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0 @4 Bk Bk, LX#E‘&;‘J:&;#%% R, # R, Bk 5 30 b g %
AHAXRFHEAHA,

52EAMEANRMEE, AP R ABEXFALTET, MAL
EMET; A

(b) ¥ZRASHMAREE FESL.

2. HERMEX 16 FE, EPMALI X MgX, AP X AR E.

3. RAZR 285 %, A¥LAERER,

4. BAERK3GFTE, AP LARTXA %R

31%\
“A"‘ \ R4

-~

EF, ARBERAX-X-Z-65%H, L+

X' #4-CHR-%-CHR-Y-CO- (CH;) ,-, £¥ R#A H, Criskk,
2K, R#E-H, Cs%E, CusEaE /E, FAR-NO, R MG X
i,

Y #4-0-%-NH-,
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nAM1 Bl 6ERK, A

Z #-0-%-NH-;

R, R, R* P R B it v-H C.siE, CLskREL KT,
HEHX-NO,; 2K

Rf ROBIWA-H, Cris K, REIXBE—-AREANARE Cs
Rk, CLsREAE, BE, S EFNO, HRALRKGEL;

ZRER FPRZ-ERFRZ—AREENAEGER TERE
—RB AR T X FHEREL:

b A
R'%-H, CLisxi, CosBRE&E, BF, RAKR-NO; RA

RS, RIAR it A-H, CosiAE, CosRAR, RE, A&
*.-NO,.

5. KA EXR 468F5%, AP R A Cs A, FEAREPTEFRK
—ARSABIRA CsA. CusAE. BEFAR CLiski
BOR R B 8 F A

6. —FH & RS W R,CHO #975%, EF R,ABARARF#&
AW,

EFEas

(a) e TFTXHFHO N-CLis ARSI TR RMBILESY
Ex BB K; 0

"L——O—N\}Lﬂa
Ry



97180752. 3 BOA #= Ok B H3/4m
A @4 BAEK, LRAESAERE RARBIBETH
HAEARFHEA; AR
(b) BATREAL SR T &S,
7. RAZR 6 97 ik, E¥ERMAAAWERA
8. RAZRTHMA®, A FLAZRE,
9. RAZRSH Tk, AFLATAMreidER

’\1/\/ 1a

Z

2a

b, ARBERAX-X-Z-684H, L

X! 4-CHR-%-CHR-Y-CO- (CH;) ,~, £F RAH, C. kXK,
K, 3#E-H, Cuis ik, Ci.s EEA, §F, RAR-NO, RRMGXE
i,

Y #-0-%-NH-,

nAM1F 68EH, JFAE

Z }-0-%-NH-;

R, R, R*#R*BIEAF-H C.skik, CLsRAXE RE,
S A X-NO; AR

R RPBEIHA-H CLsklk, FEAXEK-AREARE Cs
R, CLsxmAX, RE, A Ao -NO, 8 TR LT8G XA

ZER FARZ-ERFRZ-UEESMNBEGBERFERA
—RB R T XA FgEEL:
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E¥

R'ZA-H, Coiskik, CLsRERA, HE, fRAHR-NO,; RA

R, R"#RBikik A-H C.s%E, CLsBEE&EL §+, &4
#*-NO,.

10, BRAIZRK8MF &k, AF¥ R A Crse, FRAIXAPERHE
—AREAEEZE ClsBE. CLsRAA. BEFER CL A
BB RS F XK.
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B, M, B, BFFE
15 BACS- A o B AR AR T

KR AR,

AEARFREE, B, 5, BEFFREBRUSHGBEAMERG HAR
S ARG RS EERBLEY.
ERARE |

BHAERBARAEZHNGE, REFERBRNELZTER, ERHAME L
THHRARMNPRELEHERE, ERETHANRGRESDHF L.
MTFRGEHEGR, SHBARAGHAETEATIK RS, M
Stewart #= J.D. Young, E #8Ak&- A (Solid Phase Peptide Synthesis),
% —J&, Pierce 1t ¥ /8 (Chicago, IL, 1984); J. Meienhofer, ¥ %%
& #= Ak (Hormonal Proteins and Peptides), % 2 %, 46 B, Academic
st (445), 1973; vAZ E.Atherton # R.C.Sheppard , EAajk
A R: —# LA % (Solid Phase Peptide Synthesis: A Practical
Approach), &k % ¥ sated IRL % #&4t(Oxford, 1989). T3k
SFHE&FEMERFT EGEB, £ A Leznoff, C. C., Acc. Chem. Res.,
11 327-333(1978).

CEEAATHSREVEMNEREERARR LS EREA. £ 1
A.Akelah # D.C. Sherrington, ZI#8E S5 FEAMNSGRTFHER, &
¥ 3F # (Chem. Rev.),81, 557-587 (1981) X & W.T. Ford # E.C.
Blossey , A I H XY HELFHREDIEEAN, RED X EE
R B SY E HABSHF, Pierre Laszlo ., Academic ¥ A3,
193-212(1987). ¥ TRAALREFTREHAFMNGER, £1 J M. L
Frechet %., A 4t % % % (J.Org. Chem.),43, 2618(1978)% G. Cainelli
%, £ 84%45J. Am. Chem. Soc.)., 98, 6737(1976). T HILR B
PRERLSVEMNGER, £ J. M. J. Frechet ¥, J. Macromol. Sci.,
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Chem., A-11, 507(1977)#= D.C. Sherrington ¥, Eur. Polym. J, 13, 73,
(1977). X THREMR B FRAHEAMNG LR, £ L J.M.J. Frechet %,
X 4--F (Macromolecules), 8, 130(1975)# C.R. Harrison ¥, J. Chem.
Soc. Chem. Commun, 1009(1974). T EAR B FEASHEMNG A
A, %X M.B. Shambhu %, Tet. Lett, 1627(1973)# M.B.Shambhu %,
J. Chem. Soc. Chem. Commun, 619(1974). T Wittig R & T R4
A A, £ A S.V.Mckinley %, J. Chem. Soc. Chem. Commun,
134(1972). |

RERABAMBENEALSRPHNELLSETAT ZORAE. £ 1
F.Balkenhohl %, & A5 (325 #&)(Angew. Chem. Int. Ed. Engl.), 35,
2288-2337(1996)# L.A. Thompson %, 4t % 3£ (Chem. Rev.,) 96,
555-600(1996).

REWEMNALTHE: CHEAIIERBERRE, TAEHBA
Ko TERREBR U ToEd Rk REVEMNETAAT AL TN
XEABEFT TR, AR E G T, RETUEAXKLE
HRBEHERBEFERETHERGTABDIRERATHHRLZEH
i, A W B 498k 4 2 (Solid Phase Peptide Synthesis). 3 # 9 #)
(supported reagent)fe AL M 69 5 —AMEE R, EMNTABHEIRFER
FTaHUEF &, B AFFRALRANGIEEIMBEAREE £
4,

PCT ¥ i35 AF W096/26223 27 T 4 A Bl #0 2 ik K 69 57 215 B
A1 65 6 B,

Prasad % /& J. Steroid Biochem., 18, 257-261(1983)F A% T O-%
REBR-BELHERRLESD.

A XA
AXPE AR ST XA THORASD G H &5 &
o)
Rc/lLRa



97180752. 3 I I R YA RY

FFRARBIBAMEARAXTE, HFEaE:
@B HTRETH N-REARHREDFEHRERAESH

O

N
’-—L—O-N‘RbRa

e HEAHAK L AELEXRA—FHERBE, R, ABEEAARF
%, EANAEEM RM AL,
RABARFRAET, MALEMET; AR

(b) ¥ BAAL A AR B a8k k.

F—F @, AKXAFRT —FHHE&X R,CHO I T~ BACE I 75
¥, BP R ZNk, ZFkads:

Q)W TXEATH N-REALSRS B FEEBR KIS HEZRA
B R

O

.‘L*O-N\)L R,
Fzb

EFe, LFR,RyEXkE; AR

(b)) B SN IE LB,

AA—F@, AXBFE—FHHNEITXEATE N-REALHRES
P 7R AR ACA- M 69 7
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)

.—L—O—N\/I:Ra

b

e, LR R, NIk, HHkai:
(@) X R,COH Firti B BILAIETXAFHREL M LRI
4-H4g 4,

[ —
H

HREUTAXTHREHFRITBHIELST;

0

.—L—-O-N}:Ra

; AR
(b)Y RSH 7 BT BM RS E X RyLG AT 7 6 30 403X F A
B, k¥ LGAHEXAH.
F—F @, REAARBT—HHNEHTXELTH N-RELGES
W5t K5 B ARG AL B 8 T 3k
0

.—L——O-N{:Ha
b
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ide, LR, R,ZXIkt, EFEak:
@FHTXEATH N-BEFPHRESYREHFBRBLAYE RLG
A FHRELEANEE,

.—L—o—Nj:

A PABRRYFHEA, LG EZXLEL,
HRETXEATHESAY N-EY¥&H N-REALGEER KIS
H;

@ o

b.

(bBEEAEFE BARETXEATHESY N-RREKHZBERIE
a-¥;

‘—L—o—Nj:

b

i AR
)R ESW N-RANG ZBERBLESHE X R,COHMFHHER
A2 1% 4.
EF—F@, AXARBTHEITALATHFEEBALSY,
REECMH N -84, W1, BRFHD. THALERKBZMN DG F
Sk (Oh R1OR® .

Ar\AZS N.
R12 R11 O

OH

10
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AP AABRANFRIERLE, XA NR®, AP REUAAXBL;

ROAX-LIRY AR, A7 U REAZBOLFRI AR IS
Crs BREHM, ZERAATHERRBRER, T4, B4, 84 K
A, 0F, £FA BEAREREERK, RYF4&A, FE, 54,
A&, A, xEHEX, FERETRE FEBRE, 2xEAE, 2FA,
-NH-C(=0)-NH, , (N-&RAVEH)KEK, -C = N-O-C(C=0)-NH, , -
CEO)-NY'Y & F Y Y I AE, BE, FRA SFE X
F AR Y'YN- 2 4-6 LI B, R TTHE &b 0.4 % 59 f O,
S, NH X NRV# & EF], -NY'SO,F %, -NHRP, -SR' %-OR";
REHLXRY, AP LA FOLN 2 KXY 6 M BRTFHAMR I
B, BHRAETHBBEREAIAARRK, L LTS B -BERER
28, XFBEBBTTLARTETIAR, MERTFRERAZEARA
BT, FE, BEE (NH) IRAEERAEZEL, XL
ek, RPAEK, FA, BX 45 xwmRE wmHL Z2xRAX
2FE ZREFRS5RUEAMBERT—REBAK ARERIEE
AT & B8 BT — R R IF;

RY e R 5305 854 3E RV H R —RH AT

RUAFAA-LRY, AP PAFABNFRITHEAREES
A, FR, BA, RA xRE 8F 2FE BA XERRKY
BRI CERAY, RFLATOLB-BRERLEGLAH 2
EH 66N BB THAARIZAER, A FABEETOLATERTRAHR,
CMRAXRERT, BXE, HEE (.NH-) 54 PEAEER,
XX EHBAERFZBRL REAL, FE TREA ZHX REAYT
BLk, ZRBE B K (cycloimidyl), 3k, £F X, -NH-C(=0)-NH,,
(N-RA 78K )R B, -C=N-0-C(C=0)-NH,, -C(=0)-NY'Y?[£ F Y' #
Y ik a, fE FRE PFE RF VYIN-BRREABA 4-6
AR, ERBETHREOLLFIGEAO, S, NHIXRNHLE

11
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F), -NY'SO, F %, ZFRIFR 5EMNHAEGETF—RHYAIRR, X
R % RV 5 R ik ¢4 BT —RH BK;

Ar A2 AW TXETHEAR;
1753
RYZ{_a! RYZL g
W | Q (ii) |
k\ z
R18a372  Q° ] H‘gABZZE—
, CspeE

