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Ar AREI, Q@ A%, 7 AKK.

KEREHZ - ANF@FREX IVAELESI AL AL F 8B,

@) R R

| | |

Rao C NH C CO NH C C

N (IV)
[L43 [—l-{“s
£ F
Ro A BRI ERRLERKFR, (ERZERREHRFTE) KRB AL
WA, REHE,

Rie A S RARLZ BT

Rus 7 8% 3R 3K, 22 3R 3F AR B BT 3K

Ro o Ris AR 30 4 A RAKERE; &K

Ru#" Rs &R X FRARKE.

Bkt X IVILEI T, Ro ADHAR, BRRGEEXERFE; Re
A& Ro ABKRLHRFEMKEEE, Ruf R YAKKERE X
Ru#* Rs B £ F R LA MEH AR ELR.

HAREGX IVHAT T, RoHRERARHE 1-3 MERER
Regubd K RoAE; ReABFRERFE-C-CHE; = Ruf Ry
HE ;R RuFe R SR EAETH,

XNIVAEHBFTAHLLREGHE L /RS 9850 H.

MERARLGER, XL IL IIH IVEAREHEA AR 2
AR ERT. KK P LI R S Fr 3E 2Bk fo s Bdk, 122,
Blde, TALXPGEHERA LM, XN I II. III X IV4LEH B 0L
BABRREHEZQFMBX, #ldo, AL T RSB AT E Y 90%,

16
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Bldo, HLED 5%F—Z&F MK (Br, G4 YT 10% Hld, it
ST A CEAFHAGHXEEGEL Yk,

REX T GEPARNTHRL: L b5 RF/K R A9 6§ K5t
MBS ET L-REABRTARG R HE, 7L fAME G Rt bt
BT L-REBRGRAHREF LB FIRCH S)-HE, AL+ R P
RERXEHX IRAHTHXV. VHAVEFT, 2585 FX I 111
Fo IV 634K 6-4.

B, ERAEEGEETET, RARRBI V. VR ViLdd
BEARF ETEZITEBRY L XE,

’333' ;i
Ryy""NH—C—CONH—C——C=N v
H X;—YrAr-Q-Z
0 F343 H
I : |
R4O_C_NH—C:) CO NH (‘)_CEN Vv
¥ R
AFEH 5T Lk L, *

W ERLHX I, II. I, IIL. IIT’. III”. IV, V. V& V”
WAL AT R A XK ALY,

RIEFSARLS, ELALRERA, AXFHAG—HKEZLLA
T &L,

AX TR EAMEAINEHAKEZGRE KRB RIEES E
O TARRTENG ALY, KAEZSHOE4ANERT, £
kA 1R 2AERT.

17
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KB EAL 1-TABERT, hid I AN ERERTHIZARAAR
k., KEBARRAPE k. A TA FAAKFTA

IRBBRFHRAL 2-TAREBT, HE2H4AANBERTHIAXRALE
MR, B, THA AFEA. FEBE. THE FTHEXT
] = H

KBEBEALS 2-TABRRT, KA A AN ERRTHIXEAXALE
Mgk, Hlde, TRE BRA FAaRE. THREXFTHRAE

KB E. IKBEABEPKAERESYTEES 3 A AL BKRER
. FA FEA BE SARZRATAGRARERK,

KAEERABEAR 1-T ABRTHARRIXETRE, Kk 14
ANERTFHAKRTERE, #ld, TFE. BTHE. ZRAXETEAH,
KEHK C-Corik (b P RA) FRAAMA C-CAk (L FIHK) £Aa
AXFRAZEET E_RRGHEETR, LA BRARETRH,
BRETERZESZHOIET,

KEREE K LS 14ABRT, AR I-3AMAERT, 54
wLRA. RAK. FRAK, ZAARYTAL.

B EKEETRRA, 28T AR R,

W R A THBEEAKEFAANER. ANEER. RATFTRIAMN
R,

Blhe, HHEBRFHNGBREABRRRLARTERE. %P%ﬁg (2
R RBL)-FREAZRE KREAREL. (KERAK. BARBEL) -
AEAEBE, (ERZBHRILER) -(KRESRBEEIKAIAL
-, BASBARABRRGKBEREL) XBKFBA.

BRFBRAS A, FFBE #H I-3ARKREARKRGETERE,
PR BR AR IS, B ZATE KRERE KA

AL, BA. RV AL, A KERARE. UK, RER
FEAS R 1 R 2-AFEA.

R FaiApled 2-. 3-K 4 RAZA Gomsk). = FEt

A, Eeurwak, Sk PEEA. Foiek PEEE, BEATEE, HTH

18
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AR LM A e A, KRB A, IR R S A A UK.

CEXEF-EILE-S-F EF LIPS ME-FEL LI FERER L
bk, —-(RHEXRER)FA-KEABRBEEAH, —FKRLHBE
KRR A TEK.

FR-(KEREAE. EFAXBARRKY)KEERBES 4o,
E-Q-RAK. AARBAR)-TEBE.

BEEAN A, 2. 3R 4BEREAEE,

WANBERGHNGBEEF A, REAEEE, KFHNZKAKAL
B, ATHBRXERFARRIAHEK, XARKALRE,
B R C-CHRRAEERE, ETHARBIEFAR X R#BA.

HRAATRBHGHAN A, REEE, ERERTLTHAELK
HAmAsk 1R 2IMERE, RERLHRFEMBITE, BHAXE
FFR, REBRKBERAX G O RS F BT 651K H I ke L RAK.

WAMEREHGBAF A, KERARBEE, RAXERF
BEBE BRILFFEA-KEREFSRL EPFEARA, X
EAREDE, R THALAEAAZEA KB E. KEKEA
BE. A, ZRATA BEAIRKZARALEEIRK.
FERERTHRARLHRFE.
BRAFAETER, —HKRZFKFE, FlEEIHE 1 234
BRAE®E R ERAMHEL AERREZE: KREKRE KAK
AR BA RE. A4 ZATEA KEAEZR _AXFEAC,C
TR R I-&2-BE: R 1I-XR2-FE. KARR-_AAABEE
HEAMARFAREN ABRKRE, i, BT _AELRELZA
A, £§-CCBRALAE5XEEGHANMRERTHEG _HRKE,
Blde, RELEARETALE. &-CCERE-FAGEHNY 2,3-=
£ k-5

ik mEARFAARAE, RASMMKERAL. XX BF. K&
BRAXRZATAER _RROEL, HAZFEIBKEREL.

19
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BERZATRER BRAGEL, LRELEE,

#h RGBRKERGENA, Hlde 4-FE-1-4. 3, 4= LE-1-
B4 TRBE-1-R 4-FAE-1-4 - RATAR- -4 4+ T4A
RURBEFTEER-1-K 4+-BRCERETER-1-X, +-BXTHE
“(PA)-RAFTER-1-A. -REAFTEX-1-B. 4 N-THERAT
FE-1-K -RER-1-A -RAR-1-AL 2-REAR-1-A 4%
E-K-1- 4-CReE-1-R)-F-1-8 L 4-(RE-1-RA T R)-E-1-
ko a-CBk-1-)-R-1-K . 4 (BHR--RTA)-R-1-4 4-(2-
WEARALEARAFTRA)E-1-Af 4- B R-1-XFH)-(-1-%. 4-
Q- AE)-(-1-K. 4-G-FKAL)-F-1-K., 4+-@-FHE%RE-1-
H)-K-1-K Ao 4ot R)-F R F 4-(bme R -F K, ZxrEaAdk
He o AR AR |

R FAEATERIFREFA, plmeme X, gREk. EEHK
. ek, Fdeakdh. RobEer k. RibskwhA. Ribawwm A, X
kg ik, kbR, wbeis Rk, Kok R oS K Bl X e R v
o gk owmbek R sk R Eep A XEHRERE. AEXRER
K. RAREIZROREGE—ALRER. wAEAT 2o 3K 4
dhow A, ik -3k 3-wbne k. Eyr A R R 2-K 3-Erd., kAR
AL 2 3-K 4Bk, FrEdk AR AT 1o 3-R 4R A
(v AR AR Ak A AT 3-F P AR 3K EH
A, Bk L E T 2-% 4-E K AT 4K E, =R
Hik A 1-. 2-K 5-(1,2,4-== %), wek XA 5wy i,

ke mg AR k. wiwpd, EakA, wbR R &k RF
LS SRS W1 WA WL W 8 RS R
HERRK., LERER RRGE—FAERR,; LEZRRE.

PHFEKIIITHANDAFTEAEEL, £, FEALRIER
SR, it bR ERFR,

RAFRAEEES A (ERBTHR), 1,3 K, 2,4-% 2,5
MR R 1,4kt k) REX IIIPHREEARARZLE B HREE.

20
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BEFAAEEL RS o (2R BT ) M B L fm R E
x, £, XIPHEGBALALERERGA, A3tk

BFRETRAHRABEFR, Hleb ABER, B 2, 3 X 45
RE, Kt 4-KEE, TAELKRE L ORI RKERE, KERE
A BF. ZAFTEARARERRK, REF-BEAXEKEFE, HlhohitEy
ES SN A S ST UL ESE Y

FIREETOL - I0NMKERTHEPFREL, A TAELAER
B AARE R A RAR, bt:iﬂﬂwi%%ﬁﬁmﬁi“?‘aﬁk%%fkk
Fak. FEEARIRFRL.

SR e Ay Bk A

RFEEFOLEIARSA, HEIAR2A2B 0. NXSHE
BFHOE3-10A, K& 5-8A KR TFHEFFTER, i, wAR%
ik, waAEE, whsEE, kwEk hEARDHRRL.

FRARBI A AT EERFEAXERFTR)ARBIE,

BRFEA-RBREALE AR FTERR I BT EAC A, X,
BRFEBLE T HEZL, Hldo, FEAIEE-(TE BEARTHR),
B AYREABRRAREw AR RFRAGER ERRK, HH K
AEEEAmBEBRRGFL AR BEEAE ARERRGFERER
1K B .

ARFEMREAREC AR TFTHRIXBAGLRFRAC . HRE,
Ed, xFRAALdEZL, Hlde, 2-. 3-FH 4T R FRER
(2-. 3-K 4wk ) - (T, AARTHE) ;&K 2-% KR FHREK
(2~ 3—Ep£)- (A, BAXTH); 2-. 3-R 4"SHEFTEX (2-.
3-HK 4Bk ) - (A, AEAXTR); R 2N 4EHAFTHEHR Q-
4ok R)- (TR, AEAXTHR).

FREAE-KEREEALE T, GFRE-RFTE)-(FEART
Xx).

BRFEMMBEE T, -BEE-(FEARTR).

BREAXFTHBRABRAANER. EBEXEKA TR, ¥, BEAL

21
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FRABTEBRE, ERFE-KEERBA. IKBKAEZRE Zot.
“HRBREARAZEAR - RERARA KB EAL. AR
KRB BB,

KB ERBEAB k= C— R RBE, QETERE 4ikcC. 4
B LEBEA R SRR,

FBA bk TEFTHRAXE 12 /A BRREALEX - RAGEPR
A, A BRAREA®A: KEakE. KREREE BE. & F=8F
AR 1I-X2-AFBA; AEH e AER,

KB REEER R THEC A RAKLEL, Fl, TABZR.

BB RATEAS AR BERA IREREEAEL, FEEE
ExmaEaAsik,

BEERATEA B RABRESERA LR AEL. 23 KA
A RAEEA.

AEXPABRBECSVGTHREALEBERGE, FFRETFEL
BEEFBRIEEL, W, 4. 4. H. RN, &3k =¥
ARk, —CEEE, P-FETR)-TEA-&E.

AR Lo AR, ANEBRPANSER LR, FHRR.
LABHBELTHFABELR, TR, AREHAG—FS.

AXRHADSFAFIDETEANEGERFIRE, HE
AEFEHEBAREGERHA.

AEXRAREHH VR E OB ATELIN ZH e ETHAHAR
ZaBB K LASHWHAERKI#HZ. EHZEHEB LS E
L XA %EFER A 0. IMpHS. 8B RRIE 4% H &k, L &4 EDTA(L. 33
mM). DTT (2.7 mM)#= Brij(0.03%).

R Z R TEITEHT:

(a) LR% &8 B:

B R AR A 3L AN 100 pL 69 20 pM /& B 5 ik f 6 4 5 H)
Bk, MG, MmN 50 pl # 6.4 oM Z-Arg-Arg-AMC R E LB % %
& #57%5%& (Peptides International). B4 /5, MAEZHREGILE M

22
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A 50uL 65 0.544 sM EHABLEZOEBAEZBET R THER, &
5] F 26 35 AR JE 10pM, B 75 M B3t 440nm T A A 380nM B & &
20 S HBHUERATAEFZSZEARALRA L. HivH £ (%) 2@t
WEZEES RWHAFNGERMNZGEREFE. LW BT
F b B & 5 AT AR E ICs 1A

(b) A& BB K:

ZERBRAEERTE 96 LABIBRLERAEAABLLZGE K it
7. ez ais K a4 R e 28 (0. 16nM) f &M K E (54 oM
Z-Phe-Arg-MCA -Peptide Institute Inc. Osaka,' Japan) ¥ 100 mM
BEBEAGE TR TRITME, Sk pHIAEN 7.0, &4 2 oM & =A
¥ AEBE. 20 mM =Ei% 80 #» 1 mM EDTA. L& G B K X A I H M
7 30 44, REdEmARB L. E3FdH 30 546, A
E-64 2mM) & B FAF 1k, 2 Rl A A F X 4K K 360 A 460 nm T &K
S MR bR A,

(c) A& aBsL:

FHUAMALREZTORE L AR THZEEWEITEN: & 500uL & 510
nM4822 % &8 L F 50 oM pH 5.0 ZE %% %% (€4 1mM EDTA. 3mM
DTT #= 150 mM NaCl) ¥ &35 & F e A 10ul &5 625 pM # R iE AR & (F
¥ mw=8000) & &, WHROGEREKTIZHR 30 54, F 4ulL ZER
HESAN 46 pl TR E FikF, £33 40 nMBBER.

HHATE LS, F 100 uL 5 20 pM IR A T ERE F R THER
Ao EE M T, KB MmA 50 pl 65 20 pM Z-Phe—Arg—AMC (Peptides
International) ¥ & &. %45, ¥ 50 ul F46) 40 nM EHAAR
Eam L TEReyabhEamENLY, FARLWHMKRE 10
uM. @33 ) 7 42 440nm F A A 380nM B A £ 20 54 B A AL T A
EEFHRARARTEEE, BRI E ) A BIKZERE RSW
HAGERRNZGERERE. KAYMEFITH TR W EIH A
B % ICsfH.

(d) AR EEG%S:

23
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¥ 100 pL &5 20 pM 38 A T BBk b 6 5k m ERE TR
$. KEMA 50 pl # 700 pM Z-Val-Val-Arg-AMC &% (Peptides
Intemational) E®&. REE, HF 50 ul 5. 20M EAA L LK A8 S
TEBEFRFHERMENLY, FELHHARE 10 pM. AR
% 4£ 440nm T A /A 380nM 8 X £ 20 0 BN RATFTEAFETH K
Kk TEEEN. B E G RAAITEZERE RS H NG ER
MEHEREFE. AP EHRTHNEAELBESMN AR ZE ICs
1.

HTAZPGLAYEAWH FRIABRELTOHAETNR, LE
A ERAFINERAFA TR ARG HAREOBRLENGAX
HMERXFE, SEEROETRAE IR FRIER. LREX.
AR FREBRELNGER URAHFLEZIRGERLRR
kmfEk, WEGBEARNBEB)FLECERRTREREG R
BHEFR. WERRR. MEHFEMGERR.

WREGR, BINAAREeBE K EIETREATARAENSA, B
W, XEAPEUESHTRATAARREAT AR FREMRE. B
ErpmEak., TAE REFRAHR. THELEL S, #i, WFE
FAGLEL S RRBRETER. AAVAHLEHETATETRIR
GAERFERIETEMR, CQEFXTEXFEREBREXTX, AR
LREEFQRABERERGCBRGLEIREIAXGNBRER.

