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1. —#HEEXTAREENGF %, &&:

(a) HBEBEAES RS AEBEEAS 58 5WI3AREEMER
7% 1A R B AR BB = 4

(b) FAEAMELSREMREE WG °F NMR &%, #=

(c) WEMNETHAEALSREHAEE =HE F RS 585 TA
¥ P AT A4 A F RIRegRS.

2. BAZK187%, EPHEF NMR XE 244 BERG.

3. BAZK1EGFTE, A PHEAKREZTXEGSABEBEEAS:

*op ON

(5) ATHAIEH—H 5 A RET# B &8
L RALEIATREAE—ASARRTHREE, FHIMRES
RUFPHRERREEYZ —SHEY—ARET: M
BAE M T5REME MR RBAREE o F kA
4. BRABR3HOFE, ETHRASBRASH —K A RET.
5. RABK 35k, AP

C)%Eéﬁﬁ;
LATXGEH
‘T\1/§? ) m
—A-- P (5]
1K, "
R R
ARBERER
‘on R
\FlR
——D/—\N—('c?:— -—D/_\N—::— 2% Y
), b R L
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-C(0)-. -YC(O)-. -SO0,~. -NR'SO,-. —-CHR'-. ~-CHR'Y- #
—CHR'YC (0) (CH,).—;

BA®#E. NHP. OW X S0.Z;

DA CH&RN;

P 4 H REHEPE;

W 34 H. NHP. NPR’. NC(0)C1l. C(0O)R’. C(O)NR'R". C(O)OR’. SO.R’
& C(0) —km~1-%;

Y #-0-2%—-NR"-;

Z # Cl. OH. OR, 3 NR°R'%

R'AF, LR R'. R°PRZ—HF 8, RAHU K& RAL.
By &. CN X NO;

R°. AR BIWA H RE. RAX. £5F. CN X NO,, HF R
RFRL-—SRFPRI-—FPE5IHEGERT—REXTAHLH:

§1 R16

R44 \R“" R0 Rw;

RFR B A-H. RE FEIX#m-—NEN HARE. REL. &
. HA-NO, &9 BUR IR 65 X A

R = R $k 53 5 H AR

RY = RY 3% 35 30 50 f5 2 X, 5 3 69;

R A= R 35364 H. Bazﬁ'aik%ﬁﬁé

R'? 4—CH.R";

R™. R, R™ RY. R™. R”. R*. R*. R®F R¥® M Ik H. IAE.
wEE. RE. —CNF-NOs;

mAO0XI1;

n#A1-6; #

pAO. 1X2.
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6. MANLRKS5MFE, LFR. R RFR'AIF, F#&RZ—3HH,

RFRZF—AHKX2 4= FREER.

7. RAIELK6 5%, P BHAF. OF XK S0,Z.
8. RAIBRTHFk, ArARBEL -CWO)-. -YC(0)-. -SO,—.

~NR’S0,~ &, —CHR'0-.

;=N

9. BABEKSHFk, APk SsfBMASESikE:
4-%H-2, 3, 5, 6-WRFXALATR-LE (XLHBE-1%=H %) #

4- (O-FE&EEK) -2, 3, 5, 6-WHAFEAAFTR B (XH-1%

ZZHE) MR,

4- (2, ¥ FAREFE-0-FEEK) -2, 3, 5, 6-WERELLF

AR (XLH-19=TH¥X) wFs.

)

=3

"~

4-7%-2, 3, 5, - WRETHRATEA-RETHME.

2, 3, 5, 6-REFREFTE-4-BBR-BRXTHMIE.

3, 5, - EEFTRRATE A BBRE-BEXTHR.

g =2, 3, 5, 6-WREFTRATRE-BELHHR.

6- I REFTEHRATFTEA-RB-BXTIHEWI.

, 6~ REFTERATEAA-BEBE-BETHHE.

2;-; 2, 3, 5, 6~ERFEFEB-BRELHER.

66— R ETB-4-RB-BETIHHRI.

6-v9 REFB-4-RBE-REHEHIL.

g 2, 3, 5, 6-RERBATFTE-EXTHHI.
609 R AERBER TR -A-BBR-BETHEMIE.

5, 6-WREBBRAFTE - E-E X THMES.

2,
4-
2,
2,
4-
2,
2,
4-
2,
2,
N-(4-#%K-2, 3, 5, 6-WREFEBL) RRTFEAFE-BEHH

|
A,w,wm‘s»s»m‘w,wm‘

N-(2, 3, 5, 6-WHREXFTB-4-B 8 ) KRR TFEAFR-BELHRIE.
N-(2, 3, 5, 6-WHRAEXFTEBE-41-BEER) RXFEFPL 1-BXLH

R
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N-(4-%%-2, 3, 5, 6-wWRFEHRBL) RETFREAFR-REXTHH
JE.

N-((2, 3, 5, 6-WREE4-M) /) RRTEFTE-RXT
bo 200N

N-( (2, 3, 5, 6-mRERX-1-BBR) RBL) RRXTFEPE-FX
%R

4-#Hk-2, 3, 5 6-URER-BELHERE.

2, 3, 5 6-RFEA-BRR-RELHEWE.

2, 3, 5, 6-WRFEEA-FEBRI-RETHWE.

4-#3}-2, 3, 5, 6-REFBR-REXLHRE.

2, 3, 5, 6-WRESABKA-BRR-FEXLHEME. =

2, 3, 5, 6-WRERBK-4-FBMIA-RELHEWE.

