)-N-[2- (2, 3-—&%Hf=%wh-5-%) - 1-FHTHK]
-N-ZA-[1- (BRTEEX) %RT-4-XFH] -5 (3.78g 9.4
mmol) ¥ AN 20% Z R LM =R TRER (50 nl). TREHAAE
B 4DE, REBERS, FRAGHE-KTRS IN LAALHZH
HE. KRAWE, ERFTH REEFIHKG) -N-[2- (2,
3- —8¥H%H-5-%) -1- FRTZE]-N-THE- (R=m-4-
APR) B (2 52¢, 85%), M'H 303.

TP 2
A B DAEHEX IaeHH—F &
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2A. N-[2- (4- FPEAEFHR) -1-FHZEA]-N-FEX-[1- (K
TEEA)w-4-EFR] - K& |

BREAMEAH(1.07g, 17 mmol). 4-HBEAFR-1- (RTEK
B A %% (3.0g, 14.3mo) e 1-(4- PREEXRL)H - 2- M (2. 35¢,
14. 31 mmol) A P& (50 ml) P&9E R T 22CHRHFE 17 1. REXRSE
RRSY, RAGHELBRLEPAZINSR. TR (ZRKREARE)
AbuAR, REREEHAIHK N-[2- (4- PEAXE) -1-F4
CE]-[1- (RTEAER) %w-4- L FPE] - 5 (4.28z, 82%); #
B3, mp 198-199C ( ¥E/Z& ), M'H 391.

#¥N-[2- (4- FPRRAFXRE) -1-FRZE]-[1- (RTEE
) kot -4- A PRI (0.87g, 2. 4mmol). &HE (0.2 ml, 2.5 mmol)
Fo = LB R XM B A4S (0.763g, 3.6 mmol) £ 1, 2- —HK T (25 ml)
THgRAMT 22CTHEKE 16 M. BRERSEHRESY, FREAGHS
B 100ml Z&F 25m]l 10%XMAKERA. T8 (LKEAKE) i
ReAmAe, #tmild 230-400 B &tk 244, £A 10% 28
LE/THRBR. BERESXHWE S5, B3 N-[2- (4- PREX
£) -1-FRZA]-N-®A-[1- (RTEBL) %w-4-£¥
E]-BRK4H(0.93 g, 95%), MH 405.

29B. Xk, BB LEHIZ®H 20 HEFE, ALBRBRAR, HE
N-[2- (4- FPAREFER) -1-FHZE]-N-CZE-[1- (RTEA
BE) % -4- AP X8k,

x4 3

AR EMRAEX bt

%% (a)

3A. N-[2- (4-F¥E) -1-FRZEA]-N-ZE-[1- (RT

RERE) AR -4-AFEIE —XP8E-L-BHogiF K4
RKH N-[2- (4-8¥XRX) - 1-PRZE]ITEK(0.5g, 2.76
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mmol). 1- (FRTHEERL) % - 4- P& (0.616g, 2.76 mmol)Fv =
LEE A MEH (0.88g, 4.15 mmol) £ 1, 2- =K TR (20 ml) ¥
GRAY 16 . REXENFER REREGHLSELE 1.ON 8L
A 20 o) LRTE GO n)ZH. TR (RKARE) FREXRS
AW, FHA—ETSE-L- BERABXALRTER, FEI
N-[2- (4-R¥EX) -1-FERCE]-N-ZHE-[1- (FTRERL)
ke - 4-RFRIE —XPBRA-L-BeRAFKRESW (1.9g, 92%),
m.p. 121-123T.

3B. X, BBLEHIFRA A EFE, AEXEX 4 eI EHR
N-[2- (4- BXR) -1-FRZHAITE, f4dALEX 23146
AHER1- (FTREL) %% -4- 78, #FTHAX Ibitéd:

N-[2- (3-%EEXXHX) -1-FHECEA]-N-TX-[1- (5
CREL) ket -4- APR]IBERE, MH 463;

N-[2- (4-PRE¥XE) -1-FERTE]-N-TE-[1- (x
TRER) RE-4-ATPRIEERE, WH 429; |

N-[2- (8 4-—§¥%) -1-FPAZE]-N-Z£-[1- (K
CREAL) RR-4-AFRAIB_XFBA-L-BAomEFKEY,
MH 439;

N-[2- (3- R¥X) -1-FRZHE]-N-TE-[1- (RTK
BRI R -4-AFRIBE_XF®E-L-BAoB&EF KLY, VWH
405;

N-[2-(4-ZHRFRER)-1-FRAZE]-N-TE-[1-(3
CREA) AR -4-RAPRIBE—XTBEA-L-BoRIEFAEH,
M'H 439;

N-[2- (2, 8- —&.%5#[1,4]==8%-6-£) -1-FRZHA]
-N-Z&-[1- (FEREX2)RRT-4- AP IR E, MH429;

N-[2- (4-FREEL) - 1-FRAZAI-N-TZE-[1- (5
dh-4-FEX) R -4-EFRIE_EXTRE-L-BagIFLE
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%, MH 404;

N-{2-[4- (2, 2, 2- =R CTAX) XX]-1-FETZE}-N
-HBE-[1- (REHRBA) AR -4-BFPRIBE_X7RE-L- B
LBREF K4S, WH 483

N-{2-[4- (2, 2, 2-=ZRZE&EX) (XX]-1-FRTHX)}-N
~ZE-[1- (RERER) AR -4-2AFR]IBE_X78A-L- B
LEEFKEH, WH 483;

N-[2- (4- X8 x¥R) -1-FEZA]I-N-TZX-[1- (3
CHRERA) KRR -4-AFRA I E—_EXPERA-L-BEaREFKREGH,
M'H 463;

N-[2- (2, 3- =& ¥5#[1,4]=8%-6-4) -1- PRz AX]
~N-GE-[1- (Bek-4-FE) krw - 4-AFRREKE, WH
432; |

N-[2-(3-ZHFEAER)-1-FRZE]-N-TE-[1-(3F
gh-4-FBX) Rw-4-BFAIERERE, WH 42 |

N-[2- (3-8FEA) - 1-FHAZE]-N-TE-[1- (G-
4-gR) ko -4-APRIEE®E, WH 408;

N-[2-(3-8&EE)-1-FERZE]I-N-FRHEFPE-[1-(5
gh-4-FR) R -4-APR IS, MH 434

N-[2- (3-#E¥XE) -1- PRAZE]-N-&E-[1- (BH
-4-BFE) KR -4-AFRIEERKE, WH 419

N-[2- (3-RA¥XE) -1- FRZE]-N-di-[1- (5%
-4-BRA) KRR -4-EAFRIE_ERE, MWH 403;

N-[2-(3-ZRFEERX)-1-FRZE]I-N-AX-[1-(5
dh-4-FE) kR -4-RFRIEERE, MH 456;

N-[2- (2, 3-—&¥#%m-6-X) -1-FEZA]-N-T
E-[1- (Bk-4-8A)gw-4- AFR]IEERE, MH 416

N-[2- (2, 3-—&¥H#%%H-6-X) -1-FEZR]-N-A
E-[1- (Bok-4-BE) kR -4-XPR]EERKSE, MH 430;
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N-[2- (2, 3-—&¥#f%kw-5-%) -1-FHCZEX]-N-T
E2-[1- (Bgk-4-BR) kor-4-XFRIBERE, WH 416;
() -N-[2- (2, 3-—G¥f%kwh-5-£) -1-FRZLHE]-
N-ZA-[1- (Bk-4-FX) TR -4-AFPE &S, (o],®
+15° (c 1.0 CHC1,), M'H 416;
N-[2- (2, 3-—&¥H#Fkwh-5-%) -1-FRZA]-N-&
E-[1- (Bek-4-FE) kg -4- EPRIBERE, WH 429;
N-[2- (3- f&K-4H- £5#[1,4]=8%-6-%) - 1- 74
ZRE]-N-d\A-[1- (Bok-4-FR)keT-4- APRIBd&H,
M'H 459;
N-[2- (4-#EEFHE) -1- FRCE]-N-A/X-[1- (G
-~4-EE) ker - 4- A FHA]E, MH 433;
()-N-[2- (3-#AEEX) - 1-FXTZE]-N-TE-[1-
(Bofk-4- BE) %R -4- RAFRIBEARE, WH 419; |
N-[2- (3, 3-=—9¥x-2 3-—_a¥#f%kw-6-%) ~-1-¥F
RZA]-N-CZHA-[1- (Bk-4-FX) kRw-4-XPH LR
&, mp. 203-204TC; H |
()-N-[2- (2, 2-=F%-2, 3-—&Fi=%H-5-%) -
1-FREZEI-N-CTE-[1- (Bk-4-FKE) kR -4- KFH]
CEeEEE, MH 444,

%% (b)
3. N-[2-(4-FEREFHE) -1-FRTHE]-N-TE-[1- (3
CREE) R -4- APk — - -FXEPBREA-L-Fo&d
KeH

BEXSE N-[2- (4- PAEER) -1-FRAZA)-N-2E
-[1- (RTEZELE) - % -4- AP K] (0.28g, 0.72 mmol) #
ZRCZEG)ER.AEGHE 10% HKRAKER (15nl). FX (10ml)
AR KO ERS(0.134 nl, 1.0 mmol) R4~ RA4PE 22CRE 15
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PHERCRTE QS n)RR. TR (AKARE) FREREAR
A A -S-FEFBRR-L-BeREBISE 2, H3 N- [2
- (4- FEEXE) - 1-FPRZEI-N-ZE-[1- (FTREHL)
%R -4-EFPRIE — - -FEFREA-L-BreBILRSY
(0.29g, 51%), m.p. 119-120T, M'H 401.

3D. (S)-N-[2- (4-PHREXK) -1-FEZE]-N-ZEX-[1
- (FeRBER )RR -4-AFEIBESHE

FI(S)-N-[2- (4- PREXE) - 1-FRAZEA]-N-Z%-
(ko - 4- 2 FH) B (1. 54g, 5.3 mmol) Fo K B 44 (1. 6g, 15 mmol)
AFEGO nl)FK (30 nl) TE RSB ARARTRSEBRL 0. 74 nl,
5.5 mmol). 16 MG, AL LE (100 nl) REREERAY, FH
(RRARE) FREREANA. AEBREBINTLRLE/LRYT
2872, BHG)-N-[2- (4- PEEXEL) -1- PRZEA]-N
-ZE-[1-(FTREX )RR -4- AP X IBEKE (1. 25¢, 54%),
m.p. 159-160T.