AEPAENAMELERTFRGRAFTERER. DHRBHEIL(E
KDRBHBHERE L EBEER). B S LRERR, FRBR
Fafe BB FHRR (CIEBHEIER).

AKXAWGSY, RANZLASEGE K RFHHH RSP0 57
ERATRGREFEAFARBGTRERE W, V5B, LE2H. &
ZE. AGE. BEFIRAATERLABRSARELEINRGER
BN IE).

BEHBFEAFRR TN oA ET @A GKA kS
LBk ERA R AR,

24
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LR TERIIRA LTS TR, ARARLEAFTLIY, 4o
PR KA. BESEABTRAR, ABRAIEREYR LBEH
P EAB ARG RADIDBHN. AXAPELEDTUER, Hld
R A KERREFRATGXEKRIEA, FEEKALBAXIES
#E, KEORAAFLEFRIKRER, XRZTEARKEHNMN. K4
FERETHY 10°-10° BREE. RAMNERBRELEOFXAY
0.1-100 mg/kg.

AKX HERTERBEXRTXTARXTXAXTRA S
AR TR XY X RXABER X EMBER #7202 (R.E. Esser F,
KB F L E 1993, 20,1176).

AXRAUEHELTEXRTRTHARXTRAL AWMLY RT
B3R 5 S A A bk KAER R R M AR #4782 (Colombo F, £ K,
BHEXY X 1993 26, 875-886). AWM EZEAE TR AKX TRA
AR AL TR EH/FTRZ (0 Byrne F, (X EHRY 1995, 44,
S117-S118).

AXPBUESHELTFRENETHDIRXTERAEwRIFEX
AXELECEMPHGIHERNE, L, SHXKEBLETIHY,
I B F e S K F A6 B RIS

AEBAY G &7 R

(a) B TXVIgBEEARX I HH:

s N
RELE{X; NH-C—CONH C—CONH,

R R
X 2 5 Vi

EF R R R RFFREAALERSK IREHHEL; X
(b) X VII LI EX VIII R EFRTEDRITH SR
ELI R,

25
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FF Rife Rs B A S L AT Z L,

R

Ezl—-x NH-—C—~COOH
RZ

vill

EFR RFREAWEIAREZL; X

(d&&la%%A%5ﬂﬂf%ER{H)Q%&&ﬁéﬁﬁi
HFTHRE R A,

R3 R4

l |
H,N-C-CONH-C-C=N (1a)

| |

RZ HS

EF Re Ree ReF R EFA L EEZL; HtH, EEEFEP, X
EENE, EHRPEMTRETRAERAHERAAFLEESY S
TR RKEANESY,; Fo, WREZHE, FE—FURGKESDHE
WARKZ P H—Fed; Fo/X, REZGE, FHAGHLED
AR 3 R W TG R 8 AL R B R AR T — 3.

EENRPERTEACESYF T HAET, Bl il T LS
Pt & 4 AR 2,

BRI XE@), AVHahsEkEaX IOHRAHELRETERA TH
46 B B BL KB B 89 AR B o de 0 77 kAT, Hlde, E—FBALET,
XA EABRRIT. KAGIBTAA IMF FHEREPRRAETR
XK TERTHATLE, EEp A,

XK VIR TEAIEX X HREARBES L2 ZHEFHX
8 X VIII 8 B3t FT % & R B H &,

T‘ X

NHZ-CI;-CONHZ

Rs

AP RA R di PR 2 L.
AR IR RSB NG FERT, Fld, £X VIII &8 655

26
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LBHFABEPHRASX X SRABBREEAEEEN  — K TR+
Bk, A CEINTAETHITRE.

X VIII 9B 5 X IX HRARBEBKGBECEBLTESE S 4
N-QB-—FREARR)N-ZEBU-_EBRAETALAEARZE
Blim B ARG =k R 1-BX-T-E X} = f—Hmde N-FE D%
HBET#A

XIXHEEABRBRER AN AT, RFETEBARABRN &+
ETa#HEGH EHE.

TUARALERBREE,; Flde, LR FHE.

AERHONADTAHBEHAKF, XRELRXELEREEHH
L EES T8

AR AL AS YT R 3R R ae B SR K R AR,
25, ZABAAABRIBEMNPRKEABREALETRS. BRY
BTRASABRLERLREELASY. ZERLCELTHATRE
sty Al E5E TN B LEFREMKAER.

AZPEAREEAALS D THARR AL, HHNLHA
. Blde, BAMTATARBR: LR, AR, BREXARE, X
HMER, o (C-C)ERER, EXHERFTHEEAEARE LM
BA, #ldnl B, X RERG - TER, 38, HAR L
RBRELE, EABR, pEALR. LR, FXR. BLER
HER, AL, ARXLARBRALRR, RANKER, THR
K (g R) KARBBRAG (C-C)BRHR (THRRER)RFEAR.

it AEBE FTHREEFLRRE.

FTRINAHBENSODELEBIXNGWRGETLE, BALHE
E—Fibhe, AREARLOEER, REEREHBTATITN
RIEEH.

OHELLEERGEREODETALREGUHIAKFG, RAELE
AT &gy,

AEZRAOLE AL MAREER THL Ao RAMEH, &

27
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Ret, BELEFMBILLTOEALEAGHELD Y, REH4F
WP EaBEREF LA TAFARTOBERBERR, HHAXKX.
FRERE, ERERETAPFRYRGAEY, HEBAEDHTEL

ﬁﬁ&#ﬁ%ﬁﬁg%$i%%ﬁ%é&m%%,amk%%%E»

R E G ABRKAESHX.

FEK, ZHEWASHOLHH AR TABARATHALAL

o,

AXPALABRFERANADEATEFSFCLEERATHAX

EMASAGBREARXBRARSVARERGHIGHH ALY, Kk
OAEBRRSBATRISGEFNRBKEN: a) HEM, #ld, LB,

EwdE, EE. HEHEE. LAR. F4%EF/RHAR,; b) BHEA,

Blho, BG. BHE. KK, REEPBEER/ARTL_F,; sthHim

=, AT ) BAM, Hlie, HBREE. EHH. UK. XFK.

FEAG%E . BTEAAGEEAF/ARLHERERR; R EF X6,

ETmA d) BB, Hlie, BH. K. EFREIAALALRCERSE

M. Fo/RK e) BKA. EEF. FohkAAfkN. TEHASHKELE

HEBKRERREGR, BAKAIBHELRREFRAF. L

WA THRITFEALER/ROCLHH, wHEH. BREIH., HEMX

AH . BBREN. ATRAYSEEALEF/REF R, B, €1

RTDAALHECAZRANEGH R, HRASH LT R BB TR

BA . BERORFEHEFBLEALY 0. 1-7T5%. Kiksh 1-50%7E A&

N
é’ °

B A TEBASAEA S RRARORIS 6K,

ETHEELLHANOEAXTHAL RS W REAR, Kk
BARGETERGGAENAAS TALEZHAK. Hle, BAX
EAMPHR, LOSHTE, 04eH A ARE LA AESHK
heEE, REABARALGELERNRARNAZERERRTEE
HEAAHEE LA B LG EEREE, AAFZEEIRALEARE
W, LTUXATREELRH
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ERT AN A Bk Ao 225 05 B A e 4 KA R AN S 6g KRB & .
BE. AARBE, IHHAMNTOAREN. BEN. BEH. 24
7] e By B .

LA LW AnEGEARES LR RLALAY, Bk
CHTRAERERRE 7 —FBHFANEESEA.

L F—FHERERSESEAN, AXRHLESBTRAHLE,
FELCERRSLENRLHELY, AFBIHAXNRAHNLY
ZATHNEH, AFUARAGEHHN -REE. 258 ERLEY
Ml ERETELD (FASIDB)GFHE. KE. FERPAMEHY, &
Rk TLHEBX., T4 50-7T0kg 9 FAHHHT RS H k3, £
¥ 45 F] 25 0.4 4 5-500ng EHE RS .

AZREGTEERALBHLES LA RAERGHAELHIvE
MDD ERZT OB R EG% B K. L /RS PEFHELEY
BRI R R AT EGELEGREB. K. LA/XSKHMEER,
Pl A XK. BREMRE, ERBREXT XFF XY XG5 %,

BEmE, KRANFTRAFUHHRALIDENAREGRETYE
Hhk, BAROEQERTATORLDIDL G N BnEass
HEGREPGLEDY.

FEKH, RAVFRAEFALIBERAERBELAY L, &
AP RPpARXFLELXCERGTE, EPOEaERTEATHE
LM LM RXEARKLANEY.

THREAEFRATHARLRA, BFFEHRIEALXAGRE. BE
ABKE. REFARLY, HANAXHERETHIT, hEEY
15-100mmHg (=20-133 £ &) Ti#f7r. &%, FAARRAGEH R
RAAFES M EHIN, B EF bEHE (B4, MS. IR. NMR). Ff
RKAKRBHELAARFARE.

% 76 45
EZap 1 FH &KX X #7915 -4-35-C(0) -Leu—Gly (CN)

29
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A. Fmoc—Leu-Gly (CN)
I-(REAFEA-ZAPBE)-3-FA-THE]-FIX P& 9.H -%-9-%
8

¥ Fmoc-% &8 (0. 27mmo]) e A& T i 3 8 3 (32. 4nmol) X & F
Z WK P B K (300ml) F Ak 3 A dp. Am HOBt (32. 4mmol) #=
WSCD (32. 4mmol), R ER&MAE 4-25°C THFAFIR. ABEHNE,
HEDRLBRUBER, EREABPEREA. INLBEME KK,
RRABRETRER, RBEHN. 2RKREELE(RALETLR/ LR TLE
=1/1(v/v)), 433 =%, ¥ &% 90%, mp. 173-175°C, Rf=0.68 (&4 :
¥ B : LE=90:10:1).
B. H-Leu=Gly (CN)
2-RAE-4-FHRRBEATEA-BE

¥ Fmoc-Leu-Gly (CN) (18mmol) i& # T 20%9k "% 65 — ¥ J& ¥V Bt B
(B6ml) ¥. FRERLSHAETETHRIFOSH. ABLENE, #2KE
EAE(RALECK., ECR/LRLE=1/1F 10%F 86 45 ER),
RE W, BEH 93%.
8, Rf=0.73(EABE:K: B LE:R/=5:1:2:1).
C. w|9-5-#£—-C(0)-Leu—Gly (CN)

¥ 3k -5-& F & (1. 0eq. ) # H-Leu-Gly(CN) (1. 2eq.) EM T =
WEPEE Y, FA-% T A3, mA HOBt (1. 2eq. ) F= WSCD (1. 2eq. ),
KR ERESWAE 4-25°C THHEIR. EORBERSD T RANTE CE
B, AMERBREREH. INEBRFEKLELE ARBRETFRME
K., BIATRKEELEFIARFRE T, KEH T0%.
mp. 201-204°C, Rf=0.39(ETh:LER T E=1:2)
At 2 5-R I k- 0-FE[1-(AAFERAFEA)-3-FHTH]
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A i

EERT, ¥ 5-AA-Sf-2-FE[1-(RAFPA-RAPELE)-
3-F A -T A ]-% % (0.35mmol) X & T w & =k % (10nl) = F &
(10ml). ®&EZE ¥ MmA Na,S,0, ag*(Tmmol), KR B B4 & & ik
90 o4, BRIRLELSFEATY, ARKEZBIITHL KA 2%FE
W EAFER), 85 2%, KEH 33% mp. 190-194°C, Rf=0.60 (E
X LB LE=1:5). *A.S.Kende %, € w&HAKAA) ,25, 923-
926, (1984).
EHH 3N -LEAREFTEEXFEIE -Leu—Glv (CN)

B A FPAEFTERLE - LeuGly(CN) (AR AT £#4&4] 14)
(0. 33mmol) v Z &% (3. 3mmol) E M T — ¥ A ¥ Btk (10ml) F, JFAE®%
& A3, AmA HOBt (0. 4mmol) #= WSCD (0. 4mmol), ¥R B RAEHE
4-25°C THHAIR., ERBENE, BAYVALRLEZFR, FRE
AietE R EMA. INSBRPEKEE ARABRETEMRAKL. &4
BN, FE—FriE, SEKERE, FRALBALERLE
bitiE, BE 4, kEH 32% mp. 176-184.5°C, Rf=0.24 (45 :
WEE=9:1),

THEREHRHESE, FRAEIGRARELE, k1
ey XI5 TFTREASY.
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=2 X R Rx mp. (°C) RE(&#)
H
4 {‘/\Q 5270 | 0.24 (ETLE AcOEt=1:1)
N
H
/
5 EI“% 150-160 | 0.30 (E &% :AcOEt=1:2)
H
/
6 ©1N)__ 170-194 | 0.77 (E &% :AcOEt=1:2)
/
7 169-184.5 | 0.43 (E &% :AcOEt=1:1)
8 210-235.5 | 0.39 (:EE &% :AcOEt=1:1)
~
9 | 174.5- | 048 (ET 4% :AcOEt=1:2)
N 176.5
NO,
10 X 163-167 | 042 (JE T4 :AcOEt=1:1)
l o
N

32



98810768. 6 oW P ZE29/124T

% 5% 5 mp. (°C) RECZ 7 )

Rx
O
1 O‘O 234-242 | 0.43 ( Eegs AcOEt=1:1)
(@)
N
N
12 C[ /j\ 156- 0.31 ( iETd% =AcOEt=1:1)
N

158.5
13 . . 191.5- | 0.45( EZH :AcOEt=1:1)
199
14
H,NCH,; .
57-64 | 0.80 (EZ£ :AcOEt=1:2)
15 H,NCH, 031
@— (" &4 MeOH=T7:3)
16
o=
89-95 | 0.61( EZL :AcOEt=1:2)
NH,
17 @ 223-224 | 023 ( Ee# ~AcOEt=1:2)

18 143-144 | 0.70 ( sress AcOEt=1:2)

20 0.47 ( EZH <AcOEt=1:1)

19 l S 0.33 ( jEZ4: AcOEt=1:1)
| />—< >"
0-O-

21 <’:H;N\2H©_ 122-126 | 0.18 (CH,Cl;:MeOH=9:1)
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%34 5 Rx mp. (°C) REC& )
CH .
22 HO\ / \2 /CHZ 7&1 017
ch, N @\ (CH,Clp/MeOH/NH3=9:1)
o,
NN |
23 \=/ 248-250 | 0.35 (CH,Cly/MeOH=9:1)
/CHZ
&
24 o) 136-138 | 0.21 (CH,Cly/MeOH=95:5)
/CHz
25 7 b\ 225227 | 0.10 (CH,Cly/MeOH=9:1)
26 /qu o, 97-99 | 0.41 (CH,Cly/MeOH=9:1)
CH,0—CH, | @\
CH,
CH,
N//\N/
27 \—J 164-168 | 0.27 (CHpCly/MeOH=9:1)
28 ~ St 114-116 0.16
N
o U (CH,Clp/MeOH=95:5)
CH,
'
29 <70 | 0.16 (CHyClp/MeOH=9:1)
30 /qu o, 89-91 | 0.19 (CHpCly/MeOH=9:1)
CHO—CH, |
CH,
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54 31
ik -2-F i (1-[(RAE-—F - ‘?%) ~RATEA]-T A} B
A. Fmoc-1-RERIKFE

FRAFRFTEY 1-FKEKFE& (Tonol), Fmoc—-CI(7. Tmmol) o &
FACH (14mmol) F &4 144, K E A 18%. Rf=0. 17(ETH: L&A
LBE=1:2).
B. Boc—2-RFE T B BLiK

f-20°C F, ¥ 28%&.K (66mmol) i £ REBRE (RAFRF R
22mmol Boc—2-£. A T & #» 22mmol KR FERF TEHXR). KA E RS
W 4-25°C IR, EARENE, RAVALRUEFIR, ¥R
A FEBREAM. INSBRPERE, ARRETRER, AKX £
WRARKEESNL(EAELECK/ LR LUE=1/1 PETK/LRTE
=1/2), 33 =%, KkEH 31%.
mp. 168-177.5°C, Rf=0.41 (&4 : F#=9:1).
C. -&EATE&EEKERE