10. MAZKSHF&H, AFHESCRBAMAREESEA:

4-%#*-2 3,5 6-ORFEEEFR AR (XLE-1%—CHX) &
R .
4- (O-FE#ZE) -2, 3, 5, 6-ORFEEXEFTEA-LE (XTH-1%
ZLEHE) B,

4- (2, ¥-—FTREFER-0-FREE) -2, 3, 5, 6-WREXALT
A-ZER (XLH-1%=—THFE) W,

4-2%-2, 3, 5, 6-IREFRATE-BELHHAE.

2, 3, 5 6OREFHAFTEI4-BHBR-RELHEME. £TH4

2, 3, 5, 6-WHEEFTHRATEAA-FBA RELHERE.
-2, 3, 5, 6-ARETHR-RELHERE.
, 5, 6-REFTH-A-RE-BELEHEME.
» 5, 6 REFTEB-4-RBEA-RETIHME.
X-2, 3, 5, -HAERBRKTEA-RELHHIE.
, 5, 6-HRERBRTREA-FER-RELHERE. &
2, 3, 5 6-WRAFEFBEAFTE41-SBI-RETHME.
11. BRAZX 585 %k, L P RBAREASHA 4-24-2, 3,

-#
3
, 3
-
3

MANE\D#P
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5, 6-WREAFTHRATA-RELHHE.
12. —FSREMEEES, ARATAEX:

* S

AE— KB RRT B AR

LG RAARAFEE, AP L6 THR#E —XEARETFRR; Fo

BAZEEREWR BT RAREIRE R =He T el H.

13. RAIZRK 12 92 RBERARAY, REAIRSOLEY—FHER
2R RASDFEG.

14. BAEZX 13 L2 REMEEAS, A PELSREEY 4-RX
L.

15. A ER 13 L AHAMR LAY, TRIBLSELE. 48X
L. 1, 4 —LHE 4+-CHEFEAIGRSHHES.

16. RAIZRK 16975 %, RPAMEBBREASH Merrifield #E,
SRR EMA 4-BXES.
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A NMR 2 ¥ &7 B AR &7 &k fe RE AL E A S

K FRATR,

AL AHAM 'FNMR S fez kT ERMEEER TR
Bl AR XA .

AREX

o XA B R e} TR XK Fe B B RIE TR &
4-F AHH L&) B AR 4 BB AR 4] & B o B ZGEAT &R E B X 43R
HERSARLL. XTERKESR, EATIXRTLHFSHERESLS:
J.M. Stewart and J.D. Young, “E #8 Ak 4 &, ( Solid-phase Peptide
Synthesis ) ” , 2nd. Ed., Pierce Chemical Co.(Chicago, IL, 1984); J.
Meienhofer, “# % % & /i #= Ak ( Hormonal Proteins and Peptides )”, vol.
2, p.46, Academic Press(New York), 1973; # E. Atherton and R.C.
Sheppard, “BElAafk&-A: KA &2 ( Solid-phase Peptide Synthesis: A
Practical Approach) ” , IRL Press at Oxford University Press(Oxford,
1989). X T EARZEM SIS TP LA LN Leznoff, C.C., Acc.
Chem. Res., 1978, 11, 327-333. X F&H LS FRAMNATRERBZTHEA
A W, A. Akelah and D.C. Sherrington, “& W2 P AR W
A (Application of Functionalized Polymers in Organic Synthesis ) ” , “4¢,
#3%i&( Chem Rev. )", 1981, 81, 557-587 # W.T. Ford and E.C. Blossey,

“UR A BARIEN 6 8] A0 T RS BAREF] . oM EARMALH Fo

KA P W AR1BS-F A (Polymer Supported Reagents, Polymer supported
Catalysts, and Polymer Supported Coupling Reactions, in Preparative
Chemistry using Supported Reagents ) ” , Pierre Laszlo, ed., Academic

Press, Inc., 193-212(1987). X T &4 F XM ERILE L F 4 AR IM.
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J. Frechet et al., “H#ALFHE ( J. Org. Chen. ) ” , 1978, 43,
2618 2 G. Cainellietal., “£H4%42E( J. An. Chen. Soc. )”,
1976, 98, 6737. X THA THRALIRAEFHEAERL J.M. J.
Frechetetal., “K&4F#FHFLH£E( J. Macromol. Sci. Chem. )”,
1977, A-11, 507 #= D.C. Sherrington et al., “ BRHES YL L
(Eur. Polym. J.) ~, 1977, 13, 73. (T &4 FRMNEFRAAR
BE¥es 2 MAR J. M. J. Frechetetal., “X 4% F(Macromolecules)”,
1975, 8, 130 #=C.R. Harrison et al., “4bF&iFdmiAExE ( J.
Chem. Soc. Chem. Commun.) ” , 1974, 1009. ¥ T &4 F&XAEB
R Y& EMASAER M B. Shambhu et al., “w@#Ai@it ( Tet.
Lett. ) » , 1973, 1627 # M.B. Shambhu et al., “4FL&Fid
M %&E (J. Chem. Soc. Chem. Commun. ) > , 1974, 619. %:F &4
FRANLEVittig REFHBEALNLS. V. McKinley et al., “4b3d
58 %&E ( J. Chem. Soc. Chem. Commun. ) ” , 1972, 134.

EERGHSTRAMN ZATHEERFHE&E446 % (libraries) .
AR F. Balkenhohletal., “EA4LF(BHEE*XIIL) ( Angew. Chemn.
Int. Ed. Engl. ) 7 , 1996, 35, 2288—-2337 #= L. A. Thompson et al.,
“4t.5 %% ( Chen Rev.. ) >, 1996, 96, 555-600.