3E. £k, BREGHEEN IDMEFE, BRLEX Ia o HK
(S)-N-[2- (4- PRAXR) -1-FRZA]-N-Z4- (%
-4-AXFR) B, FERXREBALECERAERARTRERL HET
7 X, Ib 4L46-9:

N-[2- (4- PEEX¥R) -1-FPRZE]-N-TH- (1-%
THEARR-4-KFX) BR-XTF&®A-L-BeiAK4%H, np.
119-120C (Z#&);

N-[2- (4- PREEXE) -1-FRTCE]-N-TE-[1- (3
BEERE) AR -4-AFRIE-_FXToE-L-BoREFKEH,
m.p. 121-123C (Z.&); |

N-[2- (4-PEEXR) -1-FRLA]-N-2ZE-[1- (w
Stwh-4-FBR) R -4A-AFRAIR-_FXTHRE-L-BHe®iH
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¥ K44, m.p. 116-118T (L&t)

N-[2- (4-FREERX) - 1-FHRTE]- N - LZ&*(I-
BtRAR-4-RAFR) BoAV8E-L-Bo8 i FK4%, np.
114-115C (Z.&); |

N-[2- (4-FREXE) -1-FPRZHA]-N-TA-[1- (=
FPEER)RR-4- A FRIGR_EAT8A - L-Bosirdhm,
M'H 485;

N-[2-(3-ZRAFRER)-1-FHRZE]-N-TH-[1-(35
CREX)RR-4-AFRIBR-_XFRE-L-Bo8iked, WH
439; |

N-[2- (2, 3-—&¥#[1,4]=8%-6-%) -1- FRLZ]
-N-ZE-[1- (Wam-4-FR) gw-4- 2 PRImER L,
MH 431; |

N-[2- (2, 3-=—&FH#[1,4]=FF-6-%) -1- PR TH]
-N-ZE-[1- (WaRhH-4-FX) R -4-AFRE—_%¥
BEE-L-BeRIEKSY, MH 431;

N-[2-(3- =R PRER)-1-FRZAI-N-ZE-[1-(m
Sotn - 4-FRA) R -4-AFRImERE, MH 41;

N-[2- (3-&FX) -1-FRXZE]-N-ZH-[1- (m&n
H-4-FER) RR-4-KPEImERE, MH 407;

N-[2- (2, 3-=—&%H%h-6-%) -1-FRZA]-N-%
AEAFE-[1- (w8 -4-FH) kR -4-2AFR]IBES&E,
M'H 442;

N-[2- (2, 3-—&XHf%w-5-%) -1-FEZHA]I-N-%x
AEFE-[1- (wattwh-4-FR) kg -4-AFR s s,
M'H 442;

N-[2- (4-AEFE) -1-FRAZHE]I-N-FBL-[1- (RT
FEX) R -4-BPRImERE, WH 420;

N-[2- (4-AEXXR) -1-FRZE]-N-FL-[1- (%%
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-4-FER) RR-4-AFRIBR_ERAE, WH 431

N-[2- (4-s5E%X) -1-FHACRA]I-N-&/E-[1- (1-
ZRCEHEMT-4-BA)) R -4-AFPREIE_HBE MWH 527;

N-[2- (2, 3-—&¥#%h-5-X) -1-FRAZEI-N-T
E-[1- (2-A-1-FABEX )T -4-KFRIR=H L&A,
M'H 451;

N- {2-[3- (4-BRTEFEZEEL) £R]-1-FRLE} -
N-FE-[1- (4-PHBEAEERE) kg -4-RAFR]IRERE,
M'H 632;

N-{(2-[3- (4-BTEFEEZERE) £X]-1-FRLE}-
- N- AE-N-(Fh-2-FRI)w-4-EXFRIBR=RC%%E, WH
544;

N-{2-[3- (4-RTHEEZEEEEKE) FXA]-1-FRTE}-
N-BE-[1- (ZEEA B )RR -4- X FPEIER=RA &L, MH
550;
| N- {2-[3- (4-BTEAEEEEERE) FEX]-1-FRTE} -
N-BA-[1-(wez-4-BH)%-4-EAPR]IB=R8%E WH
555;

N-{2-[3- (4-®TEFEABREER) FX]-1-9RT i} -
N-FE-[1- (RTEABRA) AR -4-AFRIK=R &%, VH
534;

N-(2-[3- (4-®RTEFAZERRE) FX]-1-FRLA] -
N-F"E-[1- (FRTABR) %R -4-EFR]IKR=KTKE, WH
560; |

N-(2-[3- (4-BRTEFEAZEEE) XX]-1-¥RTE}-
N-FE-[1- (s -3-BHA )% -4- AFRXIKR=RT&E, WH
555;

N-{2-[3- (4-BTEFEAZEEE) FX]-1-FRCLE} -
N-FBE-[1-Z2BART-4-AFR)R=RAT®HE, MH 492;
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N-{2-[3- (4-BRTEFEZEEEL) FX]-1-FRTA) -
N-BE-[1-(ZEBER)RR-4-AFE]IR=KT&%HE, WH506;

N-{2-[3- (4-BRTEXEZERE) FX]-1-FRTH) -
N-Fk-[1- (2- PRAEEAZR) AT -4-AFRIR=K &%,
MH 568;

N-{2-[3- (4-BRTEAFEZERE) £X]-1-FETH) -
N-"d-[1- (FRTEERX)RRT-4-EAFR]IBR=R &L, WH
532;

N-{2-[3- (4-RTEFEZERE) XX]-1-FRTE} -
N-dE-[1- (4-FEFEEZEX)RRT-4-AFR]IBE=HATRE,
MH 579;

N-{2-[3- (4-RTEFEZFERE) FX]-1-FERTK) -
N-&E-[1- (FTEER) RR-4-AFRAIR=ZRATRE, WH
534; #» |

N-{2-[3- (4-BRTEEEZEEKE) FX]-1-FRTHK} -
N-Fk-[1- (FEd-5-FX) R -4-AFR I KR=RTRHE,
MH 545. | -

LA 4

T HEHERX et

3% (a) |

4. N-[2- (4-FERAFHA) -1-FHZEI-N-ZX-[1- (%

BRE-1-FE) AR -4- KPRk —XF8A-L-AoREKEY
B oM AL/FE(2.0 nl, 4 mnol) £ Z 5 (20 nl) H9ER A AA N

-[2- (4-FAEXEE) -1-FRZA]-N-TE- (RR-4-%

Wik) B (0.23g, 0.79 mmol)#5 Z % (30 ml) E&. 30 546, i

KERZY, AETFHRBFE N-[2- (4-FEEXE) -1-FRT

A]1-N-h-(1-fZd%w-4- 2P R B E (0.238g, 7TT%),

m.p. 144 — 145C,
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M N-[2- (4-FREXE) - 1-FRTCHA]-N-TE- (1-
RERKE-4-AFE) BERKE (0.1g, 0. 257 mmol) &5 Z. & (10 nl)
BFRAAARLEL (0.1 nl, 1.2 mmol). REH T 22CHEHE 15
. REFRESHE 10 ERAKER (10 nl)—FEkE, F8 (L
KABRR) FREREANAE. ARGV B AR EEEL, &
RLBRUERB. A—EXFBEA-L-BEBREBINLBPHEL >
o, 78 N-[2- (4-FEE¥XL) -1-FRZA]-N-TH£-[1
- (RER-1-FRE) RR-4-AFE I —¥9nit-1-Beu
K44 (0.087 g, 45%), m.p. 110-112T.

4B. Epk, BRLE@EAM MR FTE, ARLEX la OB
N-[2- (4- FREZXE) -1- FRAZEX]-N-ZH- (%R -4-
AFL) BARERALARCERRRER, HATHX Ic 224:

(H-N-[2- (4- FPEEXEL) -1-FRZAI-N-Z£-[1
- (3-EARER-1-FA)RR-4-RAPRIE —XP8E-1-
BAREKSY, n.p. 101-102T;

N-[2- (4- FEEXR) —1—%&»651 N-ZX-[1- (4
- BRTREEA%RE-1-BR) ww-4-A7AIE ZEXFBE-L-B
AR EKSY, n.p. 108-109C, M'H 503;

N-[2- (3-ZRFPEFXE) - 1-FRCTE]-N-TH-[1- (2
“RFRERRE-I1-RRE) R -4-AFPAIBRERE WH 470; #

() -N-[2- (3-RFEX)-1-FRZE]-N-ZE-[1- (%
B -1-RE) kRm-4-AFRImE8E, MH 392

%% (b)
4C. N-[2- (4-FREXL) - 1-FHZA]-N-Z&-[1- (=
%ﬁ%i;ﬁa&%) ek —4-RAPRIE —XPRE-I-BoMEFK
24

B N-[2- (4-FEEFXE) - 1-FRZAI-N-TE- (%
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w-4-RPR)KERE (0.205¢, 0. 564 mmol). = Z K (0.5ml, 3.6
mmol) Fr —F+ B A KA FE K (0. 1158, 0.7 mmol) £ =& ¥ (25 ml)
FRERT 22CHEHE 15 N, RERBEXRGERINAGHHER
B 5 RBRAKERFLRA. T (RKRERE) FREA A,
HEARFERECA_ETREA-L- B8 %, B3 N- [2- (4
-FREFR) -1-FRZEAI-N-CTE-[1-(—patsadtzt)
R -4-RAFRIE —EPBEA-L-BeR8EF K48 (0.3 g, 69%),
mp. 105-106T.

4D. Kk, BB L@ EHEH 4C HEF %k, AREX la o HEHK
N-[2- (4-FREXE) - 1-PEZHA]-N-ZR- (%®w-4-
AFR) B, HFE2RAXCREATRESR-_FAARATERE,

WFT X Ic fob%:

N-[2- (4- PEREELX) —1—wgag] N-ZX-[1- (=
FREZL) R -4-APRImE&E, MH 362;

N-[2- (4- FREFL) -1- FRZRA]I-N-2&-[1- (=
FTREZRL) RR-4- 2981 —X7&%A-L-Bemiiid
Hr, M'H 362;

N-[2- (4- FPREXE) -1-FEZE]I-N-ZA- (1-&
BART-4-RPR) B —X98A-L-Fo8%, np 106-107
T, M'H 347;

N-[2- (4- FEEXHK) -1-FPEZHE]-N-Z£-[1- (£
AEREAEE) k% -4- A FHIM; np 123-124T; |

N-[2-(3-=ZfFEEXRX)-1-FRAZRAI-N-ZE£-[1-(=
FTEEERE) kR -4- 2741k —(XF%A-L-558%, WH
400;

N-[2- (4- PEREXR) - 1-PRZA]-N-2ZX-[1- (=
CREAER) R -4- KPR i E, np 68-70C;

N-[2- (2,3-=—&¥#[1,4]=Fx-6-%) -1-Fx£]
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~N-ZE-[1- (ZZEEEBER)RT-4- PR i8R L WH
418;

N-[2- (2, 3-=&¥H[1,4]=F%-6-%K) -1-FETH]
“N-ZE-N-(=—FPEABEX) R -4- A FRIE8HE, MH
390;

N- {2-[4- (2, 2, 2-=ZR.CAL) XX]-1-FHTH}-N
-—BEA-N-(—FPRAZE )RR -4- 2P —¥XP%RA-L
-Br&E, WH 444; |

N-{2-[4- (2, 2, 2-=ZRZHEE) FX]-1-FHTH}-N
—ZE-[1- (ZPEEZRX) T -4- 2 PRI —¥XPeed-L
-~ BHKE, MH 430;

N-[2- (4- FREXHE) -1-FRZRA]-N-&E-[1- (=
FREZE) R -4-2FRIE —X7P&A-L-BE8E, np
109-110TC;

N-[2-(3-=fFEEX)-1-FEZE]-N-ZE-[1-(%
R-1-FA) kR -4- X PRIEERE, MH 440;

| N-[2-(3-=ZRAFPRAEA)-1-FHZR]-N-ZE£-[1-(%
w-1-ER) kR -4-RAFR1k —X98E-L-Bos#dE, MH
440;

N-[2- (3-RFAFR) -1-FRAZA]-N-ZX-[1- (=
PRAZE) R -4-KXFE]Ik 398X -L-Bs&E, WU
366;

N-[2-(4- =R FPEEE)-1-PECE]-N-TE-1-(%

R-1-BRA) R -4-RXFR 1 —XFBEA-L-Be8d, WH
440;
O ON-[2-(4-=ZRFAFER)-1-FRZA]I-N-ZRA-[1-(=
FREZRE)RR-4-AF8 1k —XF8EA-L-BoRE, MU
400; B

N-[2- (4- PEEXEE) -1-FEAZE]-N-TE-[1- (&

62



99804532. 2 _ ' B oW P E54/88]

TEEREAZE) R -4-AFH]IE, np 96-97C;

N-[2-(3-ZHPEEL)-1-FRZA]-N-TA-[1-(
R-3-FEREEAEE) AR -4-RAFRIBE_#8d MH 463;

