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BtE e AT L, #HAZXTHAEIMBRBEALE, EHANEZXTEREA
A, BREABRRKGEKABSEESNZRLXTBRAXBRKGEF X,

¥ 4 A BRRKAERE G ik 2 £ T FE(-CHOH)-).

ik 6 BB IR A B K G AR X (-C(0)).

KA B IRALERE G HRAREAZ LD ELHRARG B, Fd
=y %A

RBEEAF AN A C-Co X, FleETE, FTE. RTE. ERA.
FAEREHFNRFPERTLE, AL Y RRBRENFALT, HAAHR
A

FEKERRLE 6-14 NRBTFFEHE, HlBE. BEEE. FX.
HERIEE, HHNAXE, FEAIAFEBRRKYIFEZ A REMMLERE =
AGE R — AR ABAARRBAG, #2246k A BK . R oRREAE.
. k. RARRE. £, BASCERALEE. A, RA. B,
BEALBUR . BUBEA . RATHA . N-E XA NN-ZRARRA FHA. BRA,
A, A, SR, Bak., XKL ER. mEFRE. KEHBLK.

17
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FRBEETABE., RAXX THBL. Xadtl, XIKALHBE.
A EABE. KA (HleHE). TX. FRE (HlXFTESR
1-F X 1-FTE), KEEER (Al Fak) KREREFTERE (Hlde
ZHETHEREL) KERBE (Flir B ). ERARREBRMAAGINEL,
KB ERE (Bl P EARE(S-CHy) ). AREEIERE (Hl =R F
KA (-S-CF3) ). RAHBABE . HARKRBHEBBA (H) 2=
TP BLEA. —EXM(-B(OH),) ). RIAEFKARRE—AE (Fle
DT —RE) G4 LABARBRR F o BARLERNK, A F R 44042
FEAR T LA R B A R AT B Ak S-B F R 57 ARA YR, F
AR AR EERER A XA MR RARE R A LEARKRH K
E, BAREALLZDE (HHEARAAK). KREARE (HAZFTHR. TA.
ARXRETE). ARKEREL (HINZ=ZRTE) £X. KERAL (45
FRAFEERTCEL) BEA (KREELL). KREEBE (FloTdeik).
EEA, RKRERALE (FPZRFERER 1,1,22-9RHTEKL ). KEK
FAZEA (TREBEL). KERARE (FPFEAIRE). QRKRERE
AE (2 RTFERL) BEARKBRE (AEFE). RERHABE (20
it ). gARMRERABRE (R TRABA ). REARBL, £
4% B AR — AR A FE 8 X AR 69k f AR IBARIKARTE (L F
A BRTEARZATE) OHEF (FAZARRK) ¢RARERNK.
ZFEREGESIR AN RAEAFERBLREE. KKK, £F
EHGAKXISTHEAANKY, EV—AREAN (Kid 18] 4) HET,
B B R — R AAR R 5 R AR TAGE A R BfaRe R TERA, 446
R EA 4-12 (AR 5-7) AFAET;, X P HFEARFERKGRAHR
— A EH F AR —F] =/ E B R B BRARERAA, P AR ERAE
%G L @RI S FEBNREGINRE; HERFNZik AR X, Xy
A sk, ek, & A(thianthrenyl). FFK k. Fifkpi,
F vk A (chromenyl). 2H-vibe& 2k . wbed i RABE AR BRAR g oind 2
Fiokeb X | vibed X | Eed X FoEed K| EEek X RUEEeRR. wm2 A

18
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b X, ek, %K. indolizinyl. FYei. 3H-BIREA. BIRA.
gleg . =i vel X . purinyl. 4H-EE . FSohi . deki. 2,
3-RARE. 1L5-—RAERE. BERE. BedakE . vEokX . Eewk
(pteridinyl). »Fr& ¥ . JESTH., *T*Z XK. perimidinyl. FE=&9kE F= furazanyl
Wk, AEAALHBLRAAES - ABRTFHFEREIX I 5T
AFLE; #Fa4hkakn i,

3 BB BEA AR A REFAAAE R RF R BEE (#)
P R) BEAKBRE (Flir2-2R0K). REAERA. KESBRE
(HldmTBA ). EFBLA. RAXTBABRMRMARL, {4+ FERERK
G RE R AR —AREA (RE—ARBAD) BRARERKY, PR
BARKE A EFRE, KA LLAHE. A, NRAKKERE. NN-
RSB EARE. £E. KA BE KRERAEEA. KERBRERE
ATBA, FRARBREAERFRE, P RERERRN A5 ZM—A
HH F ARk — A HE AANBRAREIRNRA, PR RAR AR § AR
A, AFLEHHFE. RE. NREEERE, NNN-KERLARL. £
A, RE. B4 KERALABEL. KEARBEAFRAETEL,;, F Ak
N-IRBERA, Flde N-FERE. £EARERERE (4l 2-21 TR
A). KRB ERE (FleERE ). NN-KEUEERE. N-ERKLER
E-NARBLEA R, NNN-RBAKEFXRE . KEKBREAAE (Hl=TBt
FA) AFLEAXTRAEEA P RKEREREAZ LA SANIRKE, £+ £
H—FHILTF, REA ARG B4 7 AR R, IHFLBDE.
A . NARBHREARE. NN KR ERL. £4. KA 8245 K&
WEEBE. KREBLE . HABMBEFTHREMNBNA, XA ELIBIRA
R 6 K 2SN R B R

HEARAR. K. B, FHNLA R3E, HFANLRFR.

AR ER S 12 ARETFH LN RRERE, ERANRTE, X4
HRTE ERE. FREASERTE.

BARSES I RRESE, HRiETFE, ETUELS—ANHRENHAHR

19
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B3 3IABRRKRE, HAPAAEARKREARINZLAHDNE, HHNZRA AR
SRFEREFSARBE, TR HRE. NREREEL. NN-KERL
A, NREBEARKE. £X. A 25, REKEEEE XKL
MERKE, ZRTERATEGRABL,

BEAL S8 24 B & Cs-Cro (B R H| I EZ R K. KRERRE (Kik)
Bl FRE. ZRE. FAELREALRLE. KRERELA L FHL,
RAVEEELE, REFLBIER LR Co-Cop B PRI INEA 4o EE
FE. QRKREREE, Hlle = RTFRESRH 1,1,22-9RTHEA.

BE LA A RKEAEBREARE. XPBRARX. RERRASEERE
(Blded TREZEEL ). RFFREAEFEERL (FlFREASE
FA ).

BRI A A RIKRB R EFE (HliR TREFEASF CEEE
). RIRBBE R A A T RAEB R,

RBLEAF A R E, R BIMERBL, Bl LB,

N-¥BAR K, N,N-ZBRAR S F B2 4% 5 2 2 A% L bk — AR E %
AEBIE I . FARESE R A B RS R E RS R Toe k.

B A IS4 A B AR B R AR .

B T B A R R KRB KA T ABL .