Ko, REGSTRMNEAREZELTFTREGIMFEHAEEHMER
AZAHEIE. b, REAHSEHERESE, BIFRAT B TLC.
IR #= 'H NMR 47, MESEARTHREZAFZRIETY, THRIHRES
WEE. Bf, LERFFEARBESGEREGERAT TSN T 2
B4R K B ARE B R85 K4t

E X T AR NMR SR Rg #4- e XA R & A “F NMR £
ISR 5 FeHE TentaGel WA 6745/~ (Svensson et al.,
“w9 7 i@ (TetrahedronLett. ) ” , 1996, 37, 7649) ; A “FNMR
FoBE A B 7% °F NMR 541k B 5 Rink W As424-69 4- R-3-A X X P AL B
o5 .69 E A (Shapiro et al., “vw9 5 4k#i( TetrahedronlLett. )”,
1996, 37, 4671) ; AEFTEETER. 3-[4- (FFEAXE) ]k,
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Fo 4- (BTR) FAATLBELEN G BRI AREKA F NMR %4
B 484-#. (Svenssonetal., “wWr4kiBi (Tetrahedronlett. ) ™ ,
1998, 39, 7193-7196) ; # A KA “F NMR T2 & ~WISH TG
# (Stones et al., “wW7H4Ki# i (Tetrahedron Lett. ) ” , 1998,
39, 4875-4878) .

L RS

AERTBEALFTAKARBAN—REABRTHEMAERAMNEH A
R FAFEMEEN Tk, Rkl °F NMR A#Z B4 75
WAL B AT A LG 65 Bl AR B, W R & 3t — 3 & 5K A L6 e St
ARRAEXELHATECREABARET.

Ht, RAPEIEFT IR —FHZEFLATHAREGF &, 6

() HEMREASRSREMREALS S R X2 BB YR F
T R84 B A8 B R 7=

(b) FEAELSRKEAMARE P F NMR &i%; F

(c) RENE THESREARE =He “F RIS E5HE T
£ “F HJ eGR4

F—F @, AEXAFEA—FSREMREAS, AATAEX:

LG—-B
i

Aa— R 5 A RBRT 0 B ARAK

LG RBERAZEE, AP LC ThEE —REMARRTRNK; #

BAXALREMWEBHARAREMME L ZHEE(KH.

F—F @, AEBFTE -FLACHTHANLEBRRAEES, @&
FEMEEASE —E U4 RANBEEHE.

M A i

B142, 3, 5 6-WH-4-FBEEPEN"F MAS NMR &k i#.

24 4-5K-2, 3, 5, 6-WREFBRATFTE-LR (EXTH-1%-=
THE) HAgH5 °F MAS NMR 3% i%.

B34 3-fETEEMI-ZE-2 3,5, 6-OREFTHRATA- X
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(X TH-1%9-—CTH¥EK) WiE2e-e5 °F MAS NMR #i%.

B4R FPEMIEH 2, 3, 5, 6-WR-4-FZE X P& L DIC F= DMAP
BAETARBEIIE = 2Rt Wey "FMASNMR %%, B4 78 4-824-2, 3,
5 6-WRFFEATEA-ER (XTH-1%-=TH¥E) WEALEH-146 F
-164ppm & &5 °F Hik. #If, Bk F RiEZX O ELH-140. —144 #F
-153ppm & &gk, FTEF 4-FHX-2, 3, 5, 6-WHEEFHRAFTEL-X
B(ELHE 1% HE) MBE 2, 3, 5, 6-WHEA-BEAEAVTRGHE
A TRBEEAEMEEIS Y. B4 AHAHETEHTERNP KR
AMRF PO ERGAZHE, A THAERE 4-2%-2, 3, 5,
- REPBRATFTE- AR (RXLB-1%-—THF) MG *Ex k)6

B5H4-[1- (4-ZRFEAER) -2, 5-=FHhai4-B] L2,
3, 5, 6-ORAETEHAFTE-ER (RLHE-1%-=THKX) HWE5e "F MAS
NMR 3% 3.

B 6 4554, 50 548F 100 54 priesl 4-2%-2, 3, 5,
- RAFTHRATE-ER (XLHE-1%—THX) #HE. 1- (4 =K 7T
HEEHR) -2, 5- B 4-BBR (5%F) . 4-—FRE®® (1.5 %%F)
Fe— FRABI_TE (5 3F) HRGRE RSP “F MAS NMR %%,
5 4P BY 6k E ALY -153 F#o—1T2ppm £ B °F 3k, TE T 4-8K-2,
3, 5, 6-WAETHRFTE LR (RTLHE-1%=CTHEX) WK “F &
k. 50 H4rn, BB E T 4-£4-2, 3, 5, 6-OREFEBE T
B (RKTLH-1%——TH¥k) WiRtE%4-153 #25-172ppm &, FoxF BT
4-[1- (4-=FPRAER) -2, 5-—Phuet4-B]ARX-2, 3, 5 6~
WEEPTHRERTE AB(XLE-1%—H %) £ 4-147 #-158ppn
#b65 UF 33k, 100 2 4r i ag kg £ 2 i 147 #o-158ppm & 65 °F Xk
MRk, RPRALAREEY 4212, 3, 5, 6-UREFTHRATE-
EE (RTH-1%-20HX) HERLELR TR 4-[1- (4-ZR T E
¥E) -2, 5-—FHERE4-B]HAKE-2, 3, 5, -OREFTHRITE-
E R (RKTH-1%9-—CTHX) RE.