N-[2-(3-ZRFEEX)-1-FRZHA]-N-TE-[1-(1,
2, 3, 4- WAL -REEX-1-BE)RR-4-APRIB—_88
&, WH 486; |

N-[2- (3-RFE) - 1-FRZE]-N-T£-[1- (%% -
1-3%) ke -4- XRPRIBmERE, WH 406;

N-[2-(3-ZRFEEXR)-1-PHZHA]-N-ZA-[1-(1,
2, 3, 4-wWEER,-1-EE) R w-4- X PRIEEE WH 488;

N-[2-(3-=ZRFPRAXE)-1-FEZA]-N-2Z4-[1-(3,
4- &M - 2H- XH[1,4]8%-4-FX) Rw-4-A9R1kH
B, MH 490; F |

N-[2- (3-ZHPRAEE) -1-FRAZEA]-N-2£-[1- (2

-PEBERR-1-BE) R -4- A VR ]IEE8E, WH 498;

CN-{2-[3- (4-\WTEXEEESE) ¥A]-1-FHHE) -
N-ARE-[1- (4-FERE-1-FE) %ot -4- R PR Im—%g
#, m.p. 182-183C, M'H 576;

N-{2-[3- (4-RTEFEEEKE) FX]-1-9H R -
N-FE-[1- (RGH-4-BR)%kR-4-AFAIBL&E np
137-138C, M'H 579;

N-{2-[8- (4-BTEFEZEEA) XA]-1-FHZHE) -
N-AE-[I-(ZZEREBEL R -4-AFR]IB=RA & E, W'
549;

N-{2-[3- (4-RTEFXEZERE) ¥A]-1-FRZH) -
N-AX-[1- (ZFHREEX) AR -4-AFEIBR=RZ8E, WH
521;

N-{2-[3- (4-WTEFEELAERX) ¥X]-1-FRR) -
N-BE-[1-(ZRAEEEAER )RR -4-AFPR]IBE=ZR LB H,
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M'H 577; %o

N-{2-[3- (4-BRTEFEZARE) ¥A]-1-FRLE} -
N-FBE-[1- (R2E4BA) T -4-RAFR]IE=RIL&HE, WH
569.

%% (c)
4E. N-[2- (4-PHRAFA) -1-FEZRAT-N-ZHA-[1- (¥
EEFAIRR-4-RXFE]E

B N-[2- (4-PEE¥ER) -1-FHZA]-N-ZE- (%
vr-4- A FH) K (0.23g, 0.79 mmol)#jZ % (10 ml) ZR A WAt
fRFE Q.2 nl, 3.4 mmol). & 22CRE 1.0 I HE, BEXREA
HANER AREHRLE/CRELS, £33 N-[2- (4-FAE
$2) -1-FRZAI-N-CTH-[1- (FEEEZEL) RR-4-
9 & 18 (0. 249g, 91%), m.p. 97-98T.

4F. Eink, BBE®EEH EREFT X, ALEX tewER
N-[2- (4- PEEFE) -1- PRCE]I-N-TH- (KE-4-
AFE) B, HAE#LBACRAREREAARTE, HRTHA
Ic &

N-[2- (3- §¥2£) -1-FHZE]-N-2£-[1- (AL
EABR) KRR -4-RAFRIE_XTFE8A-L-BLRE, WH 380;

CN-[2- (3-fEX) -1-FETRA]-N-TA-[1- (R

SABR) R -4-APRIB_XTFEE-L-BoBE, WH 420

N-[2- (4- PEREFXA) -1-FRZEA]-N-TE-[1- (¥
AEABRER) R -4-APRIB_(T&A-L- BERE, WH
364;

N- {(2-[3- (4-®RTHEAFEZEEE) F4)-1-7RLH) -
N-BE-[1- (RTEEAZA )R -4- XAFR]EK, n.p. 155-160
T, M'H 549;
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N-{2-[3- (4-BRTEFEERKL) FR]-1-FRTK} -
N-dE-[1-(RTERAZA AR - 4-2FR]IEK=RTL&E, I'H
549;

N-{2-[3- (4-RTAFRZFREE) 4]~ 1-FATA) -
N-dmE-[1-(FAELAREZE )R -4-XFPRIKR=RAL&%HE, W'H
535, #=

N-{2-[3- (4-RTEFEZEERE) FX]-1-FHTE) -
N-BE-[1- (PREABR)%R-4-AFRIK=RCEHE, WH
507.

%4 (d)
46. N-[2- (4-PEAFHA) -1-FHAZEAI-N-ZE- (1-&
EgEgw-4-KAFE) & |

mBEA N-[2- (4- PEREAER) - 1-FRZE]-N-ZE
- (ke -4-AFHR) I & E (0.42¢, 1.16 mmol) B 4¥ (1. 5g,
18.5 mmol) K (5 ml) P RA R K2 20 5 4. AFEH G EBAY
K, KEARBRFARLG/CREL S, F2 N-[2- (4- FREXE
) -1-FRZAI-N-ZH- (1-KEBEARR-4-RXFH) &
(0.3g, 77%), m.p. 104 - 105TC.

4H. N-[2- (4- FPEEFRA) -1-FRZEA]-N-THX-[1- (4
-LEBEA%RE-1-ZBEA)VRR-4-AFEE —XF8A-L- Ao
EKkEY |

# N-[2- (4-FREAXA) -1-FAZHA]-N-TE-[1-
(4-BTEBA%RE-1-£28%) %w-4- AFE]% (0.325 g,
0.65 mmol) 6§ =R LE (2.0 ml) X & AE 22CHKF 45 54. BEXRSE
Xk, RGHHEE INLALAFRLRA. RERETREGAIM
(RABRRETFR) . RAGHETHRZG o) P ZEEF (1.0 n)
BAOMA, FHRERE 2CHKE 15 N, RERSHER, WA
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B4 H3 0.5N AANAPRLEZIA. TR (RKERE) Ao
ke, FHR_EXTFRA-L-BoREBIXNCE TS E L, FE N
-[2- (4- FEEXE) -1-FRCE]-N-ZE-[1- (4-Z®
Egk-1-BE) hw-4-RAPR)E —X78L-L-Brmiks
#(0.13 g, 26%), m.p. 117-119T, M'H 445.

41. Xk, BEREa T HAEFER, BLEX lattésER
N-[2- (4- FARFER) -1-FHRZHE]-N-TE- (k%®-4-
E9E) iR, HFTHX [csP:

N-{2-[3- (4-RTEFEEEAKE) FX]-1-FHTE] -
N-FA-(1-fREFHERR-4- 2AFX)E, n.p. 182-183C, M'H
493; v

N-{2-[3- (4-RTEAXEEZEKRE) FE]-1-FRTE) -
N- @Rk -[1- (1, 1-—fK-ATok-4- FA) kR -4- AFH]
B, WH 611,

L34 5
te B B AR G L4 & X 1dHo% |
5. N-[2- (4-FPEEXE)-1-FRZAI-N-CTE-[1-(}
AESE) AT -4- AP —XV98A-L-BE8H

B N-[2- (4-FEAEFER) - 1-FELE]-N-TE- (%
w-4-RAPR) EA&% 0.2 %, 0.55mmol)F=Z 8 (0.4 nl, 2.9
mmol) E= R TR (10 nl) PHRASWANA LIMEATFTRFABHTE
#3% (0.83 ml, 0.83 mmol). 2CHRHEEERASY 16 I8, KEH
E¥%E. REMWLIRALKRLE (20 nl)F SPEEIAKER (20 nl)
ZA. BRERBAKARETREGAVNE, ¥AGHEIRELR
HEEMH, 4 0.5%8fske 1978/ 0k. "HA_X 7l
-L- BAREHXLSE (TH), 75 N-[2- (4- PREEXR)
-1-PRZE]-N-CZEA-1- (FREAEE) % -4-LKFX]1E
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—¥X PR A-L-B A8 N (0.345 %, 85%), m.p. 96-98C, M'H 377.

5B. A, BB LE®HEES SAEFE, BEeEX lattdBHA
N-[2- (4-FREFR) -1- FRAZE]-N-2ZH- (kg -4-
AR BEREAALCRATREERATRFAAE, 41I8THMX
1d #56-%:
N-{2-[3-(4-MTEEXEBERAKA)XRXA]-1-FRATCHEA)-N-mH-
[1-(CEBE)RZ-4- A FRIBE=HAT&%E, WH 522.

%34 6

B BAZHAEREX leitd P

6A. (9-N-{3-[4-({[2-(2, 3-=—& FH%kH-5-K)-1-FEXZL]-T
ERAIFR)AR-1-R]-3-BKGA] FHREE

AN- RTREE-P-ARKEK (0.31 5%, 1.65mmol) 8§ — K ¥ (5ml)
ERAMAN N-ZEE-%40.3 &, 1.85 mmol). TEHRFERE
BReW 2 . ARERSHFRA(S)-N-[2- (2, 3- =& ¥ =%
W-5-4) -1- FPAZE]-N-Z&- (RE-4-2FH) B (0.5
%,1.65 mmol) 8§ =K ¥l (2 ml)E&k. BHRABERSY 16 IH. K
BEAXEN, ABHEdEKbikE#Eel, A4 0. 1%884LEH
2%FE/— KPR, 4HESLS, REFHG)-3-RTEEE
KRE-1-[4-({[2-@,3-=&a%H%s-5-K)-1-FHELA]- 24
KRAIPR)RR-1-R]H-1- BAK(0.76g, 97%).

(S -3-VRTAEERKE-1- [4-({[2-@,3-=&% =% -
5-A)-1-FRZA]-ZEARRIFR)RRZT-1- K]/ - 1- 8 (0. 76g,
1.60 mmol) ¥ AmA 20% =R L& (20 nl). EREHRERLY 4
. RERARBERERSYH, FHARAGHIERE_KTRMP IN A4
A A, KERAWE, BRFTHR, REEFIABKEOG) -3-&4
-1- [4-({[2-2, 3-— 8% H%h-5-K)-1-FRZRI LA E£)
PERI)KR-1-%]1%-1- 8 (0. 59g, 99%), M'H 373.
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OCTF, AR F_E&FHR QO nl) P S) -3-&E-1- [+~
({[2-(2,3-—&E%#%Hh-5-B)-1-FRIAJZEEAIFR)%®R
-1-%£]1&-1-#(0.4g, 1.07 mmol) F=—F AKX T H (0. 21g, 1.62
omol) ¥ Au A F &L £ (0. 16g, 1.39 mmol). EBREHAERELY 3
D, REKZHRLH, AZRF TR REEWMBAGHEL
BEKteiz g, A4 0. 1%8 A48 %TE/ S FizEMK.
St EBSy, HEFH O)-N-{3-[4-({[2-(2,3-— & X f %5
E)-1-FRZE]-ZEAERIFR)%T-1-R]-3-ARAE) FHBLE
sk (0.32g, 66%), MH 452. H IS (%): ER{E: C, 51.83;
H, 7.38; N, 7.87.%%{k: C, 51.82; H, 7.56; N, 7.88.