EFPRVACAS 1 EXDOABRRTHARRIBRAE, ETR#
—AREARBRFHEERK, XEL 22 A EBALFHEY, RTELT
REERT, HEIRE

R® RESEBRRGFRE, KEL, 2xRE, FE Fo248
Foth IR F AR L F 1

RY &% RY, -ORY, -SR¥, -SORY, -SO,R?, -SO,N R*R?,
-NR*'SO,R?, -NR*"R?,, -0(C=0)N R*R?', -NR*C(C=0)R*, -N(OH)C
(=0)R¥, H-C(=O)NOOH)RY, A+ RF R T HRAXKRFAY, %
ATFERTFRREA, A, 2RREEA HmRE XEX FE LFE
FREREFRE, F NRR AARATHEELL AR A%
BO, NXSHBHNIHLETHSETARE, ¥ RPAFRAH
FRE, BHRREE —AXEANA (1, 2H3A) 2 TRGRKL
BA: -OR?, -SR*, -SOR*, -SO,R**, NH,, NRR*, =NOR%*,
=NOH, =NNHR*, =NOCONHR*, =NCO,R*, SOR*, NHCOR?,
NHSO,R*, SO,NRPR*, R¥, CONHR¥, CONHCH,CO,R" ,
CONR™R®, # N;; Z P RPAHA, BA, sRE, F£, FRA,
BFEIEFRE R¥AKE, ZFRE, FmHE, LxREE, FA,
FhE, 2FE REFRE AEZNRPRYRREABATHEECLLH
She4 B O, S, NHXNRVZETH 47 T3k, £+ RERAG
SRETHRRERRE, BRES—AREA (2, 1, 2, H3)

12
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ZEFEALARAENK, A, CORP, CONHCH,CO,R", Fi,
Sk BAXERAZRARL XFREIHERFLEA#ZA RV,
(CH)aCO,H , (CH2),CO;R*, (CH;),CONR"R™, (CH.),COR™,
CONH,, CONHR*, COR*, SO,R* % OR™ #jRAE;

A (AFEBLFEITHEE, 2% REA &R, ®REE
FRERLEFTELERRGALR L4 Ce BHEH; 3 F INE &L K-
FKY 6 ABRTHABRIBTHE, ARBOOBR-BENERESR,
RELBYLAATRTRAR, FENAAXART, XX, BE
A (NH-) 3BRAemASELE RFEHBARKRE,

A 7P 542 FERAART, BBAFRENH;

A TFRRFERT, SH LBUFHE;

B, C, DWE®INAFHETREE O, S, N, NOR”
X NREWGEET, EF REZHEAR Ca AR XBRE, FX, FA
Coaik, Z¥AaLFACHE XEB, C, DXETH3IA
P FBAFHREA O, N, NREXSHERT, A —ARTEE
fo3bE; 2HEA O XS BT EMAsaEnibdnst, FELERB,
C, D= E t94034 T A2 24 R R4,

Q!, Q*#Q°, TUHAKRF, &£4&F CHH CX £HAKK
BF; X'RERERT; FE

nko0, 1x2;

GAEOERTAMTHARAYFELGRRBASY ABRLE

(O RIOR® |
Ar »S N.
WMo @
R12 R“ 0

Ep—%@, AERFBE-—HNER TN THRGAHERMIE

A2 6 7 & q
@ o]

13
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AfefoLibzl, Ry R EBIMWAIH, BELAXFTA,
GA R OER TN FTHRODEBERIBLSY

.—L—O-N::

5F X570 B AN WA

BF—F @, AEAFTE—HHELT XHTGa-BEHEF
*

NH,

oS

AP R;FRAEZIAH, BEXAXFE, THRARF R R
BREY H, ZFEOEBRTXHAFHORESHFERRIILASYHITER
5

@0
Re

EAfeflL 2Lk,
EA—7@, REABFE—FHELT X F oK a-BiE
W69 7 ik

14



97180752. 3 oM P FE10/73m)

NH,

Rf/{\ R
Ry

AP ReFRBIIAH, BELAXLTE, FTRLZRHFR K

RAAH, ReABAZABIXFER, H5kad

@QFTRAATHREDERUAIEX Re M A FHANLE X

BB

@ o<
| Re

ETFefp LEZXE, RAMEIXFAAETF, MILEMRS
BRI T X7 B o Pa-BRZER IS Y
Rq
L—O-N
@ oy,
;Pl&

(b) Fa-BRREZERBLLSDERBRE.
EF—T@, AEABFRE—FHHETXHTHRABLAIBEGFiE

Ry

07 "R,

O

AV Ry Ry RRABHREAARFEEA, PhAXRL, 56

QAXBERF ANAIANLEL T XA FHa , p-FAFESL
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Y5t B B E R RS

Ry

Rg\ =

‘-—L—O—N/ o R

Lo R LRbl, BALTANTAEANELA RS

Ry

Rg/lrj\/\ SPh
7/>0" R

@ .o ‘

WL
(DRABRKERLEEZESDIFEANELLSY.
EA—F @, KAEXRFE—FHHEDTXNTHa , B-RERE
W FN R RS 8 ok

XFe, L, R;, RuFRELIL, BFE0EHFLTXHT
HREMRER AW
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H
.}rﬁywH

ETXATHa, B-FREZEBRBEULDER

Ry
)\l L
O 0 R,

A—FE, AEASTR ARG T AN Fha-SRRRALES D

H,C
Ry Q

HOHN | AN
) /—-— Rj

EFRFRABELA RFE, QH-0-%-CHp-, HF &
¥

@RS KA SR AR AT AN BLT XA THREDRET
LE) R

R, HaC

@ .o o’ o

7 N\

— Rj

Efeo L 2k, BRI TXHATHESYau-FEBEMIEL
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o

H,G
R Q
."L—"‘O"'N\ ‘ \___
H Py

; AR
W) ABKEREEESVWo-IREBRWIEILESY.
EF—78, AEXRTE—HHELTHFEO-FREELES B

HoC
Ry O
H,N A

EFRiAFRABELIAAXFEA, Q H-0-K-CHp-, #EF ik
CHARBERT XA THRADo-TREERIILAY

HoC
‘—L—O—N, X
H R

= j

Etef L2l
EF—F@, AEARFE—FHRE L THFH-REELS DY
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R

AT Ry, R RABEHAEAXFE, QH-0-%-CHy-, #F
kel

QAR ZRAGFANATNANEEL TH ORI W ELER
gl

G
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Y. 3

(D)ABRAKERLEEZRESWo-KREERIEILEH.

EA—F@, AEBFEAT—HHELTHFHa-RELLESY
87k

A+ R, RiFRABEEARXRTE, QH-0-K-CHy-, %%k
OHZEBERTHTHREDa-FREERBELEY

Atefr L 2Lk,
A—F @, AEXBFERT—F=T A6 N-FIF 2 EREILS
W

"t—&M:

20
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Avef LNk, PHREYE ARAPRL4-TFTALF
Ax2, 4=FRETE.
EF—7@, AEAUSEAT—FHeTHraRE PR ELEE

A4
R
_{j}lfww
°
. R*

ite, A, RRFR*ZAwE, P AHABRRYA.
AR PR
REZ L

W LB AFERALPEAHE T HIG AT KB, kiEF i
W, BRERAILALTLE.

“BE kB AR & A —Fr X (substrate), XX EZRHEGENPR
BEGEHRE, FAEARERETHRAMNR. AREABENBARKCE
AMER, HlieaEr, AKRFTHE % ILHEF (controlled pore glass);
ENESY, QERBELE, AR 12%XABXTUH_LHXE (KEHR
X) #2040 % X BEEXLHE_LHE(KAHX), BEH, BL -8,
BRAWERE, %1% QRIS AWNERSHBLY, Pl E IR
BHEARIBGEAEBE, 5L JM. Stewart #= J.D. Young, E#8
AR, % =&, Pierce 52 3] (Chicago, IL, 1984).

A5, “BAREA GEBZEF FAEESRKLS X AR
K (#] 4= £ H K F #t(Technical Manual), Multipin™SPOC, Chiron
Technologies(1995) & } &% X #k F # £ 65 pins), € AL AL TR
F T 5% R B 2 R M A 69 T 4F 97 (detachable) ) & T8 R R A M A 91 5%
(head)#= 15 H B 4k (stem).

B9, “‘BASAK” aERSHEK PR L _BH4K, Janda

21
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%, (BB EHFRER(Proc. Natl. Acad. Sci. USA), 92, 6419-6423
(1995)#= S. Brenner, WO 95/16918 & 7 XA &K, ©EF 3 EH
b, ETASMARRENELTE S £,

“BRAMBERBLEGY EA—HFHEZXHBAASAK ©&
WAXGBRI T HE4E S/ 4K (-ONH, ) XI#ERPHEE (-
ONHP ) & 4. G REIAH#RBYEEALANE SRS AARELS X
B — A% B X (linking group)5 B H A AN EBES. RELAXHGH
%, REGREDEBERRILESH A

@ o' @o-v
H -‘3(‘ P

Ao yXEXTLHEKEAR, LAAERIZERL, PABER
K.

“HBX R ‘HBW BEA-HER, HEKAIKTFTATHE
AZEAAEEAEAEN AR, TEEEBIGEF X LR G XA
B FAF 2.

“BeRPRA” EA-FHHThIGEA, X8RN, CTE
ERTETRPAL BLEEXARFEGAE, F#THAEBRER
. BAEABRRFRALESRIB TN EEAEZARY, BELEAAERFE
R B LA RABRI B, SFEHSZXERFREAIAN, £R, & T.
H. Greene #= P.G.M. Wuts, AHE & Ty K, £ =)k, John Wiley
& Sons, New York (1991) ( &5 FRMEH£E) . ARABRGBHEP L
GiEvPesit, ZBE, RRLEA, ZRCBA, SF-AHAERLBRE,
A-BAEARACERE, ZRUBE, LBRLER, 4-H8TEAL BT
B, AR-AAAERE TARESREL BRALAFALBRSE ALTH
A, XAPBE, TEAEA, 9-HATAEAEA(Fmoc), 2,22-Z R TEHK
A, 2-ZFRFRRALEAEA(Teoe), LHAEEE, HBREALK
X, RTEAZEABOO, LI-—FRAARALBA, FaBE

22
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( CbZ ), s-HEFEEE, 24-RTFEEL HAELE A (Aloo),
2-( -BEEAIFFHELE A (Bpoc), £RIRAKZE X (Adoc), 2- ( 3,5-
—WEAXR) /A2 EBE(DA2), ®THE(-Bu), sF-FAXFEE
£ ( Moz ), #-AEFEAFEILU-NO,-Z), 2-((kmzi) CREBEK,
2, 4-—FEEFEEA, M-AHEFAREE 1-( 2-8K-12-=XT
£) PEAZA, (1, 3-—m®E-2-X) FPAZEA(Dmoc), BRLE
(Pyoc), 4-FEAREEIHREAKEWNoc), 2-7 K45~ FREFAK
A, —PARTATRRL, AR-HEFEABBEAO-Nbs), s-mEF
A BB (p-Nbs), 2-AE-4-ZRATERSHBRAF.

“R R BRAB” BEAB o BLEAREAGERLESY, FX
H,N-CHR-CO,H Ff £ 78544, FF R A X Z A2 L6 MKk A H
AEAALR. HRELABE-BEEAL SAHE, BRAGRAKE
BRAMBHE R AR, FRAR, HEAR, TAR, FTTAR M
A8, LHEAR, LAR, TR HAR ZAR F4% FKRK
B, RAER, FABRR, SABA, KLRR, FAR, HAR KK
BR Ae 40 R R

“BK” Fe “BRR” EA—MELSY, ATHARKGRXRAXER
REABALBIBBEEELE R, RERFTR BRI EKR,
fABALABAICMAERAE R, K& “REAREZL HEARKK S
MRt ENRERE .

“EEREEBR” BEAFREH o LLOBEBRLEY. ARK
P ERKREABOKB-REAARFy-REATE.

“Rek” EHARASFARGLEGHRAA, ARLBGRALA
ek, HA, mA, RREE FHEEAF.

«x g EHOLEEV—AFERGUESBIER. RiE “FF
T BEXIRELGFERESE ARARGTRCRETE FH
i, ZRE, Fmik, FA, EFE EFAHBE EFEARE 2F
E .

« &% & ¥ % BE M (Acid bioisostere)” A —# LA F A KEMRA A
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YRR TR FRES AR (XA Lipinsky, % S F 5 B2
(Annual Reports in Medical Chemistry)1986, 21, 283 71 “# ¥ %3t
8 % % ¥ HE b (Bioisosterism In Drug Design)” ; Yun, Hwahak Sekye,
1993, 33, 576-579 | “ A ¥ FH M £ 5 % W%t 65 & A (Application
of Bioisosterism To New Drug Design)” ;Zhao, Huaxue Tongbao, 1995,
p34-38 “HYxH FHIADEFHRBEKE A FHESWHEIF"; Graham,
52 31t ¥ (Theochem), 1995, 343, 105-109 R “B A T #H M kit ey #
B WS H P gk I & F 5 % (Theoretical Studies Applied To
Drug Design: ab initio Electronic Distributions In Bioisosteres)” ) .
EXHBRAYEFHEYAHTFOE -C (=0 ) -NH-OH, -C (=0 ) -
CH,OH, -C (=0) -CH,SH, -C (=0 ) -NH-CN, #¥, MHEti,
wEABERATERE, wadX, FEASBRARATRE L2FA5B
AEATHRA NPAEEAKATEHRE, 3-BA3IRTH-1, 2-=8,
3, 5-ZHK-1, 2, 4ERAIEAXREN P 3-AAF L
3-F 5 -1-F Ak A,

“BAE” 35 H-CO-HRE-CO-, RV RAALAAZNL. Kkt
BEAAAMBIRA. BANH TaETERE, L, Aslk, 2-F4
AL, T fizmsti.