¥ Boc2-RAAF TERBREABT INZALAY - TRERT. HA
FabMmETRTHME 60 54. AERTRALE, FIGERLE,
B ERKEZERE, KEA 9% BEHRZH—FELATT —
T8 AR A,
Rf=0.28 (EHRBE K : LELE :£=5:1:2:1).
D. Fmoc-1-fE-Ko VR (I-FAFHE-1-FTATH) -8 K

¥ Fmoc-1-AERTHEFER (2. 2mnol) = 2-REATEREKERE
(2.9mmol) BB T —F A P&k 30ml) ¥, Ak-H4A¥F. kA
HOBt (2. 6mmol) F= WSCD (2. 6mmol), ¥R B BRAWAE 4-25°C HH L
R, BEEEFE, BEAVALBRLEFR., FREARPERRA
W, INEEAE KL, ARBETE, XA AFYARKEEZS
(AR ECKE/ LB GE=1/4 FETKR/LETE=1/6), 73 =9,
Zedk &, mp. 177.5-178.5°C, Rf=0.24 GET ¥t : LB LEE=1:5)
E. Fooc-1-RA-FOHETE (RA-—FA-FH) Bk
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£ 4°C T, ¥ EsHAB A (2. 6mnol) i E Fmoc-1-RAE-F TR FTE
(I-ZR A PEBE-1-FHE -2 2&)-58 k& (0. 86mmol) & — F 3 P 8 i
(10ml) &k ¥, HRAEREHE 4°C THH 2 10, MALRLEF
fof R ARNER, AWERLKEER, ARARETE, AX. A
WRREREZELNL (R ETR/ LR TE=3/1), RIFH, TEK
Rf=0.57(E Tk : LB LE=1:1).
F. I'8A-RIEFPREX -FEA-FR)-BK

¥ Fmoc-1-RA-FRTHE PR (RA-—FA-FX)-B A (2. lunol)
BT 20%% M —F A FEE (6. 3nl) ERF. WRERSHETS
THEF 6004, EARENE, AFVARKREELENL(RAETHK,
ETI/ LR LE=1/14 10%F B2 65 fA5 5 R&), 53| =%, k£ H 31%,
K.
Rf=0.84(EHBEE: K : LR LB : K=5:1:2:1)
G. Mle-2-WE (1-[fA-—FA-FR)-RAEFEE]-RTHA) -8Bk

¥ 2-v<k P B (0. 51lmmol) fr 1-REA-FKTHEFE (RA-—F -
¥E)-B A (0.6lomol) A T VA PEEE (16nl) F, AR BEF4
7. e HOBt (0. 61mmol) #= WSCD 2k & 3 (0. 61mmol), R EBAW
B A-2CHHEI R, EABEMNEG, BAVYRALRUEER, FRER
Riafgk B AA. INEBEPE KGR, RAARETR, AR AW
m&)&@wﬁ BAL(RRAETR/ LB LE=4/1 P ETKR/LERTE
=2/1), %3 =4, KFEH T1%
mp. 200-202°C, Rf=0.55(ET b : LB LEE=1:1)
5 76, 45) 32
R E-2-FEHEI-(RAFH)-RAFTEA]-2-FRA-THI] -8Bk
A 2-RTABEEENE-3-FA-KBFATR BB

F N-RTARA-FERRFKS Y (3g, 12.5mmol), HOBt
(3.71g, 27.5mmol, 2.2eq.)f KA T HEER H (1.27g, 13. Tmmol,
1.leq. )iE M T —F X Fa: & (36nl) ¥, AmA WSCD(2. 5ml, 13. 7mmol,

36



98810768. 6 o P ZE33/124m

l.leq.). EEBTHHF 1 IHE, A SBREAER, BEOUH
LEBRLUEFR, AREARREAARKER L, RAARETR, %
A, #HE Y, ZEKkE,
mp. 125-133.5°C, Rf=0.44 (&R :LE T E=1:1)
B. 2-RA-3-FRA-XBEEATFTE -

Fo-RTAEEKA-S-FE-RERAFTE-8K (2g, 7. 4mmol)
BT AN RAAY —-SeEa P (1onl). EERTZ2I 159045, %
HEMFE Y, TEhE AP RER—F LA TT—F %,
Rf (% & B:)=0. 33 (L BR L& : ¥ 85=10:1) |
C. 2-2-FERNI-(FRAFTEA-FAFTEI)-2-FA-TH]-BKE

F 2-A FEE A (255mg, 1.34mmol, 1.leq.)MmZE 2-RE-3-FH-
B EUR P A -8 3 B 3 (250mg, 1. 22mmol) F = Z B (0. 42ml,
3.04mmol, 2.5eq. ) — R FH Gnl)E % F. EERTLE28 1 MK E,
MmN 1NRE, BREZBSVACLERLEZIR, AIERMIERS
REREE, AEBRETE, AL ARKEELE (TLR/ LB TE
10/1-5/1, BRCERLE)FEH W, KEH 97%(381ng).
mp. 203.5-207°C, Rf=0.44(Tikx:TBR T E=1:1).
EP 33 ERAE-2-FE[(1I-(1-RA-3-FEA-TRARAFEL)-2-F
A-THE]-Bk
A, N-(F-2-%1)-F T R8T &

¥ L-FERBETEL&E (2 0g, 11.0mmol) # = Z & (3. 1ul,
22.0mmol, 2eq.)E BT R ¥i (40nl) ¥. KE &R AL KB P A 5Fm
A 2-E¥FEE (2. 1g, 11. Ommol, leq.). R EBRESHIIZEETE, 1
D ERAN INEBR., BROVWALRLUEFRR, AVERGPERE
MEkREE, REBRETR, AXFE W, KkEH 98%.
Rf=0.50 (T %% : L& LEE=2:1)
B. N-(E-2-BKX)-FERKEK

BN-(B-2-BE)-FE KB VE (3. 14g, 10. 5umol) £ F & (35m1)
Fo IN SRS KEE (16.8nl, 1.6eq. ) RSB THITHH. £ER
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T 3EE, BREMAE 40°C The#k 1 I, A INEBEMPEK, &
SR LBLEBER., AMERRRETR, AAB3 Y, 23K
Ry ZEFHIL).
Rf=0.32(T%: LB LE=1:2)
C. O)-1-fEA-3-FRA-THAELIHLE

¥ (S)-N-RTAEE-1-RAE-3-FX-T X8 (CAS 115654-59-
6) (3.7g, 17.4mmol) &M T AN RACA M) =%k & (20ml) F. £ F
=T 155}#5 ABEERN, REAHETLERT, IE:P.EM#& AZEFT
B, #3729, KEH 81%.
Rf(ﬁ%H%%O. 34 (Tht: LR TEE=1:1)
D. 22-FE[1I-(-REA-3-FE-THARAFTEIE)2-FHE-TH]-
Bh

¥ N-(E-2-8 %)% &£ &5 (250mg, 0. 87mmol). (S)-1-HE-3-
¥ A -T B (143mg, 0.96mmol, 1.leq.)#= HOBt(260mg, 1.93mmol,
2.2eq. ) E BT WA FELE (5nl) 7, A WSCD(0. 17ml, 0. 96mmol,
l.leq.). BFEBTHHE 1 IHE, MA %ERIALER, BEYA
LBLEFER, AMERAZBREAARFER L, RARARETER, %X
. #ITHKEERE(TR/CBRTE 2/1), BEEH, KEH
68% (£ @ 7 # Kt REW).
Rf=0. 43(Tt: LER LB =2:1)
FHp] 34 SR E2-FE[(1-(1-RA--FEA-TEARAFEA)-3-F
EA-THA]-Bk
A, N-(E-2-BA)-F&R

5H & N-(E-2-81) %—iﬁ&(kﬂik)é’]kﬁéiﬂs W5 &
BR Y B &AL o, HE K 98%.
RF=0. 34 (T4 : LE L Bs=1:1)
B. Z-2-FEHI-(0-fA3-FEA-TEAERAFEL)-3-FE-TH]-
Bt i

¥ N-(FE-2-%%)-% £ 8 (250mg, 0.88mmol). (S)-1-# H-3-
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3 -T K (143mg, 0.96mmol, 1.1leq.)#» HOBt (260mg, 1.93mmol,
2.2eq. ) AT =P A P 8E (5nl) F, AmA WSCD (0. 18ml, 0. 97mmol,
l.leq.). ZEBRTHRHIE 1 IWE, WA BB EKER, BROYA
LERLUBEER, AVERBRRAAPHERLE, ARBRETFR, %
R, MERKEELE (THR/ LB TE 2/1)F5 =, kE2H T9% (£
R AR R D

Rf=0. 44 (Th: LB LE=2:1)

LHp 35 E-2-F& (1-[1-fE-2-(QH-7%%-3-HX)-Z A E A P&
A]-3-FRA-TH) -8 -

5 %] 22 S EM, HEAAALESY. RASE-2-F8
[1-(1-FE-3-FA-THAEREPHRL)-3-FE-TEA]-BEHRGT
B N-(E-2-BRX)-F&EP -85 -2-(H-7%-3-F)-T 4 5
(CAS 169545-97-5) R fi, E#EK&EELE (TH/TBRTLE 1/1) (£
AR REW)E, F3FH, KEH 36%.

Rf=0.59 (T : LB T B=1:1)

%P 36 A-2-FR[1-(1-RA-1-FA-CARATEL)-3-FIHi-
THA Bk

A, N-BRTEEXA-1-§E-1-FE-THEAEK

>l\O/Cl)l\N><

H

CN

¥ Boc-2-& A F T 8 BB (4. 58g, 22.6mmol) # = Z & (Tnl,
50mmol, 2.2eq.) & # T THF(100ml) ¥, #£ O0C FhA =R L& &
(3. 5ml, 25mmol, 1.leq.). W R ERASHAEOCTHKE1 I8, KR
SR E, MAK., AWMERCBRUEER, Ak, AARH
T8, 2K, AFYWRAKEESL(RAETR/L B LE=20/1.
10/1. 5/14=1/1), &3 =%, KEH 74%.
Rf=0.45 ((ET %/ LB L EE=3/1)
B. 1I-RA-1-FE-ChKiand
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X

HClL. H,N” “CN

BN-RTAZEE-1-8E-1-F£-Z %5 (3.09g, 16. 8mmol) & B
F Bk &k (15ml) 7, £ 0C T AN B -—+%% (25ml). ¥ A
BiRAWAEOCTHRHE 1.5, REEZETHHR 1. ¥RE
Wk G, WMALER. fUAYOEREPALBRE, THR FE/F
W, KEH Y. HEWARZH—FHAUFTATT—FHB/BERE.
Rf=0. 66 (E&BEE/K/ LB LE/R=5/1/2/1)
C. X-2-FEB-0-HfA-1-FHA-CHEAFTEAE)-3-FHE-TH]-

Bt R
CO A,
e

o

¥ N-(K-2-RA)-F &% (279ng, 0.98mmol). 1-FIE-1-¥ K-
LR B 38 3 (137mg, 1. 14mmol, 1. 2eq.)#= HOBt (297mg, 2.20mmol,
2.2eq.)E BT = F A VA (5nl) F, £-10C T mA WSCD(0. 2ml,
1.09mmol, 1.leq.). #£-10C FTHH 1.5 1B, A SWERAALE
", RAVRALBRLUERXR., AMEREZKRE RARRATRE, %
k. Ak E4% (GESK/ LK LE=20/1. 10/1. 5/1. 3/1 F= 1/1)

2R M, KEH 8 THGBkRESD).
Rf=0.54 (ETh/ LR LE=1/1)
gFp 37 X-2-FH[(1-(1-fA4- X X-RERIEFEA)-3-Fi-
TH]-BR
A. Boc—2-# 3 -4-%k X - T 8 Btk Boc-Hph—CONH2

(0}
ﬂ\OJ\N NH,

H
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A£-10CTF, ¥ 28%& 7K (34mmol) /e £ ;%4 B 5F (¥ 16. SmmolBoc—
SEEAARBRF 17 Ommol ERFTRFTEEBFAFEHND) F. %
RERGSHETETHIE 4.5 5. %zm’%%}ﬁﬁﬁ, R raFe 5% B 844,
INBBAEAKRE, ARBRATER, A4, BAFY, ZekE £
FOREGHE—FHUATRENRE.

RE=0. 60 (A5 / F #8=10/1)
G, HE#®E 6HTEA BiCEM, HEELANLLSY

Sy

Rf=0.81 (ETht/ LB L &= 1/1)

%74 38

E2-FEB[1-(1I-FREA-FRX-ARAEAFTERE)-FFT A -8 K
A2-FEB[(I-FRAZRL)-FTHA] -8k

()
Ol ln
(0]
()]

¥ 1-2EA-FT R PR PEL&KNL (g, 5 2mmol) =K
(1. 44ml, 10.3mmol, 2eq.) &M T =R Fi (15m1) ¥, & 0T F A
2-EWELRA (1g, 5.2mmol, leq.). BRERAWAE 0-25C FHH 2
DB, AN INEER., REYACRUEBER, AWEREFERAA
BRRE, RERATE, ARAX Z2HKEEAE (EOR/LETE
=10/1, 5/1,3/1%= 1/1)f% 5 =%, KEH 93%.
Rf=0. 30 CET %t/ L8R LEE=3/1)
B. N-Q-ZFBA)-1-REA-HKTLHEFTR

(o]
OO
OH
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AE-2-FE[(Q-FEEL) R A]-BEERA, £ T N-(E
2-BER)-FERBEHFHRALSY, TEKRE, FHREH-F 4L
FTATT—V6@eRE.

Rf=0. 60 ( #.45/F B=10/1)

C. Z-2-FEHE[-(1-8XA4-F A - AREFHL) - k]-%k

CLO w3
nCN
(@)

B N--FF8LE)-1-RA-K T T & (67ng, 0. 22mmol). 1-4
E-3-X A FHEAR LT (ATng, 0.24mmol, 1.1leq.)#= HOAt (65mg,
0.48mmol, 2.2eq.)EM T WA FBK 2nl) ¥, £-10C TF A
WSCD (0. 044ml, 0. 24mmol, 1.leq.). f 0-25C FTHHFIRE, MmA
5% ER S ARER, BFRAOVWALBLUERXRR., ANERERRE, A
RBATER, AX. 28K &% 242 (845 /A 8=200/1 F 100/1) 5 5
i, KR A 63%.

Rf=0. 73 (45 /A &=9/1)
5 745 39
1LH-%%-5-FE&[1-(RAFA-RATFEA)-FTA]-BE

¥ 1-RE-FOLREFTERAATHA-8E (136ng, 0.50mmol). "%
~5- ¥ & (80mg, 0. 50mmol, 1. 0Oeq.)#= HOBt (74mg, 0. 55mmol, 1. leq.)
KT W R P EE Gul) ¥, MmA WSCD(.10ml, O0.55mmol,
l.leq.). EEBTHRHIE 20 IEE, MASEKRIAER, REIA
LERLEER, ANERABBRAALE ARARETR, AX. 248
e ELE(TR/LBRTE 2/1, RELRLE)RE %, KEA
20%.