6B. X, BB LI&HLAES 6A EFFE, AXEX la bdHEN
(S)-N-[2- (2, 3-—&¥H#=%H-5-%) -1-FHZE]-N-
k- (Rm-4-AFH) &, FHEREARCHRIARTTRESA,
THATHX le oo
N-{1-[4-({[2-G-Z R FPEFXHX)-1-FRTX]- Li&i&»} ¥
) -1-A]-3-ERBR)FHsEERE, WH 478;
N-{1-[4-({[2-B-=ZRFEAER)-1-FRAZRA]-ZAKA} T
Ak -1-A]-3-ARAE)}-N-FE-FREKERE, WH 492;
N-{1-[4-({[2-B-=f FPEEE)-1-PRZE]-ZXEE)} T
E)—ger-1-A]-3-BAKB/AL)-N,N-—FR-Forsti Ha i, MH507;
S)-N-{1-[4-({[2-G-=RFEEXR)-1-FRZE]-LEHE)
PR)-ger-1-A]-3-ARKEX]4-FEXESRBEIRE, WH 554;
N-{1-[4-({[2-BG-=R FEXERX)-1-FRLE]-ZEXEE} T
E)-gker-1-gA]2-FHREEA-CR) -k dhgE, WH 571;
(S)-N-{1-[4-({[2-(3-£EX)-1-FRLEA]-ZERA}FH)-
ho-1-ZR]-3-FHREE-FA) FHBtEERE, MH 536;
(S)-N-{1-[4-({[2-(3-L XX )-1-FPRZE]-ZERE)TE)-
kg -1-BA]--FERAKREA-AL)-FTHBELIRE, MWH 520;
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(S)-N-{1-[4-({[2-3-FFXX)-1-FH L RA]-TERA}ITH)-
kot -1-BA]-3-FHRBE-FLA)-FPRBEERE, WH 536;F

(S)-N-{2-[4-({[2-(2,3-— & % #=%"Hh-5-X)-1-FEXTX]-T
AEAIFR)%R-1-2]-1, 1-—FE-2-ERLA)-PHmu i & i,
M'H 466.

LHH T
B BAE IHEHEX LAY
%4 (a)
A, ()-N-[2- (2, 3-—S¥A%hm-5-%) -1-FhHk]-
N-ZH- (I-FPHBE - -4-KFE) K

#(S)-N-[2- (2, 3- —&¥H%wh-5-%) -1-FELHK]
LR (24g, 0.117 mol) EF =K% (300 nl), HFMAZTLEHALM
S464 (37.2g, 0.176 mol). 3 5 94PE, A N- Faisit - %
% - 4- P (22.4g, 0.117 wol), FEHREH 2 e, A 5% &
B4 (600 ml), REYA_SFTRRR. ZAXEHNF Ky, #n
RLBELS, B3 ()N-[2- (2, 3-—&%#%h-5-%) -1
-PRZE]I-N-CTHE- (1- PHBREART-4- gwgs)&(zsg,
63%), m.p. 99-101T.

7B. (8)-N-[2- (2, 3- =S¥ fkh-5-R) -1-FRTH] -
N-Zh- (U-FHBA-gw-4-KF4) kigd

¥ (S)-N-[2- (2, 3- =& ¥ H#%Hh-5-X) -1-FRTX]
-N-ZHE- (1- FHsARw-4- A FH) & (0.913g, 2.4 mmol)
EFS#PEH @0 nl). AEFRAMA 1L.OM SALATEER (2.5
ml). REREEN. FARAGHETESR 2- THG.0 nl). 22THE
15 I E, KELSFATTR FHO-N-[2- (2, 3-=—aFHf
skwh-5-4) -1-FRZA]-N-ZE- (1- PHEBEEA%RT - 4-
APE) BiEmd(0.99g, 99%), m.p. 112-114T, M'H 381.
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7C. (S)-N-[2- (2, 3-—f&XHfkh-5-XK) - 1-FXTE]-
N-ZX- (I-FHEEART-4-2FR) g8 L

¥ (O-N-[2- (2, 3-—&XH%H-5-X) -1-FRZA]
-N-ZE- (1-95E%%T-4- KX FEX) B (0.4g, 1.05 mmol)
EFA0o)I0% R TLEKER. ARERANAN 85% 55 (0. 122g,
1.06 mmol). M3 % E 22CHE 16 o, KEXRRLEHFTF 70C
EZTF8, BH)-N-[2- (2, 3-—&A¥H%w-5-4) -1-¢
ATZEI-N-TE-(1- PHBART -4- BT R ESAKHE (0. 454g,
97%), m.p. 209-210T.

0. £, BRLELEHTA. BBXTCHEFT X, BEEX 44
S RE(O-N-[2- (2, 3-—E&FH%kh-5-4) -1-FHTH]
-N-ZE- (RR-4-EFH) B, FEARALETHERETH
B, THRAETIX If &£44: |

N-{2-[4-(2,2,2-Z RZAK) X KE] - 1- FRZE}-N- AL -
(1- Pt - kR -4-AFPR) (Pt -L- B8 iELxs
%, MH 451;

N-[2- (3-=ZRFEER) -1- PRAZHE]-N-24- (1-¥
HERA-kRR-4- BFE) KRERE, MH 407;

(S)-N-[2- (3- =R FEEHL) -1-FHRZE]I-N-ZE- (1
- -kmw-4-AFR) REKE, [al,® +10.2° (c 1.0
CH,OH) ; M'H 40T;

(H-N-[2- (3-=ZRFEXEK) -1-FRCTE]-N-TE- (1

- PR -k -4-ATPR) AR, [al,® - 8.86° (c 1.0
CH,OH) ; M'H 40T;

N-[2- (3-=ZRFEER) -1-FRZE]-N-TE- (1-¥
BEBE-RR-4-RFR) B-XTFREA-L-BERiEXEH, WH
407;
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N-[2- (2, 3- —&¥H#[1,4]=FK-6-K) -1- FAZE]
-N-CZEA- (1-FHBRE-%R-4-KFR) BERHE, MH39T;

(H-N-[2- (2, 3- —8%H[1,4]==FXK-6-%) -1-F&
ZEA]-N-CTE-(1-F5BE-%R-4- 2P R)RERE, (o]
+ 11.2° (c 1.0 CH,OH); M'H 397;

N-[2- (2, 3-—&%#[1,4]=8%k-6-%K) -1- FRTH]
-N-ZEA- (1-9PH8E - %R -4-EAFR) R_XF8A-L-
BAEREKASH, WH 397;

N-[2- (3-=ZRFEEE) -1-FEXZE]-N-TX- (1-VF
BEk-ww-4-2AVPE)BE_XF8A-L-BEBIAKSY, MH
407;
N-[2- (3- £%X&) -1-FEZE]-N-Z&- (1- ¥5BE
-k - 4- A PR Bk, MH 373; |

()N-[2- (3-REX) - 1-FEZE]-N-TE-(1-7F
Bk -kw-4-FAFR) BidsHE, [al,®+11.2° (c1.36 CH0H) ;
M'H 373; | - |

(D-N-[2- (3- HERX) -1-FPRZE]-N-TH- (1-9
et -gw-4-2AFE) BE&E, [al,®-9.4° (c 0. 42 CH;0H) ;
MH 373;

o ON-[2- (3-AA#BEA-4- FAEAXE) -1-FPEXTE]-N-
AE-[1- (RTEAZA) - R -4-AFR]ERE, WH 484;

N-[2- (3-#A%EX) -1- PERZE]-N-&X- (1- PH&
A-grr-4-AFH) ERE, WH 384;

N-[2- (3- Azt -4- PREFXE) -1-FRTE]-N-
BA- (1-FHSA-%T-4-AFR) BRARE, MH 462;

(D-N-[2- (2, 3-—&¥H=%h-5-%) -1-FHAZEX]-N
— LA - (1-FHBE-%kE-4- LFR) K (28g, 63%), [a],®-9°

(c 1.0 CHJHH); WH 381;
N-[2- (2, 3-—&%#%wh-5-%) -1-FETZHA]I-N-%
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AEFE- (1-98BE%w-4- A7) RERHE, WH 407;

N-[2- (2, 3-—&8%H%m-5-K) -1-FERZE]-N-&
E- (1-FHBRRE-%RT-4-2FX) #E&HE, WH 395

()-N-[2- (2, 3-—&A¥H%wh-5-£) -1-FRZE]-N
-F/E- (1-FHEBA-%T-4-RXFE) BREKHE, MH 395

N-[2- (FEHF[1,3]RM-BExRB-5-8) -1-FRLE]-
N-ZHA- (1- 9L -%R-4-2F8%) iERE, MH 383;

N-[2- (2, 3- —&¥#[1,4]=8%-6-%) -1-FRTAE]
-N-FAE- (1-FHBA-RR-4-EFR) KAERE, WH4LL

N-[2- (2, 3-—&¥H#=%H-6-%) -1-FRZE]-N-&/
E- (1-FH%%E-%R-4-2F%) k&, WH 395

N-[2- (2, 3-8 ¥%5#f%Hh-6-%) -1-FRLE]-N-T
A- (1-9PHsA-%=R-4-AFE) BREKRSE, WH 38,

N-[2- (2, 3-—8¥XH%dh-6-%X) -1-FRZE]-N-%
GEAFE- (1-FHRBEE-RR-4-£AFE) KEKE, WH 07,

N-[2- (3- A -4H- £H[1, 4185 -6-%) - 1- FAZE]
-N-ZEA-(1-F5BE-%R-4-AFE) BRAERE, WH424. 1;

N-[2- (4- PEEXRE) -1-FRZE]-N-TX- (1-F%
B -k -4-RAPR) KR, np 71-72C;

N-[2- (2, 3-=—&4#H-5-4) -1-FELE]-N-%FA/E
i - (1- P -%w-4- A FR) RERE, WH 405

N-[2- (2, 3-=—&4F-5-%) - 1-FRLE]-N-TE-
(1- PHBE - -4-2APH) miEsE, MH 379

N-[2- (2, 3- =84 -5-%) -1-FRAZE]-N-&H-
(1- PHBmE-Rw-4-AFHE) BESE, MH 393;

(-N-[2- (3, 4-—FELEXX) - 1-FRZE]I-N-TE
- (1- PR -vkot-4- X FR) BEEE, MH 399;

N-[2- (4-mEEE) -1- FRZE]-N-Ai- (1- 5%
A-gw-4-AFR) g, MH 398;
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N-[2- (3, 3-=—¥#k-2, 3-_&a¥HF%h-5-%) -1-¢
RZA]-N-CTE-(1-PH3BE-%RT-4-AFR)EE8 L, np.
67-69C;

N-[2- (3-AE¥RE) -1- FPREZE]-N-THE- (1- P5%&
E-kmw-4-XFE) K&, MH 384

()-N-[2- (2, 2-=—FX-2, 3-—&SEH%%-5-%) -1
-FECZEA]I-N-ZE- (1-FHBE-RTE-4-AFH) ki
#, MWH 409; |

N-[2- (EH#s%wh-5-%) - 1- FERLZE]-N-CTE- (1-F
BEE-kw-4-RAVFR) RAEKE, WH 379;

N-[2- (5, 6, 7, 8-waME-2-%) -1- FERTZHA]-N-
LE- (1-FHBE-%w-4-AFX) IERE, MH 393;

N-[2- (E-2-%) -1-FRZE]-N-Z%- (1-95m%
—vger - 4- APR) BAmE, WH 389 A

N-[2- (¥#f=—@mtwh-6-2) -1-FHETZE]-N-TH- (1
- PHEE-kR-4-AFH) BERSE, MH 395,

%% (b)
TE. #1&(-N-[2- (2, 3-—& ¥ % -5-%) -1-FETA]
-N-ZE- (U-FHBE%RR-4-EF8) pdgdeg—F%
¥ 1- PHEBEEA%RT -4- ZHREAH KT (10 nl) X & o3
(H-N-[2- (2, 3-=—&¥H#%h-5-£K) -1-FRZA]-zri
B 1.2z 5Smmol) B—EKFR(0wl)BXRRA. AFRLSHEOT,
FERRAZCE(Q.7 nl, 12.2 mmol). ¥, BHAREBHETER,
BHXY 108, A 200l faf it A-&TFR QL) RRLH
HAME—K. SHGANER IN £8 (25nl). % E 54 (25n])
ik, BRRETE XEefAka&EBEXB (O N-[2- (2, 3-=
BEHEH-5-%) -1-FRZE]-N-ZE- (1- PHsEARR
-4-EBEE) K& (2.21 g).
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0CTF, ZRART, AL (0.38g, 10 mmol) &9 &=k % (10
n]) B AZEBRA()-N-[2- (2, 3- —&FHf%p-5-%) -1
- PRZA]-N-ZH- (1-PHEERR-4-2EE)KQ 21,
5 mmol) ¥ w &=k (5 nl)X%k. MEGVANMFRSY 208, REA
HETER. ARASYWTEF K (380n]), BEFM 15%E £ M (380
ml), BEFEMA 1550pl k. TREFREOH XY 15 18, REER.
ERB_SFR&EE. RAZNEFI-—LE&bRY, AT EL.
ALBRLE/CRQA:1D)ELEHFH()-N-[2- (2, 3-=aXH%k%
-5-%) -1-FHAZEA]I-N-ZX- (1-FHRBERR-4-X7F
) BAELEE(1.02 g).