A RRAB AR A KB A X ERBE,

he K Y ik 3-3F 4k,

BB A ARG R EMIE C-Cs LA, ATIES C-C IR A R
FRARGIAE G FE (AR R2FEL) AR 65 F X#ATRNK. K
HHTERFEERRREBARE., TMHE KB ERTE, Hldo 4R
TEIRRTE.

o 7 AEMNE, I ZHAEREL. BEREREERE (Hlp2-£T
AER). KREBRBEARE (A UBER). MEXTBEAEL (Hdw3-5
EAXETBREARA) RAEAXTBRAL (Fliv4-REXFTBAL). XERER
FAEEEL (Pl FRABEERL) RAHE (Hleik), KEREE

20
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—ABAE (m=1), FHNRARERIGERAEFZ—, HANLIQE. £F
AL X T4 (R N-Rikdh ), XF ZRXAEE (m=0),

BRIEFNEZRF I ARERAL AR, BARGRRTFH 5 XE 6
FHRF, P REATREREFGEE TLRFHIEF8, HELZEFRA
6 B4R R BAKERE (Fle TR ) AR, Kikit h 2-F R F=-4-
.ok 2. R 13- —FRRIF-2-. 1H-rthed-3-F fo 1-F K -vhed 3o
Xx.

VAR B A KR B A R (HlwEF o) MAGEEB X, #HE
B AAATAR G KR T L oG5 KA R 3,4- B F R = K.

K 110448 N-FALd ik A4 N-RALH, BF AR R H £ R
HHEBT A B. DFEMKTHRBEARRT, AHF R E—/ Lk
RRFH/PA —ANERT.

AN ZX T HESY (RE N-Ribh) 9-THAH.

A BB EXAE (HAATHAL) A6l AR ERRT
@ X 1444 (R N-Biedh ) SHEAERISE LABBE BT . EEH
FABERA Bl o B B0 BE (lhoih B8 ) . BRBR. R EAEBR. & T 69A IBRA 1)
Jo B . BB . FRB R BREAAMYI R LB, HBL. FEE. X8, T 5.
H 858 (glycolic acid). FUBR. 2-#2A THBL. #EBEL. HRER. L TH =
B, IRIBR. SBR. B—Bh, F B, T —BE. EEBR. BHLBE. A
BR. Wil B, FIBE oM. RAM (SR BER. RITARABRKR. N-Fi
HABK. TBAKATE. N-ZBXABA. N-LBLEMAKR. HFK. T
BLZBG. BEBR A BBR) . 2-N 3-HihakEL. Dkeg. SADLRE. FAL
EBR. FROBEKER., ETFHR. KB, 1-R 3-BEA X2 BB, 345-=F
FAEFTE 2-FAAETE, 2-CHREXTER., 4-REKGR. KT8,
RUB. W, FILBBER. THRRIE LR, 2- 2R THK. T
Bo-1,2- =A% BR . KA. 2-FAKBL. 1,5-FA 5B, N-SRTR/AHH. N-
FA . N-ZEAHK. N-RALEBRE KA L ECHIR TR, #oitinadl,

LEEFRNAHFHEAR (FleBRASEa5K) i, LTUHRLA K

21
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AW (Bl BERHEE), Pl BRARLIE RS (Hiedhi.
k. BREREHE ), AERLHRAE I AIRNER, doi—THE (#)
I LEBRFZ (2-BTR) ), REEAHMmHN4ESE, o N-TER®E
HEH NN-—FA-%E,

BER— AN FVAEREEDBREEARNN, X1446% (RHEN-
Fiush ) AT U R A .

AT o BAREA, ETAMEAFH AL, i rikd s GHRRE,
RAETHRAEIRE R B AW (BEUABHHELSMHHBR) TUA T4
77, BEstiRETH A& KA H B,

ZRBFMIS R BHXEEHXZ NG FELER, LT PmRegLElL
QAL AR sk S LB AT R A AT E NG KR PAES F A B B4R A 65 3,
B L X Fo T RILFZEB| QLT B LS WA R L€ G ek FI0EMF A G354

AK LT BRI RAF #8675 E, L+ €380 RAF #8 5 X 1)
o Andkik. Ak, RAF #5852 B-RAF #B5 H 4 C-RAF 8, &
REA RAF ¥5, #3532 RXEA B-RAF #8, 312 V599E &K,
RAF #B8 T AR 5 & 6§ XA F @ik ¥,

de LAFE, X 14464 (R N-Rdh ) BHAOE HE 450,

K 1o (R N-BAbdy ) TTA I3 5 —F R 35L& 657 A
LA, TAER B RAARF A —E A 4EF KIS AR IR
7 XEA XK ALY —FFREFIET AN, RETUAALHEA B
oA — RS LEHFT RN, TARTmE, AFHBEFAX 140

( 3 N-FAdh ) 69367 Tuﬁﬁsﬁ;ﬂﬁ-ﬁa%;‘% ShE54FEFE (HF—FRE
AL CRFIE T AR R @B FH RE SREIS LA REHF LG
Ll ). AT R RAEF X IMFFREAREMG M —MEi
1. K TR TERG, AESRECHEFTFH (RRIRE| &AL ) B
SV ERBhE T T AR B RINBE, L EXETG L TERA(H
it FREZ FHAEA) REWNES.

22
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CE2F R RLAHEHE —FREFHREIEY ., meL kWP
KA HFE AN HREEARELSFH, EPEARNHEY. @
FE KW H G AREHET @O o— TR Bk f $ A o RIF
#H . FRZEOREBEINZ RO ME C ABRRREOHS (R ALLEKE
FEAROBRBEME) (9HH. 2 REBTF (T RAELLEREBF) #
#M ., @eETF. AMAEKATY (= TGF-BRFE IFN-B). FiLspH)|
Fl. MERERE LY. BRI LRI HH Fagi s 5T,

ARZAGILA G ETREA T (R RFEMEHAEITH) BFA
%X, MELATFERHACERSY, Pl HLAREGHY, 4o K.
REAFERR. RHABRAZI L EEL.

BE, RAPRZHAEX [4EH (AHL N-fid ) £374] RAF #56
A L& RA®E,

K149 (A N-FBibdh ) BTl B T4 % 8 &9, FliofeimAstfb
WedeE, WEAMEDH R “BE” QiBhsid (REAX) F3H84
AP RS BHRR T AR AKX, ARFR TSRS o 8B,
VASUHF BT e Fo R 6T 36 18 T N AT B A 7% 69 7T 6R 84 7 %,

ETERINGREGX THEAHT, Rk LR BT AHBRRENE
T AFRIAARS, Hldeh T A i f 69 2 LS H 45 5 R A FTireA ¢
it LA A — A L, EEHF LT RL R L&D KEAFH
59 B T FE ] F XA L,

R AT X TS H B LR N-Ricdw, L+

r Z 0-2, ik 0;

nZ0X1;

m £ 1 A4 £ 0;

A.B.DFEZZCHN}ETAN, Z#F A. DFE L& Z CH A
BFTAN, F A B.EFRTEZCHHFEDAN, {F A. T. DFE
ZCH#FEBREN; LF#H%KA. B.DFELRZACHFETAN, &
A.DFELZZCHFEB#&TAEN.