Rf=0. 31 (Th/ L& TLE=3/1)
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LB 40 bR N-[1-(REAFE-FEFEHA) - T A4k -1-%
TR -X VB
A. Boc-1-RBEFTIHF R

BERERAFENR 1-3RTK ¥ & (140mmol), Boc,0(154mmol) =2k
B 44 (140mmol) T 200ml1 —=%ft#= 100ml K FHFAFALEW. Mp.
157-161°C; Rf=0.23 (=& F it/ ¥ 88=95:5)
B. Boc—1-RARTIFER (1- (%&f&‘f’ﬁz——ﬁ.%‘f’%%)—%)ﬁé

¥% Boc-1- &£ A X @ % ¥ B (40mmol) . HOBt (40mmol) #=
WSCD (42mmol) KB F PR PELE (7T5nl) ¥, FEFRTHPE 15 5
. % 2-R K T3 3 (40mmol) A = L ik (40mmol) & ¥ T DMF (25m1)
b MERRRAMY, FRERASWE 25°CHAT R, EEREE
FG, BAYRALBRTEFR, EFORAK, 1007488, &k, KR
S48, Kk, ARBETR, AKX BELAHEFTLRY, B
EEAFTFR(AE). 48 7.35g 59 &EH K, mp. 160-162°C,
Rf=0. 28 (LTI : LB LE=1:1).
C. 18 A-FREEFHRU-EATFA-RATHRL) -BkE &S

AEET, ¥ HCL 65 T8 (3-4N, 50ml) & & v £ Boc-1-RA-F

F-PEE (- (RAFA-RAFAL) -8 (33umol) & THF (50ml) &

BoP BEHAR., AABSHERERSHLEHIEO0-4°C, EHEK, AL
bk, FROELE(ET). Mp. 205-209°C; Rf=0.45(= & ¥i/
¥ E5=9:1).
D. N-[1-(RAFE-RAFTERA)-FTEA]-4- BT E-XFTBRE

¥ 4-29EX-X 9 & (2. 3umol) %s%t%:-%wé (Tml) ¥, 43
% 0-5°C. A &% B (Chlorenamine) (2. 3mmol), HEA4&HE 0-5C
THH 45 54, EKET A 1I-RE-3F 6%?&(1—(%9;&?9;&—a
AP ) -BhR & 3 (2. Smmol) & N-T A = JF & H -k (4. 6mmol) &9
—A PR (nl)Ek. ¥RoHE 0-5°C THHF 2 I, FEEERT
BEHEIAR. FARERASWA KT 4onl) H%, ARk, ARR
T8, kKA. BE4WEFTLERTY, ELEK BAEHARKE
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EHE(CRA AT/ FE=97:3). KECSLETHHHESH, KA.
KEepEFTLRY, BELBAK KFEEHK, mp. 194-196°C,
Rf=0. 38 (= K F 4%/ ¥ B:=95:5).

E. N-[I-(RAFE-FXFTERL)-FTHE]-4-Kk%-1-AFR-X 78
i

HON--(RAFTA-ZATERR)-HKTE]4-BFE-XFBuEk
(0. 34mmol) £ & -F THF 2ml1) ¥, MmA=k=-48 (0. 41mmol), HF A H B
SYEERTHRERFIR. ERALEENE, RAPWRLBRUEER. ¥
BUR A K R, MABRETR, RA. HERLHEFTIR T, Bl
B, MY RAAKEZELCERAZR TR/ TPE=9:1). kfaL%
FHegiss, RER. ¥R HEFTLRY, BLEAK KFa&hH
K, mp. 194-196°C, Rf=0.28(=H. Fi/¥FE=9:1).

TE X TR A0 E, RALEGRARREFF, K
TE 276X XL,
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&2

Rz mp. (°C) RfC M)
MS(M+1)

Rx
41 |
/R 026(Z 5 /EtOAc =3/
CH, CH . 7L tOAc = 3/1)
42 Q\J/cn,\ »
OO " 0.50 (T %% /EtOAc = 1/1)

5% 4] 5

AN
N
43 oHo—CH, | Q H 126-128 | 0.19 (CH,Cly/MeOH=9:1)
3
CH, '
~
44 Nel H 162-165 | 0.27 (CHClp/MeOH=9:1)
CQ"’ PN
N
45 CHO=CH, 1 ©/ H 147-149 | 0.24 (CH,Clp/MeOH=9:1)
3
46 \CI:H2
N 0.26 (L5 /EtOAc =3/1)
47 Qj/mi\
|
* N 0.50 (T A J/EtOAc=1/1)
48
H 031 (&5 JEtOAc = 3/1)
|
N
49 \<I:H2
_CH
O CH, CH,
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QL -
\ (13
N 0.42 ( EZH /EtOAc =2/1)
51 %
/ @\ ‘ 0.42 ( EZH /EtOAc =2/1)
CH,
52
Qj\ " 0.42 ( EZH [EtOAc =2/1)
N A
/
CH,
IS
N\ N\©\ H 0.69 (EtOAc)
54
%\ “ 0.69 (EtOAC)
(@]
55 CH,
|
_CH : . _
\ o e, 0.58 ( EZ4 /EtOAc =
N 1/1)
56 ©
C H " 0.47 (EtOAc)
CH,
57
H 0.72 (EtOAc)
58

Sl

(@]
I
%

0.73 (EtOAc)
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59 F
] ‘ 0.66(EtOAc)
60 CH/O
3 ] ‘ 0.66 (EtOAc)
61
CH,, -0 “ © 0.67 (EtOAc)
7
CH, Cn,
62 o 024(® X / /B 713)
O ©\cr/g \CH,— _
N , 436
cH,
* ©[\>_
o]
o | 1199201 446
o CH’@
1
64
\ “
N 184-185 459
\
CH,
65 - | 0.14(CH,CL/MeOH 10/0.2)
“ 445
66 054 ( & & &
JEtOAC 1/1)
67
154-155 . 522
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Frpl 68 &R N-{1-[(RE-—FEA-FR)-KRAFEA]-3-FE-T
)4k -1-APE-X TR
A -[(REA-ZFEA-FR)-BAFTHA]-3-FRA-TRAI-EAFR
BT B |

¥ Boc-Leu—OH (62mmol). HOBt (62mmol) #» WSCD (62mmol) & & T
ZWAPEE (150ml) F, EEETHEBE 1554, H2-2E-2-FH-
% B 35 8 3 (62mmol) A= = LBk (62mmol) &% T DMF (25ml) ¥, 3%
EmZREBREHT, BRERESWE 25°C THRIFT A, AR BEEN
G, REVRA LB LEZER, FFORAK, 100748, HK. EBREA
WA KR, MARBRETR, AX. KEABWEFTCERY, B
Bl fFFBR(AT). (4% 14.78z & & H KX, mp. 182-184°C,
Rf=0. 39 (=R W/ F B =9:1).
B. (I-[(RA--—FRER-FR)-KAFHAE]--FEA-THEI-REAFHR
BT B

F-[RE=—FE-FR)-RAFBRA]-3-FEA-TE}-RETF
B B T B (47mmol) 7 % T THF (150m1) F, 437 £-10°C. £-10C F e
A Z R G BB (56mmol) #» = Z & (94mmol), £ 2 B HF T eI RS
HEEWARE 0C. AARAEBERNE, BV ALRBRLEFR., FR
RAKGEE, ARBRETR, RA. BB EFTLR/ AR T, EE
BRI T8 (A%E). /3% 9.93g & &#H K, mp. 166-168°C, Rf=0. 55 (JE
O LB LE=1:1).
C. 2-RAA-FH- K8 FA-—FH-FE)-BkK

F-[EA-—FE-FR)-BAFTERE]--FEA-TAI-RET
R T B (19mmol) AT LB LE T, LR TLE T4 A HC1(3-4N, £
K), BRADAETETHRYIR. ERBEENE, BEFDRAREKER
s (R AR TR/ TH=9:1). KEOLLSUZHOEBE, KA. K7
2.3g X &, RF=0.36 (&K Fi/F8=9:1).
D. N-{1-[(RA-—FA-FR)-RAFHA]-3-FA-TH} 429
I P BB
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¥ 4- P X ¥ (4. lomol) . HOBt (4. lmmol) #= WSCD 2 & 3
(4. Immo1) M T WA FE A (Tnl) ¥, HH 1004, B o-8Hh -4
FR-RE(RAZFE-FRA)-BE (4. lomol) A DMF (3ml1) ¥, ¥ &
EREHEZRTHHIR., ERALENE, B4V RLBLES
B, FREAK, 1007HEK., £K, BREAFEKRLL, ARARBRE
TR, X AR HEF T8y, ELBAFFR(ASR). #££8
B &R K, mp. 185-187°C, Rf=0.43(ETIK: T8 TE=1:1).
E. N-{1-[(REA-—FEA-FE)-BAFHL]-3-FA-THE)} 4ok
“1-A P E-X PR E

* N—{l—[(?&2';5—-—WE;E—‘T');E)—ﬁ%ﬂf’ﬁt%l—:s—‘?%ﬂ"g}—zz—
PR -K VBB (0. 18mmol) 35 B T THF (Iml) ¥, Am A =k vk — 4
(0.41mmol), ¥R EREGHEZRTHIFIR. EXALENE, &e
VRLBRUEFR, XREAKKE, RARBRETHR, AKX, %85-—
ik, RF=0.44 (& ¥/ FE=9:1).

TR EAG 68 EEE, RAZEYRAMEN, B T4E S

P 89 X XTI A6 64,
H O
N\:/“\NXCEN

Rx
TI/ : H
X1
. Rx K % | mp. (°C) RECaz A1)
| (%)
& &B)
\2 /L
N
69 CH0—CH, éH3©\ 58 | 135-137 | 0.29 (CH,Cly/MeOH=9:1)
—~ CH,
y ‘
70 N ©\ 51 | 160-162 | 0.16 (CH,Clp/MeOH=9:1)
CH, ‘
71 :N/C”\z 44 | 186-188 | 0.23 (CHoCly/MeOH=9:1)
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L T2N-[1-(RAFA-SFX FEA)-3-FH-TH]-4-Q-%BRK
-1-A - EBRE) KXV 8E
A 4-C-RTLABKIK)-FFE

¥ 4-30 KK F & (65mmol) Fo 1-32-2-F -~ (Tlmmol) X T &
Bl (120m1) F, AR K EEAF (Tlonol). K RAWH AR E 40°C H K
7M., ARBENE BAWRLRULEER. FRRAKRKE,
REBRATR, RX. $RFHAFTLRY, ELBEAKFTRG
%), ¥ 7.8g @ &H A, mp. 142-144°C, Rf=0.37(=&K ¥/ F &
=9/1).
B. 4-(2-R AL K)-X PEEHE -Leu-Gly (CN)

¥ 4-Q-RTEBIRA)-X ¥ 8 (18. 5mmol). HOBt (18. 5mmol) #=
WSCD 2k 8 3 (19. 4mmol) A BT = F A ¥ 8k (50ml) ¥, FFHHF 16 &
4. M H-Leu—Gly ((CN) (18. 5mmol), ¥R ERAHEZER T AL
B, BABEEMNEG, BAVWA LR LEFER, FRGERAK. 1098585,
BK. BERARKPEKRESE, RRRETR. ERBENE, A5Y
R & E %t CRA TR/ F8=95:5). KR ek HmelEs,
AE., (W ESToRy, BEBA, FROAER). RF 3,158 &K
&% K. mp. 108-110°C, Rf=0.33(E Tk : TR TE=1:1).
C. N-[1-(RAPA-REAFEEA)-3-FA-THA]-4-Q-wbBI-1-3-
LIEBRIRE) - K F B

¥ 4--RTERFAL)-EFHE-Leu-Gly (CN) (1. 36mmol) & #
F DMF (2ml) ¥, MAw% (3mmol). ¥R B RESHEZRTHH 8
B, RE AL SR, BASOT THESR. ERHEN
B, BAVWRALRTUEFR, XREAKEE, ARBRETR, XX
HEYRATRAKESGELE, AR TR/ FE=03:T#%E, 53 7%,
WFH 24%, RE=0.12(=RK F 1/ F 5 =95:5).
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Fp 73 SR N-[1-(FAFRA-RAEFEA)-3-FRA-TH]-4-C%
Bhe-1- K- ABBL) KPR
A. 4-Q-RLEBBIE)-ATH

¥ 4- (2-RTEBRE) - X PR (18. 4mmol) £F T =K F 5 (60ml)
F A4 £-10°C. 318 &L X F & (38. 6mmol) #Am £ = F T4 (60ml)
¥, FRASWA-10°C THI S I, REHA AP (100ml) #HE, /m
A YRR ARBRAKER, FREVEARF. KROWFER, AKEE,
AHRBATIER AL REVRLRUEEL S, REEAFTERAER).
#4%2.19g &/ K, np. 142-144°C, Rf=0. 37 (=R Fi/ F#=9:1).
B. 4-Q-RCHEA#HBAE)-X FEHELeu—Gly (CN)

¥ 4-2-RCHE#BIK)-X F % (8. 8nmol) . HOBt (8. 8mmol) #»
WSCD 3% & # (8. 8mmol) BT WA FEE (25nl) ¥, HH 15 44F.
MmN H-Leu—Gly (CN) (18. 5mmol), ¥ R A REHEEZRTHHAIR. £
RBENE, ZAWACLRUEER, FBGRAK, 10%4788K. #HK,
BBRAAFRLKREE, ARRETR. AABENE AW RBKREE
A (KRB R Fh/F8=95:5). KEOSLFHWGMES, KK ¥F*
WEFTOR, EEBAAFFR(AT). KR 0.3z a&H X,
Rf=0. 25 (=& Tt/ ¥ 85=95:5).
C. N-[1I-(REFE-RILPEE)-3-FH-TH]-4-C-sBIe-1-4-
LESBIE) - KPRk

B a4--[AZBRE)-FFEAE-Leu-Gly (CN) (0. 4mmol) M T
g (Inl) F. BRERSHATR TR 1.5 0. AXRENE,
BAWRCBRURFR, XREAREE, RARETR, £ AFY
#ITRRAEEELE, AR TR/ FE=95:5 kM, /3758, KEH
43%, Rf=0.30 (=& Fh/FH=95:5).
LB T4 AR N-[1-(1-RE-3-FE-THEERAFEE)-3-FE-T
A4,k 1-AFR-XFPBE
A. Boc—-Leu—-Leu—NH2
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¥ Boc-Leu—Leu—OH (Bachem, 43. 6mmol) 3% ## T THF (250ml) ¥, Av
A N-F 3Gk (43. 6mmol). HRAH A4 £-20°C, HARAZRKFTEK
FTH (43.6mmol). HRAMEH 10 24, K&, £-20CmA 25%
R HKE R (52. 3mmol). A£-20°C £-10°C F, H¥RE&HEH 3 5
ﬁﬁiﬁmﬁ,ﬁ%%mc&aﬁiﬁuiﬁ&m#%é,m&&%
T, RA. ¥RFHEFTLaEY, BEAKRFTRER). KF
14.2¢g @ &8 K, mp. 155-156°C, Rf=0.5(=RK F /¥ E=9:1).
B. Boc—Leu-Leu(CN)

J% Boc-Leu-Leu-NH2 (41mmol) & ¥ F THF (200ml) ¥, #-5°C TF Jm
A Z B (83mmol) F» = & L B BF (41mmol). £-5°C T, ¥ RESWBH
o B, EERBENE, BRAYWRALBRUEFR, EREAKGE, A
BB TR, AKX, RFHEH, RF=0.59(ETK : LB LE=2:1), &
it —F AT THRAY (FEO). |
C. H-Leu-Leu (CN)

¥ Boc-Leu-Leu(CN) (41mmol) & @ T THF(50ml) ¥, EZERT M
ASALE# LR (50ml, 3-4N, RAK)E®R. BREDWEHIR, A%
hEAE, BWEAWERT P EARWY FEEZ (40nl, 3-4N, £K),
EEEK, WERALX, RAWRFTHAKERZRELCRA—ATR/F
B2=95:5), KE AL EZWHIBS, KA. KF 5.07g FEHRY,
Rf=0.43 (=R F b/ FE=9:1).
D. 42 FREA X P8I Leu-Leu(CN)

¥ 4-38 9 3 E 98 (6. 67Tumol) . HOBt (6. 67mmol) F= WSCD 3 B 3%
(7. Ommol) & & F — F A VB k& (15ml) ¥, ¥ 15 4. WA H-
Leu-Leu (CN) (6.67mmol), ¥R ERAMEERTHIF 2.5 1. £
ELENE, BAYACLRTEEXR, FRERAK, 10%rHER. &
K. BBEAAFEKEE, RAARETHR. ARLEMNE, BRFYA
BRI EEEL (RA R FR/TPE=97:3). KELLETHHEL
EK. FR 1. T4g F EHKY, RF=0.59 (=K F bt/ F 85=95:5).
E. N-[1-(Q-RAE-3-FR-THEARIAFTRHA)-3-FHR-THE]-4-kek-
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1A PR -F PR

¥ 4- 2P EEFEA Leu-Leu(CN) (1. 23mm01);‘5%% THF (5m1)
A4 (1. 48mm0l), FRERSHEERTHRIFIR. £&
HEMNE, RAYR LB UEER., FRERAKGE, ARRETR,
EE., AEYRRKEZHAL(RA KT/ TFE=95:5). KEaL
SEMEa, AA. B HEFTLRY, BHAKFTRESR).
$289&H K, mp. 100-103°C, Rf=0.36 (=& FI/FE=9:1).