%% (o) :
7F. N-[2- (4- PEEXRA) -1-PRZET-N-TE- (1-}
EEgHnAAR -4-AFA)BE-_XFRA-L-Bemd

1 N-[2- (4- FRAFER) -1-FECTE]-N-THE- (%%
~4-RPR) BE & (0.2g, 0.55 mmol) A=K T (10 nl) ¥4
B EARAZLE (.4 nl, 3 nnol)FffF FASRBLR (0.1 ml, 0.89
mmol). R B RAMHTF 22CHEHE 16 Mo, RERERGHH 58T
BRLER SHBREAZRA. AERELKARETRIGAHNA.
FRA 0.5%88AEH 50% LER T &/ TRAEH R BLM AR EEN T
BREGH. A—XV8L-L-ZeBRIEBXHNE W, AHFEH N-[2
- (4- PEAXR) -1- FRAZHA]I-N-ZE - (1- FAREASBE
ke - 4-RFR) B_¥¥Vsit-L-BF6&E (0.211g, 51%), MH
397 (#H &) .

76. £k, BERLEHILAM TFHESFTE, ARXEX IasHN
B N-[2- (4- PRERL) -1- PAZHR]-N-TH- (RE-4
-AFR) B, AR ALCHRIRRFAASRE. TUHA
TH X If oo |
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N-[2- (4- PREER) -1-FPRZEA]-N-ZH- (1-7#
BRAvkrr-4-AFR) BKE&HE, np. 85-86T; '

(H-N-[2- (4- PRAXE) - 1-FRTAI-N-TEA- (1
-pgsknw-4- 2P R ) ERE, [al,®+11.8° (c 1. 0 CH;0H) ;

(D-N-[2- (4-FEAFHL) - 1-FPREZE]I-N-THE- (1
-PRBART -4- XFR)EERE, [a])®-12.0° (c 1. 0 CH,0H) ;

N-[2- (4- FRAERE) - 1-FRTE]-N-TH- (1- 95
AR -4-RAFR) BoXPHA-L-BE®RE, np. 119-120
C;

N-[2- (4- PEEER) -1-FECE]-N-ZX- (1-=R
FASBMART -4-2FE) XA -L-BomiE, MWH423

N-[2- (3- =R PHA¥ERL) -1-FETZH]-N-TE- (1- %
ARABBART-4-RAFR) X F8EA-L-BL8HE, MH435

N-[2- (2, 3- —&%3#[1,4]=8F%-6-%) -1- FATX]
“N-ZE- (1-FAEBBERT-4-RAFR) BoXFE®A-L
- AL8E, MH 425

N-{2-[3- (4-RTAFEEZFERE) £X]-1-FETE}-N
-EmA-[1- (4- PRA¥ASBRE IR R -4-XPRIK=RTEH,
M'H 604;

N-{2- [3- (4-RTEFEFEKL) FEX]-1-FTAZE}-N
-mEk-- (FAASHBEL) AR -4-EAFRIK=RTEHE, MH
566; #o

| N-{2- [3- (4-\WTHERZEEE) ¥EX]-1-FEZE}-N
-FE-[1- (PHEBRE) AR -4- A PR IER=RTZ&E, WH528.

TH. N-[2- (4- Paise X ¥ER) -1-FRCAI-N-TX- (1-
waistiew -4- A FE) il |

0CTF, % Oxone® (0.73 g, 1.2 mmol) %K (10 ml) &% A e
N-[2- (4- FRAFER) -1- FRACE]-N-2Z#- (1- 7Hzi
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ot - 4- AP R (0. 25g, 0. 6 mmol) /£ 30%F B K& & (Tml)
bR Ek. £ OCRE 2 I HE, R REHERE 10n], FHER
A 3N SEMLABYERHENE. ALERLE G ) RERSH. TR
(AABBE) APRFAEERSE. LR TS BLEERIBX S,
#3 N-[2- (4- FTHEBAXL) -1- FPRACTA]-N-24- (1-
Vs ERR -4-AFH) i & (0. 258, 92%), m.p. 92-93T.

L 8
B BAR JHEFEX IghsP
8A. (S)-N-[2- (2, 3-—&¥Hf%Hh-5-%) -1-FRLE] -
N-ZE-[1- (Bek-4-ZBE) KR -4- A FE]K

0OCTF, ¥ &5 (0.08z, 0.66 mmol) #5 =& Fix (0.5 ml) F R
#E B (S)-N-[2- (2, 3- —&FH%h-5-2) -1-FLTX]
-N- A - (ke - 4- 27 £ )8 (0. 2g, 0. 66 mmol) == T & (0. 15g,
1.48 mol) —AFR @G n) B R A. EERRHAFTREY 16 I H,
REBREREEN. ARGH P AX Anl)f 2 K45 (0. 14g, 0.67
‘mmol). MmBEEA®RLSY 2 K. BRERLEN, FEFAEHSFE
HNZBRLEM INLELAZIA. ANERE KRR, RRATRIEK
B, B RHEE (S)-N-[2- (2, 3-—&¥H=%H-5-%) -1
-FRTE]I-N-TH- (1- KHBARK -4- X FH) & (0. 18g,
70%), M'H 401.

¥ (SH-N-[2- (2, 3-—&¥H%wh-5-%) -1-FATE]
-N-ZE- (1- f5mAtgrr-4- 2 FX) K (0.18g, 0.45mmol). .
Lok (0. 04g, 0.45 mmol) Fr—F & X TR (0.12g, 0.93 mmol) £ w9 &
ekwdh (10 ml) PHRABEESRSF 16 I H. BRERLEN, FHARG
Mo RN _EFTRPAZNE. ANERZRF TR, EARY-AG
Y, tmER 0% LRLE/SRAGRMN TSR ik &# 4140,
AHELEEY, EXERI(S)N-[2- (2, 3-=aFH%H-5-4)
~1-FRACZE]I-N-CZE-[1- (Bhk-4-5&%EL) RR-4- K7
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R4 (0.17g, 85%), M'H 452. RBEREMNTESWI %): AL
C, 54.06; H, 7.62; N, 8.24; & &{li: C, 54.01; H, 8.00; N, 8. 22.

8B. XMk, BB LREAEHABAMEF %, AREX latboHii
(S)-N-[2- (2, 3-—&FHF%H-5-%) -1-FHAZRA]-N-
ZE- (RE-4-2FR) B, FaEpeALCcERESK T4HF
TH X Ig bt

N-[2- (3- =R FHERX) -1-FEZE]-N-THE-[1- (=
PREZBRE) -k -4-AFRAIB_FXFRE-L-Bosk#%, W
436;

N-[2- (2, 3- —EFH[1,4]=E%-6-%) ~1- FAZA]
“N-ZHE-[1- (ZFEEZREBEE) - R -4-AFRIB_£9%
A-L- Ao, WH 426, |

N-[2- (4- =R FHAFER) -1-FRZA]-N-2E-[1- (=
PREFGBRL) - kR -4-AFRIR-_¥XF8tk-L-Br8d, WH
436;

(S)-N-[2- (2, 3-—&¥H%kH-5-%) - 1-FHAZHA]I-N
~CE-[I- (B R -1-%E&%L)-%R-4-AFRIEERE T
$5% %) : L4 C, 57.01; H, 7.93; N, 8.53; E&44:C, 56.99:
H, 8.19; N,8.67, M'H 436;

(S)-N-[2- (2, 3-—&FH%kH-5-%) - 1-FHXCTHA]I-N
~zA-[1- (1, 1—-§u’cmvﬂa¢k 4- BB ) -k -4- A FH]
B3B3, MH 500;

(S)-N-[2- (2, 3-—&¥H=%xh-5-%) -1-FHZE]I-N
~CE-[1-(Bggk-4-3EE) - %R -4-XAFRIBERE 1
F5% %) : £RME: C, 53.47; H, 7.56; N, 8.08; E&4{4: C, 53.46;
H, 7.69; N,8.13, M'H 468;

Fo
N-{2-[3- (4-|THAFERERE) FR]-1-FHZH}-N
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_EHEE-[1- (—PEASERR) - % -4-ATRIBE=RLBE,
M'H 557.

8C. 3-[4-({[2-(2,3-—&¥H5h-5-F)-1-FRLA]ZEKE)
PRIKRT-1-RBEARL AR

Aok =) AP - FEE (0.05g, 0.56 mmol) FEZFEFARERL
# (0.11g, 1.15 mmol) ¥ TR RS H 1 IB. A (SH-N-[2- (2, 3
-ZE8¥FHSH-5-K) -1-FEZE]-N-TE- (1- &58L
vhor -4- AFHE) B (0.2g 0.50 mmol) 8 ZAEXE %, HBEFNiE
ARRSW 5 I, MVERARLRAY, REAX, #tafkAe
% % Midit RP HPLC, Vydac C4 A 464k, A4 0. 1%=R LB 65 5-65%
K/ITHEBRERR. 6FE58y, RABRIA=ZRALREY X (S)-
3-[4-({[2-(2,3-— 8 %% H-5-RA)-1-FRZEAIZEKEA]TR)
ko -1-B R R A 15 % (0. 14g, 51%), M'H 454. A ELSH %) : L3
{i: C, 48.22; H, 5.88; N, 7.00; F&4i: C, 48.08; H, 5.89; N,
6. 73.

L#®HF 9
e B B AR KFEHEX IhitsHh
9A. (S)-N-{2-[4-({[2-(2,3-— & F%kh-5-%)-1-FAZR] L
AERVFH )RR -1-%#BR]LA) Ttk

6 2- RCEZFEE0.32g, 1.99 mmol) &K Fix (5 n1) A&
BAZFERA(S)-N-[1- (2, 3- —8aFHf=%kdh-5-%) -1-F&
ZE]I-N-TH- (®w-4-2FE) B (0.60g, 1.99 mmol) &=
PR @n)ER. TERHERAERSY 16 bW, Kk, HRFTR
FEREN, 2—RGY. ¥RAGHEIhRELREFELL, &A
25-50% B/ LERLEREERM. €S58S, REXE/FEH (SN
[2- (2, 3-=—&¥#=%w-5-%) -1-FRZE]-N-2X- (1
- BB A%RT -4- AFR) Bk (0.36g, 46%).
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% ¥ 5 Btk (0. 18g, 1.84 mmol) & = F 3k WAL B (2m1) 35 3% A A
A 60% 2T 5 3 A& 84648 (0.048g, 1.2 mmol). 120C kB B
BAY 30 54, REAHE 100C. —KkEMmA(S) -N-[2- (2, 3
-ZEFH%kH-5-K) -1-FHRCAI-N-2%- (1- 255%
Aoker -4- A FR) B (0.36g, 0.92mmol) 89 — F A FELEZ&. 100
CThiBERREY 40 54, BEEBEN, HRGHIRI-_GTR
FokZ A, ERERAZBRFTFRIFEZL. BEALTHAGH AR
BREREUN (A LBRLUELRR) . HESBY, RAEHZH(S)-
N-{2-[4-({[2-(2,3-— 8 ¥ H%H-5-X)-1-FRZAJZ X &R ¥
H)vkor-1-skBt R X ) PatsiRe bk (0. 32, 71%). M'H 488. 7
E5MERE %) ER4E: C, 48.26; H, 7.09; N, 8.10; E&14: C,
48.59; H, 7.42; N, 7.73.
OB. £, HBLEHEAM A FEFk, B 3- 5&%%@%&%%‘
K 2- ATEZBL, HFS)-N-{2-[4-({[2-(2, 3-— &% =k wh-5-
A)-1-FPRCEJCEAERIFR)RR-1-SBA] AL} PR E, MH
502.