23
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G ZIREEBRE, 43 2ALFEKHE TH(CH2-CH2-). -CH,-NH-.
~-CH,-O-. ZEA D FTEIAEXTHRAALE TR,

QRAEHIA. DEAFAFDHTX;

R Z H 3 A REELE, 32 HRHTFL;

X Z-NR-. RN EmE, #7522 -NH-;

Y ZEEBRKG XA N X AR AE LR 4. &4 AN 40440 KR
FLEABRAREBRRAGEE, MRRAAL HRE. KRERBEAR (32
THBEE). BE (M. AXAE) FRAXERMARKASL (F
MAFER. A AR, |THA) RFEQIRIKRLIEE (A2 ZRFE).
A, KREAREE (FHAEAFRESRE TEL). RMERAEE (FARF
FAE ). B REEBE (THE). G-CpRER (FAAELZEL).
IRBIR B A E (o TRAEE). A TRE. KARERETEBE (S
N-FEAFNBRTE-RATBE ). KRERBE (TBEL). XAA. &
RIEBSEEE (AT EREAR 1,122-WREL ). BRERAEZEE (Fo
CEAHAE ). REBRERE (mFHEMNL). GRIRBEARL (=R
WAL ) BAEKEIE (ETEIS 1-2TFR). KREBTHBAE (3
FEABBLE ). ORBKAMEABE (= RTFEHBRL ). REARBLAR
KB EFRE—E (B F 8K ), RHHLF ARG LA BB ESTE A
I 4k 3 K IBRAR VAT AR RS- B S5 304G 5-7 AR TR, Y 45| 2R —FF
KA HFLH RE (eRKRE). EBRRKAEE (3 FR) =@ BRARIKE
BE (ZRTFE) GBAREABRGER, Y RHINEXEXEFH—ATRA
HFFAE R AR F G IRAREBRRGRE, FFRBRARFNARE (AR
R A/ AE BRAK R B AAR RS

Z R EE . NARBIRERE (I N-FEREK ). BAKEEEARK (o
- X LRE). FEMELERE (P FRE). NN-ZIRL AR
N-FE KBS A-NAK B AR E . NN-——KEREAFRRL . KREARBER
A (TBERL) Rk i X T BRAEF EMEE BEFERLEGBRE,
AP REEHSHFHATRERRGRAHHNABRAEARBERFDE. R
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A, NARGEARA. NN-REBARE. £, X, BE, KAR
FEBA ., KRB BEBNRAE WAL FTBRABRKY, XA ZAAE (¥
PAE), EHFAREIRE. CBAL. MARXTEBEARL. REXRTRAX.
- ZARA. FREABEEEAREL; F

WAL EATX ISR EHE, £F

r & 0;

n £ 0;

m & 0;

B. D. EFRTRCHI}HLAZEN (32 R), RAHANLLF A.
B. DAE&Z CH}ETAEN (42K );

GARBALRER, HAHARFE;

X Z-NR-, % %|%-NH-;

Y RAFBRRGRF RN RAAAF KR BRAERAKAGEL, L+
P 6B L & B & (4552 MR 40 R RSOL ). KRB E (AR
TR PERKEER (HARZRATE), HAR +REL. 223K 4
FTEEE, 4-FS-ZRATFTEFRE, 3-8 S5-ZR8FTEAFRE, R4 Ll
A 35-—FEFXE, BTUAR 4+-FEIMEE, 34-= (ZRFE) X&
RE 3-iL-4-TEAEE;

HHRBATXINAHIEAE (TRAGFEHERENER), X ¥

r £ 0;

n & 0-2;

m & 0;

A. B.DFE&E&RZ CH}HTREN;

GARFTXR;

R £ H;

X Z-NR-, 5| & -NH-; #=

Y BERAEERFBBRALNEL, X PATRABRRERDE (455
ERER) RAKBRE (FPTEIE=ZRATFTE). KEREE (FAHRATF

25
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), aEEE. 4 TREFREASIH 4 RTREEK, BX, ERK
BE ARG E (HFHNARTR) RARMGATE (I 4-RTHEIRRTE )
FRARRFHEDE (4FALR) BARBIRE (#5012 6-R3I%R-3-4).
A RBERE (A5 2R L),

BEmE, A TX 1444, £

r = 0;

n £ 0;

m Z 0;

B.D. EA*fTRZCHH} HLARZN, Z#F A. B. DFE&Z CH#E
TAN;

G RIKRE I X;

X & -NH-;

Y R AEIRR R —FF R E DA A F R RE ik i B KB
G IRAR AR A A,

LT VAR VA T X 1eéd, R+

r Z 0;

n & 0-2;

m &£ 0;

A. B. DFEL&ZCHH} ATAEN;

G ALFK;

R £ H;

X Z-NR; #=

Y BAERMGEERIF M. KERE. KA AERIFRARK
AR SBIR X BRAXR 6 3R L A BRAR 6 K

LR TE, #¥3NAAHLSHaiEeTidd, AT

r 2 0;

n £ 0;

m Z 0;
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A. B. D#EZEZCH}ETEN;

GELEFA;

X #-NH-; #=

Y R — A KA F A B 65 B 57 A Ao BObE AR 89 AR IR A,
HER, HARBLEQGIENSY, BT YREF 4 MR TARE =
AT AN R,

TABERSY s Al THENS W F 4T 0AEIEX 1T 1LEH
5 X I 18- 69 BB R4 &R A 64 1ba-4.,

L
N=
/A:B N\ / 2 (§1))
T\\ (v‘kg)
D—-E r

% r. m.- A. B. D. E. T. G. Q#F Z 3 X 1o ¥ &% L5F
HLEABEMEELAA.

H/X\«:HR);——Y (I11)

¥ n R XFYXIHEGHFHEXL, X I FX I LeHT
6 R Ao B S R A A TR G X AR TR ETREAE
MR AR, AV SAEHRSGERALTUAEHXLER, &
Fik a)PRIGRBASWHETUREGHE X, FH, »REL, BHAF
X [ 1L R N-FR i R IRE &GN [1a 33 N-Ried, i
o TEH B N-BALHEEILREL, A X 146Kt N-Aib
Byt AL B AL R E RE M AR WX 1 EHHRE N-ARiL
My 64 Bl 5~ F- AR 55 B BRI GG B - F- MR

R > & R

MAE A SR, ETEMNHEF EEmFEmGHAEF r. n. m. A, B.
D. E. G. Q. R. X. YfZ X I/4LE&HT ey,
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5 % a)

AEX MM, BHNBEAALAHENADE, 2L, B
=1 KL AP

K 4B Fo X, TTT L4419 &4 BUEL VT vA ZE M 6 AR B ) o 34T,
BN 45 RS AR B EL, PR, AR E BN CE T,
RATBA BN G AT, B R YRS T —FFARAE X
B, REARSGEE THAT, KAMAKY 0CEDRRE, #liEEi
BETREEMNKL 90 2] K45 110CHRAE. X I LA HaTild 3 é)
HBXRA, BloidhhiEss (i) HBREGBImARLEHH X, Flioihig
B K, RHE LGB (Flmdi ) mAZE L GEN (Fle—RRE
HRTIZ EMEE) P,

KNI A/ TS HFH— MR SN L EHEEAFBEA, £X,
BERH AR AR XA EGRF SR ABRYH XEGE£44, B
AEMRBMEE, RIFEAAREKRLSHGEA, THLBEEFFTE
ERABEBBITERBEGSGATEFEANEAEA. RPEELATURCLE AL
F AR P A B AT oh b R B R AT R B SRR, HoBbfb. ML,
Bafk. . BMSBFF. ERMHFTHBELAERFGHEETR (4
FRABE, RA. £EFAL) GERPEAD (TR L) 53 @M
KRS, KRG E. HFEEIE BT LY B S R T EERA
RPER. RPAATACEAFETIRE LRI AT Zh 68K E Rt
RSB, doBil. B4k, B4, L. BEXNSBES. A2
HWLT, RPAARDFHRRAELFAFN, fllorhidd, KPEPAH
MR CRBETHENSE. TR, ASBIEBELHNER, &
TAEF R TERFMFTHEFTEREDRER, LRAZHEHA R
SR E, AALERAETRENT. KABEARAAR oA 0E5H4k
ERAELTXRB| G FARERP KA ZLEL,

Wit AR KA RATHEEAANRY . RPEARSFEBREMN
B R B HE TAER4E, B4 J. F. W. McOmie, (Protective Groups in
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Organic Chemistry), Plenum Press, London and New York 1973. Th. W.
Greene, {Protective Groups in Organic Synthesis), Wiley, New York 1981.