10
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A BR FiE

AR E 6§ E L

BRAES AR, AXHMAATAREBEBAAATEL:

“BEEK ERAIAIMERMNFREEHBEELRERERETAH
RARaRR. REEGEIRAKRCELNEAR, gt BRI
HE; AMREY, QERRALH AL 129K LH - LIHFELERY (R
JEB ) Fm 20-40% K LH-—LHEXRS (XALB) . RAah. BT 8,
RAGEBE. H83F PEEOYOAN/ G THASI AR THELH
BRAARNGBRGHESER. 2R J.M. Stewart and J.D. Young, ¢“HE#8
Bk&a- & XL (Solid-phasePeptide Synthesis) ” , 2nd. Ed., Pierce
Chemical Co. (Chicago, IL, 1984).

b, “HAEEAKR” ZOFHEEZTHEEESAK LY L& B SHK,
Pk % — W P48 4Kk 4o Technical Manual, Multipin™ SPOC, Chiron
Technologies (1995) R A L#k P Ffi&£ 47 (pins), L THF 5
BAREHAUTEAAGERERYBER O R LHERRAH AL F A,

o, “BEEAK EOEEHS TR Janda et al., “BEFHF
KA+ % % % ( Proc. Natl. Acad. Sci. )” USA, 92, 6419-6423 (1995)
#2 S. Brenner, W095/16918 ¥A&X R L_BH&K, SMTETH %
42 +T 38 3 A 0 HMEZ IE.

“HEFIR Fo HBH ERENTESSREEPWR B ERAAT
B kLA B SRR NAEGAE. A EREE T AL XM Ao
B At AR E R B,

“SREMREEH EREAAREAS F R B R B E R FY,
AP S RERREEFHOSEY—ARET. RS RBHARLZH
BRARATREHEG: ALELGESREBREASE R B3 A R L
WEE, ZREMREEESESREABEHREE. FESRBHREZHTE
SERTH—FHBEAMREGERE, EREATTARIMAT LS
AP —F e Bl AR B

‘BB AL EROLSENSFERATEREMEEERARE

11
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AR RL 7=y 6 B AR AR 64 BB A 6 A SUAT SE L8 B &S K.

“SREBEAMREELST ERSAET —ARRT ORI E AR
B_EL 484

“BEY” EHRCLEATEMEARMEAEASHRENELERE R
BlAa R B e E e A 6. RMAEN T 5L AR EH5 &
(réesEREAZS, AR EHTREELLE V- NMEATERXECREY
BEmE B EERAAEGECERA. HFEFTRATRAES G R
BR3P VLB G, 5 P iE B A8 BB 40 450 P 3 S 65 % R,

“SREEY” ERHBAERTEHREEBMAEEAS TR ENGEY
FRAZIIZOSES —ARBETHEALNELGBE LAY, hdPiE 4 R
B EYE BAMREESREREEELSBEEGRAREBEEZH, L+
EV—ARBRTRINRELEREBDBANESREBRE ST,

“WAS KT ERMEBMAE LA LR FAEL &S R LY R
BEHRAES R EARREFHe 5 (PR ESREEY “E8K™ R
BAL & 49-3) .

“UrAE” B —HLSAAK, eRCoELL4RBRAE WL
TB LT S R EMEE e F Ry S48 F Ry X F
REASREMEE Y ERE. TEARETAR “AR" , ALt
AT A#EAFERA D B BN RBEMBEEASF; RER M7,
EREATH TN RN M RAES RERBEE P63
Hof.

“43% B3 (MAS) Z—#F NMR K, R ¥#XEAstTFrrkmsp
AHEZHAERSG. EASRREKANR FALABRRIALFEBES
FTHMTBOERIEI. TR “%0/” A2 54.7°. XT MAS NMR #9%zi&,
£ R Koenig, J.L., “BE&5WHX#EF ( Spectroscopyof Polymers)?” ;
American Chemical Society, Washington, DC, 1992 #= Fitch et
al., “AMF¥£E (] Org. Chem. ) ", 1994, 59, 7955 & i+
31 A 69 58 STk,

“BeBRPR ERAGARCHATREPEEGLESARATRYML £

12
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AA BRI MBFREB LG H LAl A N-RPAGLEEA
EERTBRPRAAXERH LR EARGR N, CioifFXHEPL,
# e £ T.H. Greene and P.G.M. Wuts, “HAMESRTHHEIFE
(Protective Groups in Organic Synthesis) ” , 2nd edition, John
Wiley & Sons, New York(1991), #EX#KIIARXERE, #Hikey N-
HPEL: A, Gl PEE. LEE RsE ZfomA, A
FTmEk, FAERELBE. =R TEE. LELEBRE 4-RTH8E.
StTEEA. SFAAAERE. Phators ik, A FARRE. AL TE
F. FAPBREAE; #BRAL, QETAEE. 9-HEATFTAEE. 2, 2,

2-ZRCAEKE, 2-ZFEATRAREAZAEE., LHEAREE Hax
FEE RTAREE(BOC). 1, 1I-=FRARREE. FRAZEL(CBZ).
MAEE R EgmE, SAETARK. 2, 4 —RFEABEE PHEILE
ZHX (Alloc) %.

“BBREYFE o “BREPE” ERELHRC R TR HE (-COH)
A ESRTRYPRALERFLZGRE B THASTEB RN H L
HRH. RBREPEGREHIRGBRN, CaFSEAHRTPE Sk
R T.H. GreeneandP. G. M. Wuts, “HAIE R F &4 HE ( Protective
Groups inOrganic Synthesis) ? , 2ndedition, JohnWiley & Sons,
New York(1991), EX#KIIAAIELSE. BBREYF EGH T3 &
WP AAFE, YAAFTE waswdi, FAETE, RAFPARAY
APBPA. 2, 2, 2-ZRZE. RTH. AL RRAFARRHF
X, =99k HREAS ABEFBREBEIEN N-—FRE 7-3E
pler k. BEBE. N-FREABRME. HHIARGEEREFREIRTERFA.