E#H 10

R BAR LAEHEX 1j4

10A. N-{2-[3- (% -2-FERHX) FHAI-1-FHATHE}-N-
AA- (I-FPHBE -gT-4-AFR) &

BA N-[2- (3-mA¥HA) -1-FRAZE]I-N-FL- (1-
P ART -4- AFR) B (500 ng). 10% 48 - 5% (50 mg) 55 L. B
(25 m1), & 40 p.s.i. F&4 18 Iof. BEFER, FBLATH
EEMN. BAEGHET LR TE (10n]), mABEE S (500 ng) 8K (5ml)
Kk, RAEWEKSFLY, WA 2- 5w FEK(0.07 nl), HEHF
FRe4Y 3. 2BEBE, FHANERBRETIR. S8BPRE
EMN. REHETHAE, A IMEKBTEER (1.5 nl). EHFHF
Haed, ETTFREATE & N{2-[3- (kd-2-BEAKHK)
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FR1-1-FRAZRA)-N-FAEX- (1-PHBA-%RTR-4-XFR)
Eid&HE, MH 462.
10B. ¥k, #HBEHE®EH 10A EF %, AEEEHENR N-[2-
(3-AEREFA) -1-FECAI-N-&E- (1- B % -4
-RPR) B, FEARALCERIEN 2-2HTHRA, HET
SR Ijed:
N-{2-[3- (RTREEKLE) ¥X]-1-FELE}-N-FE-
[1- (Bogk-4-FA) kot -4- AP ImE&E, WH 513;
N-{2-[3- (2,5-—8 K- nER-1-ZFRX_/L) XE]-1-F%
CRA}-N-FE-[1- (B -4-FR)RRT-4-APRIKRIERE,
M'H 485;
N-{2-[4- (ZFTREAKL) XA -1-FRTZE}-N-AL-
[1- (Bek-4-FX) w-4- XAPEImERE, WH 513;
N-{2-[4- (ZHEEERE) ¥R]-1-FPRCE}-N-®E-[1
- (Bok-4-FE) %R -4- EAFRIEERE, MH 459;
N-{2-[4- (Gok-4-FEKE) FX]-1-FRXZE}-N-&
A-[1- (Bk-4-FR) %R -4-AFEIBARE, WH 516;
N-{2-[3- (3- PRAXEZEARE) ¥X]-1-FHZE}-N
-J/E-[1- (Bek-4-BH1) %w-4- A FEIE MH 537;
N-{2-[3- (4- PAEXAZERE) XX]-1-FXZE)}-N
-/EA-[1- (Bdk-4-BHA) %R -4- XFHRIEK, MWH 537;
N-{2-[3- (2- PRAFEZERE) FA]-1-FHATE}-N
-AE-[1- (Bek-4-FBH) kT -4- XFE]IEK, MH 537;
N-{2-[3- (kwh-2-BARE) ¥X]-1-FRZE}-N-&
E-[1- (Bok-4-FH) m-4- RFE]IE, MH 497;
N-{2-[3- (E-2-#AH8%) XX]-1-PHZE}-N-AX
- [1- (Gek-4-FE) w-4- XFR]IE, MH 557;
N-{2-[3- (Ewp-2-ZERE) FX]-1-FHECZE]I-N-&
£-[1- (Bak-4-FE) %w-4- AF¥RE1K, WH 513;
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N-{2-[8- (Z-1-BAKA) XX]-1-FRZEA)-N-HL
- [1- (Bok-4-BR4) kot -4- APE]IRB, MH 557

N-{2-[3- (4-AEFAEEER) ¥2]-1-PRZHE)-N-
AE-[1-(BR-4-BE)RR-4- B PRIK=§ %%, WH551;

N-{2-[3- (FREZEEL) XA]-1-FRZA)-N-FR-[1
-~ (BR-4-FR) R -4-RPRIBE=RTEE, WH 507

N-{2-[3- (4- KEXREERE) XX]-1-PRZA)-N-5&
A-[1- (Bok-4-FE) kox-4- AP A%, WH 541;

N-{2-[3- (4- £ XEXEREX) EX]-1-FRZA)}-N-5F
A-[1- (Bk-4-FX) %ow-4-2FE]E, WH 585:

N-{2-[3- (4- PEXEZARE) £A]-1-FHAZE)-N-
AE-[1- (Bok-4-FE) ko -4- 2 PR 1%, WH 521;

N-{2-[3- (GFRERELKE) FA]-1-FHZE)-N-F%-
(1- PoRdeit-vkm-4-AFR) &3, MWH 438;

N-{2-[8- (RZEZEEX) XX]-1-FRZHA)-N-FL-
(1- @A -vkw-4- AFR) &, MH 500:

N-(2-[8- (TRAEEARA)XA]-1-FRZEA)-N-FA- (1
- PaBA -kw-4- X FR) B, WH 452;

N-{2-[8- (kh-2-ZEEKEL) X4])-1-PR2HA})-N-5
A- (1-PHst-kor-4- 2 FR) B, MH 462

N-{2-[3- (4- REEZEEL) ¥A]-1-FRZHE}-N-5
- (1- 758t -kw-4- £ FR) B, MH 490: <

N-{2-[8- (£XAZERB) EX]-1-FAZR)-N-®EL- (1
- PHEBRE-RR-4-AFE) RERE, MH 522;

N-{2-[3- (RTHRELERL) XX]-1-FHLE)-N-T£-
(1- Porsbi-%kg-4-2AFE) A %E, WH 464;

N-{2-[4- (FTREEEL) XKL]-1-FRZE)-N-FA-
(1- PoBti -t -4- A FR) B, WH 478;

N-{2-[4- (h-2-ZXE&X) FA]-1-FR2A)-N-F
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E- (1-95sA-%T-4- A FR) i, MH 462;% |
N-{2-[3- (e -2-BHER) XX]-1-FRTA}-N-T
E- (1-PaE-%w-4-AFE) BE®HE, MH 48.

%% (b) |
10C. N-{2-[3- (4- S AFEEEAERE) FAT-1-FETK)
-N-FEA-[1- (B -4-FR)kw-4-XFE |k

# N-[2- (3-F&AFH) -1-FECZAI-N-AL-[1- (5
dh-4-ZR) KR -4-AFPEIE(T8ug) ET N, N-—FREAFTEHREK
(2.5 ml), A 4- BHBHEXTHE (40 ng). REFAARERAKR
M 4- FAG4(0.03 ml). 1-FERXEXH =227 ng). F 1-[3-
(—pai) mil-3-zim—_wrided (40 ng). FIRREH T
EARTERRE 180, RESRIAXKPLRLEZIAN. 5 EAN
E, URABRAT®R. XXM, AGphEdaREMN, €A 5% F&/
—E PR, 53 N{2-[3- (4- RHABEFERLRE) £4]
~1-PRZEA)-N-FE-[1- (Bk-4-FE)IRT-4- 2 FAE]
B (70 mg), M'H 586. '

10D.  #, BB L& £#EH 10C AL F &, AR EX Li BHFKN-[2
-(3-fEFA) -1-FRCA]-N-AE-[1- (Bk-4-FR)
%R - 4- RPRIBEURALCETRTEDEN 4- RRBRAXT
R, FIFRTHAX 1Likksed:

N-{2-[3- (4- EHBEAFEEZAEE) FA]-1-FRTA} -
N-@dA-[1- (Begk-4-FR)%mR-4-AFR]KkERE, WH
586;

N-{2-[3- (2, 3-—&FHkwh-5-FEX&E) FX]-1-7F
EZRE)-N-"EA-[1- (Bek-4-FBE) T -4-XAFRIERER
#, WH 541;

N-{2-[3- (1H-wbek-4- FXRKRE) FX]-1-FXTE}-N

82



99804532. 2 w oW P FE74/88MW

-AE-[1- (Bk-4-FE) R -4-APRIBEM L WH497;

N-(2-[3- (1-8-mm-4-FEXKRB)ERX]-1- PR H)
-N-FE-[1- (BR-4-FE)RR-4-APRIBERE My
524;

N-{2-[3- (2, 3- —&FH[1,4]=B%-6-BEAEL) ¥4]
~1-FEZE}-N-FR-[1- (Bk-4-BR)%R-4-APL]
gk, MH 565;

N-{2-[3- (1H-1, 2, 4- == -3-ZFAKX) $%]-1-v
AZRA}-N-ABE-[1- (BR-4-ZBR) R -4- 2 PR e
3, MH 498;

() -N-{2-[3- (4-KHBEAXEAZEERRL) $A4]-1-FR
ZE}-N-®"X-[1- (RRAEKABR) R -4- PR \msm
3%, MH 588; #a |

() -N-{2-[3- (ft-4-FXEEL) XR]-1-FHAE}-
N-RE-[1- (A REKABR)RT-4-AFA RIS, W
469.

B2 (c)
10E. (B -N-{2-[3- (4-FRAXEFAEL) $4]-1-94
LA} -N-HE-[1- (Dok-4-FR) R -4- X PR |5
HRPDN-[2- (4-AEFR) - 1- FPAZE]-N-&L- (1
~RKLR) BREREFTCLE Q00 nl)FK (16 nl) A. FRERE A M
ABH (2. 44g) P T B& (2.25 g). WmEBEARASY 3 1B, REd
EER, BAUARSARZLE. ATEALBR, AGHIRIN LR
LEFMARMARERA. REBRATRANE, 38, it
FH, R EH-N-[2- (4-KEXH) -1-FHAZEX]-N-FAL
- (1-XZE) BEEXEW (2.9).
BRERAD-N-[2- (4-KREEL) -1-FRZRAI-N-BA- (1
“HZR) B (0.958) % T LA L& (50 nl) AR ATE % (50 nl)
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N, AkBSPAFHRLY, WmA 4- FPREXTERA(0.55 g). #&
BRAoMW 180, S ELE. ANEARRATR, SBFAZRS
EH. BARCHETHASH, A IM A8 (0 eq.). EBEMATZESE
A0 Ehs8L ATRBEATRIBIHER(EAN-N-{2-[3- (4
-PAARABAES) XE]-1-PRCA}-N-&E- (1-%FT
X)) E#s (0.98 g), MH 431.

¥ RAO-N-{2-[3- (4- PREFEAERERKL) £X]-1-7F
EZA}-N-F/E- (1-%XTHE) B(0.98 ¢) & FZ% (100 nl),
A 10%48-5 (0.1 ) V. ERRADANRMATERE(.2 g), HB
mBEARSY 2 M. REAFELTE, 8. ATELER, ¥
REHHRINCBRLEFPFLALAZIA. ANEARRATE, &
B, ATREIEMNERINWM-N-2-[3- (4- FRAEFEEERKR)
E]1-1-FRCE) - Ak

BMN-{2-[3- (4- PREAERFARKE) ¥4]-1-F4
LA} - @B 0.32 g). —RZKE Q0 n)F 1- (Bak-4-FK) %
- 4- FR(0.32e) —RERAATHHE 30 4. MA=ZLEBRALS
S48 0.5 g), ERRHRLGBXY 7208, R4HATE (50 nl)
Fo 10% EAAAER (20 n)HE. ANEARRATR, &8, i
AEEAEMN. BAFR/—KTREKSEGHHTEN LWL, 73
(D-N-{2-[3- (4- PERAXEFEELE) FL]-1-FERTE}-N
~HE-[1- (Bok-4-BR) R -4-E2FR]1K 0429, [al,®
-42° (¢ 1.0 CH,0H) ; M'H 537.