“The Peptides”, % 3 #%-( E. Gross # J. Meienhofer % ), Academic Press,
London and New York 1981. {Methoden der organischen Chemie),
Houben Weyl, % 4 i&, % 15/1 %, Georg Thieme Verlag, Stuttgart 1974.
H.-D. Jakubke #= H. Jescheit, {Aminosiuren, Peptide, Proteine), Verlag
Chemie, Weinheim, Deerfield Beach and Basle 1982 . »A & Jochen
Lehmann, {Chemie der Kohlenhydrate: Monosaccharide und Derivate),
Georg Thieme Verlag, Stuttgart 1974.

RENBEREFFTREGRPEAN B, TE26E, AH5RINGHFE

KA 5 kR,

Bt oG A B

AR HATH B R TRY, RENSHT RALRZH L
ATAARRP G HE XIERPUHBXGE, floBdt—HRSH LEEH
Ha)REINRPERARY . REALF & a)RI G F HZ — W LR EH
SR EA IR,

TTAAR Y Cat)F XA & A B AR XA WX I 1o (L N-
ety ) 643, Hlde T IAE LA R RE SR EFREMNBITLER
R X ITREWRAL N-RICH G BRI, L TUAR LG BABRS> T

(HldoX 1464 (R N-BILH) 94t ) HERX 1409 (K
FN-BeH ) FASTFEA —AESFHH (FlleEA—HhH); X
T VAR B dedm i B AR, Bl e B L E H AT L TURZHEE (4
130-170C ) Ak EAHE X, MNd&45FX 1 468 (RHE N-Rikd) %
H—5FRREFH.

VAR ALY 7 s T A 1L R 3 B 49108, Jo 115 3 6 ARK ) ok,
EA/EBE. RBBRLE ALY (wHEBRFIERMAH) L2,

RAE LY 9 BRETAARE Sdo bl 5 X AR F MRS (Fldo
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stk F MRS ) & B GE S A, Fleillitg B, &
#r. #H 5B (solvent partitioning)F F 4§ JE stk F MK RS D4 B R A
#apehdEstaR AR, S8 T AERMHZ —HMRETRE AKX T A
M B 5 0 LT AT, i A dEad A 2 4] dmil i B3 ik A SR 69
F MR AR E BT EH R (S0 HPLC E4F) , ERA FHEAKYE
WA o & o wk B AR,

VA X 1445 K AR R 6 N-idh. R AE S G EAXF (£
Whe i AT K FEEZ Koyt Rt ) , EZTEHEN PHATRE, BF 4
e f LR (el ) AFRTERAL ARALRER (8) , £k
R EBREHN 0OCERERAMGHBEE, A RAEMETER,

5] 438 1 fE BE B A AR INERM MG AR P . KB ERFHBES
AEFERAT. ALAIBEK S ZEBHCH KB TARK Z AHKALB
A FE X 1100 R N-FB LW KRG BRAR L 4 BEALSW( Z=21 ).

L X 144 (R N-Riedh ) ¥ Z AR—ARABAAE XA CF 4
ik KA. BEAKEAR A XA MBI EBURNREN, TIRERE
RO R R E. BRAREBEEARNE (HLSELEMMEY, LFika) )
REXKEMBREA D EESL F & ) TR GAMEF TLE, BXI14E
# (B FE N-fiedh ) # KRB R At LB LAH. o TERER
H Z L3N 2-B R RS AL, L TRUAREAY (Fl3=R R TR)
AR, BAmdk R RAKERA R EMMEN A LG H LT AT, K
BH Bl ek TEE, LB, FRABRF 1,2-CH A —BF6)8F. R A
RO AL, B = TR FEE B R A B ey Bk, S TAAE
R TFEIEREER (HlieFXfoFTERK) E LXK KILRR T HAT, F
Fadtik Mo fE B8 R ARAEILT) (H]4oid B RACPIER ) BB RS AL T
F R4 e B Aaet (e fibss) ALEGHLT, £t (HleTBt)
PitsT, BEAEYHOCEMERERSHHBERE, HiLE20CER
ABET, RTYEARTELEIRFZTHENT, SlERE T, GHEBA
A it T R B Ao/ B AR AR e AR E A AT TRATRE., 5T R
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FARBEEE., FAREREBIELERREEEE (L2 eER
MR ) HRELR Z ATHATERREAL., ERSEAAR LTI
BH Flied o FEER CHOBAEFeTE (HFldwirkd) 8P, £
IRER Z R H G EGEHT, EHEAF RN RLES I # 4ok o) LA 8
FA4BEIAH (do48) RAWAR4e, REFELEBAHN (wALk) &
AT, EEEEHRF 0.1-10 JLMEMPa)sy SAER Fi#t4T, A £HES
6B, RIRARSTEGEIER, JeRBUREBRBMA A4 A FERHFRI LG8
HEWYEHSHT, RESLLEMAY (Hllef) , #3280 BTELRL
B (Bl R EMEM) AERMERABIT. FTRAEF PERTEZ LY
BEN B (Fliow R rkrhZ L6IREL) , TUHFERRAELEK,