“BbRA” B ANH-AH, A vBEA R EL.

R WAB-BERENEERE, ETURALES2EKRY 1S
ABEBRTHEBRRIE. RAKBEABRLEARA 2 EXRY 2A8ET, £
HELEBEEF2ERAGAABRET. XBBEBHERLER AR
AR E L, PR, CARFE., “RKREHFE RAAXIE&G4HE
PAH2LEXLGANBRTEFBE. BEATAR AR EARRFRHK
REARK. HEAGHTFOETHL, ABRE ETHA FTHEAE, 3-
PR THE, EXFE BHE FHE RTETHEARZHA.

“REL” BREA-O-AH, A¥REALXIAHAEIL. RALHH
FaEvaE CRA ERALE, FAAEL ETREAMEAA.

“REEKA” BEA-O-RKEA-, EVRALS QBRI ASAH
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L. ZEpFaEFTAREALE, ZRAATE, ETEAPRAFRALE
PARKTK.

“REEKL” #BKE-0-CO-AH, A PREDAIMEZL. RE
BESTOETFTREEAPLAEL.

“BA” BELEA 1 EXY IS5 A BETFHEBRIARAR
X 2R EAPAR 1 EZXRY R2ABRT. LB EAZHEAK L
BE-REAMREBIE, PR, LEIFE. “KRERE” LA
—ERAGAABETFHEARIBRE. REATHE-AREARE, K
FAXFHEARK, AEERAGETE, RFE —AFA =A7F
A, mEAFTE, RRATPE, X, ER/E, Fak ETE, KT
*, EXE, 3-&E, BE FA R BEAFToRE HTR,
HAHRAOETE, RTE —ATFE ZRATERTE.

“SA AL BRA-SO-AH, AFRAZN L, KL
FrREAAMBE A G ARERR.

“SeA A" BRESO,- AR, APRARL L, KEEH
e KA.

“SEE” BRA-S-EH, A PRALTARE. FIFERRALE
EYRE, CHEE, FRAEPRRE.

“Be R BAEAB - BABHIEERL, CTRLZAKLLEA2E
KYISABBRTHARRIB. KRR BTEF 2 Z XY R AEE
T FPHBRBEBEA2ZXRAANERT. XBEEALERAE EER
—AREAMRERE, TR, TEIRAEA —BRAGH TR
A, @i, ETsE FTHE PR 2THERENBEE.

“FEBA” BFE-CO-AH, ATFEINLT. X®plFak
AT B o 1-Fo 2- R T BLE.

“FEBAL WFBANH-AR, A FFBAZLL L.

“FR BAXRAREAN S, KTFE6EXL10M%ET
BTHERRGERRSHFRFTARREL. FEAOBATFOLIEELRR
A, AE—AXREAMARARFAGFTEARRKEABRKGEARERL, LF
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“FERBRREL akmik, BRARA RAE REABE R Biw
#eeik, AL, RAL, Felk, FesRA, FA, FAREA,
FEAREEE, FRE FEARRL FEEA FEBA FrEHEK
£, FEABEBRL, FRAA BE RE mF, LF¥sit LFE %
FERE, 2FEARE 2FEE &4, 24, 2RA, AL, Y'YN,
Y'Y’NCO-3% Y'Y’NSO,, EF Y' & Y BIiWAHE, BE, Fri,
Fod R, REY YV ELRENNRTF—REBATHEE AL M
HO, S, NHENRPHLERTH 47 LK. HaFARREE
EEBE BEE BAEA KA RAEA FEA fE HE A
2R, BEA, Y'Y’N- Y'YNCO-X Y'Y’NSO,-, £F Y# Y &L
W E Ak,
“FHE BFEABERAA, AT FESHEEPAAE. KEd
EHROAKBIHEANRS. FHEAGH TOEXLHEAPELGRE.
“Frik” BFARERA, AFFESREA AR, Lk
HASAKBIREAFS. FREAGHTFOEEFTE, 2-KXTEFERT

b

“FRBA” BFREO-AHA, A FFRApIAE. FRAE
BB F aEFEES 1R 2-RTFTAL.

“FRELAHE BIFREA-OBEARER, L FFREFEEH
k., EA—AHTAH3-FAREAKRE.

“EREERL BIFREAOREA-AA, EFFREAPREL
WHE., E—ABTFAFATE,

“ERABRBRA BFRL-O0-CO-LH. A—AHTFAHAFEBEL.

“FrpmAL” BFRAS-EH, AFFREPAAE, LA
B F A F Bk,

“Spp ik BFEA-REAA, A PFEPRELAAE. ke
Fh kOB REFY, A—AMHTFAXTRE,

“FAA” BFR-O-AH, AvrFEApaliid. FIFREFALE
BEAAFREEE.
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“FREAHBL BFE-O-BAAR, A+ FAPHBALTHA.
E—ABlFAFRERAHREL.

“FERERE” BFE-O-REALH, AbFEA P d sk,
E—ABlFAHRERERE.

“FRERL” #FE-0-CO-XH, L FFEpaiik. HEuyF
FEAOKEEARAPREAZAL,

“FREHBA I{FASO-AH, L+ FE A,

“FRBBA 1FAESO-AH, XbFEwiaE,

“FEA” BFAS-EH, A FFEAew R, AERFALE
BEBREFRRE,

“(CN-BAFEL) KB BSE7TAHRKERKEZ, LR
EH—ABERFHN-C (=0) -NH, XARK. L—A#FH N-£AE
¥ B ARk e K

“FR” BEE-CH-AH, EPEFRRBBERIE AR EAK
REFBK, FEBRKRERIEZARE, REX HEFEARKE.

“IRIHR” RBAAR-BREFEA 3 EXY 10 AERTHES
FERRSTGRKLZ. RAGERFTHREAOERRGE, ROHEL,
FEWE, FHRARIGE. RAGSHKFBEAABEKR B, &R
HRATH-AXEANAEE, BEFE ( H,C =) XARK.

“HRRE BEAZEXY 10N ERTHEFTALRX SRR
W, ERFAGHFaERAE, KA RoAPxREL &T
R, #iag e mmnt o Rm AP RTE. FF RY, hAHER
FRAARAE., $FFRARGATFOAELARL, ( 1-% 2-) &
RIS Aok B AR RIRIK, Sdf[4, 4]-F-2-%, FIRFRBEATH
—AXEARE, BFEA (HC =) ABEAEA., 3+ F RS, ke
FREAOERRAFTRTLEA, T RY, kit arraglt,

“TREL” R A-O- W, LA PRREALHAE, HERR
BANH T OBRRALAPRTAL.

“FRATBRARAL BT XA FHLESD
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E P R R AT HBREEGCASENRARLE2XK
(oxooxazaheteroxyclyl ring)# 4~, A w A&, FrEREFR S THEL
GREATREAF SRR TREAETEREATEREANE. L—AMTH
N-v&e bo ik g .

“RBEEEA BT XA FHRESH

EdumERACLSERRELFRSY, R Aw TR,
BARLS TEIAATHAFRINBERETRERTEALATEAM
B, R AP TFAH N-ER TR A A,

“RE” f» “BRT” R, & B KER, g, #
3% B A

“BRRA” HBE-ARSARRTRAG LR ZLGRE,
AREBGEREECIHERTRE, BTLE, ZATFAF.

“RFBA BEFRE-CO-AA, LPE2FEARILT. £—A
BT Ao B,

“FER FAXAIEAG—HY, AFLASEXRG10AMER
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FTHTHEEFRROFZFLFREAXBERKE, X FHEE-AXREA
EEAE, &, BRFA. R BT ETUH-AXEAFEAR
REARK., EXHTHEERRLFAGH T asExdhi, FE4i F
ok Rk, Bk, 1, 2, 3-7E=, 1, 2, 4-°E—-=, 1, 2,
5wk 1, 3, 47wk, bR, g, i, Hwi, &
kk, 1, 3, 4k -wki wEepd Eap R K1, 2, 341,
2, 4-=w3k, FTH-ARIALEFEBRREEEIRNK. & RPK
RY A THERBRRALFAN, SLETUAREATHEERBRRGK
dh” (EF “f2FE BAXASEXRL 10 AHFGLEFE, £ F
FES-AKEARET). REARY PLFEAGTHEAGERRLAS
ERETRRE FA FRE BE AR, ARE AREE (F
ZHAETA), BRAA, ARKRAR (R=fTFEE), F&AL +FX
EA., REVHAGLFAOETHEERBRNAGEDRE, Ed i, W
ik, 1, 2, 4"E=X1, 3, 42—k, RUPHREGLFEA
TAEE A A Ak .

“Je AR BEFABEAAA, ARG LT ERE LR
WHTE, L2 FEABELAREIHEERS, L—AHTH4RRL
M.

“ReFRhrAkr AFEREEA, AFEFEPRELTA
w, Kk FEARALSFMKBREANRSY. E—AHTFH 4-se PR,

“eFRmEE” BAFARAOAHA, AVLFRAREALAA
#H, E—AMAFH 4P RE.

“RFERRELHE BEFERAOMHEARLR, KF
Rt R eaTArik, A —AHFH4mFTAREHHAE.

“FEKR %gr%”# FABEAOBTALR, APl
FAR AR, A FA4RRTALTHE

m%img”%ﬁ%édubﬁm,£+m%£#&£ﬁﬁ%
*, ke FARAAS KBRS, L—AHTFHhHanbm i,

“RA” BRAHIERDI0LERR S5 %, L PiExRikz

e
oA

%

S

e
3

Ny

S
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PARSARTAHRABER, ARANERRT. 2XEATHERREK
AR BARABRRARK. AXRAAGHTEELETR, RER,
Wi E, waREYLE, wRRE, kAR wELkHE.

“mERE BEFXARAAA, AVPEXEPRELHAN
K, RAGLEFEAREOLKERERY, L—AHFAuEants T
%,

“REREARLE BERE-RE-O-REA-XH, A dLxE
PR AL BRI HE., A TAHADERBE-FRETE.

“BRE” I8 HO-RA-AHA, APRAGEZA L. Kikt§E
REALSKEKE, CHPERPTOELRTENF2-2THE.

“RORPHBEATRE” BFEAFPAREFLE—RYRKFE
MEOEH. CHAERATFAIE 2, 3-—aFEPwa Rk, 2
2, 3-—gAfEF K.

RELAAY, AR1BETHEEFFGTE, AP R PR
IHEFFAMBELAARFTLEA, XIRLAALELTHEFETRAGE
MARAM. R Ry AATH—FHBRK, FTSAAEALEEREREZE
BHETH -FHFHAGERA, RyABARE, FEAIRKSF
X BREEMOR, YALERALAREHE, ABETITRETER
BEArw, ZEEAARRELIREYRE. XTFALETHRARY S5 X
ByF @i+ %, £ 0 T.H. Greene # P.G.M. Wuts, A L4 2& F & #%
# £, £=)%, John Wiley & Sons, 41%5(1991), (&9 T stk b 5%).
R AFTETARANEEEMNGRARFE.

ZE1
O

T

H  R,COH
@ .o 2 @ .o R 8
H H
1

2
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O
0O
RM
P L L
R,  b) HO" c  Ma

3

I

a) [H]
b) HyO*

BRALFEL, BEHEEARLSH 15X R,COH ATH
BRBATEWIRE, BRARASVYFEBERBASY 2. ZIBAREAE
RHNAEETHST, IHENNEREGBRARTAA . AREABGE
M OELTRFAE, —FRAZL-_ZE (DIC), 1-(3-—F
FAAEX)I-LEBL_EE ( EDC), 1-BEX¥%X5# =+ ( HOBT ),
= ( 2-8AR-3-e bt i) -BEA ( BOP-Cl ), %= 1-R&H-
Z (=98P O~f#ELE (BOP), 4= 1- A& % =
Bi - S AR L ( PyBROP ), #R-Z bk A 4465 5 15
B3 ( PyBOP), 2- ( 1H-¥#="-1-%£)-1, 1, 3, 3-w¥EAK
(fB%-F) (uronium)w £EMEE ( TBTU ), 2-( 1H-¥XHf=w-1-
£)-1, 1, 3, 3-w¥EAK (MEF) ~&AMH%L ( HBTU) , 2-
2-84&K-1-( 2H ) -wbwedk]-1, 1, 3, 3-—XEK (FEAEF)
(Uronium)w &M & 3% ( TOPPipU ), N, N-ZRTERIL -
( DCC ) %. ATHBARAENZELHENOE_AFR, DMF,
DMSO, THF ¥F. HREHABRBEORBRRERISTED. FAN. EA
Foim B, 1BEWREEHAKRYS 2 X4 24 I W, 184R B EKXZ-10
TH X% 50 CoimE Tk, HAETRTHAT.

