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(8)-3- (1H-lR-3- A P ) -1-[2- [2- (Z FUP ) £ R] 2] -2-FRK-%

%

2- [ (R) ~2- (LH-"3] 2k —3- ) -1 T - Z BIE] N- (R T &B ) N- 0-%

R-T R - TR,

2-[(S) -2-(QH-%BIHR-3-F) - 1- B FE- LKA -N-(ETEHEH)-N-2-%

K- -ThE

2-[(R)-2- (IH-"3] -3~ K) -1- B P - TR A]-N-(RTRE L) -N-[2-
[@-FAL) X A-ZR]]-The

2=1(8) -2- (1H-"3 % -3- ) -1- B T A - LR K] -N- (R T A HK) -N-[2-

[@-FRE) KE-THR]]-T&

2-[R)-2- (173l 5=3- ) - 1- R F A - T RA]-N-(RTREH) N2, 2-

= & T3 IRFH 3

2-[(8) -2~ (1H-"3]%-3- ) -1- B FE-ZE&X]-N- (R TEBEL)-N-(, 2-

10



ZXA-TR) -UE;

2-[ (R) -2- (1H-"3|%~3-45) -1~ #:‘f';E—LM]—N—(-«&Ti#:}tM (2-%-
-k -7 R) -

2-[(S) -2- (1H-"3|»g—3-4) -1- ﬁwk—c.ﬁg]—N—(ﬁTﬁ,ﬁk)—N—(z -~
-3%-T) - LA

2-[ (R) -2- (1H-"3] %3~ 40) ~1- B F R - ZRA]-N- (TR -N- Q- %~
1-2-Z3) LA

2-[(S)-2- AH-93|=g-3-4) -1-F# FH- L HK] -N-(RTEE L) -N-(2-%-
1-A-Z8)-Thks

2-[(R) -2- AH-%3| -3~ 3K) -1-H PR - KA M- T RE L) -N-[(2-
[4-(F0 K HK-T K] )-T

2~[(S)-2- (1H~=3lp-3-8) -1- K P - L&A -N- (T RHE K -N-[ (2~
[4- (50 ERA-T K] -ThE;

2-[(8) -2- (1H~v3] =g -3-R) -1- B PR - T A L] -N- (T AEB L) -N-[(2-
[4- (B0 XA~ K] ) -T A

2-[(R)-2- (1H-"3]-3- ) -1- B PR - &L -N-GRT R HE IR -N-[(2-
[4- (0 EX-T K] -TE

2-[(S) -2- (1H-v3]"g-3-J8) ~1- B P I - LKA -N- (T R HFE LK) -N-[ (2-
[4- (L) K- -TEe

2- [ (R) -2- (1H-73] % - 3- 4&) “1-BZFE-TRA]-N-(FTEEL N[~
[4- (P X X-ZHK]]-Tks

2-[(8)-2- (1H-v3| =g -3- ) - 1- B P E-TRKA]-N-(RTEHE L) N-[(2-
[4- (PR X A-THA]-LEx

2-[(R)-2-(IH-%B1 % -3-R) - 1- B FE-ZKE]-N-(RTREK L) -N-[(2-
[4- (PR X H-ZHR]]-Thg;

2-[(8)-2-(IH-"3|R-3- ) - 1- B FE-TREI-N-(RTEE L) -N-[(2-
[4-(ZRFHE) ER-TA]-TE;

2-[(R)=2- (1H-"3|"-3- ) -1- R W A& - LiR]—N—(ﬁTiﬁg) ~N-[(2-
[4- (ZRFH) EE-TR]-TEs

2-[(9) ~2- (1H-"3]=p~-3- ) -1- R FR-TLR/A]-N-(RTAE L) -N-[ Q-



[2-(FER) X A-T R -Thrs
2-[(R) -2-(IH-"3]=%-3-3) -1- B F A - T R/ L] -N-(FTHE L) -N-[(2-
[2-(FEIE) X R-T K] -ThE;
2-[(S)-2- QH-%3|=f-3- ) -1-HFEA- T KA -N-(3THEEEK)-N-[(2-
[B-(FEL FA-TR] -2
2-[(R) =2~ (1H~-"3] k-3~ A) ~1- B PR -Z & A -N-(FTABE L) -N-[(2-
[B-(FEL FA-ZAR]]-Ta
2-[(R)-2-(IH-%3|R-3- ) -1-BRFR-TZR/E]-N-(RTEE L) -N-[(2-
[2-($0 X A-TH]]-Lhz,
2-[(9)-2-(1H-73=f-3- ) -1- B P R-Z RKA]-N-GERTEE L) -N-[(2-
(2-(F0 ¥ A-T K] -Trs
2-[(S) -2~ (1H-w31 -3~ J&) -1- % T - L&A -N- (IR T & L) -N-[ (2-
[2-(R) KA-T K] -Th;
2-[R)-2-(1H-"3}R-3- ) -1- B PR~ Z &) -N-(RTRE L) -N-[ (2-
(2-(F0 X E-TR]])-T Az,
2-[(8Y-2-(1H-¥3|&-3-JK) -1- B PR - T RA)-N-(RTEE L) -N-[(2-
[2-(P0) £ %-2K)) -2k
2-[ (R) ~2- (1H-73] e —~3- &) -1-BPER-C AR -N-(RTABEIL-N-[(2-
[2- (P X5 K] -TEs
2-[(9)-2- (1H-"] -3~ 30) -1-F% P - Z R A -N-(R T &R -N-[ 2-
[2- (PR ¥ HX-TR]]-Tkx
2-[(R) =2~ (1H-"3|=p-3- ) -1-H P R-Z K E]-N-FTEE L) -N-[(2-
[2-(PRL) XE-TA]]-TE;

2-1(8)-2- UH-%3=f-3- ) -1-F FE-Z H A -N-ETEE L) -N-[(2-
R-(ZHRFPR) X E-TR]-TE;
2-[(R) -2- (1H-v3] -3 4%) -1~ #ﬁ‘f’%—cikl -N-(RT &RE L) -N-[(2-
[2-(ZRFE) XHE-TR]])-TE;
2-[(R)-2- QH-"3I%-3-3K) - 1-BR TR~ EHE]-N-Q-¥1-ZR) - Lk ,
2-[(S)-2- QH-"I-3-) - 1- B FR-ZRE]-N-Q-EE-ZR)-Tk
2-[(R)—2- (1H-v3]=&-3- ) -1- B FR-Z & A]-N-2-[-FE L) ¥ 2X-7
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H11-ZE

2-[(8) -2~ (1H-"3]%k=3~20) -1- R F &~ ZEA]-N-[2-[4-FRE) EHX-T
Rl11-TR

2-[(R) -2- (1H-"3|w-3- ) -1-B T E-Z R K] - N—(2 -—¥E-ZH)-2
B

2-[(8) -2- (1H-93|—3- ) -1- B P R-ZR/EI-N-Q,2-=F%-2H)-C
R

-[(R)-2- AH-73| = -3- ) -1- B PR - /A -N--F-2-X-2HK)-T
s

2-[(S)-2- (1H-v3| =k -3- ) -1-F PR - T HA]-N--K-2-%-ZRH)-T
fic;

2-[(R)-2—- (1H-"3] =g -3~ 38) -1- B PR - T R/K]-N-Q-K-1-K-T)-T
e

2-[(8) -2- (H-%3g-3- L) -1- K P E-T RE]-N-Q-F-1-%-2ZK)-T
e

2-[(R)-2- (AH-"3 -3~ K -1- % PR -Z E&A]-N-[Q-[4-(R) £ L-T
K11-TmE

2-[(S)-2- (1H-v3l = -3- ) -1- B PR - T KA -N-[Q2-[4-(R) £ X- T
KI1-TRE

2-[(S) -2~ (1H-v3] e ~3- S ) -1~ #:‘f’ﬁa LRK]I-N-[Q-[4-(R) £X-T
R11-Tks

2-[(R)-2- (QH-"lg-3-K)-1-B P E-Z KAI-N-[Q-[4-(R) £ X-T
A1-Ths

2-[(S)-2- (1H-%3|%¢-3- ) - 1-H P E- T KA -N-[ - [4-(FH) £X-T
H]11-TEE;

2-[R)-2- (1H-v3| g -3- ) -1- A P H- T KA -N-[Q-[4-(FR) £ X-T
K11-T s

2-[(8)-2- (AH-%]-3- ) -1- B FE-Z R AI-N-[ Q-[4-(FRL) £ 54~
LR -ThE

2-[ R) -2- (1H-"3|%f-3- ) -1- B P A - Z R E]-N-[Q-[4-(F &) F3&-
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LA -Th;

2-[(S)-2- (1H-"3|%-3-2) - 1- B FE-ZR/AI-N-[Q-[4- (AP XX
-] -TE ]
2-[R)-2-(A1H-"3|f-3-3) ~1- B PE-TRA]-N-[Q-4-(CZAFR) x4
-] -Th;