10F. %M, BB E@mE#Hs 10E ikF %k, ALeX ¢iuod%
BM-N-2-[3- (4- FEAXEZEARL) FX]-1-FRTE])
- BB, FMEREARTR 17T HOBRE 1- (BR-4-FBR) %
wW-4-F8, AFTAX Ljtesh:

($)-N-{2-[3- (FEREELEL) FX]-1-FRLE}-N-
mE-[1- (Bok-4-BE) R -4-AFRIEERE, [a],®
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+16.2° (¢ 1.0 CHCl,), M'H 5183;

(D-N-{2-[3- (FTHRERXAKEL) XX]-1-9RZHA)-N-
BE-[1- (BR-4-BFE) R -4-EAFRImLn s, [alp® -
30° (c 1.0 CHCl,), M'H 513;

()-N-{2-[3- (wh-2-FEXEL) XX]-1-FRX ) -N
-AE- (1- BB T-4- RFR) &%, WH 462

(-N-{2-[3- (4- REEEEAE) XR]-1-FRZE)-N
~AmE- (1- Porse ke -4- 2 PR) B, MH 490; |

(S)-N-{2-[3- (ma=%mh-2-FEAK) ¥X]-1-9RH)
-N-@E- (1- PHEEARR-4-2FR) BAME, WH 466

()-N-{2-[3- (mw&akh-2-FELKE) EX]-1-PRZE)
~N-@E-[1- (Bk-4-BR) %ot -4-EAPAIBEEE, WH
501;

(HN-{2-[3- (4- AEEFAEKE) FA]-1-FLEZE) - N
-AA-[1- (Ogk-4-FE) v -4- RFE I8, MH 525

o (O)-N-{2-[3- (FTHEERE) ¥A]-1-FRZHE)-N-
AR (1-95s ke -4-RFR) BiEsE, WH 478;

(-N-{2-[3- (4- REEEERRL) - 4-PHEREXR]-1-
TEZE}-N-dE- (1- PHRBEARR-4-AFE)BE8 S WH
502; ~ :

()-N-{2-[3- (3-RFEEEEEL) - 4-FEEFER]-1-
PREZAI-N-AE-[1- (Bok-4-FH) Rr-4-APL 1
B3, MH 537;

N-{2-[3- (Gok-4-FELEL) XX]-1-FRZEX}-N-&
A-[1- (Bok-4-H) g -4-RAPRIm A8 E, WH 516;

N-{2-[3- (3, 4, 5-=ZFERAXAFERE) ¥A]-1-F4
ZRE}-N-FE-[1- (Bok-4-FL) Rw-4-RAFR 18, MH
597;

N-{2-[3- (3, 5-—REEEEEA) XA])-1-FRLH) -

85



99804532. 2 "o\ B FE77/88W

N- G- [1- (Bok-4- BR)kot-4- RFPRIBA &, WH5T5;
N-{2-[3- (¥5#[1,3]—BX-5-FZRAE) XX]-1-9%
ZE}-N-AE-[1-(BRk-4-FX)%RE-4-BAFRIELIRE,
M'H 551;
N-{2-[3- (4- =R FPEEEZEERL) XX]-1-FHTAE}-
N- " -[1-(Bgk-4-FR )RR -4-APRIRERE, MHT5;
N-{2-[3- (4-®BTEEEZEEE) FX]-1-FEZE}-N
-AA-1- (B -4-FR)%kw-4-AFRA]BLEKE, WHS563;
N-{2-[3- (4- PHBEEXERERE) FX]-1-FELE} -
N- Gk -[1-(Bgk-4-FR)%R-4-APRIBEKE, WH585
N-{2-[3- (ZRTREBEAEE) FE]-1-FRTE}-N-TE-
[1- (Bek-4-FEX)RR-4-AFRIEERE, WH 499;
N-{2-[3- (4- PRAEEZARE) FX]-1-FRTHE}-N-
ZRE-[1- (Bok-4-FR) R -4-RPRIBEKE, WH 507;
N-{2-[3- (4- PREFXEZEAEL) XX]-1-FETX]}-N
~CE-[1- (Bek-4-FR )RR -4-AFRIKAERHE, MH523;
N-{2-[3- (%wh-2-ZEREX) FX]-1-FEZX}-N-C
A-[1- (Bek-4-FX) g -4-KAFR]BERE, MH 483;
(D-N-{2-[3- (4- PHBEREZERL) ££]-1-FRC
A}-N-AE- (1- PoisARR-4-2FR) KERHE, MH550;
N-{2-[3- (wkoe-3-BEAA) XX]-1-FRZE}-N-&
E-[1- (Bok-4-ZR) %w-4-AFRIE_F4H, WH 508;
N-{2-[3- (4- =R FEEFEAEERL) FX]-1-FRLE)
-N-FmE-[1- (Bk-4-FR) kR -4-EFRIBRERSE, WH
591;
N-{2-[3- (4- ZEAFEZERL) £X]-1-FRTE}-N-
AE-[1- (B-4-FX)RR-4-AFR]EARKE, WH 535
N-{2-[3- (BREAZEEE) XE]-1-FRCEA}-N-A/E-
[1- (Bek-4-BR) g -4- RPRA]IEERE, WH 583;
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(D-N-{2-[3- (4-BTEFEEEEE) XX]-1-FRTH)
-N-FE- (1-FHEBERR-4-2FE) S, WH 528;
(A-N-{2-[3- (4-=Z=RFEXEEZERRE) ¥4]1-1-9¥42
A)-N-BE- (1-FPHBE%RT-4-AFX) &2, WH540;
N-{2-[3- (4- REFXAZERL) XX]-1-9HCZH)-N-
AR-[1- (Bdk-4-FE) R -4-XFR]BE& L, MH 532
N-{2-[3- (4- AEXEZEARE) XX]-1-FPRTZHE)-N-
AE-[1- (Bk-4-FE) %R -4-XPRX1BE8E, WH 549
N-{2-[3- (4- TEFEEEAKE) ¥X]-1-FHTH}-N-
AEA-[1- (Bdk-4-FR) %R -4-EPX]IBE8 %, MH 563;
(D-N-{2-[3- (4-REFXEAZERE) X4]-1-944)
-N-AE- (1-PHRBEERT-4-2FE) BE8HE, MH 497;
N-{2-[8- (4-RTEFEEEEE) FHE]-1-FHZE}-N
~TE-[1- (Bk-4-BR) R -4-APRIBE8E, WH5TT;
N-{2-[3- (4- PREFZEBARE) XEX]-1-FHZHA)}-N
~TE-[1- (B -4-FR)RT-4-AFR &L, WHS51;
N-{2-[3- (FRTHEERKE) FXA]-1-FPRTE}-N-TH-
[1- (Bok-4-FE) kw-4- APRBERE, MWH 527;
N-{2-[3- (kh-2-BERKE) FX]-1-PRTZA}-N-T
E-D- (Bk-4-FR) R -4- 278 ImEsd, wH 511,
N-{2-[3- (FXH#[1,3]M-REFXRH--FAKL) ¥£]-1
~FPRCEAI-N-TE-[1- (Sok-4-FRA)RR-4- 29/ 8
#EmiE, MH 565;
N-{2-[3- (4- PRAFAZRER) £X]-1-FLZR)-N
- RE-[1- (Bgk-4-FR)RT-4-XFPRIBERE, WH565
N-{2-[3- (wtog-4-HERE) FX]-1-PRTA}-N-&
E-[1- (Bk-4-FR) %R -4- XPR]IB_K4%, WH 508;
N-{2-[3- (FHF[1,3]M_AEHFKH-5-FAKL) £4]-
1-FPRZE)-N-HAE-[1- (Bk-4-BHA)%w-4- LA 74
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BB, MH 549;

N-{2-[3- (4-=ZRPRAEXEAZEARE) XX]-1-FRZE) -
N-A"BRE-[1- (FRAEXEEEE) AR -4- 2 PR THESKE, MH
547;

N-{2-[3- (4- PREAZEXEEZEEARE) XX]-1-FhZE)
-N-AE-[1- (Bdk-4-FR) %T-4- L PRI, WH 537;

N-{2-[3- (4-2EEEXEZEARE) ¥X]-1-FHRZA)-
N-&E-[1- (Bgk-4-FE) %kw-4- LFR]E, MH 565

N-{2-[8- (2, 3- XH#[L, 3R &xAH-5-BFALE&R)
EE]-1-FREZE)-N- (1-Z2A/RX) -[1- (Bek-4-8R)
ke -4-RPRIREsE, WH 579;

N-{2-[3- (6-FA&K-1, 4, 5, 6-wERE-3-FAEHR)
FA]-1-FRCE}-N-/EX-[1- (_-cig%tg)wfi 4- %
PRI E&E, MH 513

N-{2-[3- (4- REXZEEE) -4-PREFA]-1-9¥R2
A}-N-A%K-[1- (Bok-4- &g)%ﬁ 4- R R IEA i,
m.p. 96-102T, M'H 555;

()-N-{2-[3- (4- REEEEEL) -4-FEEAFER]-1-
FEZE}-N-AE-[1- (Bgk-4- ﬁ:}‘s)v&a{ 4-RPRIEH
&%, mp. 86-92C, M'H 555;

N-{2-[3- (4- PRABAERRAEL) EX]-1-9RTA) -
N-FARE-[1- (Bdk-4-FR) R -4-AFRI1mE8HE, WH
585; -

N-{2-[3- (2, 3- ¥XH#[1L,3]M-RLHXAH-5-BLE&L)
FEI-1-FAZE)-N- (2, 2, 2-=ZRTA) -[1- (=F&L
BR)AR-4-EFRIBRFARE, WH535 F

N-{2-[3- (2, 3- XH[1,3]M—REHFXKH-5-ZLE&L)
FE]-1-FRCE)-N-BA-[1- (FEEEABR) gw-4- %
PRImEAKE, WH 495.
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#4411

W ABEMAEHEX Ik e

4% (a)

11A. N-{2-[4- ("Bok-4-FXEH%) ¥ R]-1-FHZHA)-N-
AX- (1-FHREARR-4-XFH) K&

FN-[2- (4-FEAFEX) -1-FRCA]I-N-F/L- (1-9
BRERKRT -4-EAFR) B(60 mg) X TLRTE (1 nl) Biofsksg
FAnl)A. BABARBSTAFEOC, MADok-4- H8E (.03
ml). 8H 30 24 E5E. AMNERRRE TR, IEFBEEN,
73 N-{2-[4- (Bok-4-ZBAEA) XX]-1-FEZA)-N-&
A- (1- PoBARRT -4- AFH) BKEKMK (90 ng), MH 481.

%% (b)
11B. N-[2- (3-RAAKREXE) - 1-FEZE]-N-ZHA- (1
- PR -4-EFR) dgd |

6 N-[2- (3-REXR) -1-PHRZA]-N-ZR&- (%%
-4-KFRX) B (0.2g, 0.567 mmol) ¥ — R FI (12 ml) ERE A AmA
FREBFAE (0.765 mmol). 22CHEE L RAY 1518, ZEBE
ZH. AEREBX QLTS EZH, F N-[2- (3-FAARL -
X)) -1-FRCHA]I-N-ZH- (1-98stmr-4- 4L FR)
B3 8 3 (0. 205g, 76%), M'H 439.