B4R Bk ELE DMF P48 1- ( 3-—FRAFRL) 3-2ABL
ZEEERETERTRE 12 M T A.

REAX RLG AT A XN KRS FEEBRIELLSY
23Rk, AFLGAELRAE, RELAEEHER, #ll, 8-=&

R,CHO
5
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Z X IR[5.4.0] T —%%-7-% ( DBU ) AT, EHBEANEN, WmFE
7 H#AT, BRAN-REACR S D F 2 HE RS Y 3. ALK RLG
HAZTIARFERLI I THY 2SERSE, REKLYERA 1S E
REZE. FFHEBYAETUARFEREZTILETNY 10 BR Y
, RRAXYSERLE. BXAALCALMELRERBEHT, &
THREVAEBBERBHNED 2LHRERTEERAGER. KL B
FEAARERT. ToH N-RACOREDFEFBRMIELAS Y BRB
BRARGFEFERRE, AAZRERFT/RAETLIABE.

R(ESUNREANGFRERMBLESDIEXARMGAENLE
AMEE, AP R ABERFEAET, MASEMRET, REXE
FEEW 4. HAEHANLBEEAMNAX RL (9AMNERMNFX RMgX
##% K(Grignard)XH, X7 X AR E. RFEAXAGFGEEH &5
¥, EERT, TL&FA RMX HREVFEBERMELES 3
RERY 18I, REALRK KHSO, KERE LR B, B HE4.

BRAHERBAIAANDZERMNLEEZESY N-RELGFEFH B
WIEIEW 3, RELAR 1T, EBBEAANZ. AREARG ALY
B &3 LiAlH, , (iso-Bu)AlH , LiAIH(O-t-Bu); , LiAlH,-
EtOH , LiAlH,-MeOH %. %A% 69E B A A LiAlH, # LiAlH,-
MeOH . 4k A KHSO, K& & 34T 8 #.

wFE 1T, NRELGREREYFEFEBRRBLESY IR
% Weinreb Bk, 5+ A T8 A8 6948 (S. Nahm #= S. Weinreb, Tet.
Lett., 1981, 22, 3815-3818). iX#r N- S R 69 B &9 F #2015 B Bg 164
P AT 69 5 W Ag 4 449 £ Weinreb Bulik £ B 4E AP (J.-A. Fehrentz,
M. Paris, A. Heitz, J. Velek, C. -F. Liu, F. Winternitz # J. Martinez,
Tet, Lett., 1995, 36, 7871-7874. b) T. Q. Dinh # R. W. Armstrong,
Tet. Lett., 1996, 37, 1161-1164), KX ¥ € TH KGR FHHLA, 4
e RACEFME L FEHFE BRRGFRE AAREMRA, #17
AL, Bl N-EX-O-FARELHAF S RETHARAZHLEH
AFRKR. BREEARFEAAY TRERE AR T HGELSY.
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FERE2EBETHESRPEG— MM FE, FE2F, “P” £
T E R ER A,

R, R
L—O-N’ . L—o-N" ° _PBaCOH
@ o @ o N
z 8
X
0
a) R.M
@ .o R ‘ - N
R, b) Hs0* ¢ R
3 4
a) [H]
b) Hz0*
R,CHO

A LFE 2 i, BAYERERBLSY#ERYEEY, B
A N-BRIPHREGVDEBERBLED 6. A5, BBALFTE 1 HZ,
¥ N-BEFHBEASDEERBCSWRANL, BANRELN-FFHR
SHBENELAY 1. BEREYF AR, RHE NREALGRESD
ZRABASHS. ¥ 85U X R,COH SR BASHIES,
BARAY N-RALAFEFBR LA S 3, ETEBALFE 1
P 67 3L BR 4 R BES.

HiEBEREFLAOEBIEERL (Aloc) , FEEX (CbZ),
- FARAFABERL ( MoZ ), -HAFEERL (4-NO,-Z ), =F
AP ALEEL (Teoc), 2, 4-—FEEFREAR, 4R-ABLF
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B A, AR-AAFEBEE (0-Nbs), s-#1AF A sm i (p-Nbs), A
B 2-FER-4-Z T R AR B A,

RGO EREPESSGHARE,

H R AY N- Y R ERIELE D et

N-HEEEA 4 ( O-FPEAEE) FELATE AR (XTH1 %
ZLHEX) B,

NS REAEA44- ( O-FAEE) 3-PREEEA]- ( N4-F
EoXPR) -ToE-E2R (XTH-1%THXEX) K.

N-HEEERA4Q, -~ FREXE-O-FTEAER)-FEATE-
2B (XLH-1%=0THXE) #E.

N-% B AEA-4-4-(1-REATH)2-FARS-AHEEXAK]- ( N4-
PROEFTR) -TEE-E2R (RLH-1%=THXK) K.

N-%RABR-O-BE2-ERZEFEA-XBXRLE-1 % =K
AR,

N-HREBLO-BR-ZAFTRA-EREXLH1 % LHEEX-H

N-B @ ABER-5 (4-O-FRAEKE-3,5-—FTAAXEAL) - K&+
BELE-1 % LHERD,

N-HEEBEA4-O-FAEEI-FTAEARAA-ERRXTLHE-1 %=
T AR,

N-BHAER 4 (O-FHAEK)2, 3, 5, ¢wRELLTA
EE (XKTH-1%THXE) W,

N-HREER4- (2, 4-ZFEEEXE-O-FEEEK)2, 3, 5,
G-I RFEAATRE AR (XTH-1%=THX) HEE, AR

N-HAABEAI-ZA- b b ABE-2RECH-1 % = HEH

BEHAGRSY N-RYPHABERBAEH R NHRAKE 4
(O-FH#ZE) REATFTEA AR (XLH-1%=THFE) K.
L R BAAH R,COH REAXARIFXREARIKN, 7% 1
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P2 BREGTHERET —HHELEARIKROES DO FERZ, Mk
XK E .

BEXEY, 7E3BETHERY—FFE. E5E3F, Ry
Fo R B2 3R E H RAEFTIBE T R LATE 77 i ¥ 57 B 257 o 3K 50 69 8
HAFE, WRA R R AELHEZH. R, Ry R, Tkt —F B
R, FTeREEELRERBEAHETH - FAFHAGERE. £ %
BERGR, SREERALATRE TEREMFTROR LR, B4
BiZELMERPRE ATFLERAGEYP S IR NIFE 3,
£ 1, T.H. Greene # P.G. M. Wuts, A &R FHREFE, F I,
John Wiley & Sons, &% (1991), & THRUEASE. Rk FHME
4~(amenable) A T A HL2 B X F 69 I & R F &

FES3
H o R
@ .o - @ . o=<"
H Rd/U\R =.—/\Re
1 9 10
NaCNBHg3 BHg THF, RM
% LiAlH,
NH, Ry
L—0-N—
Ry Re HRf ¢
11 12
LIAIH,
R, BHy THF
NH,
Rf l Re
Rg
13

BEALFTEI, BREVEBRBELEY 1L H5RIFIRE,
BEARSVERMBLEY 10. FABAKRERYERT, BLWK
ROVMBEMIRCLSYM 1L ERTESHHEBRANEN, =R TR,
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FRAZIENBRIFELTR. FERKERBE, i@t NaCNBH;
% BH; THF B B, #5 LIAIH, R B, F3 K 11. ¥R WEBEHAIE
e 10 52 B AWREMN RM BB, KT R A AR 6%
FEAEBET, MALEMET, RARSDo-BRRGEERKLSY
12. Fo-E1BAREEEZ L Rk, 448 BH; - THF X LiAlH, 2 #&
%.5 1 Y. Ukaji¥, Chem. Lett., 173, (1991)#= R. P. Dieter ¥, Can.
J. Chem. 71, 814 (1993). ##4t92BME-FTAH Lifd MgX, EF X 3
ME. BB TFFR#EgHN, pFREFAEREEEE, BFHFHo-B4A
8 .

CFEREARATAIANEARUHNERNENTE. TE4T, Ry Ry
Fo RIAAII L IEALART R,

7K 4
R
Ry, h
H AN
._L—O‘N\ + Rg/i = Rg /(
H ' 4
0~ "R
14 15
Rh
PhSH, AIBN R SPh
s y 10% HCI .
‘—L——O-N o A
16
Bh
Rg)}fspn
g7 0 R,

WA LFE AT, GREVEERBLED 1L 50, B-FieHFH
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BELSW 14 R B, BRESGHEEMBLAS 15, H 15T W
B3R, Bl EBHANEN RS, EBR—FTH ( AIBN) #%
R BAETmE, BARGW e-ABRKLED 16. K 16 B R, A
10 % # HCl KEZ B M, F2 A8 17. £ X 0. Miyata %., Tet. Lett.,
37, 229-232, (1996).
ESBFTBIANEFRNHNERRRL RS F k. £
ZEST, R, R RRAAIAMEGBALAITA. 7E1 FHR
BHETRATHE S, 63X 7-TH. ERARTHRERTERAN, T
A3 B K.
. FES

"‘L—--O-N’H _ Y~ "R, BrCH,C(Br)=CH o e
\H + R.__T. P k 2 2 .—L—.O N O->—Br
1 OH
18 19 7 N\
=/
R

C

H,C
Bu,SnH, AIBN R
.—L—— G
————— HOHN

LiAIH,
H,C
R O
H,N I \___
= R;

22
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7R 5(%)

@ .o 0 \\R:

BusSnH, AIBN
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WMEALFES, BEWEERBRLAY 15X RS H 18 F
EREBEULADRAA-EFRHEDIRE, BRESGYELEFLL Y 19
X 23. ¥ 19 %23 T A AR, HleEBERANENLEP, £
AIBN A= ET RS EET i, BARESY N-FKEALZBER KIS
$20%24. H220H 24 AR, AR =ZRLERLEE, BAKFERFER
a2l R 25. W20 R 24HAFTERBE, EBALFEIRER
LiAIH, £ RS, THRINEALSY 222 26. 51 S. E. Booth %,
J. Chem. Soc. Commun., 1248-1249, (1991).

FECEFTTHEFAHBRISY 29 895 %, L% n Xl & Ar, A2,
R,RU, R RPFAAZ L.

ZEG6
H (Q)n R RS a Ok R1OR®
—0-N A —_— A ,S N.
@ .o - '\A?S%cozrl ~A% %{ o-.-—@)

1 H RI12R' R12R" o

& 2

@ RI°R®
b AF\AZS NxOH
R2RY o
29

2)3- (- FEREEHABEE) AR (5%5F); 1-( 3-—F&REAA
£) 3-ziEg—_eriEsd (EDCI, 5%%); DMF; 25T,
12 7 BF. b)SO % TFA ( 100 2 %) & CH,CL R, 30 5-4F.

HBEALFTEG, BBALFTE1EBBRBRUEH 2T ERED
EBWBAASY 11546, BRESDAZFEMRLESH28. REA
BREMNw—fFPREY, ABP=RCE ( TFA ) XBERSHRE
BB RAE 28, UBEFEEBRLESY29. 5 Rink BRI,
KFEBBENESHA Wang BREREEZESHE LS TFA (=K
L&) R KGR EHE. EALEKL TFA 5B AR FEERGER
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AR, ARALERE AR TEXRELOFTAFABRG N,
O- Bt —RAKS W, ARBIHIARELBEEZZRAEE, RERESY
BEEZEBXEBRATRE, FATEEALHD.
FETETTEHRARBEBUAW2IHFTE.AFETP, Ar A%
n, R9’ Rw’ R11 Fo R % 4w k.
v

@ .o —— o T @ —
30 0 O g4

R11 O‘ Ar\ 2-S O\ __’
7 @ — - Y YL
\/\g/ L | ¥
a2 33
O | ) (g)n o
. F~, n.
RSN —— TR
R (o]
34 35

Bldo, EHBEEN—_FRATEET, £2, 6-—fXTEBRIEF
WEALET, TRXYERTACABRRELREEZZ RSV EREME
woH 30, FHAELSW - CLEABBRATLBREARIEEY 3.