2-[ () -2-(QH-3l=-3- ) -1-BFR-Z /A -N-[Q-[2-(F %) £ %
) ) -ThE;

2-[(R)—2- AH-" -3~ ) -1- B FRA-Z KA -N-[ - [2-F AL
L] -T

2-[(9)-2-AH-"%-3- ) -1- B FE-TZ KA -N-[Q-[3-(FRL) 2%
zk]]-Ts

2-[(R)=2- (QH-"3] -3~ 30) - 1- B W HR- T KA -N-[ Q- [3-(F A L)
ZX]-TEE

2-[(R)-2- (IH-"3If-3-JO)-1-H PR -Z AKX -N-[2-2-(R) £ -2
Kll-Tm

2-[(8) -2~ (1H-v3] -3~ ) -1-F PR - Z R -N-[ 2-[2-(R) £ k-2
K-z

2-[(S) =2 (1H-73] o —3- JL) —1- & P f& - LRL]-N-[2-[2-(R) £ X-T
Kll-zak;

2-[ (R) -2- (1H-"3] = —3- 4&) “I-RPER-ZEAKI-N-[2-12-(R) £ HX-Z
K-z

2-[(8) -2- (IH-"3|"&-3-3) ~1-BRFA-Z /A -N-[ Q- (FR)ER-2Z
K-

2-[R)-2-(IH-"|R-3- ) -1- R FPE-Z KA -N-[Q-2-(FR) X L-Z
K-

2-[(8)-2-(AH-")R-3- ) ~1-BFHA-Z &AL -N-[ Q-2 (FERL) ¥ -
LA -TEE

2-[(R)-2-(AH-"3] -3~ ) - 1- B FE-T &) -N-[Q-[2-(FaE&L) E A~
R -Ths

2-{(S)-2-(1H-"3|=;-3- ) -1- B PE-TE A -N-[Q-[2- (= FH) x4
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-ZA) T
2-[(R)-2- (lﬂjval's’k-B-ia) ~1-BPR-Z R -N-[Q-2-(ZAFH) £ R
LA -ThE

EFEAFLE THEXEX (1) LOWE—ERFE. KA AR
BHZ AR E R AAR HF6. ZEMRIET, FF A FHEMARL
B3 o wy BT 3L,



FEA

Arq

Re
"W
NH\) R3

N

¥,

. *)‘&t/ X (@) 3 4 R 2~ (CO) OR,

I
o2 X
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ez 3
\ Uz ¥e
A H
8 d N
R/N / O j
RAEH i
} ﬁﬁe 3\.(1),-?.‘-4’01;% H/A”
/ -CO) -9 B R A& H
3
OH |
HN/E/A” ‘
NH\) R3 EAHE
o2 8
- |
N
"R
N(Q), i
ReFe Rs % &,
li#‘k‘t I\rAr*.
ﬁiﬁg XD, HEF '
G- Z-C(0) -
Ry
l
N
)
R2 N



EFEAGTE 2§, £HXOHNEIRIASELENXN WD HESIRE
B EiAE R P, AKX () &4isds, Y REZ-C(0)O0Rs. |

s X, 3) WiE B R b Refe R 240X (D) ARSI B 2440
AX W) HEEHHES. ATHEXQ 94LsH, Kl d RAFTESY
X Q) k. EHX@HESBRILP AnF REX Q) ZHHAEN.
RGEBLEFEYEARX () HOEZHEGRAR, FH R ZX(Q) L
SLE-C(0)OR:. 4 THI&X (1) #94L84, skt P R AR TR ZEH X (4)
fRE,
Blde, HEHX Q) HESREEHX Q) HE SR ELEREE
AR PRk, REAEE | BRAOEZRMNGFMTHST, FrEERAM
2, FliomB AR REM A, AR MENA. REAGENE
MpibAT, HlheTE. —FRWEUE., —RTPR. P/ —FLAPRERLS
M. AEFE/—APHERS. AAL0TES) CHRBETIF. RE
FEE 24 £ 72 bk, TRABE AL R AR, HlhedtR, KA.
& ik Ao 4 aL 3 E 4 B Ao sk,

LFEAGTED P, R A-CO R &KX Q)L BFEFHFI R
09X, (2) Lbdh 3 A k.

e, 35 R Z-CO)OR FEB. R 2R TREMAX QLS5 A TRAL,
PRt R T BRI e R R Z AR R EEEH PIRAT, FEEHNTH e
K. LMLE. 85K VEXLE. REBFA-20 CTE SO CHEE
THAFHEE 1 £ 48 Jaf, Tl RSB B R, Fliedii, KX,
G if sk feF L Ao Efosiit., BEARET-COO0R, (HP R AZRT
£) FEPERAGR R BIRE 5 M.

EFEAGLEERSEc T, RELHX Q) EWRAREFIRE
A & G Z-C(0) -3 B. R Z AN X (1) 1ué4h.

#lde, HFR AKX QR LR, REASEEMN (FloF
(H2—FE) AR ETHT. SARZAHX QeI EN, LA
EAARAEERESLER (=L, —FRETEIW®RT) 45
BT, REBEEE 12 £ 72 0. Tt B X, #
R, KK, EREPELERK 05 His4L.
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&, XV sHTBd A TARAENFTRAGREFRIRde
WX, (2) 454 4.

EFEAGRERS R T, #RECG-CREASX Q) LEHKBT
2l RAEWMKX QLS. BEKR, FloANESRTHRFLRA
( T.Greene ) PHAFit# 6B K AT A4 o LIRS 5 R4S,

#l4e, 35 R 2 C-C 65 X (2) o5 5L 8 K BFX 70 4o R BALHA.
A PAAF. SRALEX B BAR . REASIEGENKE A/ FTEREG
M. K/ LEERASY., K/wmEskmRAHPRT. AEE 0 CEEMGE
ARETRAT, BEELRE 30 540 £ 48 uf. TrliBab RAAR M S0ty
HAR, flesit, IR KL Gk TR SN Bk,

AFEAGEBE ST ERe F, R RZEAX Q) SR EZM K
SCB B A%, G A -C(0) -9F B R 2 &5 X (1) 4L, EaR bR Tk &t —
ANFER G P 8RS A BR BT, (0) - K ==k, TV F k{2 L
TSR LRSS,

Hldo, & Rofo R ZEMX QAW RAEEEHFARE EE 1-RE
Rk KMV RS THESEMBEN TR B 1-
G-—FEREBHR) -3-THAE = PR A A TR EREASESRD T
SR LABGAELETHT. ZRELASENER, R Fk. 45, T
B ZE. TR Ve TG JRE-50 CERMOEARETURAT. RA
MEEERLE 1 D E 48 o8, TelBa KRR K, #l5edRIR,
RE, EiEkPEELE e Biesbit.

Edo AARBBARAR TARME, EFEAT, SFETERIPTRD
BTN RGE TR X Q) LS B EaX ) e, T
X Q) eody, ERFTTEL ABER RIEAHE (~C(0)0R: ) &, FIFEIAT
AP B d 84 BS KA.

EFEAGGEFRTEST §, THX Q) SR ATHRY K545 m A
BB —AK ) s,

BRI BB Gs kM, RRRP R RR, BIREY K6,
REARP RO, R LGRE. EREFBRZAARRIBIRE D
WA, RS ERP AR AR THESF L ( T.Creene ) ¥47
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WP A

{&'Hﬁ)iﬁ@,a‘#méﬂ;’m AR, JRf RS, LA
BLEAL AR, 3§ R 2 A6 X (1) 1ba4 A AL ARG AR A &,
Ri & C—Coktdh. —(CH)oAr:. H-CH.L(0) Ar: 89X (1) 4bb6-%. SEagRAML
X T A4S C—Cabt k. — (CHa) dAr2. 3 —CH:C (0) Ar: 85iX7, 4] dos 1%,
BER, BT, B, BAK. TR, #EF. RF. XTRE.
XLER FF-1-REA-FR. -F-1-FX-TR., o-AX LS. a-8X
L&, 3-[(F) TR -v4F.

Bldo, BUERY TEL LG Ar R F BIPANE X (1) 16 BULERAP 4 A&,
Ar REBABAG X (1) L84, 35 An L FRABKRAGX () il =
ALBRIER. RETAMGERREAZMN. REL0CE60 CHEET
iy, REESE 1 £24 . TRABS AR RGHE K, kK. &
e LR R S Pk P e L A

4o, 545 TIAOIEHF R AENX (1) E VR E6EER
RALK ARk, REAV TRREFHLEREBENA. BBRE. —
AR CHER LR AETRT. RRESEAEM PR, #Hlwd
M. —WAPEE. T8, —FX PX wackdh. i/ KReH.
KPR ER, RETUALSERCHNGHL T, RN 4
Bedp. subs, wTkabE, Z AR AL E, wThakibdk, W
TR, ZLAFARE w b, wT AR =F
RFRR B WLARARSESF. REA W CESMEARENRE
Titfr. RE—ATE 1 £48 08, Ll KR te K, il
R, RE. R ELRE e Bkl

EFEAGRIFESE e P, TG Z-C0) -#¥X (1) 4oWE B AR
G Z-CH—69 X, (1) 1L445.