“BREFA ERAMRCEATRY ZLBLES XS BMAL
A RHBHREH THAFHESEGHRIGER. 2EARP RS AR
A KGN, Sinir X HP R, #lof L T. H. Greeneand P. G. M.
Wuts, “HAmob AR FT&54# P X (Protective Groups in Organic
Synthesis) ” , 2nd edition, John Wiley & Sons, New York (1991),
EXRIIARIBLEY . 2RABRPEGHTFals: BPlh RARGTR

13
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B PRAFTE(MOM), PAEFTEMIM). 2-FAX ZE X FTH(MEM).
Z(2-RZ&A) PR, wawkwh (THP) . wHEHA, 4+-FTHAAw
Subvh it A-FAREXEEwhE wEAhE, wa XA F, BRAMSL
Al 1-CRERACTHE, 1-FE-1-FRECE, 2- (EmE) A &
T, ek, FE FAEFR ZEAFE o-FEA_FXAFR
PTEEFXX -FEAPR, 0- (9-XE-10-8) BXA (=ZXF®W) %§; ¥
HREAB = PPEEL (TMS) . FEE-_FAFTEREE. RTRA -V
A wabeX (TBDMS) . TR XA FTaERE, =FEAvaREE =-
H_PEEFTRER —FREATVARAS B TVEE. LEBE. =&
BB, XEARATLRE. FTRE. B, 2R EE. XFPRES.
2, 4, 6-ZPHETPERES, P+EE&ELTE. 2, 2, 2-ZRZE. %
AR, AAAFR FE AHETRA S-FRAARBEESF.

“BREABR BEREBORAIMENHEXRfEXRRRABRYALE.

“RAREAEB” EFRLHEREAE. SRR TAR. FRRE. MK
B, FAREKER. 88 ZFA%. HAR. 288. *&E. FHRAE.
BEER., XABEK. FA5KE. AR HAH. 488, XLA8BFS
£ B o - RIABR.

“ERARREAER” EREAHRESNKAR. FRAKERGHT
GiEHlhe o bR R Ko B R B D-FHK; KA TEH (Aib) . 3-
RAEFTE (bAib) . XEE (Nva) . B-Ala. 2-RHA T —8 (Aad) .
3-R AT -8 (bAad) . 2-RETE (Abu) . y-£ A TH (Gaba) .
6-R A TE (Acp) . 2, 4——RETH (Dbu) . a-EEA KB, =7
A FrLE-Ala( TMSA) . #-F+ T RE (alle). THE (Nle). t-Leu.
NEB (Cit) . B5&8 8% (0rn) . 2, 22——f I} E—& (Dpm) . 2, 3-
—&ARE (Dpr) . a-HKP-Nal. KTk -Ala (Cha) . HEHEE.
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ExH*. -C(O)-. -YC(0)-. —SO,—. —NR’SO,~3~-CHR'0-.

F 4k 69 B AR BB 4158 51 F 636

4-%5-2, 3, 5, - REALTE LB (XLE-19=—TH¥X) &
Ea

a\

4— (O-FPEEZE) -2, 3, 5, 6-OREELFTE-XE (EXKTHE-1%
ZTLHFR) HIE. |

4- (2, - WREAFE-O-FEELK) -2, 3, 5, 6-WHREARXRYT
E-BE (XLHE-1%=LHE) #i5.

4-5K-2, 3, 5, 6-WEREAVHRAFTE-BETLHEHIE.
2, 3, 5 6-WARVTERAFTEA-FBR-REXTHHE.
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3, 5 6-HARTEHATE 4-BBA-BREXTHEHE.
-£%-2, 3, 5, 6-WREXFTEH-BXLEHRI.
3, 5 6-WEREFEA-FR-BRELHHIE.
3 6-vI RAEFEB-4-S B -RETIHEWAS.
féJ;E 2, 3, 5, 6-WRAEGBAFTEA-BRXTHER.
3, 5, 6-HREABRBRAFTREA-BE-REXTLHERE. F
2, 3, 5, 6-WREABATEL-RHIA-REXLHHRIE.
FRRAEGERR MR 4-FH-2, 3, 5, - IREFTHRIKTHE-
RAELHERIE.
FEILFFEAFNMR ZEZATREAT AN RAELEBREL
J= P b &

o F ,
@\Nf\ﬁ\"\{ 0
R )
R3\9 4C)/U\RQ
FE 11
R? o F
@_NHRK‘HOzC@'OH @Nv I\%/J\Rz
R .
KA 1 R ke 2 2 250
R%CO,H Q
@\ \«i o
/\/ 4 /U\ 9

el L5 £ 11 PHF, HEMESRERERMREASGE—F 6
¥wlt@sE 1 HIRERPEARE 1L 84 4-2EARARKETESTED 2.
4o L AT RAEMIE 1 SRS A KT

HEHARLSRENEEAMREASY 36 BHF _F2EME 4-FLER
ElAa R B4 3 5 X R°COH 9K BiLoHigs. BAHRAEY 2 £45 24
DGR EA, RAkTHRE 4-2ESRERREES 3 SR, BRI
&4 R'COH. M. REBEMELM. KA2ERBHERYN 4——FH
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Kwter (DMAP) A A TAZSGHEME., —KFR. —RTK. —_Z
%t. THF %, DMF P EAREBETRA_FHEARNL_FE (DIC) 34715
445 18 Jouy, KR ABEF R LK DMF. KRG AESH B IEN kL
AR ELE B AR B AL 36 VAR R 265K A

LRAIBER B FHAAES RENESEEME LAY 36 89 °F LiptstT
ik A-BEASRELUEBRMAREES 3 A TEES). Bk, THEidk
B3t BT AR LB A A B ¥R 4549 “F keI ARy {A 5 T K BRIL&
R°COH #8577, XEMEFLEREMBH EFEFERRLX.