EX 1444 (R N-Ribdh ) &, BEBAERTUARIELR Z
BT RMKERBL. XPBA. RAR TS XA RIS ALK LR
REGEEAR, HPATReg AR EA SR b oy AR ERAH RIX
Ky, HMEGBRESBBERAIEZLRAEEBITEHNH X, HliThs
6 ELES RR AL PERFH T X, T AR R MIABLEGTE N, RALRATA
M) 8.7 VA JERAL(in situ) TS AR . ERERAF B R AR BRI R A 0 E B E R
F LR R FatgES, Pl THEABER, #e KA (TRIH Y T
MR TR S4B ATE AT R B THRABE T &) BRA T BAE
(TiB it )4/ isoxazolium K| 4L H A8 49 BEAF3]; 1,2-oxazolium 3#
Woodward F# % ). REF 1R AL WL E (378 4] 4o A IRAIT R
A TR EARE G ERAFE); CRA T &), RERABR LA (o N,N'-
SRS ) (TR H4e M E S8 NN-ZRKEZTE (Fld NN-
ST EHE TR REHHNE N- (3-—FEREAL) N-TAK B
A TEAE R B BEATE); AR TR R ) AH NN-ZBRARBREE (T H
A NN-—BAR B L AR 6h 815 2], RAkF k). EHHFAMmE (4
B RAMFESDTFIRALSE SRR RLBL ) (THIH e A% 4F 3= N,N'-
ZHROABR - EBRALEGEZFTAE L HIRARE e 4-EAE . 4-FTER
BLEr. 2,4,5-Z RES. 2,3,4,56- 2B R AH 4-RERN T REBLEA
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B BAFE], FAFREEFE ) RTAR (THIH wERAEGHLT
ARCHREEAEABRITE]; RFEEF &), A8 (H5 ZIERKRIAR
AR Fo Bl B BAR, ) F AR B X TTARAE ) do BT S H 3K — T B 7 ok A IE IR AR
R (Blie L BAR) HERERE LT EAEERITFE], EIRBH %)
REHA R BERBELE (TRIBEA B REHE BRI EA N-ERE
H N-ZBLRENS Wi N-LEARABRTIR. N-LERE. N-BEAAE -
TEBLEMR. N-EBEASFRAK23-—_ LB TR, 1-2ATAXE
(benztriazole) X #& 3-£ X -3,4-—£.-1,2,3-benztriazin-4-87 £t B 48 f7 ¢4 BR ¥
3], AL N-BEABFX). LTAERA RNES, doy-HB5. BREFTARSTAR
A RA LI I BR 6 RS BRET, Bl A HBRAET, JeBtlh X, 3 ABEAR
(TEiT Bl de Fl BAABLH . ERAHE. HBLR R LB R TARE 84T
B; BRARF ). BRAY (TE2d 6 detn BB F LA B A BE 3T 3
AT AR AL B B BE AT 2] B RIS F k). BA BB (4] e BRAK
B A F8) 6987 (A AR TERTES ) (T E T4 4 A R T EIKLIT L ES
R NARLE BE B A 2K BOR B -1,2- = S Skl A48 57 09 B 1F 5], Rb
& OB BET 7 ik ), A A =04 R - R &G BF (T
B4 ) BEBL R AL Z2AR B 4 BRAT B BEBA A ik ). B LS BEEAAT A 4y 44 BF
(B do 23R BE BF A/ B SD B R ALE R B At (v N-BRAEA =) A8
FHT, AFAFLABBR —CRABAENES T, E3EE N FEEASBLE
A B A B LA B B R SRR AR ) A B A BAEERATA S
§ BT, A H BA A PBREGET (4B H A BB 69 RAEF ) (T A Fldedf IR
AR B IARAR BT T 58 B D) 1L R AR BUR K BR B s (L B o KK TR
# B, R B RAEAR S ¢ BIFR; RAOBBMET T ) REFA
BR &4 i A-BF (T A #)4oi 4 698 MR BR i 1L 4% ) S (R R T SR A B B A oF
E B R A T AR B R 2T T AR B AR AR AL G B 8 B Ao B 3L 17 2
RAFRBELET F ik ) ABRATARET (TEGI K —BER 1- =LA RE HRF
EHHFATRLHEE/H ABATFE]; sTHRET T k). EEGIRBAE, HHZ
BA FHFMRE 5 AR TFHEG = KA BB ] o B A ok ek K dmokmd 64 B
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B (Blhe3@ it A NN-FRE —okob 4L 3040 57 09 BR AR B ; ket sk ), Rk
(o 3,5-= Fheted ) ¢9BbAR (THTHI e/ ZEBLARALET L & B A M
F35); i (pyrazolide)F ik ). doATIRE| 4, 454 Bib A48 R o4 2K BB 4T
EHETALERGETY K. #lde, £ T NN-ZBRE =B, 44 N,N'-
—HRTEE D ERFHNE N- (-—FRAAR) N-ZEAH —BAE
MFEHT, TABILEX 1 R RA M Fotk 5 BUL X 18 o8k 3t
AT BB A2 RAZTY B N N'-ZBRARBK X B8, Sbsh, fEakalBibeg X 1 8R4t
HAELGES T, BIHHERGRSYEREBHHE NN-ZBRKHE =
T (Blde NN'-ZFRTEBK =T ) o N-Z2 AR N-BEBLE (#lof
RRABTIE ) GEGEG T, F£hAE S8 (Hlde - F L H oz )
A QY T AT BB T oA BRAE 4 BEAL N 1 A 69 BR 69 R BS R BL L
Be. s, EitsH NNN',N'-wHA uronium L4 4 O-benztriazol-1-
ZA-N,N,N",N'-v9 ¥ X _uronium x&AEH. 0- (1,2-—HK2-f-1-%"2 L)

-N,N,N',N'-29 ¥ X uronium @ £ M8 (£ 1,8- =R I =3K[5.4.0]+ —-7-%
-(1,5,5) 8 2 XA EKHT ) K O- (3,4-=£-4-%F.-1,2,3-benztriazolin-3-1 )
-N,N,N',N'-29 F X uronium W9 R AT R HEALBALEZREN, BE, B
IR ABEB B (44 T RS = B ) EARBRAT40 4- T XA B BT A A
FHTEHLE (Sldem RMBAZ LG FMBL L ) 35 P ABEE = BLE:
HRFATAY (eFf=rk - K- F-= (ZFRE) SHRL) Rk A
HARERFmthde N-BEATEAXEE LK TER KBS £5 84
BRERAT. WRETEBTUARAFIGR, HikdE, FlieKEmimk, #3
RLEZFRAERE AR R = THeFo/ R 2wk, Blde 4-—F £ H 2 b
REME N-FRDok R oo, HRAEEMA . T T, Kk £ AEH
BIEH R T RATHEAS, Pl EBBEE (L TEESE — FABE).
AR (PR FPEAR. DRAEIERK). 0 (HlH80). K6t (Fle
WERR MR AR TE ). B (Gl LB B ). M (Hle i), RE
MRS W FHATHS, R PEEAE LR RI H69EE, FldMksy
40 CE K #+100C, KEMKLH-10CE A H+T0CHEBENEE, b3
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AT BRI E K 25+100CT-+200C, #3]2 10-30CHEE, LA
P BRI AR R T TR (B EH ), 40 T BE,
AHEFHEH (EIAFFTER).

NI HF AR Z TOMERBBELRA, H)4oifit4 BiE
RAEFHFHEN; Pl it ER/BERSY (X FTEK) &, EREH
EE (Hld 30-60C) FH4%/mm4 R A (L Synth. Commun. 25 (2),
4025-4028 (1995)); Bt ABE (o FEATBE) b, EKTFTE (4
ERLG0C) FHT 58/ MEAHHATEF; HBitAK/ BREREY (4
K/IBEFERERSH) T, ERFHEE (4025-35C) £4TFhH 1,1'-=F
PR -4,4"- ks = Al /3% v R B 40/ BR4F B S ( JL Tetrahedron Lett.
34 (46), 7445-7446 (1993)); e84 TEE/RY, ik 0-40CHIBE, W
BB XL Amberlyte IRA-400 B F XA L9 BMEMLEE (L
Synthetic Commun. 19 (5/6), 805-811 (1989) ); & 5 K J2 /8844 (Hli T
FTEAR/TE) F, ALt 10-35CHBET, 5MEATHTAE (L
Synthetic Commun. 19 (17), 3047-3050 (1989) ); £ —f IRt P 5ME
B E; AWk EMRRE;, BN Y, £ PdC AE 7Kk
0-35CH) R A T i L FBRAEA AT 49 EM (I Tetrahedron Lett. 25 (32),
3415-3418 (1989) ); A8 (W& KkH) 75w RIL/ENEELIE TR
o4k /48 R 52 (L Bull. Chem. Soc. Belg. 97 (1), 51-53 (1988)); 3 E ERF
SR T (RLEEIRBE T )5 RAbskék /K347 R & (Synth. Commun. 22,
3189-3195 (1992) ).