Flde, &G E-CO)-#X (1) ILeWEASENTRNIER, PR EH
Ablbe—FTRANE. MK, ARTARESDREESE, EP=F
TRAEABFMLTARRESHARZE. RALESEGEMN FRAT, Hlb
W ERMATE. REA-20CEZHMeABEGRE THT. 2888
oty B SR E, TABEAARBLGELR, Flodiik, AKX, &
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Ao TG TS Bieskil, PR GG GE T AT A BG4 B Py
REGERM.

Ede RGP B IRE B R, BBEHEX VISP EE, F
FAGGARTES TAERTRETER . e X B3 B, FEA
W REE T B fo g TRABRBAAFNUFIEAT, R TlERX (1) 89545
A NAPN - B

AT £ fepl G BT HE A LS —RERFk. BYEEM, X
AP AL LIAMS, @it RR BT H AR L 086558 Bk fTR

M

EHA 1
(R) =3- (1H-"3]=k-3- 2 FJ&) —-1- Q-F - 3) -2- @K —kkeg oA

‘Ei \ N
plade

2-[R)-2- (-7} -3-J)-1-BFE-Z A -N-ETEE L -N-Q-%
A-ZR)-Tk
FEA, THa:

3 N-RTABEE-N-Q-F-2H)-2-% K-8 (5 03g, 19. Ommol) Fe
(R)=2-(IH-"3]%-3-H) - 1-BFR-ZEIBHE (R -8B PEEKHL)
(4.9g, 19.42mmol) £ P& (S0mL) FRAFFHH 30 -4, A AL
Mz ( 15.0mL, 1M &5 THF 3%, 15.0mmol ) FAEMHAARBETHE
16.5 I of. AERBHIZEQYD. FALY R LR LEHEIH A KR
SR, AMER MgSO T3¢, WBFATHRE,. Ak Libireit4 55 A
50% 2.8 .85/ TI AT Bl Av Ao,
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2-[(R)-2-(QH-"|R-3-)-1-BFA-ZEA]-N-Q-¥XK-ZH)-TE=
E 18
ZEA, THb: '

# 2-[R)-2- (IH—3| 43— - 1- B TR~ RE] V-G T EB ) -N-
(- E-T38)-Tr (1. 64g, 3.53mmol) =R P (30mL) B4~ Gk
SZRRIBARACAAAK 20 24, BEH 1 . AT T8 (150ml) L&,
Bk, it AT TR, TESH, CallalNs0: - 0. 75H:0 &4
i H4A: C,58.70; H, 6.98; N, 9.14 . LH:4{A: C, 58.71; H, 6.98;
N,9.14.

(R) =3— (AH-"3]=}~3-JL P 3) -1- Q-F%-Z ) -2-8 K%k %
ZFEA, BRFEHRTREC:

¥ 2-[(R)-2- (AH-%3|f-3-30) -1- B P RA-T R/ -N-Q-%E%-2 %) -
=38 3% (3.80g, 8.67mmol) & F P K (40mL). AwAEE (20mL) Hf Aok
EA 23 R AETE. HESRUN LB LERELAARKR, Sk,
AAEIA MgS0«F IR, il A KR, fale b b AT &35 5 B IR AR 50%
LR LB/ Thife 6% F BF/ — P RABAL S A7 H 10549,

(R) =3~ (H-w3]s -3~ K T 34) ~1- Q=% £ -2 8) -k ok s 2

B R-3-(OH-9 =k -3- K FHR)-1-Q-FEX-T H)-2- 8. K -%%
(0. 687g, 1.50mmol)iFEF—HFHR Q0mL). A4 E 0 T. GEZPHEALR
AR 15 04F. AERRFIAREY. FAELWE TR E (5nl) Hm
A LBk A-4p it A Rl AL S, T ESHT, CalHuN:O - HCL 693+ 3 44:
C,68.19; H, 6.54; N,11.36. L&4A: C,67.79; H, 6.73; N,11.20. 2k
H#E o] '=+113" (c=1. 00, DMSO).

LFp] 2
(S) =3— (AIH-73]-3-K FI) -1- Q-F A - 1) - -8R Es5 5 A&
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'\Sﬁ -
R

2-[(S)-2-(AH-"|f-3-RK)-1-BFHA-ZH/AEA]I-N-(ERTEE L) -N-Q-%
A-ZH)-Th
FEA, FHa:

B N-RTABEN-Q-8-Z)-2-%(4-2Z 8 (5. 10g, 19. 16mmol) Fu
(8)-2- (IH-"3|R-3-JK) ~1-B PHh-Z k8 3k ( (S)-& 85 P a2 a6 2 )
(4.90g, 19.23mmol) /£ V&% (S0mL) b3 H4E 10 54F. MmARLAFEA
A& (19, 0mL, IM &9 THF #54%&, 19. Ommol ) JFZEMSMEA AR AN FHL4E 18
. RERGHAIN ALY, WALV R LA LERAF AR, 5%k,
FHER MgSO. T3, B ATKK. fAshk L7685 556M 50%2
A% LB/ THCe AT B AL 647,

2-0(8) -2-(AH-"j|}-3- ) -1- B PHE-ZHEA]-N-Q-ER-ZRH)-T =
E1 T
ZEA, FHb:

H 2-0) -2- (1H-%3]-3-30) - 1-H P - ZH& K] -N- R TR B -N-
Q-FE-ZR) - H (4. 77g, 10mmol) fo = Z.%k (50mL) SRA-. feskisdriddp
20C. ABRPEREBANFIESI 054, £ 0 CTFHIE4 I8, 5
EFRIBH | . ATALBFIALY. BELWETIRARASL
Wh L — R AT AR B, B AS FRENGELEY. D
#7,  CalaNiO: - 0. 50H:0 8431 344: C,59.06; H, 6.76; N,9.39 . Zmi{4:
C,58.90; H, 7.01; N,9.18.

(8) —3- (1H-"3|%-3- R FTI) -1- Q-EL-Z ) -2-FHNK %%
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ZEA, P THEC: |

¥ 2-[(8)-2- IH-%3|=~3-K) -1-% PR - LEE]-N-Q-%%-7.8)-
LRe—% & (3. 12g, 7. 13mmol) B F P ¥ (40nl) . Attt (20mL) 3 Ao i,
ER 1S B AFEFR. BRBRA LKRLEREFAAIRR. S5,
AAUE eS0T 3%, 385 A F K. ekl AT 6,389 3 54k kA 50%
LB LE/ LA 6% P B/ — R P RASALH) 440 %

(5) =3~ (IH-"3l -3 PI) -1- Q-% % -ZR) -2- B kA b as

HFES)-3-(H- =k -3- A FR)-1-Q-% 2 - LAR)-2-R K-k
(0. 5458, 1.64mmol) BEF R PER(Q0mL). 4 E 0 C. GRATAASL
AR 15 54b. AEARFHALY. 5L —RoHE5 BK 4k
I RE FRIFEATHAH. AESH, CalsN0O - HCL - 0. 810 #4315
fit: C,65.74; H, 6.70; N,10.95. R4 C,66.14; H, 6.96: N, 10.57.
e K& [a]V=-104 (c=1.00, DMSO).

LA 3
(R) =3— (-7l -3- R P I -1-[2-[4- (F &) £ 1] 2 4] —2- A A -k
8 A%, )

2-[R) -2~ (1H-w3]sR-3-2) ~1-H P R-Z R A -N-GRT BB R) -N-[2- [4-
FRA) XE-T AR -28
AEA, TXKa:

T N-RTEREEN-Q-R-ZH8) -2-[4-(FEL) £ 4]-28 3. 31 g,
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22. 49mmol) Fo R) —2- (1H-w3|-3-)-1- B FE-ZEd 8L (R -85
H&Egdh] (5.46g, 21.44mmol) #£ VB (100ml) fibdfE 803 30 54, Mo
FAMEAAZE ( 19.0nL, 1M &4 THF 3%, 19. Onmol ) 45 Mk S 4Kk &
BT84 24 o). AEREFHALY. FALYR LB LEFRBHFAK
R, 5k, HWWERMMSO T3, i ATAKE. s Litfré ity
& IR A 30% LBE TBS/ Ththe 50% 2.8 LB/ Tt e AR B A AL 24
Re=0. 55 (A%, T0%Z 2 L&/ TH). HRMS ,  CuHuNiO: #4344
572.3124 . E£R4E: 572.3109,

2-[(R)-2- (AH-"3f~3-4) -1-BZ FE-Z KA -N-2-4-CFARD) 24 -7
Kll-zr—hag ik
ZEA, THDb:

¥ 2-[(R) ~2- (1H-"3]=f-3-J0) —1-HK PR - Z A& -N- @R T A& -N-
[2-[4-CFRL) £RX-TK)]-Tre (6. 00g, 10. 5mmol) F» 4M FALEH— &,
FNERER (40mL) A~ BEH 1. AT REAAB M.