AARA T X, THLEABRRXERTLEMELSRELEEMRLES
36 L AHESRE. FieTHX INR*R® (H & R*F R®H H. JE%X
FHRE) HEREMEASREFNERAREAS 36 98, BAX 37 58
Be, o FE 12 P THMENRE 4-BR SR ENERMRAEAS 3 HHF
.

ZE 12

@\ /u\(\ L R? o HNR24R? R24 ®\ /U\(\ \

25
3 R4O R _3_7_

 4OH

BRI E TARELEEMRLEES 36 o 4-FBEA S REAHE L
By 385 °F ke RoyE, E2EATALFE 12 PHERE.

R4, THAIZHREFLRERESWE “F NMR FEM B T4 £
Elia R m4a4¢) °F /g &, BAEIE S M FE & 3E.

B e ERXS Z A TRGHEF. EEASEELSBREK—BRTEBE
AR C-KpZsik, Lha-RfEREERPYME C-ARRARERE
Eiaged b, REEH N-R¥PE, @35k bR ESRK
L RAE G- REBBGKRE, BEF—24AR (LHEN-KFH) .
FTEMN—RABRGBRBEFBE0 —KABRGWER, AECRATEK, AT
® BA BT R BREY R TR LRSS N-REF T RETE
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SRR LG FEARY.

VAR IT MA S L5 B Ak XA, B insk it B Rk bk gk A
R P P RARATAR AR Rt 5 &, MAHTE “F NMR # 3%, B &ui@idk
BRF—GRTIGRIEFo = W IS0 AR F ks E > %,

BIE A K IR AT sk Aotk b M S FT A 35 5 404

LA VAT AW FIFR B LGP, 12X 3 L4 4UE 5608 PEEG F
R A K R 65T E.

# NMR

K dE 5 A 398, °F NMR X542 vL 470. 228MHz #5 “F $1 £ 3465 Varian
Unityplus & #ALE#4T. ¥ 'H 435418 E “F E, 8%, AFEE
nt BF &y &g “ 3R oK 5 KBk, R 69 %% K % 100 000Hz,
S5V B PR K SR 6 CRCL A 2 k., A AEA Rk #E, E
FARAT T AR EEg A 43/ (54, 7°) B, PP #K#L 1000-1500Hz &
RJE B, AL 40ul RAC PR FELE: (DMF) 4% 26 2-3ng 4
FE A B R AR R G, AR S M, BB AR AL
REFTOHHAETROGSREMEE o F. FEIMrLth 3-REFE
Mo, FEHAFDT, 4§ 20uLl 0. 125M 3— £ K F B 49 SRAL DMF & AL
i 7 65T &

5] 1 |

4-#3-2, 3, 5, 6-WHRFEFTEHREAFTE LR (ETH-1%—THE)
RS 69 5 &

F

F. OH
R DIC, DMAP
NHz  Ho F :

O F .
F F F OH
O O F
N B
F N o F
F
o F O F
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1. ﬁv’i F OH
O

GEFOARFTEERXCLHE (0.82mmol/g, 800g, 656mmol) & DMF
(8L) E¥MmA 2, 3, 5 6-wH-4-ZELXPE: (234g, 984mmol)
&5 DMF (1L) &E#&. 1-2X ¥ 5 == (133g, 984mmol ) &5 DMF ( 250mL )
R —F R AEA B (124g, 984mmol ) , WREWAEIRERAT
Bk, REdEZRERESY, A DMF (1x1L; 5-2L) . THF (3x
2L; 2>3L) #= CH,C1, (3>3L) ZkiEMME. REWHRBEZFRTF 2 X.

iz Rg (995g) AmAvkeE (125mL) # DMF (6L) & R4E% P.
s N DMF (2L) A THHF, HFReGHHEHF 1 6. REIBERES,
HAHAg A DMF (10 600ml) #i%k, AT FiE.

Az s ps &5 T DMF (4L) +, HmA 2MHC1 (750ml1) & DMF (2L)
Bk, HRASWEME 0.5 1. REFMIEEE, A DMF (10L) #= THF
(10L) #i&, EFRFRETATTERIA.

F e 2

2, 3, 4, 5, 6-EBREFER-ER (XTH-1%—LTH¥X) WEGH
%

E

F. F

O I

0] F

FMEE (KXTHE-1%-=CH¥X) #iE (100-200 B, 10g) A E X
WEL R (25g) AFEERX (250ml) #5944 PmA AICL; (1. 0M AHEE
wik, 38ml), HRERASWA60C T 18 I . REHR ERESYW
£ DMF (30m1) . K HC1 (20ml) #=k (80g) RAMHT. HRAEW
B3 30 54, i, M 3: 1 65 DMF-H.0 Zhk R ERERLE. KE
FAZDMF o 2: 1 R PHR-FE(6 X)) hikizMiE, A5 FE. "FNMR
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6 —146. 5(2F), -157(1F), -165.5(2F).