EXY4 0 CHEHAT, THHRENTEREY, Asfl= (=¥
EPait) B4 (potassium bis(trimethylsilyl) amide)&t 2 % &4
SLABSBACHREERBENSY I, REAXYERT, AR RYCHO

(AFRUZN L) &8, FARGHEHRENBLEY32.

KERHAE Ar-A>SH, EF Ard Ak, 5R4HEN

BREERIEAS W R RE, BARSYBRICRERIELEM 33 . &k
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BRABETERBESTTBERMEIRE, AEE8LELEAE TR,

Rig, TREBEEN TR T, AR RILBLEZER
SMERBERBLEH 33, HEAM, FE &3S, A¥fnAo.

K, CTALEERT THREN e BRPT, AANH LH-
FAEXTBRAETZELSYRRBERBLESY 33, FAZRGVHL
A (n=1) A ( n=2) WHKELESY 34. EAEK 34 KR, 73
B BRIEW 35,

FESHBETHERSDEERBILESY L 75 &,

%8

@)

.—L——OH — ‘—L—O-N}b .
30

36 o
H
@ o
H
1

BEALFES, Bl THETHRSDEIMKAL Y 30 3
AHABAL Y N-BEAER-_FEHREREMIEIASY 36: Bf £ Mitsunobu
£#TF ( Mitsunobu, O., 4 A&(Synthesis)1981,1 ), ¥ 305 N-&2%
AR _FEREEES. TAIHHEEEIHAAZEAR, TR
B, ARTEBRR, LBV EBRBRAELET, KE RSB EIRE
foblE N-BAEM-_TFTHREERLE. BREIAEX_FRERE, BT
BEMAG RS ERMBELEY 1.

Blhe, %304 4 (BFE) FEEAFTE-ER (XTH-1 %0
BE) K (Wang W), EBR-—FTR-_FAERZEAIREGL
T, DMF v HiZMESE N-2EXEXS = FE L Kig4. £ 40 CT THF
b O BIFERBEES_THREEARPEASRE, RELXYG20HZ
K. 5RAFERRGBMEEE ( Wolf F, Can. J. Chem., 48, 3572,
(1970)) 48k, M PEBEEL_FEREBRFEY G ELA BEAHA
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B
A4 (2, 4-—FEREAFEA-O-FELE) -XEAFTA- LR
(RETH-1%=CTHE) -3 ( Rink Wig) 0, @it T s
£1: PADMF ¥, EHUGERBRELT, R&WEEARBLLY
EN-ZEELK_TFTREBRREE, BAREGVI N-ERAEXRK-_FBEEEL
Wigsm36. AHOCTTRTEY, AKESEMEZIRE, BX
(N —_TFBREEARY, BAHENREVERERBAEY.
FEIBETHEESYNRYVGEEME 6895 —F%K
FE9
@ .o - HO\}\I’P e '—L—-O—N(P.
30 P 38

37 P

.—L—b— Nf:
6

BEALFTEI, BEAYWEIARBLESHI0E N, N-UEFH
BRSO Y 37488, R PRPAFES THENERYE, BAR
A% N, N-RBEFHEERELSY 38 . RERABRREERYE
P, BRESW N-RYGEERBLESS 6.

BEFEIOVTHELSRFT EH—AKRAEZRTEY, PATE, P
ABEEBE Aw (Z(A%H) & (0) RETARBRBRR LS
FAEEABRY R,

WA %42 3 P Ao PPN O 97 89 BB ALA4 HLNOP?, 1 o P?
HEABRTPE, THEN, N-URFHAEELEDIT. RAGERER
FPRARE. TRANABRARTFTAARLH AN PR EFH, HEE
FEP & P3N, #Hlde, O-BTEAEZBEEHRAELATHE
(allyloxychloroformate) & &, H& N-HARAEX-O-RTEAEK, RE
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HWEEFRAEREE, BA N-FANFHAEELORTALE. A=
RLBAENFANHREEZLORTEAER, B NFANSEH
S§ELERE.
FEI0EFTHERESY 4 (O-FEEK) 2, 3, 5, 6w
RERAL T ARSI G T k.
7% 10

R F
R F
o *HO CO.H %
o CO.H
39 F F 2
: 2 ¢

E F
O
0
4 F F

0O
E F
.<:> O-N | FF
O—Q—/ ;b—————’_@@_}m
J o
2 F F 43 F F

WEALFTEL, ERBAET, REVEATEARBLRIATEARE
ZH ( 39, Merrifield W5 ) 5 4-%3-2,3,5, 6- W REAFTHRRE, B
4-3%3%-2, 3,5, 6-WRARFARLTFTEARIBLESY 40 . AZERAN, #ld
LiAlH,, &4t=FT#4, R BH;-THF Z R EHL, FH 4-E2FH-2,3,
5,6- 0 AKEEETFTEMIEEY 41, F U HUAREXL TR R
ERIciLaY 42, AFEA—ToEEL (FE8HK), £
4- ( O-FH£E) 2,3,5 6w REALFTE- LR (XTH-1%=0TH
) WEeW 43.

FENEFTTHEESY4- (2, 4-_FEREAEL-O-FLEE)
2,3,5,6-9RFELTEAMBLEDH O F .
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FE11

OCH,

oo, ——— @—~_)—
._Q—KC] + HO O (o] ® OCHa
o

39 F. F 44 45

F F
OCHg
FF 4!!}
.—Q_\o § ) ook,
o 2N OH
OCHj

OCH,4

e

47 y ONH
F F N | 48 /% 2
o]

BREFEAEFE 11, EBRELET, EEWERTEREKLESTE 4-
FEHK2,3,5 6ORFE2 4 FTERAEERMURE (R LFE
10 ArE ) , HRd- (2, 4-—FARAFEER) -2,3,5 6wREAKL
FEMBEIAY 45, HE XX R A LiBH,), FH 4-(FFHL-2, 4
ZPREXR) 2,3,5 I REAATERBLSY 46. ¥ 46 31t
HABERF VB EBRARNBRED 47, REREEXA_FEBRERE
(oFE8HE), B8 4- (2, 4-=FAXEXO-FHLERK)-2,3,5,
6-9 RF AR FTEAMIILLD 48.

KA ROMWBERBELS DX 1 FiF, EF L AR
(linking group).
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i EREEX L AEALTEH

Nrwm
_A_nA‘/ﬁ
e R

AN
R2a

xF

AREERAX-X"-Z-5%H, XF

X' #-CHR-X-CHR-Y-CO-(CH,),-» X F RAH, K&, XX
FE-H, X, REE BF, AEI-NOBRRMHEK,

Y #-0-2-NH-

nAM1E 6HEHR HE

Z #-0-3,-NH-;

R', R, RP*FR¥*EBImA-H, KL, REL &, fi%
Z-NO,;; A&

RA R i A-H, RE, XE KB -AXNSAREREL,
RAK, RNE, REANO, SRAEBRKGEL;

ZEFERFRI-ERFRZI-AESENHEGER TR
ke T X AT+ ey
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¥

RVA-H, wEk, REX, & &AX-NO,, A&

R, R, RPeiwzf-H, L REEL §F, f43-NO,.

AREEOREGBREVEERBLESHOHE 4- ( O-PEERE)
FEATHA LR (ELH1%=CTHE) WK, £7%T

O
C:j ONH,

4-[4- ( O-FREZE) - FEEFAL]- ( N4-FRA-EXFE) -
TEE-AE (XTH-1%=CHE) -#E, RFwT

OCHj,

O
"; o

4- (2,4 FRAFR O-FALE) -EEAFE- LR CETH-1 %
ZTHE) B, ATT
HaCO ‘!lb

)
ONH,

4-[4-(1-RATE)2-FEAS-HAXRA] ( N4-FRETFE) -T
B R (ELH-1%=CHE) B, XT8T

OCHj
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HsCO

O
O N ONH2
<
CH,

O-Zh-2"-FREZEXFTR-EBRETH-1 % —HERE, 27T

O-ZMe-ZRXFTEARELHE-1% ZLHE-MI, 27T

®
Lo,

5-( 4-O-PEZE-3, 5-—FEAXEL)-XB-ABEXLHE 1% =2
WAERE, £54TF
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4-O-F R ZB-3-FRE R EA- L RETH-1 % —THEMRE, X
F4F

OCH,

O
C—f ONH,

- ERE-LBELH-1 % _CHEERE, £F0T

4- ( O-FRA L) -2,3,5,6- W REELETE LR (XTLH-1%=TH
¥) #WAg, £78T

E F
o——% i>—\
‘—@—/ ONH,
F F

4- (2,4 —FELEA-O-FTEEK) -2,3,5,6-BREALTRA- LR
(RTH-1%THE) ®l, £78T

;Vl&

HaCQ
F F

o~ )
‘—@—/ | ONH,
FF

OCH;
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RREG RS A IRALESHA:

4- ( O-FHAEE) -2,3,5 ¢WRAFELTE- LB (X2H-1 %
ZLHXE) HIR,

4- ( 2, 4-ZFREEE-O-FAEE) -2,3,5, 69 RELL TR
-ER (RLH-1% —LHXE) W,

4-( O-FTEEBE)FREEFTA-ER(ELH-1 % ZTHEIRE,
Ziz

4- (2,4 —FERAFRX O-FTHEEE) -FREFTEAXR (XK
-1 % =THE) HAE.

. Rink # & (H. Rink, Tet. Lett. 28, 3787-3790, 1987 %) &34k % &£ T
TUAEBRHBRBEEHRATRBE. R, §TEAKBOREIK
&, A2 Wang Bl4RS 4k L& RAR 6T EH M ((a) S. S. Wang, £
B4 %4 &J. Am. Chem. Soc.), (1973), 95, 1328. b) G.Lu, S.Mojsov,
J.P. Tam # R.B. Merrifield, A #u{t ¥ % &(J. org. Chem.), (1981), 46,
3433 ) .

v & K 3 K K (teterafluorophenylpheny) WS A XA A, B AT
TME R B F 5 THRBEREZZHTAANMRER AR LT

XEHBAAFTEETATHENKE, BhFRBR. A7, &5
EORELEYS NEYVOFEF—FHEREARGBZEERKBIES, BRESY
N-BRYHERABFEBBRBELSY. RERXRABRY N-ZFF A,
BARVORESOVRALRFEBERIBLEWE E _FHEL N-REFH
AAEBIBE. REEIhidE, HAMERAREIGBHEIZK .

HA—FHBERFTE, CTRAAIATERHAELSHFSAELRY
B, BE2HARESARABRGE Y N-BP K E £ 45 (subunit)id
b, BREEY N-EVORFEERRBESYS. RERELRAR
M N-BEPE BABRPOUELSYIRGFEGERRELSDE & _#iE
Lo NBRPGRABIKIBS, XH, BRFIANLRGENRER
5z 5b, T AAEAGE B EAL R H B B
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— B ERRABREOCEKEIARY, WRERSURGFEHBLEY
52 BAMNKANEE, RERTBRE, BAKELEY; TR LAY A
RS, RABRBEHRKRYFEBRLSGY. ENALGHEP A
BT AEBRAAMRE LB W R AR,

TATRLEMEGRSRAESHONBEYREASLL A THREA, B
CEBLINBESVWBRENIRUSHAFHTRE, FELETIUAE YK
F i BRI KGR X R FETA 2 F b s shilaie. £ X
HREPAYO-HDAFTEZEL ( Fmoc ), RTAEA ( Boc), F&&E
A (Cbhz), BEAFREZA, R-REEE, FRAAEEE, (a,
a) —FA3 5-—VEAAFAEA, A-AEEEHBE, 2-RART
SEAF.

Bk, XFARBHEALSEASRBRNTATHER, R ENA
S B %% (arrays ) B ERF LN % % (arrays)ie A 4E Ugi 4-A 5 %
&85 7 ( Ivar Ugi, in isonitrile Chemistry (Ivar Ugi, &% it ¥
), 19715, 145 R, F K Hiit(Academic press). FEESHH
FeRATR FEAERBAEAA, ZTUARTEFHBMRER, AHBR
BEE.