X 1eHF G EABABERKARERLAF LLCERA X 1A
XA, TTAB KB R WBLE LR, 35 G REABRKGEET L
69X 1 $9AR R ALA . KARIE A E LA T HAT, Flie BB M (4= HCI
HA NaOH) A EKM T AEKER T RA L SR SCEMN RAW P it
T,

AT AN G ZBLREA R G IRBIE K 6 X [ W4 & G RIKA LI
oG X 1édh, EifHAT, RELEEEIERSEN ROHFiE
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it L (A HEAH AAE T EL) 347,
—g i f2 et

AR RE G A TR GERTIAAERSY S o) B £ T 4T, #Hhik
AR Ho 2 5 R AR B 6 6k 2 B H A A BT IR 69 R4, LA L 4
H. BEMKREF Fof] (Hlde® F 4N, o HHE XA TFIHRA)
B2 RXHEHEFMHT, RATEEIR DT LEEK. EFTRARE
BEET (mK2-100CE K% 190C, HhikibfE-80CE XL 150C, #)
%0-80 2-60C. £iR. -20 £40C, AAFTEAENGHE). EXRET
BALEENW L HASER T Fo/RAEW R RAR R T A2 A
B T F A g EL B SR B SR .

MR BEGKBALN, P BRARfT S HTAAESFE, £
AP MR TR FPETUASLESE, ETRERERLE A EIR.

EREE AR, FlimditsTE “HstdE Pl PRRGFE
ARIRGG F e, BT 4G B o M RA- =T vA 5 B R A E 3069 ) - - M4 4]
o AE X Bk F MR BT R TR, RE 5B R A B S F AR B 6 RA M e
S AR -d K AE 2T RR F- AR RS

BT, B SAERGHELT, Tk RH IR IFRE S,
VAR T 4] o] vA 2% 5 30 AT 2| 32 04 B - F- M 4K,

FRIE it AR e REE F B oMdEd, TP ihIEE T AR 69K &,
FHl R, B (Plde /KRB EIKEBEES, W LA TEB) . B (HfBH
B, WwlB), AHE (OEE%H) . REFEFR (FlERFX) .
B (HlioFEE) . OB 1-ABER2-RBE. B (Sl i) . 9K (4
B FER) . B (Flo—FEFTBE) . & (Flde 2K fmk, domber) .
BB (H R BREL, o TBR) . RBRAF (P REBLEF, v LBREF) .
HIE., AR IR (FlRcit. SRAFAI) , REX BN
Bt (HRER) . EAT0 BT R S8F AT AR B s Fris s ma4.

AERALEFBATH NG T &, LT HEETHBEAEAS T A HITR 4
o B AE Bt H AT R AT, 3 AR BT RS A24TH 69 7
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BN, RH AL RPN FTTRARRE R AAEL AT AW R E
HHBXEAGFEHBX, AARERELALAILFI GG HEIES
HFEEAFBLER AR —F o T FEH X, REEA TG F 8 ER
LA R AN, R RARAFRNRL . Ehods Ak f/ R IE 4L
& B A A,

AR AFBAAT T2 P REB MG F i d R T RMAEX 1404509 (R
N-£4kdr ) .

STAA KA e KRR X 10404 (RE N-&1iLd) (e
#H), AFECMYRBARTR OIS oM T £ RGERN (UEFLSBHEXHF
E) .

B at. FkRAR

AREPRF R OUSERERBRSGX 1108 (R N-Bikd ) &3t
AR A8 A TR AT RIG ARG B SH. H3MLEHT
R (e, 9, 5M) REEHNR O ERHT I (#RA. LR XK
T) A Tinhshdh (HHNEA) GEEH. HAEWR LTI A
ARk 6, 7E ARG AT B R BAR. FEMERS R B TRMIE T A
F A BLBR T At . RERARRIL. MRBBRHS) ) ZEES
&K,

A K AL B AT MR RIET HIETARESHHARGF L PEA
s oY, #EBWESWMEFE (KN AHER T4 78 aGms-
X)), BFBGTF LEARF, M EAMNBAERK, L4 ELHRI G
BB FAE) Tk

ALZARTBEESEHEAHEREY (FEERS) X 146 (K
H N-RALd ) 9B E S ay F ko X - tE S FH RS A Hms
¥R,

HikiE F AR M4 RAF #88 (#H3Z XKL RAF M8 ) 95 %
Y —FHh A B —REA TER GRT MAP #8254 FRZ AT AR

36



200480006570. 6 Wl B ZE27/60T0

HF, BARRAEER, BRRALERZGR LY, HHNRZAREAHL
RiEeg HIlshd, F X144 (R4 N-fibsw) KETHARE (77
REBAHGREGEE) ¢4 HuoY.

BRI TG, HARLFTRETROFHY (FARARAH L
AR ) THBARRBIECHEIM KRR IFSH A XA I 457 2
EITPTRE| KRR AT HRSGH N TEeH (R N-R1Ldh ) K
HTeMEBEREEY, EPHEGAIE LAY HILFHTER
FiGTT, B ERIFER.

BSOS 1% EY 5% EMRS, —REBKHEFH XK
829 20% E 45 90% 4 B RS, RE—AR LB GH FH XMLk 644
5%E 4 20%8E MRS, BAAMK R AR AR SH]H . BHK
fi. AF LR . LB R EN . SLEN. BF . &XH. B
Fl. BEH, BR, REN. SBHNFF. EHHESHY 0.052 £ 1.0g
e V- R a) &

VAR S Bda bl F K$l & RKAHME S, il il FIRA . Bk,
B (confection). HERA KT %,

sk, FE MRS R M AR B B R R SHOR, AR FHK
Bk, TEARBER, AP0 o2 LRGN SHKR (FlodER)
—RWEEH TG ETESHRE, TRAEEAWNHE. HGALGHEIL
W Fe/ R OSBEA, B RA . FEEN . BB/ ILH . EFRH .
A BEE G LA RE AR, FEARS Gt X kbl é, Hlio@dd
MG ZEBR AT FiERE. R NEARREFRT A LW EAYR,
Blie B FRTREH. HRE. RHRBRENG AR, 3FERN 6
%= Tween 80 [RF T H(20) L R R —ibBL; ICI Americas, Inc, USA #58
7.

M B ROSEIA TEME G694 ml RSB d. 45K
HFoRM., XETHRIZBAMN A MR GRSEHERE, XL+ AMRGIBF
BSLBE 6L S1E A BUR 4 B R 8-22 44 AU R 12-22 NBUR T 4G K4 R% By B e
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AR, T8k, REEE. T LB, /M. T-LIEl. 2A88L.
AR LATELRAR L I FBR, FlieihBl. EUHBR. FTE. eafk
BRAEHER, FEEBMATRMLN, whEX E. B-HFFENX 35—
WRTE4-EFTE, XEBHEREBGEBEASEARE 6 MARFHALRE—K
2REAN, Flv—. ZREZLENHEE, FTEE. L. A, TEHAX
BREMNMBE SR, 43R0 —8fetid, ETHRRI|GRBEER
Bt LB R MBL LES. A L B MBS, AR B F- R B5 . “Labrafil M 23757
( & B Gattefossé, Paris #9 R F T —BEHid = i BR B ). “Labrafil M 1944
CS” (iBit A A=hBEEA 414 . H LGB R % L BEBu Ay
FieFe R f —BE H b BR; Gattefossé, France ). “Labrasol” (ifif TCM %
A #) S A LG ihBi R O 2 BB A N R R B H i B
Gattefossé, France ) 2/ “Miglyol 812” ( % & Hiils AG, Germany #J4£K
JEA Cy-Cy, $9t0Fnfs By B 69 h =88 ), 122455 RS, HldotblFid.
Bz, WHH. BARE. ZHhS. Kb EAF204EH.