F 34 3

4-#3 -2, 3, 5, 6-ERFEVE-LE (KZTH 1% -5 %) &g
o 4] &

ooPed
F
O F
4= Feldmanetal., “APMFLE ( J. Org. Chem. ) ” , 56 (26),
7350-7354(1991) A, AARMNLPAFFABR AW TELE 2, 3, 4, 5,
6-ARETE-LE (RXLBH-1%—LHX) RBEK/KOE PG RE
4, B SRR RIS,
% H ) 4
2, 3, 5, 6-OBREXTEB-4-HE-LE (CRTHE-1%-—THX) #K

) &
F
F. SO3H
olsbes
O F

¥ 2,3,4,5, 6 ARETE-ER(EKLH-1% = TH X )R 325ng)
(e L36] 2 FHEH). —RKFHR(3n0l). H.0(1nl). =Z k(1. 2ml)
Fo B BB EAT (560mg) RAVWHEB I X, REA_EFR (6x) &
HiZHAE, £ 40CTAELTH. °F NMR & —-142(2F), -147 (2F).

6] 5

2, 3, 5, 6-HREFTH-A-BEBI-LE (XLHE-1%-—HE) &
5 5 %) &

F

@ :0201

o F
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Ik H#p 4 PE &2, 3, 5, 6-OREFTE-A4-HRE-LE (XTLE
—1%- =X ) A (300mg) EwfAbs (3ml) FHEK, AR
(1m1) . HFRERSGYEF 24 16, RERLEBEEA. FHigLE,
AR YR (6x) ol (4%) 2k, £ 40OCTEZTH. “F NMR &
~142 (2F), -146.5(2F).

F 4] 6

2, 3, 4, 5, 6-ZREBBEFTRA-LE CELHE-1%-—THX) #
Jg 6 #] & -

AP AFTABERLHE (1g, 1.2mmol) &AM, MmA 2, 4, 6-
A T(0.475ml, 3. 6mmol)#F= 2, 3, 4, 5, 6-EZREHEK( 1. 44nmol ).
B L iRAMBEA 5 e, BB EE, A-fKPR&E (6%), &£ 40
CTF A% T

g Ha] 7

4-%%-2, 3, 5, -EREBHETE LR CELH 1% —THE)
s 64 4] &

wEEP 3 HGF ERSAFAGHE, 28 L8617 FH14&46 2, 3, 4,
5, 6-EREHBRKFTE-ER (XTLH-19-=THX) HKKH 2, 3,
4, 5, 6-ERETE-EE (RTH-1%-—0LH %) #s.

F 34 8

4-%3%-2, 3, 5, 6-WRFAEEFTE-LE (XTH-1%—TH*])
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#RE
FF
O—Q—COZH
F F

1 Merrifield #A5( 2mmol/g, 600mg, 1. 2mmol ){£ X 7K DMF( 20m1 )
bk, A2, 3, 5, 6-WR-4-BEEXFEKSY (2.28g, 10nmol )
Fogk Bk 46 (3.26g, 10mmol) , AEFHRFTHRERSHE 8CT
ik 12 Jbaf. FEEZR B RS, AR 4-FE-2, 3, 5, 6-WHRX
AAFRE-ER (XLH-1%9-=CTH3E) #AEA DMF (5x) . 20%DMF &K
ZE¥% (5x) . THF (5x) R ¥4, ATTFHRER. IR ( BH4,
cm—1) : 1640 (C=0) ; “F NMR ( #43i4t) —144. 4ppm, —160. 2ppm.

34 9

A FNMR#HBZ R FTAMEA 2, 3, 5, 6~ 4-FBEXXF& (TFP)
BT

F
F OH
O e ——OC0 g T
HO . (NS
o F

O F

o FTHE 4-FHE-2, 3, 5, 6-WREFTHRAFTE-ER (XTH-1%-
ZLHEHR) WK ES: KEd -RETEEN 4-FE-2, 3, 5, 6-
WHREAFTRATFTEA-XEE (RLH-1%—0HX) REHREWHERG X
65 °F NMR %%, R EXNET S-RETEE 4-%£%K-2, 3, 5, 6-m
AETHRATFTRE-ER (XTHE-1%-—0HE) REK “F NMR 3654
o, RERAX 1 AR &4,

BRI EE T vA 470, 23MHz 34E65 Varian Unityplus 34 L 3K B
“F NMR %k, ZEkENEARE IF HELZBRATHESY. £2XETH
AR E 2-4mg WS F - RAE. TR AR EL MR FAmA 20p1 0. 125M
3-FE FERE dT-—F L P88 (Cambridge Isotopes) Ei&, KRB
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ARG dT-—FAVBERAHBZXET (LEMNERY q0pl) .

i#if F NMR e R B oA Z AL TGRS FHRNEN 47 4-&
#-2, 3, 5, 6-WRAETRATA-ER (RLHE-1%9-=THEX) MWKy
B, TTE1P. k1 FAF7, @B °F NMR B ZSREE A LA
BEBe 5~ A &9 4 s 3 AT 3 — 2

%1
B “FNMR A X £ FAMAE 2, 3, 5, 6-ORK-4-ZELEXFE (TFP) #
%
&, 18651 H A E A (nmolTFP/g A A )
5
“F NMR BB 5~ H
#7145 8P R A4 0. 82mmol /g 0. 83 0. 87
2 |dokbl 1; MBERFPEMBEEST| 027 0.28
0. 39mmol/g
3 |FmF&s 1, MBATFTERBEST| 0.35 0. 35
0. 47mmol/g
4 | ks34 1, 128 2N HC1/DMF 4K, 0. 35 0. 38
| % 20%HC1 &5 DMF 5%&; #1H R YT
E BB E A 0. 47mmol/g