AEXPHARURBETRATFAERRE AR, AXBL”
B, 7ERaF RbFEIETILERKSY. TE12a# 12bF, Rp#
R ZXdE. n ARABHENOFRAR, FXESHEHGEL,
Rai-Ran B2 3R A X AT LG R R A X F &

50



97180752. 3 o P ZE46/73W

Gy =

F%E 12a BFTRAX S ZBASY R,yCO,H-R,,CO,H Fo A
2B AMALS Y RMgX ¥4k % RIS FIT46 K. BEFE 12a,
BFE2TPHANES NREAKGEBERBIEH S, 2 nt. &
LHEEREGEBRLESHIEE, R 0 HHRESY NREAGFE
BRI EY. RERFNESY N-REANSGFEFRRKILESY
5 & K(Grignard)&ZH RX R E, ALEBE#E, B n L aE2ANELE
A AR 6 B8R,
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.——-L-—O-N'H
% 12b
Eroin
U S R
@rerig ©oia® D-osipne Do
o) 0 O 0
Ra/U\Rc, Ra)kﬁe Ra/U\Rw /u\

Ra

A B 12b K4 T 474 § $— BB H R,COH 4 n # R F
&2 & A MAL 44 RyMgBr %] R,,MgBr # n # R F t9 B4 o9 F 47
SR, HREZE 12b, BoY N-REMMMHEERIELOYNE & BILS
P R.COH 184, REBRHBRELSY N-REAFEZEBRRAIGILSYH
B f, BRRASY N-RAAHFEFBERBLEYE RFGKK
(Grignard) X # Ry-ReoMgBr B B, B2RMR, B n#HLARHEE L
—RBAA W ERA Y.

ARXRHGARUEHEETR FTHERRBEGELE, 7£ 138
THE B 4 RBRAAS W Fe 4 F# K(Grignard)X 7] 05 8 & .
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B B 5E49/73W

®N

13 (%)

BEALFE 13, BEAY N-EAROBERBLES 85 A 4
B, B ERREBRLS YIRS, HEE 4 HRRAGRED N-%% 346
HRREERELSY. REH 4 2RAD NRARHF 2K BKIE
wAYRAE—R, Bh—b, REBRELIN 4 HREY NRAR
o 2R IRAE D, AP EN AL RXEFTHEESY NEAL
HRRrEBRMKRLSS. REW 4 By —HERARERKEMN Ra-
R.MgBr Af, BLEBM B3 4 HhORLSH, FHAK 4 #HLE
W, Ri 4 HARAELY N-RALYFEGERABELSHES F—HK
EAGEE Y, RXHFE, TRAEEIROSSHALSHAA
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Sk,

BRI TR, SEHEEABRIBBEEL, §E58-Fudit
#, TEIRGHELE

BERFE AT LR, TAEIFGEBALRHE, Xk LM
e g B f R B A AR AT AR K R TG B A R
I 1

4- ( 2, 4-—FREFXE-O-FEEE) -REXATREA-RXR(XLH
1% ZTHE) RN HE

OCH,

H;CO ﬁ!"
o
‘—@—/ ONH,

EZRET,TDMF ( 10ml ¥, % Rink BH ( 1g; 0.63mmol )
B 15 54, B N-RAESA P EE ( 514mg, 3.15mmol ) A F
ZERIEEFARY, BmAXHE ( 19mg; 0.13mmol ) . FFRASWA
PHBEHEERE A ZES0C, BRHESIH. REHRLPAHE
RGBS 1208, ZERHBELEF A A DMF (5 x 25ml );
DMF: H,0 (70:30; 5 x 25ml); THF ( 10 x 25ml ) #= 2%
(10 x 25ml ) Aaowkk. RERHKEAMC, SAETFRER.
IREZFHE 1733cm” B ABK, TR TRA-FTEREBELGMN
B3k, LELSM: HHEMA: 028%N. RZMA: 0.26%N.
0.18mmol/g .

Kz AR A 20ml R T Bk 10 540, #K4BE ( 10ml ) A
BEREHT, FEVBEHGFHTHRE CHERH 12 1. &
ERAEKEEERR, SERZHEFHMAR DMF ( 10 x 25ml ),
THF ( 10 x 25ml ) #Z& ( 10 x 25ml ) 45 %%k, REERKE

55



97180752. 3 oM P FE51/73m)

40C. HFATTFREE. W I IRZE.9 1733cm & sgR 4B
HYEEGEEANERDEELT. TEIM: % N ME44-0.43 ;
0.42 (5B T 0.3mmol/g m#E¥) .
54 2

N-[3-@-FEAX ) BE)B-1-EZFHX4- (2, 4-—FEAEHE
CO-FPRER) -FARATAER (RXTH-1%=THX) HEGHE.

¥a- (2, 4 -_FREAXE- 0 -FHEER) - RE&EATFTHE
- RER(ELH-1%=CHFEIWE ( 200mg )EKT DMF ( 3ml )
., EERT, GEFRFPRA 3 - (4 -FALEHSBREL) AR
( 610mg; 2.5mmol ) F#1 - (3 -—_FREFA) - 3 - AL
—rEEBRE ( EDCI; 477mg; 2.5mmol ). A Vortex 3 H ¥ A
BRAMEFTETHRS 1206, RELERE, B4&AH DMF: H0
(8: 20; 5x5ml). DMF (5% 5ml). THF (5 x 5ml)
FolBE (5% 5ml) Ao %%k, FIERBIVEAWCHAZTTFR 12
Joif. IR ZRFRAETEBEGAREREN 1675cm ~ ' &L EAR
K.

e IR
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N-#FE-3- (4-FAREXHBREL) AsBRGHE.

RKEARFA2HEHTFROAN- (3- ((4-FEEER) &8
E-A"-1-AZEXI4- (2, 4-_FEEAXE-0-F4ER)
-REATFTEA- AR (KLH- 1% =2HE)HE ( 200mg ) £ 3ml
—AFTHRFEK 10 04, EEETARSDTRRAZRTLE
( TFA; 03ml) FHHFREWHKT 30 54. A TFA B, WK
FARBE, RERRAYIEFA_RTRELEELRSm]. #EEXL
iRk, 55 20mgREH. HRERESYH LCMS 3 HEABEL
AET75% (@) EREH, 3- (4-FEEAEZSBRRE) A&
A6% (®HA)). 'HNMR ( MeOH - dy) 8245 (t, 2H);

345 (t, 2H); 390 (s, 3H), 7.15 (d, 2H); 7.85 (d,
2H) .

%54 4
4-0-FEER)REIAFTE-XB(XTHE-1%=0HX)
g (100 - 200 B ) &4 %.

‘@JO‘@ONHQ

m—AEAA KRR EEHE ( overhead stirrer ) 85 1 F+EERF
B (Ace BX # 8090 ) ¥iwA Wang #IE ( 18.35g, 20meq ) #= X%
K& =% ( THF, 450ml) . HRHBEHEFHEHF 15 54, RE
ZERASZILEBOXTAIATRARTRIELEEN. mAHEY
THF , BmAZ%%% (15.74g, 60mmol ) #o N - BRAE — &L
T ( 16.31g, 100mmol ) . MIFREWHFFAHFE-5- 0T,
ZERMAMEE—FTHR_F % ( 11.8ml, 60mmol ) 4% B B H £ <5
C. mHAZHE, HFRfPd, ZBAEESFEFIR. R52LER
ER AT ATRERATHRIER IR EZ. WMAN, N-—_FiFa:
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B: ( DMF, 200ml) ¥ R&HHEF3 - 5 504 kbziig, K@
WHRAL TR EREFR. RN, AR 7 54 DMF 4 7 8( % %),
THF (HR) Fo P8 (—Kk) 2ok, RE—F0REBA T4
IR1734cm "' (C=0).

BREBARNERE TR THF ( 400ml ) # 200ml ¥k
( 2.31mol ) 4540 % KER., RERESWE 40 CT EfH 2 18,
REANEIEZR (RAWTERBETREFLR) . A RERTHRS
WBhERER, HERERALEERNBARE. AYERE—BAR
B, BMATEERBARLE S RFFHIEHE L, AXIESF. 5
BBEGHBE 40 CLAETTR. % 18 - 185z #iE: EhEE
1.02meq/g ( X TR FTEZRE THF EF R PHELEHZ);, IR(B
#F) 3316cm "' (w, - NHy). TEIMBRZ{A: C, 87.07 %;
H, 7.77%; N, 158%, 5K 1.13 &EF/AMEE.

ME: 4-FARAERALRFEBRGHE.

¥ 200mg FEME (X% 0.2mmol ) feAZF 5 X 10ml 65405
BEE(EABABEBHR (frit)) SRABEHEH) F. WEBEL
Ktg DMF $EKXL 1504, REMA11Smg 1 - (3 - 9 RE
AE) -3 -CLABNH_2ERESEHE ( EDCI, 0.6mmol ). REH
BRASH PN 4 - HEFEXTE (115mg, 0.6mmol ) . HFA B E
2, RoBEERDER (AEZERLR ( rocker bed ) &%) . £%
FEBRERER(RBRAEZEHEA-ANMIREKEALERMED ( Vacuum
Flask adapter ) ), HANLFAH Y Z (2 - 3ml ) ATEMEZHIE:
DMF ( 4 - 54), MeOH & 50 % DMF &X%#% ( 3 - 44y), THF
(3-44) 4 MeOH (2 -34) . WE (HGEEHRABEF)
AACAETTFRES 41,

METRAORBE T RA 2ml —RKFK, BMA 2ml =R L8
( TFA ) . A4, FA 20ml K (BHETRY B 7288 =94 %
“B” ) . BREVEREY 1 IE, HFRERFEANRSKE B HARE
A1 - 248 1l =R PRk, HA1 - 24084 1ml F Xk,
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SHHEREIOCTREES 2ml, A F S 2ml PE, FiRER
BEZTREET (E30CT##EEXX, FRAATZBRERT, #E,
A TFA BET AR “B” ZRGER) . IBELDHREFS
MALE (£%) ( HPLC, ARZBAEAHFEBEETF) . 4 -5
EEXEEAUHRFEFBRAERERA: 29 - 30mg B4R, 60 - 70wt %
S, 90 - 97A % %6 (261nm ); 'HNMR ( CD;OD )5 8.13 (d,
2H), 725 (d, 2H), 485 (%%, OH, NH), 3.55 (s,
2H); PCNMRS169.4, 144.3, 131.3, 124.6, 40.2. A LR Bk
¥ Imeq/q WA B G ME/ X B FKEH S0 - 55 %.

LB 5
N-4-%xT-1-8L-4-0-FPLERE) XaELFH -
AR (ELHE-1%0HE) HEGHE

H

K EaS 4RNEGTHRG - 0 - FRER) FAEATFTE- LR
(RXZH-1%=C%%) W (2g, 1.5mmol ) &£ DMF ( 8ml )
vk 10 240, REA 4 - XA TEF EDC ( 0.86g, 4.5mmol ) &
., g ReHIEy 24 PR ETE. WEA DMF, DMF/H,0,
DMF, THF # Et,0 %%, REAE 40 CTEZTE, FEN- 4 -
FEAT-1-8E-4-0-FAEE) XARATRA- LR (XL
- 1% =—CHE) #Rg (22¢). IR: C= 0 1670cm " '. TE%
Mo HFE4E; N, 1.05%. RE4E: N, 1.07 %.

Lip 6
N-(4-2-3-FEAEPHEA) -4-0-FHhER) £4
APR - B (ELH-1%CHE) WisHH %
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FEap AREG TR - O - PRAEBIRAETREA - £ R(X
- 1%—C%%) #®ig ( 4g, 3mmol ) £ DMF ( 32ml ) ¥i&
B 10 54, RER 4 -&- 3 -PAXT&ES EDC ( 1.725¢ ,
9mmol ) X, RA&WHKH 24 IHRELE. IFHRKEA DMF ,
DMF/H,0, DMF, THF # Et,0 %%, H#E 40 CTATZ TR, &
BIN- (4-£-3-FEEFEBRRE) -4-0-FHER) XEL
PE-ZX2R (ELH-1%=CHEX) WE (45g). IR: C=0
1677.5cm ~ 1. mESH: HHE{E: Br, 52%; N, 1.05%. @ME
{: Br, 53%; N, 091 %.

L4 7

N-#X-4-8-3-FEETRESHE.

KEEP6HEIN- (4-82-3 -FEEXFE®RE) -4-0
- PEREE) REATE- AR (XTH- 1 %=THX) #RE S0
% TFA/CH,CL, ¥ &% 2 h o, HBRMFA CH,CL k=K, #3
N -#¥%-4-8-3 -FEEFPBE. LCMS: m/z 230/232
(Br) M+ H) "&#&=78%; 'HNMR ( 300MHz, CDCl;)
&: 242 (s, 3H), 74 (%% J =789, 1H) 7.58 (%% J =
7.891H) , 7.62 (%%, 1H) .