(R) =3~ (1H-v3]%-3-3L W) -1-[2-[4- (F @b £ 4] 2] -2- B~k
FEA, GHHETECc:

A 2-[(R)-2-(1B-%31%k-3-20) ~1-Z P - Z /K] -N-[2-[4- CFE&L)
FRE-THK)-Tre =3 3 (5. 49g, 10. 08mmol) & F £ (60mL) . FwAsit
W€ (30mL) jfAuik @ik 16 N Bf, AHEFE. WRERA LB LEFRSHFR
KIER. 4k, AHEMMeSO. T3¢, SEFATER. Ak bikfreid
S BIRAR S0% LB T8/ iAo 6% F B/ — R PR RS 47814
#: TLC R=0.44 (A, 10 FE/ —H¥VE). TEH5H,
CosHasNsQ: - 0. 25H.0 #§3HH AA: C,75.74; H, 6.70; N,9.46 . TH{4:
C,75.54; H, 6.55; N,9.32.-

ELkb] 4
(S)-3-(QH-l#-3-EF)-1-D-[4-(FaX) TR A] - B/ %k
#5R%,
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2-[(S)=2- (AH-w3|"R~3-40) ~1- B P A - TR -N- BT EBE L) -N-[2-[4-
FR FA-TH]] -2
ZEA, FRa:

BN T RBA-N-Q-F- 230 -2-[4- (F R 2 54]- 28 (0. 37,
L. 0mmol) F= (S) -2~ (1H-v3|=k~3-R) - 1- B P R-ZH &M% ( S)-2858 %
BEh) (0.25g, 1.0mmol) /£ &Y (10mL) PRAF B 5 54b. A FULMH
BACHHEE (0. 8mL, IM &9 THF 3k, 0.8mmol ) FF{E MM A4S H T HH
24 . AERBH KA. BAABN LR OEREARAIR, &
Ry AWEM MgSO. TR, Wil ATHL. AR ERITEESEM 5%
AL/ P B ABAF BARRAC 84 TLCR=0. 62 (B21%, 10%F A/ — & F
%) .

2-[(8) -2~ (AH-"3]%-3-20) - 1-BR PR -ZH&HL]-N-[2-[4- (F&1) £ 4-7.
Al -Tm—%agd
FEA, FHb:

HF 2-1(9) -2- (IH-%]ek-3-J0) -1- B PR -Z & L] -N- (R T &I ) N-
(2-[4-(F R XR-ZR]]1-ZH (2. 1g, 3. 67Tmmol) o 4M FALEA5 —F
ik (20ml) R4~ I 1 b ATE KRR BRRARELSY:  TLC
Ri=0. 54 (#hix, 85%AA5. 10%PEL. S%ZE).

() -3~ AH-"lf=3-R FI) -1-[2- [4- F &) ¥ %] 2R ] -G R -%%
ZEA, THc:

%



K 2-[(9)-2-(AH-"3]-3-35) -1-B P R- T RKAE]-N-[2-[4-GF &)
FE-ZR-TrE=—%ad (1. 94g, 3. 56mmol) FFFE(33ml). AmAsket
(11mL) FAed 3% 16 b, Adp EEE. A AR LM LEREF AKX
JI. ok, AHEMMSO. TR, TEHATKRE. Ak Lt fré ity
B HARAR S0% LB LB/ XA 5% P B/ — R P AT 3] B ARk AR 4L
4-4: TLC R=0.42(xEfix, 10% VB8 /—RKRFTRKR). T*E 45 H,
CuHzsN:Q: - 0.25H.0 #43FF4A: C,75.74; H, 6.70; N,9.46 . ZER{4:
C,75.82: H, 6.66; N,9.49. ‘

E3A] S
(R) =3— (IH-"3|=p—3- R FH)-1- 2, 2-— % K- ) -2- BA-REG D&

2= [(R)=2- (1H-"3] e —3-2K) ~1-B PR - Z £ k] -N- (R T .85 -N-(2, 2-
—EAE-LR) -
ZEA, THa:

H N-BRTARBERA-N-Q-8-Z4)-2,2-— %R -7 K-8 (0. 22g,
0. 69mmol) F= (R) -2—- (1H-"|=f-3-) - 1-BFR-ZEI%KE (R -E8HKTF
B E ) (0.20g, 0.79mmol) £ P EFPRAHI 10 24F. AREM
SALME®E (0. 55mL, IM &9 THF 3%, 0.55mmol ) AWM ARE TH
F#F 24 b, AEREBHIAALY. BASW R LEE LEARAR I A AILI.
ok, AHEM MeSO. T3, Tl ATAK. i LibirE i A
50% 5% LB/ IR BT R AR AL,
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2-[R)-2-(1H-"3|=f-3-2) - 1- B FH-Z RRX]-N-2,2-—¥%X-25)-T
B
ZEA, THb:

¥ 2-[R)-2-(1H-73]-3-K) - 1-BZ PEA-Z /A -N-(WTAEZEL) -
(2, 2-—%HX-Z3H)-Tr (0. 22g, 0.41mmol) Fe— R FIX (Sml) B2 &%
RPEZEIBANTICRSIR 30 940, HHF 1o ATALFIELD.
Kb LR ATALFIALY. AT TRAINFHEILS
.

(R)-3-(IH-")=k-3-XFH) -1-Q, 2-—¥ X-T ) - -8 K%k %
AERA, BFHTRC:

¥ 2-[R) -2-(UH-%3l=-3- ) - 1-BR PRA-T /L) -N-Q, 2-—¥K%-Z
) -TRe (0. 16g, 0. 31lmmol) Fo 3K (Sml) M4~ AL (2. Smb) FfAedk =
A6, A EETER. BRERLTRKEBHINALY. FALPR T
LESHAR I MAIRI, ok, AHEIR MgS0 8%, B f AF AL, fst
Je b3t & %5 B IR PR/ R TPRAMAIIFMLSH:  TLC
Ri=0. 37 (B4R, 6% P ERE —H V).

| %364 6
(R) =3- (1H-]=h=3- A F ) -1-[2-[4- (Fe k) E K] L] -2- ARk o
ak

(R) =3~ (1H-"3| k-3 FID) —-1-[2-[4- (B F X)) TR -8R %%
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FEA, SRR EF TR

# 2-[ R) -2~ (LH-"3]-3-28) -1- [2-[4- (F ) £ K] TR -2- -
ik (0. 6g, 1.36mmol). HAMSE(Sml). =R QL) BA. AFE
B, AR, sk babiTEE S A 5% P/ RPN
R4S TLC R=0.39 (&AL, 10%P B3/ —R¥R). TEHH,
CullsN:0: - 0. 75H:0 43+FA4&: C,69.50; H, 6.80; N,11.58 . Cwi{4:
C,69.64; H, 6.81; N, 11.52.

FE#p 7
(S)-3- (IH-"3|"-3- R FH)-1-[2-[4-(BA) F K] T A]-2-F K -%E6g
R,

(S) —3- (LH-"3)=f—-3- A P4 -1-[2-[4- (2 &) £ 4] ZHA] 2-FR—%%
FEA, B TRES:

3 (8)-3- (1H-l-3-RA P ) -1-[2-[4- (FEH) £ K] 2 H)2-ARK
—vkek (0. 13g, 0.3mmol). o A& (1. 76ml). =R .28 (6ml) Rd. AT
BT e, Ak, s E AT 6% 5 5 kR 3% TR — &
Phihe %P EE/ R FIRASAFH RSP TLC R=0.49 (&bh&, 10%
WEL/ R WE). HRMS ,  CaHuMN:O: 6931 H4H:  349.1790 . LB 44:
349. 1790,

& 1
3-[ () TERA] -G B A%,

9



A% J. Bergman F895 ik ( Tet. 29, 971-976 (1973) 3, H=3I=k (11. 7g,
100mmol) . #b%€ (8. lmL, 100mmol) o973 (250mL) B4~ M E 55 CT. 3
AR &R (Snl, 100mmol) 4P R (10mL) Fik. 2 A 8B, AhEFR
HE B & B LR UEHEIF AR, $AMEM MeS0. F3, idlfFAS
EEFB ALY, BALUA LAEE ST RS,