EREGEFTAFTRNF XE S804, EWFLENS
A B KA A B H R Aok,

AR S ) e E RSB —FF R A B AR AR AR RA, E BT
AFiRAY, HHiwh Bl it ARG H) £ R F KA LA AZ P R
ELmLRARSHREBREORIANATEORAGHHELSY.

EH AP, HARPR, Fliok (oI, B, HEHNLE
BE., HFRFEHH P/ NS (DB =45 BBRELS ), ARKSH, #)
Jeidy (B2, hE. KBRELLXER). TAHLEEX. £RAETFTA
HgF. RFTEGREMNF/ARTH LA, Fo/Roh L2 HEN,
Bl E @RI G E. BT REH. IBEARTH-EHER. EBALE
(o3 B4h ). BB A M 4R ASH A H FBEH, blioitig, HE
r. ISR AL (A IEMERSS ) /B R LB RHFTED.

PR FN TR EE L 6. FRRIER AR, BRILZINTARA
$H LA EMAME. Bal. RIHBRmim. KT o/ =4
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R EMEIE R, RELEESAIENREN RSB P ORER. ZFA
FHEHERGELLEENT, LLBRILESRX_THRIALEEATR
HBE XX _FTERRGER, tlehTEEZGEHRFEHTHRTERASN
REVF FTAR AR EFmB) B M KA BEEH LRF,

ATFRuimegihmsPit Tl & A REEfd g R f388
F (e S OLELE ) ARGKREHBEL. EQREBRETUREAA b
WMAF (B KIER ). AN/ RB AN (F LB REIRBRLE) ot
M AE T AR RSN X F RS, EFBREFY, FHASHLN
FERARRE TALE L GRARRTF, SleBird. 2l XRERL=
BER 12-ZH A BN A B BREE, B TURAREN LT
Fi, R THLEIEETAE BB ER,

T RBIMAER BB HA Flded iE MR 5 Fole F AR 8640 5%
gAet. EEHBRFERA Flm R R KA R Hdm =8, 4. Re=
B, 3 S0 BE .

ST B SNAR, KEH G FEERSORERT X, oRELEH X,
RE CLEH MK EH R R T RARESH . LWEARF/ A RBE L E
R R A QG KM EM BIF R A AES G, AL E RN —i
BTARATFHHX, FELTRAEME IR ZTBITAE B HEN R
B H B IE &

B T8l 28 § 90568 3R -T A A4 ER,

it 8 B B A Bl e FALH) (iRl ) RAFHEBHH (F=d
A RAETR).

KE PRI EET BFHE MAP BB 54 SR AENBER
AP Z—, HA RSB RAF MBHr#4E R R A E A, KA
MR ARG ERRFE. N1 (R N-fad ) Tk Hdpas-4
X, R AH BRI ATRBIERGE., AR REETHRENTE
B RAPIE TR (A ), KBS R A B LA -dt T X471
R, EAREH KLY T0kg LT, AR AL ks B HEY 0.1g
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E 2 5g, #£ik%) 0.5g £ 2g.
EGE—ANEAREATRASBHHHN (HH) SREGHNE. HoY
Fath| G2 LD A THREE.

JR At

A% FIT A% A &4 JR A e T i 3 0 BURL Fe i R A B4 A ik MR R &G40
o,

K I F= I &G BATH R B4y, tRBEBIIRY TothitiEdE, H
RBLTHG; BAEA®T, EMNTididh L4460 F AR 2| 6 Liti240
F A &G i A2 R 4] E

ERMBEE G, ok soBRN AT A 1L 69 T8 BL 1% B A0 B 691E4T 2h #E
AARMRPEHN. EF Kk )R ERAEFATHETREGERPER., ©
&Y FINAEMEEHR. =T AR FR R AR A 6] 4 64 3R R Ao
& My R BEATR B, WTRAGEHREGER, H ATl A EHATAT R
BHE., B, LTFXRBEGETRHBRELTECIECSMNGE, AZ2RAA
FT 4EH9.

stF G &-CH,-O-. -CH,-S-. -CH,-NH-. £, LR -NR-HFALE
CRHTHX 1 FAAELHGX LW dld, TABLH X IV L4
5 X Vst R ERLKES AT X NS4 X T 4% 6 K 7
% a) P ATRE| G F AR &4 T, RAFHARLHL Pd4e T oH4k, B
dobvy (ZEKBE) 25404, 420)-P (RTFER) , E4%. LA%S
= (B%) #4e (0) 4% (L, #ld=J. Org. Chem. 61, 7240-7241 (1996) )
%, RAEBEBHEME (v K,CO;) BELHT, EELHAEHN (o
FTER) P, ERGHNER (R&=AEE) TA PdH1,
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0]

HN

-
EF L*REBOELLAR, #£3E0FK (i), AE mAf Z RER
KI8T eG4 3e X T e b P23 (433 m=0 (BF Z RAE) & L*
Akt X IV A8 4L vAM SPECS & BIOSPECS, Rijskwijk, Holland
B AT E) ),
A=8

Y %

D-E Q)

i+ G Z£-CH,-O-. -CH,-S-F-CH,-NH-, R FZ 2 H 5. ALH-NR-,

#EA. B. D. E. T. QfrdX 14T, AmiFs 7X I
a4,
@]

HN
A=B \ 7 2),, (XI%)
1;\ (v‘kg)
D—E r

b mAeZ BRORETIRTFEMLEA. B. D. E. T. Qfr X
1L F AT EX, 3 H G £-CH,-O-. -CH,-S-R-CH,-NH-, H# £ f %
B X ~NR-.

8 it 4% R A8 B 6 BR BT ()% 5\ L=Cl & A 89 B4 B £ (POCLy) ) X
H A T &EHRI A THX X AAHHT AKX LW TRE XA, 3
A X I PAEXSBZEAR L, A4E&X A0 G,

KNIV AV RMAHRZ ey, TEIERY o FE4E, AH R
LEZ: T N

B K VI A B SEAARLY (H3RRLY), EREGEE

(Plde 100C-200C ) FH FRARFEG G AEFEFAEREHF T X I
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1A~ F A & 3L e XTI 894844 (L Org. Synthesis, Coll. % 3 ¥4, 174),
AT VIIHRFEXTR,
(@]

o 2), (VD)
K Z 5 m X AT L,
0
Ho 2 (VID)

m

NC

FEPEAX VI PRAEL; REE LG doEE 465N 4 4o i AR4K
B (=R FH) FAX VI ILEHFIAIE S & KRB E T Bbik — 1%
BREELBH W FTEAFRE—_FRELEB, FARHREMET L.
KRB E 0-60C (Fm K TR ) ¢§H&4T, HX VII LW T RELK
mABE. 53] T X VI 4948 5 651K B0 X 85,

O

Alk-oi\\/@_ 2., (VHI)
NC

P Ak AEREEE(FHANATFTR), FERXECERA X VI PAEL,
RE, EELWGEN, #lioit (rwfcked) R (ARLE) LR
SHr, £ (FleTEE) i B (Hliomkt B TiRLy, o7
B4 BAENESHT, EHLOCESARE, KA KLY SI0CHBRAET,
WisH X IX 9 B#ATEE, AKX XAed.