L 8

N-4-$#FEA-N-4-FET-1-X2&EX-4-0-F%
FH) FEAETRA-ER (RTH- 1% =LHX) WEHHE.
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0O
@)
O-N

C,

KEAFSHEGN -4 -FET-1-BE-4-0-F4i%
Be) XEATFTE-RXR (ETH- 1 »=THX) # ( 1l4bg ,
1.095mmol ) ZF X ( 26ml ) ¥ &3¥ 10 5-4F. /A DBU ( 0.83ml,
5.5mol ) , BREHEFHEFDNE ( Wrist Shaker ) LH 3y 2 ) #f, fm
ANERFEE (41g, 16.425mol ), MIFRAMEAKRIE 4 x. &
E#BEHF A DMF, DMF/H,0, DMF, THF # Et,0 %%, £ 40
CTAZTHR REAN-4-BFE-N-4-FET-1-EEE
-4 -0 -FHEER) FEEATEA-ER (XZHE-1%9=HX) #
B (14g). IRC=01668cm '. TEL#: #H44: Br, 5.3
%; N, 094%. RMAZ4E: Br, 54%; N, 0.85%.

57645 9

4 - FATRGHE

BFN-4-BFEA-N-4-FET-1-8BRA-4-0-F%
BR) AEEATE-ER (RLH- 1 $=LHE) # ( 0.2g ,
0.6mmol/g 0.12mmol ) £ Z8 ¢ & 10 5-4F, £3$i@#EFHE ( orbital
Shaker ) 4% £5°C, FifF&iF#&M LIAIH;0 Me ( 0.46M A%
%, 0.22ml, 0.1mmol ) &3 £ i E T HE3 30 54 A 2M HCI
KiE &k Yk R B 7 A ( Vortex ) 30 4-4F. N8 G ERM4T, 5F
W absre A ( Vortex ) 10 24, WmABRRA, MIBRAOMEZRE
RELE, RS FPRAskA. REER, F34 - XX T#. GC:
@A =91%; 'HNMR ( CDCl;3)89.75 (1H, S), 7.05 - 7.30
(5H, m), 258 -2.68 (2H, m), 241 - 250 ( 2H, t),
191 - 202 (2H, m); MS (EI): m/z=149 (LM + H ).
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%4 10

6 - ¥xt-3-HaHE

BN-4-BFEA-N-4-FRAT-1-BEX-4-0-F%
) REAFEA -2 (KLH-1%=2HX) WK (015¢, 4
0.75mmol/g 0.11mmol ) &F T % ( 1ml) ¥, FA IM 8 ZEER
BeywaskwhiEaEk ( 0.34ml, 0.34mmol ) &¥. R EREMWEH 8
DB, BAA M EEB&ERN ( pHAES A3 ) . REBEH 3045
B, WMARBRR, BRSO EEKELE ALVRAS®E, K
%1336 - (AT -3-8. GCMS (ED&E#AR=971%, m/z176.2
(M)"; MS (EI-LRP) m/z176 ( M)"; NMR ( 300Mhz,
CDCL;) 6102 (t, 3H), 1.9 (m, 2H), 24 (m, 4H)
26 (m, 2H), 72-73 (m, SH).

L34 11
N-4-&FE-N-(4-2-3-9¥EX78i) -4-0
- PRAEBR)EELAFTR-BEB(ELHE - 1% CHER)RBHFH &,

‘@—/O'Q'“O-Nj\@%

Br

Ci

BEAEFCHEGN - (4-82-3-FEAEXPHE) -4-0
-WEAEE) REATRA - AR (RLH- 1% _LHX) HEESFT
FE ( 27ml ) FHEHFRASBEH 10 54. A DBU ( 1.6g,
10.5mmol ), /G RSP AR Z ( Wrist shaker ) L5 3) 2 ) K.
MAEAKFLE (647g, 31.5mmol ), ¥R ERESHBALH 3 X.
WM A DMF, DMF/H,0, DMF, THF # Et,0 %%, £ 40
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CTAZT®R FEAN-4-8FEA-N-(4-8-3-FPEXY
BA) - 4-0-FhAEE) FEATE-XR (XLH-1%=1
WEIMME (3g). IRC = O01644cm ~ '; TELSM: 3+ F44: Br,
42 %; Cl, 19%; N, 08 %. #E4a: Br, 3.8%; Cl, 2.0
%; N, 0.9%.

534 12
N-(4-8F%) -N-2X-3-FE-4-2XF8EY
# &

Bk 11 PHEGN -4 -KFE-N- (4-38-3 -
PEEFERE) -4-0-FEER) REATFTEA- 2R (XLH- 1
% —ZHE) WA S50 % TFA/CH,CL, ¥ &% 2 8. EMER, i
ACHCL#Zk=k, BEN- (4-&FR)-N-E2EX-3-¥%
- 4-BXFEE. LCMS (H-ISP) m/z354/356 ( CI/Br) (M
+ H) "&@# 64 %; HNMR (300Mhz, CDCl3) & 2.3 ( %%,
3H), 465 (%%, 2H), 72-76 (m, 7H) .

F & 13

4-%-3-FEEXTESGHG

FraEap I HEON -4 -AFE-N-(4-8-3-VF
EAEFEE) -4 - 0 -FHAEE) REEATFTE-EE (XTHE- 1
% —ZHE) W ( 0.2g, 0.5Smmol/g0.1mmol ) LB ¥ &F 10 4
4, RGAEMEEFHE ( orbital shaker ) FAFE5C. HFEFR
A LiAIH;0 Me ( 0.46M & %%, 0.2ml, 0.092mmol ) &=
FETHHEI0 4. A 2M R KERE LR, ®AHES 30 54,
MNB G BRAL, HRRRARERESYRAED 10 4. RMARRHA,
RAPEHERELE, ASKFRMARE. REMFER, F34 -
- 3 -FAEPR. GCMS: El@#=99.5%, m/z 179/199
(Br)ICMIJ; '"HNMR (CDCI3)59.94 ( 1H, s) 7.70 ( 2H,
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d), 752 (1H, d), 245 (3H, s); MS (EI): m/z =
199 LM +HI ™.
X

1-(4-%-3-FEXK)A-1-FH%

BuLaA1NPNEAN-4-EFE-N-(4-8-3-7
EEFBE) - 4- 0 -FEEKR) REEAFTEA-XR (XLHF- 1
% —ZHE) M ( 023z, 0.5mmol/g 0.115mmol ) &% T &
(1m)¥FACEE4LE (1LOMTHF &%, 0.23ml, 0.23mmol )
W, iR ERAREN, 18I, REMA2M EBEERE ( pH
BAH3 ). BEMEH 30 04. AR, REPBEIHAKEL
B, AR AV MmAxEk REZLDHFH1- (4-3-3-F%
¥AIE-1-8. GC @#&=787%; MS (EI) m/z226Br [ M
‘- HJ); NMR (300Mhz, CDCL)81.22 (tJ = 7.89, 3H),
296 (qJ =789, 2H) 7.6 (%%, 2H), 78 (s, 1H).

L&A 15
N-3-BREVRE-4-0-94&ERE) $&EFHE-XR
(XL -1%—CLHFE) HEa44

& ) .
N/\©/

¥a-0-FEERE) REATE-ER (XTH-1%=LH%
%) #M ( 105mg; 0.08mmol ) £=&FX% ( DCM ) (@ml ) ¥
B 10 54, ARBYRARTE=FE ( 1ml ) & 3 - £X 78
( 500mg; 2.7mmol; 34 % %), ¥REVEFHIR. REFARL
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BoiRAA_HFXR (5ml), DMF ( S5mlx 3), H,O ( Sml x 4 ),
THF ( Sml x 10 ) fe Z& ( Sml x 10 ) #*%. FFERKAIWCTL
EFHE12DH. IR B %3R3 1602cm ™ ' T E 53 H44: Br,
552%; N, 1.04%. #Z44: Br, 576 %; N, 1.08 %.

L) 16
N-3-(4-9EAXE)R-1-BAL-4-0-FHLER)
REATFTE-RXE (RLHE-1%_0HX) RESHE

#a4-0-FEER) FEAFTEA-E2R (XLH- 1%=0H
#)#8 (1g, 0.73mmol ) £ DMF &K 1054, RERA3 - (4
- PAAEXE) A& ( 0.658g , 3.65mmol ) F DIC ( 0.46g ,
3.65mmol Y& . i FRA Wk 24 1o, RERE, B4% A DMF,
DMF/H,0, DMF, THF # Et,0 %%, #E 40 CALZTTFR, &
BIN-3-(4-FEEAFXA)A-1-8E-4-0-FEALEE)
FEAFTER-RXB(ERLHE-1%=_CTHEIRE. IR: C = 01698

-1

em ', ELSM: HEMA: N, 1.02%. BEMAN, 1.21%.
F e 17
N-FX-3- (4-FREXE) ABEGH &,
AN-3-(4-F&AXE)A-1-8E-4-0-F4iE
Be) REATPEA-LF (RLH- 1% =CHX) WigH TFA BB L
AP TOTEHNEN-2L-3- (4- FEAXA)R®E. 'HNMR
300Mhz ( CDCL/CD;OD ) §2.25 (t, 2H), 278 (t, 2H),
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368 (s, 3H), 672 (d, 2H), 7.04 (d, 2H) .

%4 18
N-2-(4-2FR)T-1-BE-4-0-9&EKR) %
FEATFTE-ER (RTH-1%=LHX) HEGRAE.

._@_/0@0-&10 )

AEab 1685%, ¥3- (4-FEREER) ABKHEN4 -
BFER TR, HEFEME. IRC=017139em " '. TELHH: #
#45: Br, 58%; N, 1.02%.®Z{4: Br, 829 %, 8.18 %;
N, 097 %, 0.96 %.

6% ( EDS) : 4 X - H&iE&

K % (K line) L £ M £
O: 969 1024
C: 2662 3003 12855
Br: 10436

=45 19
N-4-2RBBA-4-0 - FEERFEEAPTE - XR(X
- 1% —CH*E) WG .

r
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AEEE 16895 %k, B3 - (4-FEEEXR) a8k 4 -
BHAERAEEEAME, IR: C=01671.1cm ' (£%) . n&4H
M:itHAE: Br, 58%; N, 1.02%.RZ4E: Br, 445%, 4.54
%.

fetE ( EDS) : & X - H&#H#

K % L % M £,
O:. 818 1365
C: 4549 5059
Br: 6384 5271

%4 20
N-%2%-4-2AHBEKESHE
BrAs TR, ATFARKEN -L2RAHEBEL-4-0-W
EEE) RRAFTE-ER (XTH- 1 $=LHX) /K, #4& N
-ERk-4-2AHBE. LCMS (H- ISP) m/z241/243Br ( M
"1, @#=84%; 'HNMR (300Mhz, CDCly/CD;OD ) §:3.23

(s, 1H), 635(d, J=-158), 73 (d, J=79), 74
(d, J=79), 76 (d, J=158).

Fp) 21

N-(4-8EKF%E) -4-0-FEERE) RELTFTE -
B (ELH-1%LHE) a3 %
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AEapl168FE B3 - (4-FREXR) agBirhd-
FETE, HEFARE. IR: C=- 01678cm . TELH: HH
{f: Cl, 266%; N, 1.05%. ®MZ4E: Cl, 239%; N, 1.02
% .

L 22

CN-#E-4-[ETERESHE

BREAS THS%E, BTFALEN- (4-fX78L) - 4
- (O -FEEE) REATEA-ER (XLHE- 1 %0HFX) A
BHAEN-#ZE-4-8f¥XF8E. LCMS (H- ISP) m/z172,
174 (C1)IM+ H)Y , &4 =96%; 'HNMR (300Mhz, DMSO
-~ d¢) 5748 (dJ =942, 2H), 769 (dJ=942, 2H),
8.9-92 (%%, H), 1128 (s, 1H) .

%A 23

N-¥HE-N-(4-8X78%) -4-0-FEERK) X4
A9k -2B (XLHE-1%=C0HEX) WESHSE

“@‘JO—Q_\O-{KQO

C

BN- (4-£X984) -4-0-FEER) FELATH-
AR (EXTH- 1 %=CHX) #E ( 01g, 0.075mmol ,
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0.75mmol/g ) EFTFX (2ml) FHAFES5T. HMBROYWLA
#Pi ( 1.5mmol, 0.21g, 93ul ), HA DBU ( 0.22ml, 0.228g,

1.5mmol ) 2. ¥RERESWETHRALE ( Vortexer ) LHF 3 %
B, ENLSHABAKEGERRE, HBRSYFRATE ( 2ml ) HE,
BREBRAPEERFISIH.LEN-FE-N- (4-KEFHL)
- 4-0-FEEER) FREATE-ER (RXTH-1%_LHX)

®i5 A DMF, DMF/H,0, DMF, THF # Et,0 %%, RE £ 40
CTAZETRE.