L34 8
(R) =3- (1H-"3| & —-3- & V&) -4-[2- QH-93|=£-3-K)-2-FA-T K] -1-(2-
FR-T ) - 2-AAK -k 65 BB,

(R) -3~ (1H-"] % ~3- & T k) —4- [2- (1H-"3l e ~3-2) -2~ FAK- T k] -1- 2~
¥A-T30) -8R %%
FEA, RIFPEH YRS

4 (R) -3- (1H-73|=R-3- . ¥ 30) -1- Q- 34E- 73 -2- B %% (0. 50g,
1. 50mmol) 3% F Z A% (15ml) . A A 3-[(R) Z & 5 1- 93] <& (0. 33g,
1. 70mmol) . &% & £ 49 (0.60g, 6.0mmol) Fv w3 T A #k 4k 4 (0. 060g,
0. 16mmol). Aeik =ik 2 /o), ATRAFIZ LY. BELHETTLHRT
BE i A AIREL. EAVEM MeS0. T3, Wl AFTELFEALY. A4
B LT 660 B IHARAM S LER TS/ ThtAe 6% F 8L/ — F T RN
A {45 F 4 B35 B RAFHAL A4  TLC R=0. 55 (&b, 10%9P85/ =&
i) . ESM, CuluNO0:#93+ H4A: C,75.89; H, 6.16; N, 11.42, %
M{E: C,75.37; H, 6.27; N,11.12. HRMS, +tF{4 (M+H) 491.2447. %
A4E 491. 2447 .
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et 9
(R) ~3- (1H-g] wf -3~ 3K P X ) —4-[2- (1H-"l k-3~ 4) -2- A X -Z K 1-1-
(2, 2-—%K-TAR) 1-FN-REGER
0

—
=
b4
\_/
=

%

(R)-3-(QH-"3| R -3-JK P JK)~4-[2-(QH-%| %-3- L) 2- A K- k]-1-
(2, 2-=% %73 - 1-AX-%%
FEA, GHHBETR:

3 R)-3—- (1H-v3] -3~ K W) -1-(2, - =¥ - Z b)) -2- f K~k ok
(0. 50g, 1.22mmol) 2&-F ZAF (15mL). A 3-[(F) ZELAL] -93]=% (0. 26g,
1. 34mmol) . &K & & 4¥ (0.50g, 5.0mmol) Fe vy T & &k 4k 4 (0. 055g,
0. 15Smmol). Amd=ii2 8. ATEKRMRIALY. BALDETLERT
B FMASRI. WAMEM MgSO. FHR, il AT RAMFA KA. fst
J L AT &5 B IR S0% LA T8/ TA . AR5 B Bk
AAALS4. HRMS, CulsNO.#93F FAE  567.2760. TRME 567.2733.

g3 10
(R) =3- QH-%3| =k -3- P I) —4-[2- (1H-%3] ¢ -3- ) -2-B K- A ]-1-[2-
[4- RIS A ] TR]-21- Bk E 4%,




(R) —3— (1H-"3| &3 g?ﬁ)—%ﬁgwﬁ X)) -2-FAR-THK]-1-[2-
[4- CEEID ¥ 5] ) -2-8K—%%
FEA, BEREHTE:

# R) -3- QH-v3]f-3- R P L) ~4-[2- AH-"3]=R-3- 1) -2-A K- K] -
1-[2-[4- GF8UL) 2 3K] TR -2-8AK-%% (0. 67g, 1.53mmol). 3-[(50
Z.&eIE] w315k (0. 31g, 1. 63mmol) o =JF 9L TJEA: (0. 31mL, 1. 84mmol) 4
A (30mL) Fard-. Ao 16 Joef. LERA. s EbiTEES B
FARAM S0% LA LA/ Txehe 30T AL/ —RTIAM. T RAFE 4 431
G & E Rk AR AL A4 TLC R=0.67 (A, 10%FV &/ —RFPK);

mp: 175-176 C. A %547, CulaNO: - 0. 25H.0 &3+ JLAL:  C, 75.20; H, 6. 21;
N, 11.32. ZR4i: C,75.20; H, 6.16; N,11.33,

Fap) 11
(R) =3~ (1H-v3] =& —3- 3 W Jk) —4-[2- (1H-"3]=%-3-J0) -2- 4K -T ) -1-[2-
[4- (F200) F K] ZIE] -2- BAR-%EG X

A

Qﬁg/@

(R) =3~ (1H-vg] k=3~ & FR) ~4- (2~ (LH-mgl k=3~ 28) ~2- AR~ Z K] -1- [2-
[4- () X 4] TR -2-B K-k
FEA, RENESATEST:
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¥ R) -3, 4-—- (1H-v3] < -3- K P &) -4- [2- (1H-v3| -3- &) -2- BAX -
ZE]-1-12-14-FEH ¥ 1) ZA]-2-R A% (0. 19g, 0. 32mmol). &
AHEE (1 90nL) = S8 (6nl) RS ATRTRHE | ot ATRE.
ferehe Lt AT &% 45 B SHP B/ — PR ARF S RS TLC
Re=0. 57 (282, 10%WEE/ —RWHK). HRMS , CiHuNO; 69 3F F 14
507.2396. FR4A: 507.2392. |

Fabb] 12
(R) =3~ (1H-"3l-3- K P H) -4-[() - BB EAIA]-1- Q-FX-T ) -2-§,
Rk b S

(s) H
0 N

o
//\- \ & NJ
e

H

(R) =3 (AH-"3{=k-3- K W) -4-[(S) - B 5 RAK] -2-AN-T K] -1-Q-%
A-TR) -8 X%k
FEA, BFHREIETR:

# R)-3- IH-"3|f-3-H F3) ~1- Q-X K- R) -2-A K —%% (0. 50g,
1.50mmol) 2% F = ¥ A P 8L Az (15ml) . A A () - 4 2 £ & (0. 22g,
1.67Tmmol) . 1I-G-ZFRAAAR)--ZEAZF R i85 (0 32,
1. 67mmol) Fe 1-F2 I F I =k KA (0. 23g, 1. 67mmol). 24 S B, KA
BRRGHENTRLET. AXflofofAMKERILR, BEER
MgSO0. F#%, B AT EEMFHELY. BALWAK L iTe# 58
H A T B — AT ILABATE Z Y. We 5 E/AGERLBRA LT
AT B ARRRAL S, AL, CulaNOs - 0. 25H:0 #93F HAA: C, 69. 55;
H, 6.40; N,12.48. :#®{A: C,69.49; H, 6.48; N, 12.75.
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4 13
(R) =3- (1H-"3|=k—-3- L FH) —4- -k K-2-BR-ZRA]-1-Q-%%-T %) -
e Vv 3 ikw ]

(R) =3— (1H-"3|"f-3- K P &) —4- [2-F K- 0-RMR-Z K] -1-Q-% k-2 30) -
- k%

AERA, PRI

BRG] 8 Atk ik, M R)-3-(LH-9R-3- R PR ~1-(0-%
K- TR - 2-FAK -k foo-$UOR LIRS AL A%,

| kb 14
(R)—=3— (1H-v3l=k-3- R P ) -4-[CGEHRL) FHR]-1-Q-F A -2 L) -2- 45—

vk o ) B R,
(RN
\
L IE/O

H

(R)—3- QH-"|k-3-R P —4-[(EX) PAI-1-Q-F h-T &) -2-84&-
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TRk
ZEA, SFRGHTR:

# (R) -3- (IH-%31=-3- P30 -1- Q- £ -2 %) -2- 84— (0. 50¢,
1. S0mmol) & F vy & =kwh (15mL) . I AR 4LF ( 1. 70mmol) F= 8% &% 47
(6. Ommol) . AdkEik 24 8. AZARLX[{IALY. BALHETLE
LB MK, FRAMERM MgS0. T8, il FATAKFI ALY, 4
FEfig Y AT &0k 5 BT R AL G4,

3 15
(S) =3 QH-w|ep-3-A WR)-1- Q-% K- 1) vhohag i %

(S} =3- (1H-v3j=f~3- L P -1- 2-F K-Z %) %%k
FEA, FHa:
¥ E 04248 (100mmo 1) Fowg Sk wh (75ml) 4. bAoA (S) -3- (1H-3]
H-3-RA TR -1- Q-FE-TR) -2-AK-%% 25mmol) . A EliA. 24 o
BHE, AHETE. IS AK 3. 8nL) . 15%E AL KR (3. 8nl) Fork
(10. 5mL) . BIEUBH 1 /oo, 338, BHHAwEER MR T Ak, L5k
RRFEEEY. WERSY AR LRITE# 5 BFR 780,
AHEBFTLETHEX 1) B — AR F k. AMNERBEHZ A
MBRLBHEAAR HFW. ZXMRIGTE, FE B PHMARKLEY o
P 3.
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ZES

Arq R70(O)C\ Ary
. R3 &ﬁ a Ry -
7) (8)
RFEHYRD
T B r

R70(0)C_ /\{Ar‘
N
\/l R3

(10)

R7O(0)C\N - AT
H/\{
R3
(9)

F%

FH o

\
R70(0)C_ Aty
N/\(
(o) R3

H (4) 3 % Re Z—C (0) OR
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LEFEBSTHRa b, HELSHEHX (DS R TEILLENOEY
THRAA FTREGXMNLEARY, LRLEHX Q) WRAFTHERP YL
43

EENEMX (NAGFEATERELPANPREX () G REASWHFE
8, RTABRY XX (1) GREASWAHE ArFo R S R TRE.