%42 (c)
11C. N-[2- (B-REFHEMEER) - 1-PHRZEA]-N-HHE -
(1-FHsEgw-4-LF8) &

RS Ong) £K (0.5 ml) P ERME N- [2- (3-HKE X
E) -1-FRCHE]I-N-BL- (1- oAk -4-2A9R) &
(0 XK QuD)FZB& (I nl) FHERA. TREHLI B LY T2
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B, RER 10% A8 /AARAE pH 9. FIFERAKFRRR,
¥ AR ERA TR Sk, EEELXERE N-[2- (3-&%
PHRAAEL) -1-FPRACE]-N-FE- (1- FPHBARE-4-
AFE) B (35 mg), MH 411.2.

11D. X3k, BB L@ L#E4 1IBHAEG T &, AAEEREHRN-[2
- (3-REXHE) -1-FPRZE]-N-THE- (RE-4-£F4)
BAZALECRAREERAARFAE, 4178 THX Ik4sH:
N-{2-[3- (3-¥%EmE) ¥E]-1-FEZE]}-N-&EX-[1
- (Bk-4-FX) kR -4-EFE]IEERAE, WH 559; F
N-{2-[3- (3-¥EmA) FXA]-1-FEZHK}-N-&FX- (1
- Past Ak -4- A WR) BiERE, WH 487.

Lap 12
WwABENAREHEX 11 oH

BEBEHIEA 10A FEGF &, ARBEIAER 2- 2B TPEREA,
A5 X IR SF AEAFTHX 1L 4669

N-[2- (3- FHBLREEXLE) - 1-FEZE]-N- a%;&\ [1-
(Gok-4-FR) g -4- 2 PRIBAKE, MH 481;

N-[2- (3- PHREBKEEE) - 1- FRLE]-N- 55;;15— (1-
‘F%%sbgvm: 4-RFR) BREME, WH 445

N-{2-[3- (4- PEEXEAZBEL) FX]-1-FHELE)}-N-
AE- (1- Pt -4- 2 FH) dE®E, WH 522

N-[2- (4- PHBEEER) - 1-PRZE]-N-&L-[1-
(Gek-4-FX) g -4- X PRI ®E, WH 481

N-(2-[4- (PHBA|L) ¥A]-1-FRZE)-N-H/E- (1
- PoB Ak -4-APR) BmERE, WH 46; #

N-{2-[3- (¥#mBtEEL) £X]-1-FRZEK}-N-"E-[1
- (Gok-4-FE) RRT-4-AFRIRERE, WH 543.
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4] 13
AR OHREHEX In tbbdP

N-{2-[3- (4-—FEREFHEKL) XX]-1-FRZHE)-N
-AX- A-FHBEgw-4-XFR) B

#N-[2- (4-FAFEE) -1-FHRCZE]-N-&FX- (1-¥F
BRMERRK - 4- XFL) & (50 ng) B FT=K F&K (2 ml)Ft7% (0. 01
ml) A. REBAEKXRSFAI, A_FEASHEHEL (0.015 nl). #¥2
Shk STREXY 12 MW, RERAKFPBEREALE. TR (28
#) ANE, SEFATZREEM, £3 N-{2-[3- (4-_FELAH
BARL) XRX]-1-FRZA)-N-FE - (1- P %ET -4
-EPR) BdKkYP (19 ng), MH 475.

L34 14
P ABRPHEREX Inidy

N-[2- (4-—FEEEL) -1-FHAZHA]-N-FL-[1- (5
-4-FER) R -4-BAFR A8 E

100C At N-[2- (4-BEEXE) -1-FRZA]-N-FHL-
[1- (k- 4-FE) %R -4- 2FH]E (0.256 nmol) £ F& (1.0
ml)#e 37% P& (1.0 nl) ¥ 65%% 6 8. A N AERAERATE -
ER4Hes pH £ 10, mALBRTE 25 nl)#K. FIERLKE
BATR, FtRERSE. REARERXBLRTLHE 5%, B3 N-[2
- (4-—PEREAXE) -1-FRAZRA]-N-AA-[1- (Bek-4-
BE)RR-4-XFRIB—# 8% (0.09g, 77%), M'H 431.

£H#4H 15
TERASX IS HHR AT HE M.

ik
RERSTIHAS, FEARERNRR M.
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Py H#hbHieE,

ng
A Xt 400
ERER 50
RBREFPRASHEH 25
3% 120
BRERE 5
fig & -
AaRATHAS, AL RLVARKEA.
48 5 HEhRETHE
» ¥, mg
AR BieH 200
L, RETR 148
BRERE 2
EFH

BRAETIHHAS, BARLSHHETR.

By . , RE
AR LW 1.0 g
VR | 0.5 ¢
24 2.0 g
HEEETRTE 0.15 g
HEEAETRAR 0.05 g
FRE 25.5 g
by SLEE (T0%3% %) 12.85 g
VFi K (Vanderbilt Co.) 1.0g

H ek 0.035 ml
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He&H 0.5 mg
#ABK A2 E 100 ml
ERH
RATAAIBREHMN.
40 4 AE
AXHsH 0.2 g
LBAENE, 0.4 M | 2.0 ml
HC1 (1N)# NaOH (1IN) £ % pH
K (K8 &Z4MmK) fmZE 20 ml
B AF M

FAATHASHERHFRAEHN:
84 o AE, g
AL LAY | | 10
& 60
ek iZ 60 | 2

 F ik SR 5
% i 10
sEEETRTE 0.15
MHEAEXTE A& 0. 05
BHA (TARZRAS 55) 0. 01
7K % 100

REeLERKZIGREASY, FEARFTRHE 60- 70C. &
BEMARBET mARE 60C KL L& H S, MG MK £ 100g.
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e 3 .

RAAL WS Witepsol® H-15 (RAHMIEM B =H ik
& - Riches—Nelson, Inc., New York), #|fRAA TEAKR. & F 2.5¢
& 4

AXAHLEY 500 mg
Witepsol® H-15 FH¥E
i &

A &3 A4 0.025-0. SRERLAOPHRKEFRMEARAMN. R
HAEARAARBESY, pREFEE, BTRHEER H58
2 TAMALZBREAY pHA RENTERARITERLE, &4
B EA e 50-100 BAHN. —RLHEFEAE4- 12 0HFF
2-4 K.

EL 34 16
AR RELELSHL

BERA&RY Hegde ,S.S. FAMFZH[XBHZEF LI (Br. J.
Pharmacol.) 1997, 120, 1409-1418], & & & X 44 &4k sty
HEH. |
 RRAARFAAZERLA @) S TEEAFRGRAFSH
BEHL. ALEAASEEAPIIN-PEREZ&(0.4 oM, LEHR
84 Ci - mmol™) & 0.25 ml &4k#® Tris-Krebs &4 & ¥#4T. Fd7
BREARA WMHESARL. BZRARKFLATETKR. £A 10 #
SRACHRELHES - THGE, FANSWARRHFIRAZ
K %3k 5 4. #/ Cheng-Prusoff 7 B3 pICs 14 ( IC, & fi xF K 4d)
AL pK, 1A.

ARBET T EEANSHEREER.

kA 17
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ERBXATHREEREN

E A Hegde ,S.S. FA#MR#FZ*%[F 26 BEEFAHWDL 5L %
X & (Proceedings of the 26th Annual Meeting of the International
Continence Society) (8 B 27-30 H) 1996, #H% 126], AR L
AEX RSB EG FERTHRIPH EMN.

AL 58 My SpragueDavwley X &, #ANZSHKLTFH
Y, FREEXERATRASIRE SEPpBRALE A9 B89
BYRNEZXRUESDABREIHBERREPRELER L H SO ER
aEGHH. CRFFNEABERKEEIEBRAENEZL L
FE. 10 SH AR RRF XBRL B LRULY. RS RN
SHMIER (0.3 ng/kg, iVVHEAFARTR., -2 E5653%ad, £
HHHBRLEEENEFLEANESDE 10 SHARNZELEARLER £ |
(0.1 mg/kg, ivV)®ERSEHFA. BXEDIH O ABANTKEH L L
PELHEALERTE 054 BAHETXLRAER, AT ERH 2T,

X RSP EE—XBPEAREEHE.

L#b] 18
ERBAHTHREERER

BEA%B® Newgreen, D.T. FAM F sk [ET2E (J. Urol.)
1996, 155 (%% 5), 1156], MR AARLEHEARHEERSHK
WER, )

RBACREERBREY, FANSRAETIRE. cEPpFHE4
FHBRE B A - BN FORRS . SANHNBFTEPEE-
ERZ 20 4 2 04, FEEKIABRTHEIAR 10 54. ¥58
BR—BNBRERE, EERANBENEE-EAZH 3 2H4AER
FALEZTRNLSY. ERLRAHLETIE (1.0 ng/kg, iv)HH
GR350

AR RSB EX KRBT RRAEEHR,
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o , pKi pKi pKi
£#H 16 (4 17 |EHH 18
N-Z&-N-[2-(4-FREFE)-1-FH T E£]-8.69 8.29 6. 39
[1-(—FEEEER) KR4+ LFE]-&
N-ZX-N-[2-G-ZRFEFE)-1-FERTE]-8.94 8. 61 7.19
[I-(—FREEL) KR4 E2TFE]-&

N-ZA-N-[2-G-ZRFEEL)-1-FLTX]9.3] 9.13 7. 46
(1-(RR-1-FX)-%R-4-KFL]-K

N-[2-(2,3-— & ¥ [1,4] =& X -6-%)-1-F(8.78 8.64 6. 57
AZA)-N-TE-[1-CGh-4-FX)-%RR-4+-%

PR]-&

N-[2-(3-BEX)-1-FRZX]-N-T&-[1-(%[9. 09 8.73 7.08
R-1-FR)-_R-4-RFPR]-B
N-EBRE-N-[2-G-ZRAFEEX)-1-FXZ[8.91 8. 77 6. 80
£]-[1-(O%—4-FX)%R-4-2FL]-5
N-[2-(2, 3-=— & ¥ H%kho6-£)-1-FHLX]-8.92 8.75 6. 60
N-EFHE-1-(SH-4-HEX)-RR-4+- 2 FL)-&

N-[sF B X TR N-(2, 3-— & ¥ H%%-6-%)-1-8.89 8.83 6. 87
TRAZE]-[1-(wHEw-4-F L) -RR-4-£F

E]-E&

N-[2-(2, 3-=— & X H%w-5-%)-1-FH Z£]-8.52 8.23 6. 65

N-ZE-(I-FHREBERR-4-EFEH)-K&
N-[2-(2, 3-=— & ¥ % H-5-%)-1-FXALX]-8.74 8. 44 6. 69
N-EHE-(1-FHREEAR4-ATFL)-&
N-T & -N-[2-(2,3-=— & H-5-%)-1-FX 8. 94 8. 62 7.13
£)-(-FTHRRERR4-AFE)-E
(S)-N-{3-[4-(2- (2, 3-— & ¥ % -5-£)-1-{8. 51 8. 13 6. 50
FELR)-LEAL]-FE-RR-1-2]-3-AR
AA)-FHREUE
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N-[2-(3,3-=F £-2,3-— & ¥ %k %-6-%)-9. 02 9.08 7.13
I-FALRI-N-TE-[1-(Bh—4-FE L) %R -4-
A9L)-%

N-(2-[3-(4-FRAZAZ R KX X R]-1-F£[0. 69 7.22 6. 46
ZA]N-ERE-[1-(Bk-4-FE)RR-4-XTF
E)-B .
N-{2-[3-4-FPEFEZEEL)XE]-1-FRT[9. 14 6.84 6. 42
E)-N-ER/E-[1-(B%k-4-BE)RR-4-XF
A1-%

REAZPLELAABAZHAPRTT AN, ERARERAAR
BEEM, RERBAAVPYEEIRASHER, TRAELEEH TP
FRHH. I, ETRAAEF S AAREBLLAGREIHH. &
4. RbHheasH. Fk. FHETR B, TEREE. A
REGHEBALERPORAEZLEEZIA.
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