L) 24

1- (4-8FX) A"-1-8\G5HE&

FN-FE-N-(4-KFEFBE) -4-0-FAER)X
FAFPHE-EB (RLH-1%—CH¥E) WIEL% T8 ( 0.7ml )
¥, RERCK R4 (1.0M THF &%, 0.225ml, 0.225mmol )
LZ, RERSVAENKEII B EHD 18 1. MAHCIH 5 % LEE
BREIER . BEREHEN 3004, RERARREADAIARELE
AL EMY, REMFEEFE 1 - (4 -8XX) H-1 - 8.
MS ( EL - LRP) m/z168/170CI (M "3, 169/171Cl1 (M + H )
*; '"HNMR ( 300Mhz, CDCl;)81.22 (t, 3H), 298 (q,
2H), 742 (d, 2H), 79 (d, 2H).
%34 25

N-(3-(4-FE&AFXL ) BBmA)Fm-1-8AZH) - 4
-0 -FEEE) FEATE- AR (RXLH- 1% _CHE) ®E
85 &

O OCH
o~ Lo
H o O

BREAEM 168 FE A3 - (4-PAEREBERL) ABRAE
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3- (4-FHRAEXE) "8, #1464 N-03- ((4-FEALAERL)
Bsk) m- 1 -8AZE) -4-0-FhEE) REATE -2
R(EZHE-1%=THE)HK. IRC = 01691.6cm ' (F%) .
AESM: WHHAE: N, 1.02%; S, 234 %. MZE:N, 1.03 %;
S, 25%.

F P 26
N-#ZEX-3- (4-FARXHBRE) ABENH%L
BREEG THTE BTFAREN- (3-( (4-FHEAEX
E)BBE) -1 -BAEL) -4-0-FAEK) £EAPHR
“ER(EXLH-1%=CHEFOME, H&N-£X-3- (4-¥
SAXB8) A8k, '"H NMR ( 300Mhz, DMSO - dg) & 2.25
(t, 2H), 342 (t, 2H), 3.85 (s, 3H), 7.13 (d, 2H),

779 (d, 2H); LCMS (BF*H%) m/z259 (M "], &=
44 % .

%364l 27
N-%RAEX-4- (0 -FEEER) FEAFTA -2 (X%
LH- 1% =THEX) WEHH &

Ha4- (0-FHEEE) FEATEA-2R (XTH-1%=0C
WA HWAE (2g, 2mmol ) BF T 15Sml —& PR P EREHE L
¥ 10 24, St 284mg ( 383ul, 2.2mmol ) —F AL CE. ¥
R RAHED 30 24. BERAKTRE A ( 265mg , 233ul,
2.2mmol ) . BAHEHIA. 15ml K FR, THF (3 x) fo=
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AT (3 <) BAEN-HREABEX-4- (0 -FEAER) £81%
VE-E2BR (RXLHE-1%=0HEE) W, RELTTE.

53] 28

N-4-82FEA-N-BREERX-4- (0-FiER) X4
EPRA-RAB(XLHE-1%0EHEEX) WigHH 4

KEEH2THNEAN-HRAEE-4- (0 -FHEEER) X
SATFTE- BB (X2H-1%CHE) #BEET 15ml T £ +.
AeA DBU ( 1.522g, 1.5ml, 10mmol J F=4 - ERKFHKE, FFR
LSS 70 k. A 15Sml DMF (3 x), THF (3 x) f#=&¥F
WhAEN-4-BFA-N-HREAEEL-4- (0-FHERKR) X
BATEA-LB (RXLH- 1%20HE) I, RBELTTE.

53 29

N-4-8Fk-4-((0-F#ErE) FEAFE-£8 (X
LI - 1% ZCHE) WEHH &
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KhEamp 284 EHN-4-BFE-N-HREERALA- 4 -
(O -FEAEE) REELATE- AR (XLH- 1 %=2HXE) Hik
#MKTF 6ml THF, 6ml DMSO, 3ml# 0.5n HCI ¥. HmA Pd
( PhsP) 4 (347mg, 15% (£EE) ), MARSWIRE S 4.
Ak ( 4.3ml ) , ¥ FREGWIRELIR. #EEXHN, A DMF
(2x), THF (2x), Z&¥FK (2x), 05%—FRELEK
MG FTEEZ (3x), 05% A -_BRKEALATEHAY DMF &
# (3x), DMF (3x), THF (3 x) &%k (3 x) &
HEN-4-8Fk-4-(0-FHAER) FEEATE-XE (X
B- 1% =C0H¥X) Wi, RELZTFRIR.

% &4 30

N-(9gsp-2-ABR%) - N-4-2FX-4-(0-F4
Fh) REEAFE-RB (RTH - 1%=0TH¥E) "EGHE

BaEEF29HEHIN-4-2FE-4- (0 -FEEK)
FEAFTEA-2R (XTH-1%=LH¥X) # ( 1.17g, 1mmol )
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ZF T 150ml DMF . HFmA%%- 2 - F8 ( 483mg, 3mmol )
#575.1mg ( 3mmol ) 1 - (3 -—FREAFE) -3 - _ZHigk
—EERERE, AERSWHRE 16D, BB N- (3<%~ 2 - %%
A)-N-4-82FE-4- (0O-FEBBRIFAAFTEA-ER(X
LH- 1% =CH¥%X) WER, 58 15ml DMF ( 3 x ), THF/20 %
H,O0 (3x) , THF (3 x) R Flk (3 x) &%k, RELET
%.

E#b 31
L%k - 2 - PRGNS

BFEON-(3%-2-XBHL)-N-4-2Fk-4- (O
- PREE) FAREATE-ER (XLH- 1% =CHX) WBEKRT
12ml THF ¥, 33 H £ 0 CA 330 2-4. A LiAlH, ( 0.62ml, 3
%), bW 0 CHRIE3I004. REmAseH KHSO &% ( 0.5ml )
# 03ml BEBRAKNER, MARSYHITEZELZZRANES 30 54. M
A XK Na,SO, 5t H#E 5 15 534 %h+53 2 H,0. REWEKERA
T, A 8ml —R P&k 3 Kk, REiTE, E&RMA Na,SO, T,
Fiad AR 6024 (13%T) £E&# (HERT 0.040 - 0.063mm )
AEBER, AEREEN, FH%E%-2 - F&. '"HNMR ( CDClL;)
5984 (1H, s), 922 (1H, brs), 775 (1H, d), 7.14
- 748 (4H, m); MS (EI): m/z=146 LM+ H"1].

% #4532

N- (RTAER) AAARBRBEAHE

BERERE 031G FE AN- (RTEERL) XEAREAR
RE%R- 2 -8, H&MELLED.

5 74 33
N-(3, 4-—_FaEABHE) -4- (0-FHAER) X
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BAFE-XR (XTLH-1%=HX) - HESHS

o)

o~
‘—@—/ ' o—”)V\CEOCHs

OCH,

4-0-FEER)XEEXATE-XR (XLHE-1%_THX)
#ig (1g, 1mmol ) A DMF ( 15ml) #%%, RE¥ELE% T 15m)
DMF ¥, 3 /mA 624.6mg ( 3mmol, 34 ¥) 3, 4 - _F&AKEHA
HB A 575.1mg ( 3mmol 3R E)H1 - (3 -—FHEARL) -
3 -CEBRAL_REREESRE, IRARSHIRIE 16 DB, BEAERE
/A 15SmIDMF (1 %), THF20% H,O0 (3 x), THF (3 x),
Z8WR (3 x) ik, REEAZTRIA.

%345 34

N-4-8#FEX-N-(3, 4-—_FEEAEBKE)-4- (0
-WREE) FERXATRA-RAE (XLH- 1% _0HX) HEGHE

O
‘OJO@O_NK/UOCHs
kT:::L OCH;
B

r

HTRAEN- (3, 4-—FREAABKRE) -4-0-Fi#
B) FRABTFTE- AR (RTH- 1% =THF) WL 15ml FEF
¥ 10 54, REMA 09ml ( 6mmol, 64% %) DBU, %4
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#H 2D, MAFEFEE (152, 6mmol, 64EF), krd
WEHIX. BRBAEAT FRER.

£ 4] 35

30 ~4-FAANBBEGHE

KFFBRON-4-82FE-N- (3, 4-—FaAERE)
-~ 4 -0 -FEEER) REATE-£F (XLH- 1% =CHX)
W Z KT 12ml &K THF F, 3 % 34 0 T %39 30 2-4F. mA LiAlH,
# THF %% ( 0.5ml, 2%¥), MiBRAYWAOCTHES 3054, o
Afgfe KHSO, K& #& ( 0.5ml ) B ERAFER ( 03ml ), BE&
W EERFNESD 30 54. MALK NSO, F#E3h 15 34k x
HEHO. REWAKERATEE, HA Sml KPRk 3 &,
KRBT, BRA Na,SO  FAFR, fFdids (13%3) 21K 60 6%
# (BERT 0.040 - 0.063mm ) L&, ATBREEHN, £33, 4
-—FEEA#ER. 'HNMR (CDCL) 59.65 (1H, d), 7.40
(1H, d), 712 (1H, d), 7.06 ( 1H, s), 687 ( 1H,
d), 660 (1H, dd), 3.9 (6H, s); MS ( EI): m/z -
193 CM+H) ",

E ) 36 - 43
LB 36 - 43 LA PRIE LHHI 33 - 35T %, HHEER
Ak B A &

L4 36

ARAEXTRGH %

'THNMR ( CDCl;) 39.88 ( 1H, s), 7.52 - 7.58 ( 1H,
d), 711 -738 (7H, m), 681 (1H, t); MS ( EI):
m/z=198 (M + H "),

ka4 37
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2 - BR¥BGHE

'HNMR ( CDCl;) 610.18 (1H, s), 7.83 (1H, d),
714 - 752 ( 8H, m), 330 (2H, t), 287 (2H, t);
MS (EI): miz=211 CM+H"].

%34 38

4 - FERE- 2 -EHRTROEHE

'HNMR ( CDCL) §10.17 (1H, s), 827 (1H, d),
818 (1H, d), 7.78 (1H, t), 7.62 ( 1H, t), 7.38 ( 1H,
s), 412 (3H, s); MS(EI): miz=193 LM+ H ]

L4 39

3- LEBREAXTRAGH S

'H NMR (CDCL;) 8998 (1H, s), 797 (1H, s),
786 (1H, d), 7.62 (1H, d), 748 (1H, t), 221 ( 3H,
s). MS (EI): m/z=164 LM+ H")

L b 40

4- (4-N-"BER) X7RBGHE

'HNMR (CDCL) §10.02 (1H, s), 792 (2H, d),
772 (2H, d), 7.53 (2H, d), 7.26 (2H, d), 2.65 ( 2H,

t), 1.68 (2H, dt), 095 (3H, t); MS (EI): m/z
225 LM+ H")

L34 41

3 - R PR &

'HNMR ( CDCl;) §10.26 ( 1H, s), 938 (1H, s),
8.64 (1H, s), 820 (1H, d), 7.98 (1H, t), 7.89 ( 1H,
t), 765 (1H, t); MS (EI): m/z=158 LM+ H"J.
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% b 42

3-(3, 4-TF_4K) ABYHE

'HNMR ( CDCl;) §9.80 ( 1H, s), 7.60 - 7.74 ( 3H,
m), 592 (2H, s), 288 (2H, t), 274 (2H, t);
MS (EI): m/z=179 LM+ H" )

F ] 43

2 -¥E- 4 -ERhTRGHS

. 'HNMR ( CDCl;) 610.58 ( 1H, s), 9.00 ( 1H, d),
8.19- 830 (4H, m), 7.82 (1H, t), 7.70 ( 1H, t),
7.47 - 759 (3H, m); MS (EI): m/z=234 (M+H"],

F 3 44
4-%%-2, 3, 5, 6 WREEAFE-ER(XLH- 1
% —LHE) WIROGH S
R F
. C ‘OQCOZH
F F

¥ Merrifield # 85 ( 2mmol/g, 600mg, 1.2mmol ) HEKT X
X DMF ( 20ml) ¥. mAXk4E2, 3, 5, 6 ~wWHi-4-FEX
¥ & ( 2.28g, 10mmol ) A8 &4E ( 3.26g, 10mmol ) , KRG £E 85
CTHRADEREHF 1210, TERLRESMHF4-BE- 2,
3, 5, 6 WRARAATEA-XR (RTH-1%=0THX) HEAR
DMF (5x), 20% DMF AK&E#® (5x), THF (5 x) #=K
Pk &, IR(2#, cm '): 1640 (C=-01J; “F
NMR (28 X¥4r) - 144.4ppm, - 160.2ppm.

(i
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##% ( EDS)

REAE X -HEAWEEA PCT AF KB LR =
#. ¥z ( beads ) 4% (stub ) Lk, MEANEXAFERE. &
LEREERHAEX - L. BTHB, RARBRERBEE.
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