F 5 L) T4 TR AE, mlﬂ:&ﬂé’]}?ﬁﬁb%ﬁ R BTk 4
reeg X XIV a4,

2 _CH
CH ™% wy
CH,
5% 7 4 5 Rx ) ¥ £ | mp. (°C) RE(GE A )
(%)
& %&B)
AR\
N
75 CH,O—CH, - éH:,@\ 45 - 0.17 (CH,Clp/MeOH=95:5)
,CHZ
-
76 N 51 - 0.23 (CHpClp/MeOH=9:1)
CH, x HCl
o,
@)
77 64 - 0.31 (CH,Clp/MeOH=9:1)

LB 78 [1-Q-FEA-1-FA-CEEETHIL)3-FEA-THAI-&
EVB¥E

A FAA-2-Q-FABEARA - FA-KBAEL)-H#
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) 0.975g H-Ser (0Bz1)-OH #£ 5ml —RFRF &R %k F A
1.52n] = PR RARAR. EERTZ 1045445, A 0.98nl N, N-
ZHARALEER LSl TARTRR - ARAR T K. KAE
BRAVDETRTHHIE 21, ALBRLEALE. LELERBFEL
BKERGE—R, BRRAKGBE—K, RERBRBRATFR, BREEHN,
BELWRA LB ITE L.

'H-NMR (CDCl;, ppm): 7.30 (m, 10H), 6.83 (d,1H), 5.32 (d,1H), 5.10 (s, 2H), 4.71 (m,1H), 4.50
(s,2H), 4.28 (m, 1H), 3.92 (m,1H), 3.67 (m,1H), 1.46 -1.79 (m, 3H), 0.92 (d, 6H).

B. [1-Q-F&a&E-1-fA98A-ZARATHA)-3-FE-THA]-£&
A B F e
A£-15°C F, & 0.980g 3-FaKX-2-QC-FAEEARE 4 FH-
REERA) AEE A 0.25m]1 N-FEAGHRT 12n] WAL HHER T HE M
0.3ml AR FTEFTHE. BFRERSHAE-15C THIF 10 54, KB
£ 554N Anl &K (25%). R EBASWMBER 15 54, AL&
LEsHE. CRUB AR I EEREE—K, BRAKEE—K, &
ERRBRATR, BREEMN, BE4ADA LB,
'H-NMR (CDCls, ppm): 7.38 (m, 10H), 6.87 (d, 1H), 6.60 (m (br.), 1H), 5.41 (m (br.), 1H), 5.12
(d, 1H), 5.08 (s, 2H), 4.50 (d, 2H), 4.20 - 3.92 (m, 2H), 3.50 (m, 1H), 1.70 - 1.41 (m, 3H), 0.90 (d,
6H).

C. [I-C-FREI-FRA-TZHERAFTHRL)--FE-TEAI-BETER
F B

A-5°CTF, ¥ 0.3ml =R LEEHEME 0.9g [1-QQ-F&A&KL 1-8
RYBREA-CEARAPEBRRA)--FRA-TEAI-RATFTEYXEF 0.6nl =
LEA 15nl WEAKHGERTY. KRB RESHE-SCHIF 3 I, K
BAZRTHIE 1208, RE, BRERESHEALKRT, KEALR
LEER=ZK. &FAMNERKEE—K, FRAEREER K, R
ERRBRATR, BRLEN, RV ALLE/TR#EITLEa. M. :
126-127°C.

AL L] T8 654bo- M5 XA & T & 5 Fraeg X XV L840,
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£ 5
Rz
Heo® T
o N L en
CH, I H o
CH, CH,
\?g XV
CH,
|52 3 41 5 Rz mp. (°C)
MS (M+1)
79 Ct 0 @ 100-101°
T eh
o)
80 N 157-158°
CH,
81 o) @ 157-158°
AN
Y
o}
82 159-161°
_CH,
83 —~CH, @ 106-107°
CH,
0
o
84 126-127°
ch
2 424
85 o 144-146
CH,
438
\CHZ
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5 #.| 86
2-[2-(4-F-FRAEH)-ZHA R4 PR -RBRAFTL B

¥ (4-R-KAELKE)-TE (0. 5g) #o H-Leu—G1ly (CN) 2 & % (0. 55g)
BT -9k 9B (4nl) F. A HOBt(0.44g). WSCD 3 & #
(0.54g). =Z%» .37nl), ¥R E RSP 18 e, EERBERN
G, BeVWR CRUEBER, FREA 106788, K. RBELHAH
FdRkikdk, RRRETRER, AR AFHELRFTRL, BHEEK
FFHRER), FHAEEHK, mp. 131-134°C.

FH LR EHEA 8 AR, RALENERAFES, (/P
Tk 66X XVI L&

2 6
"o on
CH2 N \ 2
7NN )LN/ C=N
ooy
XV CH?CH,CH3
i
CH,
Examg R* mp. (°C) RE (2 #)
87 Cl: : kR 0.32
c ﬂ/ (CH2CR2/MeOH=
95:5)
88 O\ 110-115
cl N~
H
o] 2 )
89 . H/, @ K 0.30
N (CH2CI12/MeOH=
95:5)
90 CH, 130-133
158
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%54 5 R* mp. (°C) RE( %M )
91 O X & W 0.42
N~ (CH2CI2/MeOH=
95:5)
92 131-133
N/
H
93 ClD\ 108-110
Cl o~
94 C\CL 8% 0.43
o~ (CH2CI2/MeOH=
95:5)
95 /@ 77-79
Cl o~
O .
96 o @ 0il
O/
97 CHy B g % 0.53
©o/ ' (CH2CI2/MeOH=
95:5)
98 # 3% 0.47
g (CH2C12/MeOH=
95:5)
99 O 143-146
&
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%R 5 R* mp. (°C) RECEM )
100 119-121
L
101 B # B8 K 0.26
NF o (CH2C12/MeOH=
95:5)
102 146-149
C

58



B 5E55/1241

W

98810768. 6

*HO  ®HD *HO  HD
: Ho” Ho”
(I/g=ov0¥d/ % 2)¥v0 y H .,
HO_ HO_ bOT
nIu_u
. NIO nIO
(/1 = oVOId/ %) 'vb0 | LOT-SE0T H No” \8
| €01
SaE
I+ S/ [ ) rg (Do) "dw 7y £ xg |
AY
H = O
= vy HO [l
N=0 ~ \Z/ / / D
HO O ’ /xm
HAX | | I\
zg © H
L ¥

WS IIAX WLy LY ar Y U W WS WETUY FEURYINLFTES

59



B %E56/12470

|

W

98810768. 6

€ €
IO/ \w_ O N
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N\
(1/1 =oV0¥/ %2 1) 9%0 HO , 7 s
C,
HO( £ or1
m—n*o
(1/1 =ovVO¥d/ % 7r) 820 " » N
= S11
Tl
(ov0d) 850 " . a7
4 P11
N
(VO S0 H . =
2HO €11
(1/1 = oVOI/ | Tr) LTO \ ” H _,Q
= ZI1
AOV;
(1/1 =oVOXd/ %27 ) L1-0 , " g
[/ ®HOD 1
0O
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KA&H] 1-153 G- HBFAHE R E QS K g iFnve i, £
HWHABLLEOB KN ICoABFAL 100 24 InMKXF D, Hled
0. 5nM.

BEAREEGLEY, Pl bE La4FHEGLS DI AR
EOB K6 ICoE@BF DT 1 £4 100nm, #lde, £ Lk THdRE&
B, WHALEOBRKY ICANENF A EE OB LAALEYES
8 ICso 1 £ 7> 10 £4 1000 4.

AEXRGALEOR K AFBRALAWHANER TRE R L FTFR#
REGFRENE Blhe, VEH. 20, 4425, 43465, 924
JIRGXNEAEEABFEL XL FTINRATRAERE).

ARAETHRAFRAEEHEA L L ERAMEGTE, 84
T48 9F 10 FHX XVII i,

ES N
ooy
Rx_ /N\ L XV
/ N /N
IcH ¥ CSN
Ry
% 764 5 R« ' Ry R, mp.(°C) | MS (M+1)
Rf
(&)
154 H
% $H@ 169-170 | 574 (M-1)
155 z H 0.80(n-
© (_;H2 oH (}E'J}f‘f. /Et
CH__ h ({:H' : OAC=1/1)
@ CH,
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5 & 4 5 Rx Ry R, mp.(°C) | MS (M+1)
Rf
(2= #)
156 oY : H 0.63(n-
K/N\ CH, CH (E!}e{-‘ /Et
\CliH 3 OAC=1/2)
CH,
157 : H 0.53(n-
CHy o (T ¥ /EL
@ LOH_ o OAC=1/1)
CH, CH,
158 : H 0.38(n-
©\ CH, o (T /Et |
Ted OAC=1/1)
CH,
159 Ch, @ H
@ T CH, 422.2
N° N |
! 7,
160 F H H
L@ 365.1
CH,
\
: H
CHax(” NH 353
S
162 N z H 315.1
X CH; : 314.9
7 CH, 304.1
165 s cH, = H
@/ \/c\/ 259.1
CH, CH,
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% 3.4 5 Rx Ry R: mp.(°C) | MS (M+1)
Rf
(&)
166 = H
< > CH, R
ol 288.1
CH, CH,
167 Cl CH, ::: H
@\ o 322
/ \
CHa CHJ
168 -0 cH, z H
@ i 318.1
/ \
CH, CH,
169 @\/CH CH, H
\ / o=
N j 378.5
C{iz
170 ©\ D H
— 313.9
0{12
171 : - S H
= 327.9
CH, C{iz
172 /@/ D H
= 349.9
Cl C{-Iz
173 /©/ D H
— 383.7
cl CH,
Cl \
174 D H
= 349.8
CH,
Cl \
175 S H
— 343.9
O—CH, Ct\’iz

70




98810768. 6

wooW A SR67/1245T
5 3 B & R, Ry R. mp.(°C) | MS g\g 1)
(&)
176 @\ D H
cH, )8 »
\2
177 " S
@ \_/
h 341.9
C\H2
178 N .
N_~ ® —
179 s S |
- Q -
CH2
\
R —
332
CH2
\
181 ol g
SN \Q N
182 Cl g
cx: 3\ " -
-0 - :j
183 CH, \@\ ;
CH, -
184 - : [ ] H
) 347.9
185 co ? L ] H
o CHD s
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W o P ZE68/124m
% 7 4 5 Ry Ry R; mp.(°C) MS (M+1)
~ Rf
(&E#H)
s CHZ\O 320
S CHz 370
188 CH, g
©\ CHZ\O 328
189 @ H
CH, 313.8
190 CH, H
o \ éH 332
O
LN CH, 322.9
192 CH, z H
@\ CH, 381.8
193 3 = H
@ CH, 332
194 NO, z H
@\ CH, 358.8
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oW fE69/1241C
X% 5 Ry Ry R, mp.(°C) MS (M+1)
Rf
I :l (EM)
195 ’ C'O ? :
) CHZ\O 357.9
196 I“ -
C CH{T:::] 338.8
197 //’C// -
ﬁé‘ CWE] 275.9
CH,
198 -~ 3
| CH{I::j 397.9
- IS :
w0 F‘)\ z
| CHZ[: ] 316.9
CHQ
201 on, -
CHZE ] 392
CH3
202 p -
N\‘l cH, -
CH,
203 - ::j
7\ :
[;}kf\ CH{I::] 330
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oW B #70/124%
':i: %‘ g’j _g,). Rx RY Rz mp'(oc) MS (M+1)
Rf
(EH)
204 m g A
gi he
205 - ? ~
CHz\O 358
206 ? -
207 —on, ? ~
A e
208 - g —
) e
209 oH, ? ~
o\©\ CHZ\O 370
210 CH, g
SN "
211 . ?
- "0 s
212 Iblll :
C T 325
i
CH,

74



98810768. 6 WO P ETI/124T

534 5 Ry Ry R. mp.(°C) MS (M+1)
Rf
(HEH) -
213 e : A
@\ 2 cn, 318
CH
CH,
214 ¢ :
ari\ s A
2 .CH, 368
cH
CH,
215 C‘\©/ é A
CHy e, 307.9
CH
CH,

*A AFAK, B Rz ARTHE, FEREAMEGRRTFHARIRAE
AR,

A 8HNEMABAFALLEOR SHAERERHAN, RARE
B8 S 85 ICo A8 F A4 100 £45 10nM,
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% 9
5% A% 4 5 Ry Ry R: | mp.(°C) | MS (Ms+1)
216 _ c H
¢H @ 184-185 ' 432
O |
217 _ CH, H
cH @ 181-182 412
CH, ‘
l
218 _ H
g o, 188-189 448
219 CH, _ CH, H
VAT
CH, @ 168-169 364
CH,
l
220 P CH, A
CH @ 208-209 438
CH,
|
221 ’N| CH, H
S Sew” @ 146-148 413
®
[
222 CH, H
7
©CH @ 194-195 483
®
|
223 T:\>\ CH, H
YA @ 186-187 418
s | 7
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% 5 Rx Ry R; | mp.(°C) | MS (M+1)
224 ()S\ CH, H
PN en @ 176-177 418
®
[
225 cl CH,§ H
ajg/ @ 174-175 391
CH,
l
226 3 CH, H
N
~C Jz‘) 390
g o,
227 lf CH, H
~N
eC @ 180-181 440
|
208 0 CH, H
s @ 352
i
209 CH, H
7~
©CH @ 139-140 562
® o,
230 @ CH, C‘?Ha
7~
CH @ CH 180-181 440
2
©
[
231 oH, o,
@/ @ %}r“’ 151-153 485
o, WiSo

(i
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5% 4 5 Ry Ry R: | mp.(°C) | MS (M+1)
232 ?Hs H
I E:NH 112-114 407
N\ =
i
~C.
CHy ch,
CH,
233 ?Ha H
N )
24.3
V) _
C A
CHy T™cH,
CH,
234 ¢ H
@\ \ 399.4
S
235 ?Ha CH, H
hh ) @ 382
NQ eH,
~C.
CHy ch,
3
236 CH,§ H
M %S 468.0
" CH,
\
/C\
CH; | CH,
CH,
237 CH, H
I ) é 394.2
NS
,-C\
CHy | CH,
CH,
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5% 5% 4] 5 Ry Ry R: | mp.(°C) | MS (M+1)
238 CH, | H
CH
N \ g 444 .3
NS
cH O~
3 | CH,
CH,
239 o CH, | H
\ CH, 444.2
CHG\ N O
/A
ch, CH, @
240 o z H
©/ CH, : :CI 411.9
Cl
241 oH @_ E H
’ CH2©:CI 390.1
Cl
= H
242 o =
CH, cl 445.9
: 56
Cl
243 CH;-O : H
CH, :o| 406.0
Cl
244 | E H
CH, ol 4561.9
Fu .
F/cl; @:
F Cl
245 Q = H
CH, c 4437
Fu
¢ |96
7l c
F
246 e H H
/@\ CH, - :Cl 4117
F Cl
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x5 Ry Ry R; mp.(°C) MS (M+1)
247 ?Ha ::: :
/N \ CH, o .
3 QX
cl
..—C\
s [ ch,
CH,
248 ?
éHz ) 511.9
?Hz cl
N @<
N \
/C
CH, I\CH3
CH,
249 . -
b ) 4455
cl
250 ?Ha