Blde, WESHERX (DO FRAUEREE LSS ESTHARLATES
e XA A TR TE., ATRLE. RTETES. Z8 - RTESTER
SRMESHEB XN TR EN, REAAFEREESHBH =L
B, N-WABHI —FRRA ARG HFLTHRT. REESEGEN P
17, s MR Hl o rkvwh. —WRFPEEE. LA LES VA PEL/
LRLUERGW. REEFAERTHT. TRl A40% Rioeg R K,
Bl KK, Cikkf BSR4 5 B,

AR BAGAIEMT D P, TN X Q) WAL PREFIP L
R TRRAG Rofe Ar E6GIRAAAET A X (1) 09 REALS BT EILE, £
X Q) G RATREEFL L.

Bldo, H Ar LHEABREBRREAGLEHX Q) AR TRERIFGTLE
L5 68 6 IR MRS, Pk A KA R ]tk T, 8 255
RAR, R, ATR. ATR. #4F. £F. - PREARES. A
BASENE N k. — PR TERER TR PHT. RELAS
BBl Z L. REAR—F AR AN ELETRIT. REAEAE
ERTHT, @FEE] £248 8. TLB LR RO E K, Bl
B, KA. eiEgxkhELLl e Efshit.

RE, EEE VAR AEGEAN EAREBBACT AT, FRREILH
Bl TR, LA ER 9T AR S8 Wi ikebs
EZPRFLRNETF. RRESEGENZAETHIT, Pl R T/ K.
PR/ KERLBETLE/ K. EBARE B AL E OB 8RR A AL
HEATHAIT. REAERTHT. REBFESR1 £ 48 )8f. Tlid@at
FAR BRI AEAR, Bliedl IR, &K, Eikkf 2 L% W 5o thib.
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EFEBHTRc P, HEHXOOHELTRERPHUFALESRT
At A Bk X (10) 65 [ T B BS AR 69 55 B S .

Hlde, BEHX O HRATEERPEFL LR FHHAHLBLR
HARARER. RELASGENBILEM. ETRAES —FRER4E4
HETHT. RELAAEGEMPRIT, EEMNZF ik —9
PR R Sokvdh/ PR TR AW. REE0CEXMNSARES
2R T AT, ZRBETRERA 1 E 24 D WG Hhel &8 3 AL R
¥R R ek R, REAFEE 12 £ 72 8f. Tul@ab KA
REEE R, R, KA. &EEHPELLE D05 sk,

EFEBATEI T, HEHX 00 HEATRERFOHALEE
EARLH X (4) et 45X (10) 69 RIL T 8L B 7 4P 69 5 55 ke Tl il it o
T oAy AL REHX (D) @8 ETVRGALETHITLEASH MEiH
ITERME A, R RARGA-F T BB PR, MG M9t
48T ALK SR,

Blde, HLEHX M) HAATRERPOHEARAESL LA LTHGE
AT RAEASENEMNw—RFRPH#HIT. RELEXLH-100 CEX
#5-60 CHIR L T aAT, KkX-70 C. @it WwALEGERMN (Hlhv=
TRAMNTHASR) SR ERBTERBELER. ZH Tl ALt 7H
B, FTRRELAAAEER. LTl KRR H R, Bl e
Ao F 4 G0 S shAL.

KA, Hlde, BLEHX00) IR E PEEERY 65 B v E L&
B AR —BE PRk, BRESTVAR 0.01 £ 0. 05 BR S S8 iibiif
B RS RN (Hlde NP R Geph-N- R X8 S04 ) SEAT.
BB AE MR R/ KRB PiIT. REATRTHIT, BFEE 12 £
48 B, F R E R RS YA B A SRR A SE T,
TR o B o B B P MR AR ZiE—F e st B iaig M. W
ZEEP Rk B BRI S wWR AR, BEMAYA R XN A5
AT, REMFAERTIHAT BFEE3I054E8 08, Tlilidiz
B R K5 BB TAREHE— e shib A A, LTlad K
MERBIGE K, Bt &k EL L5 5B sit,
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AT LA ELETHE B RS —RORF k., S5EHE, &
3 TR IS, IR RBMERF X5t ALV 6478 BT

Y

g 2

N TERBA-N-Q-F-ZR) 2-FE-ZEHASK
N-RTAERA-2-¥4-Zk
#%EB, F%a: '

BE BN (15.8g, 100mmol) A= N-¥ A Gek (11mL, 100mmol) f£.=
A FH(100mL) P24, AHE 0 C. wAPLEMEA R (1. 0g, 8. 2mmol)
Fosk B — 4T 85 (22. 0g, 100mmol) -4 0 CTHAH | o). HEEEHFH
# 18 oy, ATELZFFB ALY, FARY N TR TEHL I M AKILIR.
HEAAZER MgS0. 2, il A RKX A RIS 4.

N—-d T AR -N- S R -2- R - T Ak
ZEB, F®c: |

B N-RTERER-2-ER-Z8(22. 1g, 100mmol) F= THF (100mL) £ F5H
RARRE F s, fLokis 43 £ 0 T, 5t £4L44 (0. 206g, 110mmol)
HEHELAREE. WASHFHIKR (9. 50mL, 110mol) FAE£E. Hh
LKEFAIPE 0 C. mARALA0.92g, 40mmol) HHEHELBAES.
M5 EGR (3. 0mL, 35. Ommol) JfAwdk BI5E 18 /NBF. A FFE. A
fafo FACAAKE % (200mL) 8 LER LEGRER. A PEM MeS0. F2, it
EHATEEL., EiESBEAMTf 10%L58 LE/ R AERGFR 474
5.

N-d4 T RBER-N-Q-8-)-2-%kBR-T
ZHEB, ¥®d:

HN-RT BB IA-NIH R -2-F R -TH (7. 88g, 21. 44mmol) FTF =K
¥ (200mL) Fo P8 (Snl) . B34 FE-78 C. AR PBALRAGELAE
BRFAGERKE., QERFEBARKLEBREH .. A FTHES 20mL).

3%




FEBERGWITELBHTH 5 1. ATERERINALY. ¥ER42Y
A LB LEHRF I AAILR. 5k, WAHPEM MgS0. 3%, Sl HATE
K155 54,

& 3

N-RTEBRE-N-Q-8-ZK) -2-[(-FEL) -XR]- LA
N-RTEBEE--[-BR)-¥RX)-28
»%EB, ¥%a:

¥ 2-[@-2) - %K) -Tr a3 47g, 20. 0mmol) . — /A%
fie (3. 48mL, 20. Ommol) Fogk 8. — AR T &5 (4. 36g, 20. Ommol) £ 1/1 DMF/ Z.8%
LB (40mL) R4 EERTHIE 2 IH. AL LEHSEFNIGLIR,
HFAVER MeS0. F 3, Wil AT AKX 444 TLCR=0. 32 (5
B, 30%ZBRTE/ TR .

NI T AR -2-[(4-FRRK) %K) -8
ZEB, GBI HEL:

H N-3T EBAE-2- [ (-0 —F K] -Th (2. 93g, 12. 34mmol) . A5
144 (0.99g, 24.7mmol) . wo T A 3B 464k (0. 397g, 1.23mmol) #3846 3
(1.48g, 12.3mmol) f£K (60mL) o =S FHE(60mL) P4~ BH 20 Jonf,
A R A4 (0. 998, 24. Tmmol) . K (40mL) FosR4L3F (0. 71g, 6. 2mmol)
BEH S oaf. Ao aGRAEF (0. 71g, 6. 2mmol) SF8E4EBEAE 20 U 0. MR &
RAM A AR, APEM MeSO. T3, SBFATELK. &EH BHFREK
A SbiAe 10% 8% 8%/ LI AT 5] b kA 1L 449,

N—d T BB E-N- A -2-[4-F R - -2,

»%B, %% .
BFON-RTAREEA-2-G-FRE-XH)-28 1. 27g, 3.90mmol) o

DMF (8mL) & THF (70mL) £ AR A RB TRA. LKETAFZE 0T, A

246474 (0. 206g, 8. S8mmol) FMHELEAE L. A HAE (2. 020L,

23. 4mmol) JfAuk ERF. FRAKSGFTAHE 0 C. A G440, 10g,
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4. 4mmol) HRF EX AR EE. MAIFHER (1. 0L, 12. Tmmol) Hfimik £
Bk, AeAtafe JAeKE R (200ml) FF A = FOPSARER. HAPE R MgSO.
T, SEAATEL. CE5BHRAR M 10% L8 25/ THEAR
HEARAIS. R=0.72 (&8, 30%TEZE/TK) .