L4 10
HE 2, 3, 5, 6-WHREFTEHRAFTE-AE (XLHE-1%—THX)
FEER IS — &G =

F F
F OH  R9CO.H F o._R?
O/PW T — Ot ¥
N F E
o F O F

M 4-FK-2, 3, 5, 6-WREFTHATE-LE (XTLH-1%-=C
$ 2 )R AS( 0. 47mmol/g, 0. 5g ) mAHF| AR TR 658 40 20n] Jones
Fd, MEAE PN DMF(4nl). —F HEHEIL—_F & (DIC; 0. 186ml,
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5%%) Ffr 4——FHI (DMAP; 43mg, 1.5 FF (3% 1720mg DMAP
% F 40m1 DMF + 4 & 1nl #H&) ). WA ZBL G HER (5%F), ¥
BGREREREBETESIA. AEHBLELRTREE, B MEXH
Fht, & 20. HFHAEXAEA DMF (5>6ml) . THF (5*5ml) #= CH,C1, (5
65ml) #&, £ 35CTF-FRIRA.

EHEH] 11

A “F NMR B 4-[1- (4-=FFHRER) -2, 5-—FRApE-4-5]
£4-2, 3 5 6-mBAXFHREFTE LR (FLH-19-—CTH¥E) 5%
2,

CHj3
F F =
A F °Y§N©
®©\/ N ®©\/H cFs
N - N g O CH
o F O F

AR AR ERBESFLS XY, KFEFHEHAS F NMR
3%, B FNMR %4 4-#Z#-2, 3, 5, 6-ORAEFPHEATE- £ (X
1% —THE) Aigb 1- (4—=fFHE¥EHE) -2, 5-%E-4-5B &%
65184 (A E#4EH 10 895 %) . MERBEGHIT, sTETRHG 4-FX
-2, 3,5, 6-HRAEFHRATE-ZER (KLH-1%—CTHX) #5ed °F
EHREAETER 4-[1- (4-ZRFAER) -2, 5-=FEE—4-8]
£4-2, 3, 5, -WARAEATHRRTA-XR (XTH-1%=TH¥X) Wi
# UF 2HAH. BT PEHF TAHED. 50 F 100 54rat3kF69 “F NMR &
. BT FHF, £S5 SN EA RS AL HREMEER; £ 50
S4b e i K S AR B MR IEW IS HE LB RS F SR £ 100 5478 L
FrohERERE SRR, BIERERIEZHEAERE “F
ERORSKRBFELEZNRANTALRTHEAGHALETET.

LA 12

AR 2, 3, 5, 6-WREFTHRAFE- LR (KLHE-1%——CTHX)
LB LAY PR — R ik
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®\ HNRZ‘R?S R“ @
R25

é%zéﬁ 2, 3, 5, 6-ORAEFHAFTEA-XE (Xaﬁp 1%—,.5
ﬁ,;sf.) EERIECS DA LEZRGEE (B 96 i, RERM; KE
F) P.

EEXRGER b H & ER DNF fk. BRETELHFE (FFE
ABREAMBANE), F—Z A BRBERBENEMRBRESLSE
v BHBETATAIMKG0.8%F (Lmmol ). RERRER
BHFHAH IR, FAIBREINBANEREABEEFHREY, A
FHEATE S EE (dv Jones T EE X Polyfiltronics i i#Eig ) i ik,
REFRTRAEFSMNEEGLEIELEIE T, A AFREREKBAKERS
2 (wiXEX 96 JUik) . KBS AEITESE E b Turbovac. Savant
X Genevac RAX B BEREKEET. BFERSEENESHEAT
AR E X B, AR NP (o Boc F) ARTEASEE
B, TEREARAETRAZRLEBA_KTFRGBREGWAEEHKRT G
BER o fh KX Bk K.

E AP 13

AR ESFALGHE

¥ 450ml1 X F-FK. 4. 5g BLH AL LRFAM 0. 5g BEFTHEA
ILAFHHRAEEET. BB RALALS KRB, ¥REHA Teflon HH
£yL 200rpm HH 30 54, KREMAEXTH (24nl) . 4-KETLE
(11.4m1) . 1, 4-=ZH ¥ (0.6ml) F 4-THAFEF (13.8nl) .
BiroHATE T 305rpn FHF 18, REMEZE S0CI8 I HT
REAGRRE. A3, ¥wAK (1.50L) . ¥B (1.0L) fo—FR P
Bl (2>600ml) 2bi%, A TR ZEAPHIEGTE5HEH 7. 41%C1
F2 3. 22%F. EM AR IR K& 27 1266cm™ (—CH,C1 3£4%) #= 1223cm™
(C-F1pR) .

LA 14
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i TR A WA AR &S BB SEA

i Merrifield #g (2mmol/g, 1.0g, 2.0mmol) AXK_FXF
Beic (25ml) P&, mA 4-RKEH (0. 7Tmmol, 78mg) F= R AL
(0. 75mmol, 0.75ml 1.O0N K&FE&) 4= F LK (3ml) HER&, FEE
RAWAEBRFGEIFT A 80T ik 30 I oy, A3, FuisagA—v¥
A FBAE (225ml) . 2%47KHCL = FHE FEEER (1nl £ 9nl —
PR PERET; 25ml) . —FAFEE (2-25n1) . %S CH.LCL, (2%
25ml) &k, HERATTIHR RE#AEALA-SCTHEMRA.
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