/N \ 429.4

N S

’C\

cHy Pop, &
CH,
251 q\@/ :
CHZ@/G .
252 :
CH2\©/CI 356
253 \ . :
© o
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B

R,

mp-(°C) ’ Ms (M+1)

255

4279

256

Cl

410

257

477.9

258

402

259

478

260

409.9

134-135

350 (M-1)
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261 -
( j CH, 122-124 388 (M-1)
/C\
F°1F ?Hz
F
262 Cl _ -
éH2\©/ 360.0
263 ?Hs _
N :
/ : : 385.9
NS \ CH,
CH;I \CHB
H3
264 : _
E 461.9
cltH2 CH, .
; 19
N )
_C
CH, I \CHS
CH,
265 _
Cl - .
/@\ CH, E 393.8
S
266 . ‘Q’ _
cl éHz \©/F 411.7
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5 6.4 B Ry Ry Rz mp.(°C) MS (M+1)
267 Hy z H
N Z
) CH, F 408.0
N \©[
~C. F
CHy | CH,
CH,
268 = H
©\ CH, F 480.0
o
| L
N N \ F
_C
cH, | “cH,
CH,
269 5 H
Cf' CH, E 411.8
cl @EF
270 C'dz_o = H
5 C :
CH, Cl 385.9
271 CH - H
CH;@ CH, cl 369.9
272 o} cH = H
3 b
S\__/( CH, cl 402
CHa‘C\ ©/
CH, CH,
273 cl;HJ :_-_' A
MY CH, 408
NN | |
~C_ CH,
CHy T ch,
3
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% 5 Rx Ry R: | mp.(°’C) | MS (M+1)
274 ‘f”a H
N
I\ 394
NS
CHy [ cn,
CH,
275 5
CH7 O CH, cl H 421
oL— 19§
cl
276 CH, = H
CH:@—— CH, : :CI 409
cl
CH =
277 CH3~\C 3 o o z H
. d CH ct 4
CH3 \ / 2@: 37
cl
278 CI@/ z H
CH, cH 307.9
\?/ 3
CH,
279 Cl—f; :}—- H H
CH
C| Z\C’CH3 341 7
CH,
280 ?Ha H H
N CH .
/ 2 3\33.9
N S \ \(I:ICH:!
CH,
~C.
CHy | CH,
CH,
281 CH, H H
cw-@— oo, 302.1
CH,
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5:‘73@'9'1 - Rx Ry R, mp.(°C) MS (M+1)
282 WCHS H H
NN CH, 150-151 382
CHy~¢
/ \
CHGCHa CH,
283 CQ«. /N\g E H
CH; LT\ = M A~ 393
CH,
284 CQS N\N’CH3 = A
/ Z
CH;,C’Q)\ a 433
CH,
285 CH, (3 | H
Rt CH, 458.3
CH,  N—N,
CH,
286 OHy = H
/N\D/ CH, 450.2
N
N
~C :
CHy ~cH
3
. cl
287 =
C'\©/ C”z\C:C' -CHs 424.1
Cl
288 o =
CH, cl -CHs 457.3
¢ S
Cl
289 CH, =
cm@-— CH, cl -CH; 417.9
Cl
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)5 R,

R: | mp(°C) | MS (M+1)
20 on, 3

3
O
O

i)

Q
I
%
e
o
Q
I
%
(@]

: H, i cH,

449.8
cl
291

CH, cl

0

o 457.8
Ci
E

' z
A cH ol _
N/J 2@ CH3

449.9
Cl
ch—¢

292

293

-CH
N X :

525.9
cl
CH,

294

QQ
O il
N:l:

Q

T::I: -CHs

457.7
Cl
225;55 C:f13

ok
?
i

e 452.1
——— hJ\
CH,

i

296

428.2
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W

29BN eMAFTAAREGRE L GRFEmHMN, wHEARE

GBS H ICMAkE AL 100 £4 1nM.

% 10
10
= ] R, Ry R, | mp.(°C) MS (M+1)
297 @_ _ @ H
CH
@ ot 181-183 398
298 Ol CH, H
E‘S’ 169-170 912
CH,
299 o =
@\ CH, _cn, 333.9
¢
CH,
\C\(Y : 410.1
/ \ CH CH :
CH, N—N\ 2‘?/ 3
CH, CHS
301 @ =
/@\ CHa_ _on, 434.7
cl C|3
CH,

(210 AP ABREGR LPARZOE S HEFRFHN,

FE AR E G L6 ICoEH Y 100 £4 50nM, # 4

ICs 45 A % 50 24 10nM.

Wk aikES

Eae] 302 AR N-[2-[ G- (FRIE-ZH)-FHL)-FARHAT-1(S) -/
ELE]I-3-FHhE N (2, 2-— %R X LB -L- X E-HREBIK
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A, O-[[3-(FAZFHK)-FAIFRAI-N-(RTAEEL)-L-Z K&

£ -15°C F, ERAHEFET, T 0.5 hEHA, & N-(®&TEK
H£)-L-# KB (16. 1g, 78.46mmol)#) DMF (90ml) & F 4 #m A &AL
£ (6. 9g, 60%F ik 4#k, 172.6mmol). EMAFTAHEAME, ¥
BAMWAE 0°C BRI 10 24, REAZTETHHF 30 4. Hixrih
}E 0C, £ 15 4 A@EmA 3-2FHLETETVE (19.77g,
86. 30mmol) #5 DMF (90m1) 5 i&. K5, E 6 ANHARREHIFTEE
Fim., KB DIMF (HFEZE, <40°0), HE AW AAK (00n]) #HF, i
A IN 2 BELE pH 45. R EROBREVALBRLEFR
(4x150ml). A3 B FBG& A 0. IN 3B (2x300m1) F= 3 & (2x300m1)
ik, MRBRETRER, A4, FIAXERER. Z2RKEELE GHT 5
/AT, BEFEHK O-[[3-(FAEEA)-FE]FE]I-N-RT
A ER)-L-ZL AR,
B. 0O-[[3-(FABA)-FATFHAI-N-(RTAKL) L2 REABE

¥ o-[B3-(FEABA)EXTFEAIN-(RTAREK)-L-ZRAR
(3. 0g, 8.50mmol) A= N-¥ 2 Lok (2. 8ml, 2.58g, 25.5mmol) &5 =R F
¥ (50ml) & AFH E 10°C, £ 10 2 ABAMARZKTER T TE
(1. 1m1, 1.16g, 8.5mmol). ¥t 159045, EETHRETHAR
HBBAERY, B 15454, RE, 3004 AFERFEREE
B, ABE_RFR, BEAYEBRT OB TE (50nl) F. HiZERA
IN %% 8 (2x50ml). 4af & B A4, (50ml). 7K (50ml) = 3% &K (50ml)
ER ARABETFE, AKX GELE K, T5%0RLE/TK), #
2 Oo-[[3-(FAEA)EAIFAI-N-RTAEK)-L- LA BB, A
iR
C. O-[[3-(FPRBIAAIFRA]-L-ZRRBKEERE

A OCT, AEFHRET, FTo0484Am-[[3-(FTAEKK)X
A]FPRI-N-(BRTEBERA)-L-2 K& 8K (2. 4g, 6.82mmol) ¥ TLER T
B (50ml) ER PR ABARMARK., AN, REHAKXEGER
., BRAWE 30 2HANARETE. G, RELRLE, £E

88
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O-[[3-(FPEBEI)XA]IFTA]-L- 28 88EiEBRE G & B K.
D. 3-FHA-N-(2,2-— kX LBA)- - XA RKR

B 3-FA-L-% 4 & &K% (1.8g, 10.06mmol) F= 5% B 44 (3. 2g,
30. 18mmol) #5 &K (150ml) & & F m A = X X T B X K (2. 32g,
10. 06mmol) # THF (150m1) & &, ¥HRWEREETRT HAEFL
. K% THF, KER 6%% B AKE % (100nl) ##, A L& (3x150m1)
ik, RE, XEAKRL®REBALE pH 1|, B HBAHRERARA LR LE
(3x100ml) B, A #.48F A K (2x100ml) = & K (1x100ml) 267, A
BB TR, AKX, BH-FEN-Q2—FATLBE)-L-XEXAREK
B & & B K.
E. N-[3-¥A-N-,2-—%X @A) L- XX RHABKE]-0-[[3-(F
EEA)VEAIFR]-1I-2 ABEK

B -WHE-N-Q2-— XA EA)-L-FXE A KB (1 0g,
2.68mmol) F» O-[[3-(FABR)AAIFTAI-L-ZRABRBKIERAE
(0. 774g, 2.68mmol), 1-#ZFEEH# ==K 4-4 (0.452g, 2.95mmol) #»
N-%F A Lok (1. 18m1, 1.085g, 10.72mmol) # = & F I (50ml) & & F
— kA -G FRAREARE)S-LARAL_ERERYE
(0.771g, 4.02mmol), H¥RAVWEZTRTHH 16 1. RE, ik
Bl IN 38 (100ml). 4848 B A4 K% & (1x50ml). K (1x50ml) F= 3
K (1x50ml) #ik, ARBRE TR, AKX, $ARLBEKARTESHN, 7
3] N-[3-FRA-N-(2, 2-—% % @A) -L- A AFABRLA]-0-[[3(FR
BR)EAIFTA]-L-2 R B8 & BAE,
F. [N-[2-[B-(FAE-BH)-FH)-FEHE]-1)-RHALK]-3-F
A-No— (2, 2-— %X @A) -L-XEA-RHABBREK

¥ % & 4 (0.057ml, 0.084g, 0.66mmol) & £ DMF(10ml) ¥, ¥
HARBERANE 0°C. EEREFE, MAR®(.11nl, 0.10g,
1.31mmol), H— K MmN N-[3-FE-N-(2, 2-—F A T8E)-L- X4
AABAI-O-[B(FPAER)-FEATFRE]-L-£ R &8k (0. 20g,
0.329mmol). HHXERLERE CHEHF 1.5, e, HFEALT
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B LB (50ml) # %, Aiefosk ik 84 (1x50m1). 484 LiCl(1x50ml)
ik, RAABRETR, AA. ZA4PHITEERE (B, 80%L& T
B/ Th), FEIIN-2-[-(FPARA-ZB)-FE)-FAEAT-1(S)-1
RCE]-3-FHENa-(2,2-— (kA LBA)-L- X EA-FRBERKa &
B4k, R BA THREH:

H
Ph
A A e
{‘j H
Ph O =
o

COMe

LA 303 Ak N-[2-[(B-H A X R)FEAI-1(S)-RALHK]-3-F
E-Na-(CRECEBAE)-L-FERRBREBE

¥ N-[2-[CG(FABA)EA)FTAEI-1S)-RETE]-3-F4
No— (2,2-= KA @K )-L-¥% % " KB B (0. 34g, 0.58mmol) #9
HARER (20nl) AR BT R AHEHRA 10 54 . mAB4 (0. 78,
5.80mmol), IrERAEBLATA 24 MK, e, WEAHEEE, A
LB B (50nl) &, A S%ERAR R A KE & (2x50m]) . & (1x 50m])
Fo K (1x50ml) ek, KRG, AMERRBRETR, AKX, HERY
AT EER T (R, 3% FE/ R F5/0.05%L &), RE—FEFH
EKBKk Y, BFARLBRLE/CR (1:50) R&HHITLE R, F3 N-
[2-[(3-BAXA)FEALI- 1) -RATHAI-3-FEANa- (=X X T
A -L-EEXARABEKES EEK, n.p, 160-162°C.
2B 304 N-2-[B-HAEEZFR)-FR)FAE]-1)-RET
£]1-3-F X -No- (N-Fo RE ) -L-F 1 & AR B
A, 3-FHR-N-(BTAEL)-L-FELREAR

f 3-WH-L-% & & A # (2. 7g, 15mmol) £ 85ml 10%= e/ F 8%
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W EiEk P A 8 R TAE (6.5g, 30mmol), WEREE 2.5
N, AHE, AEPERZOE, $E4PA L Q50m])HF, A
VoFe sk B 4A (2x75ml) R, & FE MK ERA L8 (250nl) 2bik, RE
Fodk BB E pH=2-3. B HRGBREH A LR LE (3x75ml) FIK,
RAxfadh Kbk, RABETR, AX, 73 -FEAN-ERTEAXK
E)-L-EAREE, A—FERH.
B. 3-(AFHA)-XF & A

¥ 3-(R TV A)-% ¥ & (50.0g, 0.293 mol). 2k & 4¥ (48.61g,
0. 352 mol) F= % & &8 (50. 7ml, 0.586 mol) # & & (500m1) & & & /&
9 JE, BB, WHaAHEETE, Rl FRRELR &
AT ELE (BIR, SYLRUE/THR), 73 3-(AFHA)-XVF
B RE, AEFE.
C. 3-(B¥R)-XFBERE

¥ 3-(AWHA)-X T &K &B (54.5g, 0.259mmol) #= 2 4L 4A
(46. 56g, 0.311mol) &5 & & (500ml) FREZZTHHF 6.5 I,
B, BRohidE, BERAL BEERAHEMTLE (500nl) F,
% & B K (1x200m1) . 5% 5B 4435 & (1x200ml) #= 3 & (1x200ml) 2
e, RRABETRE, 4 #BIA-@ETER)-RXTREREG EBKE,
AT aEEA.

D. O-[[3-UHAmAIEE)- iﬁa]?’%l N-(RTHEL)-L-Z AR
¥ G404 (19. 4g, 60%F 4 ik 2 # &, 484.4mmol) A KK Tk
(2x30ml) &AL E 7 M, KREW L EF TAKDMF(330ml) F. £
0°C BEIABHT, AEFARTHERA N-TREA-L-2 KB (45. 2g,
9220. 2mmol) #5 DMF (110ml) 35 &. ¥ RAM B A OCTHI 5 44, &
ERETBTHE 4. HERASFE0C, TI5 58 AR M 3-8 T
A E VB % & B (66. 6g, 220. 2mmol) #5 DMF (110ml) E&. XRJE, £ 30
2% R, FRSGHITREZTR. ¥R ERSHEANKK(Q.2L)F, A
IN 2t & (270ml) B4k £ pH2. ¥ %44 A L& (1x600ml, K& 3x300ml)
ER, A6 WREEBOUR A K (5x200ml) ik, TR (REREE), LZ&
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A, HEO-[[3-GFRAER)FRIFEAI-N-(RTAZEL)-L-2 K8,
AEewH, A TRUEABERTT—H%.
E. O-[[3-UFmABIFATFEI-N-RTAER)-L-2 S BB

F O-[B-HRAKL)XAIFAI-N-(RTAEREA)-L-Z2AR
(79. 2g, 209mmol) F=» N-F JX "Gk (68. 9ml, 63.4g, 627mmol) £ =R F
5% (800ml) o9 A & A £ 10°C, £ 10 04 AFEMAEKRTE T T8
(32.5ml, 34.2g, 25lmmol), H#&H 1544, £-10CTF, TF+F&AE
TEERKBCAANRR. RERERITREEZR, REF 004, ¥
BB BAHAIE 0°C, A IN 38 (800ml). H#ABA IN % &
(2x700ml) # %, RE R Alef s B a4 (T00nl) 6%, T (FRER4),
AZEL, FHO-[[-FRAEERE)XE]FR]I-N-(RTAKE)-L-
2REBE, AHEMKE, TAERTT ¥ K.
F. O-[[3-FAAED XA IFRI-L-ZEABBEERT