N-d T HBE-N-Q-8-LH) -2-[(@-FaL) -¥(4]-2,
ZEB, F&d

B N-RTREE-N-HAHA-2-[U-FARK)-XK]1-T 8 (7. 888,
21. 44mmo) 2 T 4-A ke (0. 08mL) # —F FIX (180mL) F= P 5 (20mL) F. #
HE-18C. AFEATEALFUHARLEHARAGEZEE. E& T
MARAEREH K. WAFTHE 34nL) . FRA LRSI E TR
i 16 W, ATREGHAABRY. HELYN CRTEEHEAAIRIR,
ok, WAPUER MgS0. T3¢, dilif AT AKFHFLLS: R=0.32
(BEjE, 30%TMTE/ k) .

#E& 4
N3 T SR -N-Q-B-Z5) -2, 2-—F K- TRt 4%,
N-RTEER-2, 2-—XR-TE
ZEB, v BHa:

3 2, - % A~ T8 (20. 0g, 100. Ommol) F»=FLPAE (200mL) Bl -1
KiGPAHE 0 C. APTRAAS (1. 0g, 8. 2mmol) fogk & — R T &
(22. 0g, 100. 0Ommol). AP REHEERS I, ATEAKXHINAEL.
FRAHETLRIEFM 0. IM HHEER. Kiolafo AL ZIZI
o BAMEH R MgSO. T8, il F AT RLBAALY. BALWELR
Lt AT &5 B A 10% L8 T8/ TR AT R AR ML A4,

N-RTHRER-N-HHE-2, 2-— (-
Z%EB, $%c:

FEN-RTEHER-2, 2-— X KT B (2. 0g, 7. 37mmol) Fovg E .k wh (20mL)
RAHEFK/ GRBPANE-18C. BB MAETRLZG. 4nL, 1. 6M &
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THEEHR, 7.04mmol) HA K 30 4. MASH A AR (0. 7Tul, 8. 09mmol) 3f
RHBAL-TSC. FEFBHKE LS B, KEMKEES I A
EFTRI;AE 18 Do, R EER RS AP RAER BRIV 5%, ¥
KER LERRBGFEFAIE. K6 RBERKiotofe FALAE &IT
. o APEI R MgSO. 38, SEFATEALBRIALY. KELYE
BN LR AT &% 5 B I S%T 8 LB/ TR AHAT R AL S4p.

N-RTEREEN-Q-F-ZK)-2 1—% KTk
AEB, ¥%d

¥ N-RTRBA-N-HHE-2, 2-— % K-8 (0. 23g, 0.68mmol) Fo—
A A (10mL) & V5% (0. SmL) RS-, A7 £-78 C. @EARPHA LAY
ARAEHBBRHANAYLE. FRPEANRALEREN %, WA THE
(2. OmL) . FE mEZRESW EEEIHFBIS. 5 Db, JLERBH R ALY,
HARY N LR LERRAFIEMAIRI. 5k, WA PEMN MgS0. F8, itk
S S L U
MR —-EAZK, CNEHAELEEWN C-KiEAF5, Phe-Xaa-GCly-
Leu-Met-NH:. iEBAKS 2305 H TSMARAPHAZ A%, EMNERLLE
S EARRER LS. NG N Ao NG £k #1adst P 45 AL, AP 28Uk A (NKA)
Ao Z2UK B (NKB) 9Lk 8-F & kA &,

MR M TR T4 SRR T RB, G BRE; &
ATV K SHRE; EMme§LA SFANEHE FRAESFHZH FAH
MRAFRER, FREER Fodw LATE 24 1 8%
A&, FlhobBX PR FEBE; KB ABD, Flodpidi . $ank
RAF A REHERS Pl REBHREAYERTLAY LS, THER,
Pl P EHEB R, Kok, FHEEHE, F4AFRIIRGER, Pl
el sk AR PHRAPZEESEE, FloBE. AR, Hvm. B
iz k.

IR BARA-F B AR AR RS R SR P XS R Mk
mHm. I, BB AIANF R AR EGERRANFERGLRBE. &
BMAFRMTRA TALRBRPFOERBRATENX S L LT RS
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.

AKX (1) 93760 3 DA 69 £ B RA. 3L LK AR H T
HME. ARG REPRMTHA NGEAIERMG X (1) 029,

BB —ARRHRFEY, REVRBAE B8 77 R HR A 560 555
W5k, CQIERMEEESTLFARLTOX (1) AH. b Arkes Tl
B EFERAEEGBBAAR BRI REDHERY. BSR4
BBHERAR TRAEE ARFARTEX () APt EH LR BN &
FATEH A THREERRG ELRATRGRAEF R YaiL o955,

LPEAHRE “EF" MIEFHTRBANFHRBN R LY,
Wi, BLEM, KR, B . KR DR 5. 4. FRAH
RIERESELBAGDHH T

X PR 6 REX (1) LB 6 H AT 35T AR R i MUk
AR A E. KB “428)” JGATA TR, FBT. HAEE LA
PRk bR 0 5 ik, ARIRTF sk R BRI A 6 sk, JF A
W R G TR MR A 500 B AR 6 TR MRS 7

7% 9T A BT T AW A RARE KA T 6 2435w 0583t eg B K
il WA AE RAUSKIE TR 0545 R 5 . L9035 574 250 7
ot BEEEA RS S AE, G (ZRURT) : isLaheg Rk,
FARR KA, i, AR — RN, SR BERES, BB T X
PERE SEHGEL; LTHRLKLS BH5X; BEHMNGA
WA R EGEE RIENLHFE BONBNEM; ARLTHERA.

XV ERARETALERY 0.1 TH/AFARE/ X
(mg/kg/R) BIK %) 100mg/kg/ ReGFEB AR E. KABEB RAR Tl# T4
6 R 2.

3t & LE R BRA- S A B EFITLHH, TRAAER SR
X (1) 694082 38 i AEAT B b4k AL S ik A 3 ) I 0 1B 5 X F72
%, GEoRAERELEER. Hli, X ()LSH Tl ol A
SEMXFH. AT, MAA. BKA. 2. SR, 8. BHESHX
BE. BAFRNERL S RN, BFHEORIBALE. HAHHRY
HARA R TR B A S 46h B 12, Bt F 5. RAHN&
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REREH KK DLH AR EE B LB H A Fo282355 X, ( Remington s
Pharamacertical Sciences, F 18 &, Mack A& 3] (1990) ) .

AZ RS TALRLE, L TAASHEASHEHAFTHA
AR BER — R, AT F RSB 89 1) Fobk R BUR T ARk 4b A
BB W, A 38120 B 500 54 Lk, ERAELK
AL R G K, A THBETHE. #FE25. ¥ mEMESE
4, TRURALRHGLSHALTHN LG H XL, s ok ik %5
g k. ‘

BH—ANFHFTET, REARRBEWALH, O MWEAHLS
FREAX (1) 185 —Fr X, 57T 25 M F AR BPE A 69 22040

B WA G B AR RS 0G5 X P&, ARSI A T2 Bk,
FEARRBRGHHA, EMTRAELERRS I ERIEL. SEHHKE
KRR RSB R doth, EHHHMOWTEN F o, B, IEBp il X,
B M, TAARM, BRE. LEM. BEAM. M. A AFEH
FMY & H 428,

AR R EGACE M <T VA Fo bl o R BEARAR ] 3, T 40 M Ak — AR B AT o R s
B, THENOHENRBRE FTRERSL M. AT oBeiLteed,
TG I R MRS M. &M, BE. oM. B2H. B2
RERBEN, BB FMEME, XN B EVAH %69 A% B4
(FHHBA ), ALToARIB AR T o &, A BT T A% E 70%
ZE. ASHdSEGIAH TR TURASEMN SO T, AMBE KA
T VAR A K AR 64 RS e ).

AM. M. BE. BANFETUALSHE—F X $ 5T 54
M, Bl E. BRFRIVE: BRBEH, HeiS s HE
fl, HldeEB. Primogel . EREHF: MEH, B o 58 Fi5 BR 4E K,
Sterotex ; BhiLil, Hliwik&—RACEE; SHekMl, Bl X 4SSk
M, BBy, KR TPERILEH. SMNELEBI LB, R bk
REAGBIL, BETEHREEK, bR _HIMhE. LeHot
R KT AEH LB TAREN T L4 HH, HlebL k. B,
TAKER MAAHARE. PRALCHECRMNIITOR. BRAZPGL

44



SHst, HRTETASHEREAMAMNARLLEG N, 24, 46
Mfehiok M. $EXEB LW AGHARER D FAEMAN ST
ATEBELFTLHGEY, TARALRGRSHBENERZ LS
By, ZEMHEEVESA 0. 1%KL NS, B TAELESE 0.1
F] S0% M E AL, XA P AE X (1) LEHes T2 TIIE5] 435 A
EHE. KB KA R Tl a8 T ALK Ak 65 485 Fa ) H.