£0CT, £10HA, §O0-[[3-CGFmAKK)EE]IFEI-N-
(BTEER)-L-2 K BB (69g, 182.5mmol) # T & T & (1000m1)
BRTEBH BN HCL A4k, ERBE, AEIEERTE. KBRS
MESSHAFREETR, WEAAGR KX LRLE., FERGEEY
AR ZBEH T A T8k (500ml) B4 30 24F. I EKEREW, A
LB (2x100ml) k%, RERAZA TR, 73 o-[[3-FmEAZI)X
A]-FRA]-L-28B8EE&EE, AadAFHYaE BK.
G. N-[3-FE-N-(RTEZER)-L- XX FEBE]-0-[[3-GFREE
R)FRETPR]- -2 K BBk

mO-[[B3-HFmARB)AA]IFA]-L-2RBB k& & (2. 92g,
10. 46mmol) . 3-F A -N-(R T & & X )-L- X X & &K & (3. 29,
10. 46mmol) . 1-# % X jf == (1.92g, 12.55mmol) = N-F X Lok
(4. 6ml, 4.23g, 41.84mmol) &5 — & F bt (120ml) E &R ¥ — R MM A
-G-—FRAEARAL)-3-ZAB T K LB E (3.01g, 15.69mmol)
oORERBE 16 K, REA IN R (100nl). 4855 B AMHKE
% (1x50ml). 7K (1x50ml) A= 3K (1x50ml) 26 %, MARE T8, KA.
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BEAGEAAARTESNH, F3 N-B-FEN-E&TEEH-L-X
EREBE]O-[-FRaAEH)EAIFRAI-L-LARBKEKG EH
.
HoON-[2-[C-%EEEAZH) KD FEAI-1O)-RATE]-3-FA
No- GRTEAER)-L-X X & BB

¥ EE & (1. 79ml, 2.6g, 20.48mmol)#& AT DMF (30ml) ¥, %
R ERADIFE 0°C. REREFE, AW (3.31nl, 3.24g,
40. 96mmol), F— A BAmA N-[3-FEA-N-(RTAEL)-L-XEAR
BA1-0-[[3-FmAX-BA)RAITR]-L- L R &8 (5. 52g,
10. 24mmol). HH E R FERE 0°C THHI 1.5 08, i, KLAA
2,8 8 (50ml) A&, MibfsE 8 548 (1x50ul) . 484 LiCl (1x50ml)
ik, RABRETR, £ Z4PRFEELE (BK, 40%LRT
B/ ), B8 N-[2-[@G-HRatsh) %K) FPAEI-1O)-RE
CHE]-3-FENa-@BRTEER)-L-FARERBRK G & B 4E.
I N-[2-[C-HARAEEZER)-FHFEAI- 1) -RAETAI-T-FH
LR A A R BB

B N-[-[G-HaaArgR)-FH) FRAI-16)-REATKE]-3-
WA -Na- (BT AZL)-L-E X B KB (3.18g, 6.10mmol) &5 96%
WE (40n]) AR A TR THES S IH. AEFTR (HALE, 25°0), #
AWK T A (50nl) ¥, AiaF B S 4 (100n]) A, FH R RS
M R 7B LB (3x50ml) I, KRG A K (2x100ml) A= 3 K (1x100ml) 26
% REBETR, 2%, 83 N2-(CHAEAEARBD XL TR
E]-1)-8ATA]-3-FRA-L-XARAEEEK, ABRFGHERS.
7. N-[2-[@-HAAABE R -FXH)FAR]-1(5)- %%L%J 3-F i
Na- (NG R ER)-L-F X R A BREE

B N-[2-[C-HBRELABRER)FTEAI-10)-RATE]-3-
WA -L-XE A B A BB LR (0.29, 0.69mmol)#F N-F Aok
(0.23ml, 0.21g, 2.07mmol)# =R Tt (10ml) & & F — K MmN
gk & £ (0.21g, 0.23ml, 2.065mmol), HE®ERAEZERTHFF 16

93



98810768. 6 o P E90/124T

. RE, BA-K T Qo) H#F, A IN &8 (50nl). #Bf % & &
7K 75k (1x50m1) . & (1x50ml) F= 2K (1x50ml) 26 %, M ARER4E T2,
AE. BRASHHATEELE (B, 80%LRLE/THK), FF N-
[2-[E-HAAEER)-FR)FAREI-1()-RATHA]-3-F A Na-
(N-ZREL) -L-F A B R & B, HEFH.

HBTAEAIBHSMEN S-REAXATRALSY:

B N-[2-[B-HAEAXREL)-XX)FEAI-19)-RAETK]-3-
T -No- (N-Dogh R #E L) -L- A A AR EBLE (R L EL#EH 3, 0.2g,
0. 375mmol) #5 & /&K THF (20ml) # & ¥ M A Dk (0. 327ml, 0. 326g,
3. 75mmol), FHMmA Pd(PPh,),(0.043g, 0.0375mmol). HE &R EEa
THEH 3D, EAE THF, ¥EAHET L& LE (100nl) ¥, A
IN #8 (100ml). 4af=5 B 248 K& #& (1x50ml) . 7K (1x50ml) F= 3 K
(1x50ml) 6%, AABRE TR, AX. R fTEE4E (BK, 3%
FE/ A FIR/0.05%L8), REBFHOEBRY, FEARALRLE/
Tt (1:50) AP T4, F3 NR2-[G-HFEXE FTARL]-
1)-RATHE]-3-FENa-(N-BHRREL)-L- A LA RBRBEKE
& E4R, m.p 100C (5 #).
ZHp] 305 SR N-[3-B-(FHEX)-XA)-1-RIEFHK]-3-F&
No—(2,2- =% KX TEE)-L- kX REBRBE
A. 3-(2-RTEA)-FXTE T

¥ 3-F XX T B FE (5.0g, 32.86mmol). 1, 2-=3i¢ Z$ (11. 3nl,
131. 44mmol) F= 8% BR 47 (5. 45g, 39. 43mmol) #5 DMF (100m1) & #& = /% 16
DB, BB, KEkAd, LEk%, #fTEELE, F3 3-(2-#
LERKR)-XFVBRTE, AXéE&d.
B. 3-(2-#ZAX)-XFERTE

¥ 3-Q-BTEARE)-KXAFTERTE (2.4, 9.26mmol) F= 5t 1L 4
(2. 78g, 18.52mmol) #) & & (50nl) E R EAE 2 D . FHAGREY
ik, k%, $EALY A LB TE (100nl) HE, FH ShEARHA
(50ml). 7K (2x50ml) F= 2K (50ml) %%, MEABRE TR, XX, 73
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~Q-BLEAKR)-ATFRTE, AXEH, ATHABEA.
C. 2-(—R(APPREI)4-[CG-FEEX)-FAA]-TH

E-T8CT, 2EHEBa-FRA A/ ((8.82n], 1.0MER,
8.82mmol) £ 90ml THF ¥ #ERFMA N-(ZEAEPR) AL H
(1.90g, 8.65mmol) &) THF (30m1) &K #&. £-78°C THH 30545, &
EHEAREER RN 3-Q RTCARX)-X T & T & (2.7g,
8.82mmol) #5 THF 20m1) K &. KB, KERFTRERE, BHEHF 3 D
., RE, B Es G0nl) ARG FAEER EEE, KE
A T B T B (3x50ml) F . &35 65 A E R K (1x50ml) F= 3 K
(1x50ml) 264, L& &A% (B, 12.5% LB LE/Tk), A3 2-(=
REAPFERER)-4-[G-FRELD-XEL]-TH, AZFWH.
D. 2-&H-4-3-(PAEL)-FAL]-TH

Fo-(CHRARFRRA)4-[C-FAEE) -XAL]THK (. 7g,
6.78 mmol) #£ IN 3 & (7. 5ml) #= Z & (90m]) & =48 PLiR&4% Bl 2L 3L
16 0 H. BREEE, KERGE (3x50nl) 2%k, A INAAKRAR
% pH 8, A LB LE (3x50nl) FR. 4B AMNEREK
(1x50ml) %%, MABRE TR, AL, 73 2-8A-4-[3-(FREE)-
XEAI-TH, ABFH.
E. N-[3-G-(FAEA)-FAKX)-1-RAAA]-3-FHA -Na—(2,2-=
FA BB -L-F A RREBBE

& 2-RA-4-[3-(FAZKL)-XAE]-TH (0. 5g, 2.13mmol).
3-FE-N-(2, 2-— KA TEA)-L- A A ARE (B R EH#H 1, 0.80g,
2. 13mmol) F» — F & A Z A & (1. 1ml, 6.39mmol) & = £ FIx (15ml) &
Bl —REMANEF=Zk-1-LAE-= (RREREA)-FAERS
(PyBop, 1.22g, 2.34mmol). A 1.5 IHE, WAL —F5H
PyBop(0.61g, 1.2mmol), ¥ A RBEHIAR. RERSGHA IN &8
(50m1). 483 Bk S KA % (1x50m1). 7K (1x50ml) #= 3 K (1x50m1)
A, MBARBRETR, AL RePWHTEELE (BK, 50%T8& T
B/ TH), A8 N-[3-C-(FAEKL)-FHRL)-1-fARE]-3-F4
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Na-(2,2-—F A @A) -L- A AR KB EBKEG EBK, np 152-
153°C.

BRERTAIBHGAEGRAXERNSY:

B N-[3-C-(FREEL)-XAE)-1-AAR/A]-3-F A Na-
(2,2-= KA T EAE)-L-(X KX & K KB K (0. 16g, 0.272mmol) #
THF (3ml) &% F /m A LiOH. H,0 (22mg, 0. 544mmol) &K (1. 5ml) & i&.
KR ERASYHI LD, WEEE THF. ¥R A INEB&I, A
LB B (3x30ml) 5., KEMBLAK (B0ml) k%, ARRETE, %X
A, ZEELAE G%FE, 0.05%L8, —&£Fik), HF3 N-[3-(3-%
EAEEAR)-1-RARE]-3-FE N2, 2-=( A TwA)-L- k4 &
REBEEG EEK, np, 169-170°C.

E3A] 306 S N-[2-[ (5-(FHREIK)km-2-E-FHIE]-1(S)-&K
ATLHEI-3-FENa—-(2,2-— KL TBK)-L- %%ﬁéfm 2 B
A. 5-GEFR)-2-%"h FRE

5 5-F AR (5. 0g, 45.5mmol) #5 =R F & (100ml) & #& F A
B EE N-238 ik (17. 8g, 100mmol), FE &It B LITHRAH.
15546, BRFBAA®R, REEAI 2354 EFHRE. 10
2 G, BFREZERADAHNETE, MAFE (30ml). £ 10 545,
HERAK, REDRLEFE, AP E 24 (50nl). K (50ml)
Fo 3K (50ml) 2bik, MARBRE TR, AR AePHRTEZLE (B,
15% B LB/ The), RES-GREFR)-2- kTR FE, IHEH.
B. O-[[(-FAZEL)%h-2-R]-FHEI-N-RTAEL)-L-Z KR

A-15°CTF, ARAEBET, TO0.508HA, N-GRTAERL)-L-
% .8 (2. 5g, 12. 3mmol) & DMF (50ml) & & F 4 B A S4L 4 (1. 22g,
60%7 4 i 54 &, 30.7mmol). ERAMAH AR, FREVE
0°C 33 10 54F, REEERTHI 3054, HiEkAdhIZE 0C, ¥
E204RBMRAN 5-GEFR)-2-%H TR FVE (2.5g, 12.3mmol) %
DMF (10ml) 5 %&. RE, BREAEPAREZTRE 16 I8, AELH T
A 10%NaH,P0O, (100m1) 4 R m45ak, A IN H BB E pH 3. ¥ 10%
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LiCl(30ml) & & F, HHBARW RS A L8R LE (3x50ml) F K.
S H B FEBGRAEA (50nl) ik, ARBRETR, AKX, R3—#H
(xR, FIHZRLPAET LRGN ¥, FRABFERAR
(2x50m1) IR, KEMK BB, A L8 (2x50m]) ¥R, T GR
), RE. 26248 Bk, S%F8E/_KFR), &35 o0-[[(G-F
Az A)-dvh-2-A]-FRAI-N-®RTEZHL) -L- 288, HX&b.
C. O-[[(6-FABA)-F—2-A]-FE]-Na-(®TAFKLE)-L-2Z &
BB Bl

¥ 0-[[(-FABL)Fwh-2-A]-FRI-N-(RTAKE)-L-&
£.5 (0.70g, 2.1mmol)Fe N-F "Gk (0. 46ml, 4.2mmol) & = R F it
(50ml) & & A3 £-10°C, £ 1054 A B A RANKFE& ST & (0. 27ml,
2. 1mmol). ¥ 15545, AEFERETRAEABIARKR 15 54. A
E, BERESNSHNAASEITE. RE_KPR, FEADERT
LECE (50ml) F. KRB, FXAEEA IN E& (2x50nl). ek
S48 (50ml). & (50ml) A=K (50ml) IR, RAABRE TR, AX, &
3 0-[[(5-FARBEL)-kH-2-A]-FAI-No-(®TAEKL)-L-Z K
R B R A7 € B 4K
D. O-[[G-FAZBE)-=%2-£]-FH]- 2R BstkEind

EO0CT, £iEFHRET, MO-[[G-FAEE)*kH-2-A]-F
E]-Noa-(RTEBZRL)-L-2 R BB (0.52g, 1.58mmol) ¥ L& LB
(50ml) ERTBABALLEA 1 54, ARBE, WEIHKRENGE
. BRAWAE 0°C THIE 10 54, e, hELBLE, F3
O-[[(5-FERER)-F;wh-2-K]-FRA]-L-ZARBKKIRLEZER
1K,
E. N-[-3-WA-N-(2,2-— (A omA)-L- kA maEMmAT-0-[[(5-
(FRBA) kw24 ]-FHh]-1-2 RBELE

B 3-F Rk -Na-(2,2-= %K LBAE)-L- XK & KR (0.40g,
1.5mmol). O-[[(G-FaZA)kwg—2-A|FA]-L- 2R BRBELR
# (0.54g, 1.5mmol). 1-FB XX =-XK44 (0.2g, 1.5mmol)Fr N-
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¥ X Lok (0. 66ml, 6.0mmol) 8 — K FI (30ml)E &R F — A mA 1-
B-—FPEEAAR)-3-ZEABL T B L& E (0.43g, 2. 3mmol), ¥
REVEZTERTHIE 1608, REEZRA INE8 (100nl). 46588
A KA & (1x50ml) . K (1x50m1) A= 3K (1x50ml) %7, MHER4EET
B, AX. AFABKALRETHSH, F3 N-[3-FE-N-(2,2-=%
AUBE)-L-FEAREABKAI-0-[[G-(FTRERX)-=%wh-2-%]-F
E]-L-2 [ER B Rk & B K.
F. N-[2-[G-(FEBX)-F-2-FX)-FALAI-1)-_RA T HE]-3-
PR Na-(2,2-= %k X TEE)-L- KA ARSI

¥ # 8 & (0. 046ml, 0.36mmol) & E DMF(5ml) ¥, ¥ HRHE
BAIE 0°C. EERBEFE, A (0.032n], 0.40mmol), H—
RN N-[3-FE-N-(2,2-= KA ZmE)-L- XL R KBL]-0-
[[G-(FREKE)-=%m-2-K]-FA]-L-ZRABBK (0. 20g,
0.33mmol). KHFERBERAE 0°C THH 1.5 08, 5, ALET
Bg (50ml) # %, RAiefes Bk 844 (1x50ml). 48f LiCl(1x50ml) &%,
ABABE TR, AR . B RTEZLAE (B, 0% R LE/TkK),
528 N-[2-[G(FABL)%H-2-K)-FAA]-1(S)-/RA T HK]-
3-F R -No— (2, 2-—FK R LB A)-L- ¥ XA R ARG & BIK,
E4] 307 R N-[2-[G-(FAREZA) X AL FEE]-1(S) -RE
ZHAI-3-FH-Na—-(2,2-=F R TmA)-L-X X KRB B
A, N-[3-FHE-N-Q,2-— kX EBE)-L- XL BEBKE]-S-=KXFH
—L—F Bt R BB B