AL AL T B BAL 3, el L EMRTH. Tt
Wit RACEEG AR, X TAELHAAL PSR LM MNAE SRR
Y kiEZFHY. X () ESHHaBEALGHM TR L8, faR =%
%38k, W5 EZAHTATX)LEHALENDS . FHHMNBiTUAT
BHRF X & KX () e bEI N ELEGHE, XBEREXH
AN (D)5 E R EMR (FlflBE%) Re. Wit BAIEEY
HaILEHESR. FB. WAN. REBF. AGERERARTUAHZ
IR FRAL #6988 69 R, T Fl Ao T4 A

AL RGBT TABAITHHL Y, SHAHHRLHH, kL
OIEF R, KT RBBIARK. HER, Hlo, TROS—HRIHUATH
B REH FL05. RLB 3. 7iih, FEHNwoKoBE. LA
FLACH FAR TR, B SpM R TASAREA XL 0.1 2R 10%w/v (FF
/AitkAR) WX (1) LR T2 M .

BRMEBFMNTASH —FHXEHATHENN: LEHFLH oz
HAK, EKER BTk RL_8. Hibh HoBXELTASR8EM
HHEH, Pl FTRINAEAXTRTE; REHN, Hloidfas X i
24 BEH, HIl _RRwLE; S4MN, FlelEsd HE8EXE8
B, ARATRAYEERGEHN, HlefABRB 58, EmiEL %4
FITACHESER, —RBEHNBIAARBRBHF ARG 3N TP,

FABEAAR TR TEF RAKIIRZ NK Fo NG SREGES
B, REARRMNA N SR ESHABREMEH# ( Keystone
Biologicals,Cleveland, OH ) , 2} NK. &4ked%4 5 HSKR-1 aapd, ( Ak
A NK Akeg N & 3T3 B dmie) 3845, ¥ 3488 Polytron
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4 15 th #4785 50nM Tris-HCl A& (7. 4, 4 C) PHAY LI B0, HR
RAE AT Tris-HCl LA P H.o; Fnmbild 455055
K, FRANABPHENEFERBE 4P, BLRGREH 40ng/ml |
AR EH 20me/nl , EANEERTEYRE L 94, —XFH4 &
0. 1nM &9 F AP BRI P Ao 250u] B8 &5 K Sk kS, st bt
BAkA: e 50mM Tris-HCI(pH7.4 , %iB), 0. 1%FhEa%d. M
MnCl:, 40 pg/ml AFHAK, 4 pg/ml ERFSFBEEGESEE, 10 uM
thiorphan Fo &t E 3 & of i BUKR M 69 LA4KARE 500 pl 898 ik b
&5 "“1-Bolton Hunter Lys-3 47265 P /KR X BB 1A B A
AEBFRE 0 24 ( NGZRIKE) 22 B (NG -SRER ) ; it A
50mM Tris—HCl1 S 7% (pH7. 4, 4TC) ke b 454 KA AT TiEMO0. 1%
RO RA ( NKZRIKE) X 0. 5%F Ak a%kg ( NG SRKL) Fide
GF/B B4R, JA v it MBI 6. ATl 2 2R 15445 1uM
PR AP LRI A Fot T R4 B APk k45 Sl 4 03 L 4
e, XIAEH AT 15 BALEY SP K, NKA 69 25035 S /1 R K 4%
cHaEsHAF. MMEEHEMSELA ( GraphPAD Inplot, San
Diego, CA ), iliidaf Lih =377 5] BiX 21k S40 48 [Codh (Ipa) S0% Stk 2k
SHRERE) .

AAFIRBAN T BT AT R F k0T N Sk Fo NK: SR G4k Sf 3 o
P SRS A4 NK Fo NK: LR A 69404+ T, 32 UC11 %, SKLKBS2#3
fufe, ik BUK-A-F o9 SEAGBLALAE ( P1, MUELASE4ES) AE. £ 37 CAE
95% 00 = 5 % CO. AR FHT, WAL Krebs—Henseleit & 4% P47
B, BEBE I CREBBAT, HEEALLA 100 pCi 6 myo-[2-"H(N) ]
WUBR G 3SR 7 ik P ARIR 60 4. JA Sml A 10 oM LiCl Wy ERTFeg%
R 2 RE, WRLETETRE 30 54, £ 15 S4etik—ke A
R, REZFHR, WAOSKBIASWE Krebs-Henseleit 4% (4 40
ne/ml HEAK, TARE SR REEORES 4pg/nl, 0. 1%+ 0E0E,
10 uM thiorphan ) . 15 440 /5, VAREI&93JLIE SP B UCL] w8, &
A NKA A 2] SKLKB82#3 Aafe P v B F R K. BRI 60 S48, 4kdf 930
pl 45 PAE ( 1:2 4k4236) | 310 pl §d5#= 310 pl A KB LXK T
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FREQERE. MGk o, KBRS 0.9n] K (_EE) F8eH 2l
A0 P, RS E ., K5 LS 50%Bio-Rad AG 1-X8 ( PEEESH X,
100 - 200 B ) X4k4: ( Bio-Rad Laboratories, Hercules, CA ) k. &%
A, 4RAA: 1)10 ml AK, 2)5ml SmM vo a8 =44/ 60mM P &5 44,
3)Sml IM PER4R/0. 1M P&, KEF = kS FH Inl 345 Tml N
AP, AAR (TE) faPil S0 pl F99%, LREMATFRH4T
Tml A& P4

st &4 it KARSE S5k DPM ( B PUELRERS S ) &5 SOul A duia
O FLRT DM (EAMECHIPUAL) st d, SR EAFAHERBKE L,
B M A 56 U] -MBE S B R L 9 & b, WA X2 Wie/ S 474
Y EHT e S BA S (B, ZA RSB M) bbb,
RS E, 48 AR T XAt ) ik MUK S 69 A
REBRALBEOG S840 RE ). S8 MR SN Bl o) MU 0 DUBEAE AR B A2 K
MBS AT, JHARALA S SP FAMRXESE. MHMERE LT
Schild 9 A4F 28 4T Fri B M R E 693547 R AT 4 pAr, EAR—R
3 &G BB M 6 A A BRARE] TR AE R 64 — F ot 69 R A B RKR G G 2T
.

it R ELES AR RE AP H) SP AR R B GBS, A
ARIBBARA T T VAR A BN ACSW EARNE NKG S ARSER A, it &
AR EFREBRRLT AGRE RS SP A-F09F G G -L okl
MG, KB R C SR, KBRS AN S A ( 20mg/ke, %
PRPESE, 48 0.9% NaCl Sk PE4H) . 2F&H 1 948, REALTFH
sl (#ARAES) F=SP ( 0. 3nmol/kg, #BkAIEH) . 5545, @it
S-S REREE S50m] 0. 9%49 NaCl R MAMAR PR Lt EaseH. B4R
MBEERE, ARBTHAE., FARAFTEEA 50 C TR 24 )5,
RIGBAL o F B & (620nm) B E 605, ARG EA R (UF
4, LEFHM) . AEERESIH D EDe (HH SP A S EY
Shigik S0%egILS-egHE) .

it A AS M E NKA A-F-69-FBAERe s, KHBERART
VAH A K AW ER PR NG SRR M. 55 NG NGB E4
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AR TRAARRRBELERE, CloETUAFLETALNZHE
A SP Fo NKA . BB T F R EL/HBOBFE T, o NKA otk X559
R AR AR RAER. ARAIKE A Duncan Hartley BR R, (250-350g) it
7. MEENLEEPNZERTER 4 R PR Y BGK T,
FRE AR B W 4 ROV EMEBAREA, B 25 Fidit Validyne DP
45-16 ERHRBELAMBRE. A4 RATFLEATAMLE (LA TFA
FMeGFA) PHAK. SPLEPHAKLAARANKERPEILE, i
HotR R TS| HIIHHARN AR EREAN. BE24A THERLS
AP RXAENEFHFEGFAM, HlidE A48 BN LR ERES P,
BEBUER A 4558t 8451 DT2821 A £ D Ak 47354L. ¥k 100 AAHEK/
#/ Rtk Al ERE. EAREARBAATRESMW: FlFkk
B eg B AT et . Eob a5 T et Regibh). R4 RIE
H Fedi @ MR G ) T ALeg KIS, A PCAT 286 i&47 System V UNIX 34 &
%, WXl (FFRESY) FEAHRBRSAFAFR. AhHE (£
BABERARR) . BEGFRIH ( SREs; BF a4k, 18RIk,
KA T4Y . SMQENERHBRRTRE) SiEsh/%5. 2B
A X ARBRNILE LEARE., H8638 it B 8HEA TS 6304
9 AR,

AR K FRE 2 EF XA FRBH O R B G— A5t 42, M
DeVilbiss Ultraneb 99 A& FoR F A R FH 19 544 (0. 33ml/24), £
stafia] A st Bt AT Rl AR FZ A, Mg 1 S4B AR R I
BES. ET KB, X ARSI R ESATIRE kiR ST
AR FERAEGHHHEFRINRECR B P ERERERE. K
JERBARRIEA 0. 05%697F 28Ak A #o 0. 001%a5 kb E. Frl £ 550K
e MR FRARAL S AP BN EE Ak U7 4) . EHAEMNE
BRAT 20 4P 2T £ A9 MURAERA (H58kA) |
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