B 3-FHE-N-(2,2-— XA TBA)-L- XA RAR (R L&H
302, 1.0g, 2.68mmol). 1-FHX X ==4/KE& % (0.41g, 2.68mmol)
Fo N-F Dok (0. 74ml, 6. 69mmol) &5 = £ F 1t (80ml) & F — K M fm
A 1-@G-—FERARERR)3-CT A HEL - T B HE &N . 77g,
4.02mmol). AEBTHMIE 0 245, —KBRE S-ZKFE-L-F K
RERBLE (0.97g, 2.68mmol) mEER T, ¥HEkHH 16 1. FH¥
BRAX, HEAHEK (B F LK TE (80nl) Rl 5 8. KERT
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BR LBR (2x80ml) #6%, & B AMEM 1N 38 (100ml). 48f 88 B
S4KE & (1x50ml) . K (1x50ml) = & K (1x50ml) e %, RABRBRET
B, RE. BeRC/TH (DA, F3 N-[3-FA-N-(2, 2-
ZERLEBE)-L-FAEAERBE]-SZXFEA-L-FHRARRKS &
B K,
B. N-[3-¥AN-Q 2%tz B)-L-¥XEBRBEE]-L-FHAR
Bt

B N-[3-WHA-N-(2,2-— KA EBE)-L-FERABE]-S-= %
W L% B A B BB (0. 68g, 0.95mmol) 5 — £, F % (20ml) 5%k F —
KN = LR A (0.30n], 1.9mmol), HAEMm=F T (10ml).
BAEERATRTHRIEL Iob, 5, ABEHN, $ELAHEFT
A (30ml) ¥, B, HKREHNGEKRAKFCE (L 100nl) %, £
FF R, B3 N-[3-FHA-N-(2,2-— KA TBA)-L-FERAABK]-
L-¥ B R BR BB & & B 4K,
C. N-[3-FHh-N-(,2-—¥EwmAE)-L-k XA RBHK]-S-[[3-(F
FEFRAIFTRAI-L-FRREABRBE

ETET, ¥ N-[3-FE-N-(2,2-—%( X 0EA)-L- A ER/KB
A ]-L-F R BB (0. 72, 1.5lmmol). 3-(EFH)-KX VR T &
(0. 35g, 1.5lmmol) v — F & 3 A K (0.27ml, 1.53mmol) & H L
BOEBER, BELPA INER Gonl) & E, SEKEGEBRK, F
ERAXAEBALZ (B 100nl). AZEFHR, 73 N-[3-FHE-N-(2,2-
¥t omAp) -k EAmaBmA]-S-[B-(FPAEA) R A]FRA]-L-
F R BB G & B K,
D. N-[2-[(B-(FPAFX) X A)AAFTRAI-1S)-RATHE]-3-FH
Na—(2,2-— kX sEE)-L- X X AR BB K

¥ 3 8 & (0. 29ml, 2.90mmol) A £ DMF(20ml) ¥, # B AR &%
BbHE 0C. EEBREFE, MAR®R(0.54nl, 5.8mmol), HF—K
BN N-[3-FE-N-(2,2-= KA LEK)-L- XA A RBeA]-S-[[3-
(FREAX)EEA]PR]-L-FHRERBE (0.90g, 1.51lmmol). KF &
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B EEZALE 0°C THH 1.5 08, HERA LK TE (50nl) HE, A4S
Fogx B 244 (1x50ml) . 484= LiCl(1x50ml) %%, REAREFE, %
., BEAYH#TEELE (BK, 33%LRTE/THKR), &3 N-[2-
[G-(FARAEMEXR)AALATFTFERE]I-1C)-RATHA]-3-F K Noa-
(2, 2-=RELBmA)-L- XA RARBK G & B,
4] 308 N-[2-[(B-BAFR)F o ]-1(S)-A A ZE]-3-F
E-Na-(2,2-— %X TEBA)-L- A AR AEBBEK

£ OCTF, & N-2-[B-FAFE)AETREI-1O)-RAT
A]-3-F R -No-(2,2-— % A s A)-L- XX & K B 8 & (89ng,
0. 15mmol) &5 & B (5ml) & & F M AT B B £ 47 (Oxone® , 0.1lg,
0.18mmol) ¥ 7K (Gnl) & %&. ¥ HEZRE 0°C THH 40 4. A
5%NaHS0, (10m1), it EFE e &k, BARAK(G0nl) 2%, AZET
B, REELH(CATPR, &), FEN-[2-[C-HEEXE) FEHR
BEI-1S)-FAZET-3-FHA N2, 2-— XX BA)- -4 &
REBEEE&EHK., n.p. 170-171T.
Z 4] 309 N-[4-[ (3-FAZA)-1H- = -1-K)-1 () -RHAETH]-3-
PR -Na—(2,2- =K A B A)-L-F A AR BRBEK
A. (S)-5-FK-2-(RTAEERSL)-KERT B

f£-100C T, @ N-(RTEEE)-L- 2R BERT & (6. 0g,
19. 78mmol) #» = Z. f& (2. 83ml, 20.27mmol) & THF ER FLEHER
N EAKF B B (1. 94ml, 20.27mmol), & & E-10°C FHHFE 30
ok, TEEBRBRERES, ®ERT A NaBH, (2. 3g, 60.86mmol)
# THF (40ml) A=K (50ml) ##%&. HZEREH 4 I, BWEA INE
B BR LIS & £ pH=5, & & THF. &K &K&W A L& LE (3x200nl) F IR,
AMER IN 844 (2x300ml). & (300ml) F= 2K (300ml) 6%, A
BEBEAETE, AKX Z26ELE KR, 2000 UE/THR) /55 (S)-
- E-2-(GRTARZEARRE)-RERTE, AHES.
B. (S)-5-#—2-(RTHAZEEENL)-RERT &

EERT, £ 30 240, ##a0)-5-FA-2-(RTAEEAR
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)R BT B (5. 79g, 20.0mmol), =X A% (8.13g, 31.0mmol)#=
%" (2. 04g, 30.0mmol) & = & ¥ & (200ml) % & ¥ s A # (6. 35g,
25.0mmol), FREVAEZTETHIF 16K, BFFEQmMD)MEER
T, BRHEREH LD, ABEN, BeWAEEAL (BB, 33%
LB LE/TR), 33 (S)-5-#-2-(RTEZERL) RERTE, 4
B,
C.3-FAENa-(2,2-— %A CEBA)-L- XX BEBN-ZLEATE
BB

HEOCTF, @3-FAN-Q2-—KATEBA)-L- X ALRAE KL
Z&H 1, 10.93g, 2.5mmol) #5 =%k (50ml) & & F— Kb N-
# A s B I B (0. 29g, 2. 5mmol), FHE 10 44k K& M DCC (0. 52g,
2. 5mmol) ) =&l A& (10ml), KEERREVWIBIREER, B E,
FrRrAHEOC Tk, FEREALR, FH-FEANa-(2,2-=%A4 T
BEA)-L-AAREBEN-ZAR AR T HEEG & BK.
D. ()-5-C-FHEZEA-1H-whek-1-H)2-(RTEZEARL)-KBR
TE

£ 0CTF, & 1H-#t= 3-F B ¥ & (Synth. Comm., 25,
1995, 761) (0. 98g, 7. 74mmol) #§ DMF (20ml) &% F T 10 9-4F A 4-$it Jn
A NaH (60%&#F#%, 0.31g, 7.74mmol). Z¥H 10 546, £ 24
HARNG)-S-B-2-(RTEAEEAEL)-RBERKRT & (2.78g,
9. 29mmol) #5 DMF (20ml) & &, KE&kfE 16 MHAFREETR. K
BER (HAT), ReBAKGONL) &R, KEA L GE (3x80ml) X
B, &9 B8 APERK (2x200ml) Fe K (100ml) 2k, RAABRET
B, KR, ZEHEAE K, 5% LR UE/THR)FAB/F AL S
2:1 89 B3R FMIK (regioisomeric) FH. 2 B HZMNEZARE FHhdh
BEEYHA W (S)-5-G-FABE-H--1-%)-2-(RTALE
EARE)-RBEBRTE, EAREEFS.
E. (S)-5-(3-F&AZA-1H-w=-1-K)2-fEAKBREBR Y

EOCTF, §(S)-5-(3-FAFZA-1H-=-1-%)-2-(RTAEX
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KAL) - R BB T B (0.84g, 0.21mmol) 65 — & ¥ 1 (20ml) 5k & 3 56
BARMARK 30 2040, B, WERENHIHAFEETE. £
HEM, FHO)-5-C-FAEE-1H-k-1-F)2-EAXB LB S
k& & Bk,
F. N-[4-[Q@-F&a&ZE X -1H-wbek-1-H)-1)-F A TH]-3-F 1~
Na-(2, 2-— A R B E)-L- (X B R B BE

W (S)-5-(-3-FAaAZA-IH-w=-1-X)2-8EA X B I n i
(0.67g, 2.13mmol) # /K (10ml) & & F M A & B & 4 (0. 72g,
8.53mmol) #5K (10ml) & &. AHEZILE, T 1054 AFE A 3-F
A-Na-(2,2-— XX BA)-L-FARHRB -2 X308 5 &
(0.67g, 2.13mmol)# 20ml = BE&, WEREZRTHIF 16 o
M. ABEMN, AepAKGOnD)HE, SFA INEBAY pH £ 4.
KER GE B (3x80nl) F B, ¥ 6356 F &M &K (2x100m1)
ik, RRBRETR, KX, R84, 53 N-4-[G-FazZLE
~1H-b e -1-)-1(S)-Z A THR]-3-FENa-(2, 2-— XK A LEH)-
L-X AR REBE, LETAREA.
G. N-[4-[@-FEBEA-1H-=-1-K)-1)-(&FEEHX)-TH]1-3-
FHE-Na-Q2, 2-—k X omib)-L- XX B R BB K

F N-[4-[-FAZEE-IH-2-1-K)-1)-FATH]-3-F£
No- (2, 2-=F A LB ) -L- KA A K BB A (0. 3g, 0.5mmol) = N-
R Lok (0. 17ml, 1.5mmol) &5 — & F 1 (50ml) Bk A ¥ £-10°C, &
10 24 N B A K F R 3 T 8 (0.065ml, 0.5mmol). 33 15 44
G, BEETFTHRETTISHHANEEBENRA. AB, HERE 304
HANFTERERTR. RE_AFK, R AKGnl) &2, B INE&
AF pH £ 7, ik, BARAKGONL) k%, E5F8, 83 N-[4-[(3-
FAEE-IH- = -1-K)-1O)-(KREHEA)-THA]-3-F % Na-
(2, 2-=F R TEBE)-L- A AR RBRBE.
Ho N-[4-[G-FEBE-1H-%=-1-£)- 1) -8 A TH]-3-FH-
Noa—(2,2-— %R R B -L- R X RABRBE
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3% % 8k & (0. 082m1, 0.94mmol) i 4w £ DMF (20ml) ¥, 375 M 64 %
wAXNE 0C. ARAEREEXE, MA S (0.15ml, 1.88mmol), HA—
KA N-[4-[(3-FREA-1H-2-1-K)-1(S) - (KA HEHX)-T
E]-3-F & Na-(2,2-— % £ 78 &) -L-F K A KB Bt & (0. 28g,
0.47mmol). FEXER EEEAE OCTHI 1.5, b5, FEAT
B 2.8 (50ml) B E, Aibfm B A4 (1x50nl). 484 LiCl(1x50ml)
ik, REBETR, A4, B4V HAEELE (BK, 66%LR T
B /%), F3 N-[4-[G-FAFEE-1H-mE-1-A)-1)-REAT
A]-3-FHhNa-(2, 2-— %A 0mA)-L- XA REBRARK g & B4,
5348 310 N-[4-[(3-FAZE-EH)-1()-RATHE]-3-F X -Na-
(2, 2-— kA TBA)-L-FERAARBIE
A, N-(BRTEEL)-O) - RmAH REBE

B N-(RTEABA)-(S)-% &AL H K E (2. 44g, 11.45mmol) 6§ =
S F 5 (50ml) ik ¥ — KobAm A N-F 3ok (3. 78ml, 34. 4mmol). W
KA E-10C, ES5XHNBMARRTEFTE., E&HF 1565
BE, AEFPRETRRAARAAANREREY, HH 1504, R,
BHRAAALKRESRE 2 IPHAFEEER, REHA IN AR
(2x25ml) . 2 A4 K i (25ml) # 3 K (25ml) B, R AR
T, RBEMNE, RACELE (BK, 65%LRLE/TR), 73
N-(BTEEE)-S)-REAHRBREK, ABERH.

B. (S)-2-(BMTEEAEA)-5-C-FEEXR)4-RIEBBKE

B N-RTEAZR)-(S) -t mAH RMBE (1. 1568, 5.33mmol).
3-36 % W g ¥ B (1. 15g, 5.33mmol)# Cu(I)I (0.041g, 0.214mmol)
W=k (25ml)Ea AR ABARARA 2-3454. RE— Kk
AR (Z £ R — &4048 (0. 075g, 0. 11mmol), HRAEH K 3 I H,
BWERBEN. B4 W#HET LR CE (nl) ¥, K5 A INLE (40nl)
Fo 3k (30ml) ik, REARBRETR. AT eE4E (B,
SO%T. B LB/ TR), B3 S)-2-(RTAFEAKK)-5-G-FEAX
R)-4-RE BB, ARFERAK.
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C. S)-2-BRTHZEAEN,-4-(3-FEEXE)-RBLEK
@O)-2-(RTAZEERL)-5-C-FERAXL) 4- K BB K
(1.11g, 3.22mmol) #§ 1:1 Z & /THF(50ml) & & ¥ m A 10% Pd/C
(0.5g), ¥aoHAE latm TAL 1.5 0. ARELIERSY, &K
A, FE Q) 2-BRTEAEARE4-G-FEAXRL)- X8, AFF
.
E. (S)—2-8A-4-G-FEAFXL)-KBEERE
£ 0CTF, AEFRET, GO)-2-(RTAEERL)-5-G-F
Bg A Xﬁa) KB (1. 22g, 3.5mmol) 65 ZBX Z. 8% (75mmol) & #& F & &
BAANRLEAKRS 4. RE, E0THARERIBEETR, £
x&", BR(S)-2-BAE4-G-FEEARL -ABEERERTEH
1.

F. N-[4-[(3-F&a&BEA-XH)-16)-(REFEXE)-TH]-3-F& -No-
(2,2-— kX LB -L- XA RARBIK

f(S)-2- & A -5-(3- 7 & A K ) X B 3 B & (0.30g,
0. 80mmol). 3-FHA-N-(2,2-— % X B E)-L- XX & K& (0. 23g,
0.80mmol). 1-Z A EH = KS% (0.135g, 0.89mmol)Fe N-F K5
%k (0. 35ml, 3.2mmol) & — &K Fi (25ml) E&R F—REMN 1-(3-=F
EEABA)-3-0AmA — T ad g (0.23g, 1.2mmol), ¥ERED
AEBTHIE 16D, K5, BRA IN £8 (100nl). 2k ERAH
K& (1x50ml) . 7K (1x50ml) F= 2K (1x50ml) 26, AABRE TR, &
k., BEADEKRA RSN, 52 N4-[CG-FREE-FEE)-
18)-(BAZA)-THA]-3-FHA N2, 2-— %R A LBE)-L- XX R/
RE B AE G BK,
G. N-[4-[B-FEa&EA-XL)-1)-RATHE]-3-FHE Na—(2,2-=
A TEBE)-L- XA HARBE

¥ E 8L (0. 12n], 1.39mmol) # A ZE DMF(10ml) ¥, HHRHE
RAWE 0°C. EEERBEERE, MAw(0.22n], 2.78mmol), H—
MmN N-[4-G-FAEAXR)-1)-(RAZX) TH]-3-F4-
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Noa—(2,2-= (K K T®A)-L- X X A KB (0. 42g, 0.70mmol). ¥
H(EREERE 0C THHE 150K, WERKLALETE (50nl)#
., A ibFe sk B B4 K & (1x50ml) . 48 4= LiCl K% & (1x50ml) %%,
ARBETER, AL, ZohRfreEaE, F3 N-4-[G-Fax
A-FE) 1) -RETRA]--FENa-(2,2-=FK A TEBE)-L- XX
A RER B R € B K.

5 b3k k] 302-310 P AT et A2, RAZ TN R4,
¥ T A 11 RegX XVIII b9,
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