A=8
N kCHO (IX)
\

D—E r

£% A. B. D. E. QA rdeX 1449+ AL,
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B
(Hq), X)
D

E+EXHAA.B.D.E. Qf ZFigH r A m X 115 P ATEL;
AL TR (ES5#E&X VI $GKEREBGEFRELEMT) X
X1 #4948 EL 84k Bt X 8BS .

, (XT)

AP Alk RIREEE (FHNEAFL), FEEXEARRX X PAEL,
MG EE HERH (Fliolt, puEHEkH) XA (TEE) AHEMNY
RAME, EE LN (50 ZEHMAN, RRASIEFNZRA
M) AELEMST. ALiE6510-80CRET. £ 05100 BE Y (HHEL
XYY EKEAT) #ATRMA, F3]X X1 Foodkibd.

@]

HN 2)

m
]

(X11)

Z—=r

B
\\(,E Q).
D

HAFEFA. B.D. E. QFf ZUEAEKE rFfom X 1o ArE
L.

K, #BitATFIIABENBEEERGIEL XN, 64581 XK
H BB A K1, 5 RBBRE(POCLAEHBEIR, EAHFEMNEGLET
RALEBWEN (FlTik) P, A2 R EHREAFEAE G (Fl
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FO8, wiE) HEHT, EAWCEEREBRE (HEEKXY 40-60C)
kS TR X XII a-Phid KX I #9A8 L& .

vARBA 4G 7 XAE A 2 P -CHO-X Bl AR AR BL 69 1R SR B 2 B &9 36T X,
IX 4%, 28 H ¥ AT E(methylidene) (X X, XI) REFHE (X XII)
ABHE BE 641K B T8 50 I S A KR T B0 AR B AX 89 2 8L T X X-XTT #9448~ =T VA
#HE&EHE P G RAEKARBREMX I 6548 2.

He BRI, TUABERS Lot T &R F AR LR
%, BRABERATTAAE L) PRI BB EMG TR L4 &,

T & &9 584 A kI B A K d RAT 3T B SEATIR S

AR, 5K 3 1)
FHAA) S1:1- (3,5- = FRAFAELE) 4| (R-4-X) -FE|-FE9k (= N-
(3,5-—FEAEE) -[4- (eZ4- A FE) -Fdak-1-X]-K)
BERAKEHT, % 100 mg (0.825 mmol) 3,5-=— F A RKAEMAT 4 ml
TBE, HAmA 196 pl (0.784 mmol) HC1 (¥A AN #1REAE T LA TR
¥ ). AEAmA 200 mg (0.785 mmol) 1-F-4-[ (o2 -4-) -F A |-FEHE,
o RAMAE 90°Chmik 8 B, RERIZRE; WHEHETF 4ml K. 1ml
toFe FIERA 20 ml CH,CL ¥, FEL4A A5, A NaS0O, (£K)
FRABARLRE., 218 B (Si0,; TERTHE/TIH 3:1) F=MN T
ZE/ITHRFPE LM AAAHELESYH: mp. 156-158T; FAB-MS:
(M+H)*t=340; Anal. calc. (C;3H;;N;5 * 0.1 H0) C 80.95 %, H 6.26 %, N
12.31 %; found C 80.9 %, H 6.2 %, N 12.4 %.

R H & T
Sla) 2-RFEA- X TR T B

WAL Fede I 175 ¢ (1.08 mol) 2-RF AKX T8 (A FH & R: Org.
Synthesis, Coll, % 3 %, 174) & F 1.7 5t CH,Cl,; £ ERE T i#im 242 ml (=
90%, 1.6 mol) — T X Tl —FRABRE, FABH IS I HALETLERAL,
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A 1.2 #48F NaHCO; 5% Fo K B A LR RA-4) 2 K. 14 2 4 CH,CL,
FHRAKAE, T HRAVAIN,SO)HFEKXRGE . BEEH (Si0,; TETE/T
3% 1:4, ETRRTE/THR/CH,CL ¥4 ) 847844 m.p. 49-50C
Anal. calc. (CoHNO,) C 68.56 %, H 5.18 %, N 8.00 %; found C 68.5 %, H
5.1%,N7.9 %.

S1b) 2-[ (1-9-2- (vHoZ-4-R ) -THE) -FE T8

ARG EEGEFT, ¥ 1277 ml (135 mol) #7Z-4- F B (Fluka,
Buchs, Switzerland)#e A\ %) 1.8 # THF ¥ &5 215.6 g (1.23 mol) 2- K FE X
VR PEEAT. HROWASINESIC, £20504A#ER 297 ml (1.6
mol ) 5.4M &) ¥ BE4A F BRI, HEBE 10-15CHRRESHIES 1.5 Ded. R
J& Al X %5 350 ml 4N HCI §R4-4A £ pH 6.0 3 HIE SCTH RSB 1
NBE . 45 S ARARALA 4 B AR it iR SR A THF/ZK(2:1)F= THF /& %%
m.p. 218-219°C; FAB-MS: ( M+H ) +=251; Anal. calc. (C;sH;,N,0,) C 71.99
%, H 4.03 %, N 11.19 %; found C 71.9 %, H 4.1 %, N 11.1 %.

Sic) 2-[ (1-#G-2- (-4-4K) -TH K ) - KR FERFEs
EXKGESAT, ¥ 211 g (0.843 mol) 2-[ (1-#-2- (R-4-3) -
THE) -EKFBEF T 335 CH,ClL; ETETHA 169 ml (290 %, 1.1
mol ) — F X FBtA: — F X 4% B&(Fluka, Buchs, Switzerland)f3# 3} 22 |8
HERERE., SRR E RS CHCL RBRR&WIFEF. &
L. B (Si0;; TEETE) M LB LB/ Tt P 34745 SRR
R AT B AFHALSH: m.p. 102-104C; FAB-MS: (M+H )+=265; Anal. calc.
(C16H;2N;0;) C 72.72 %, H 4.58 %, N 10.60 %; found C 72.7 %, H 4.8
%, N 10.5 %.

S1d) 4- (toR-4-%K-F K ) 2H-FEok-1-57
BB S5%40 g FRm4k (1EFImAN) &4 T, 44 163 g (617 mmol)
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2-[ (1-#-2- (2-4-5K ) -THE) -XFRFEE3H THF +F 40CT
B EL 90 JaF#AT R, LTREAERESWH BT KK AN/ LB TES
¥ ik RS ILIER (FEAREF e Y). H—F e EH Tl B B

(Si0,; LA T B8 A BF VAT F 3K 4F: m.p. 189-190C; FAB-MS:(M+H)
+=237; Anal cale. (C;sH;;N,0 - 0.05 H,0) C 75.96 %, H 5.14 %, N 11.81
%; found C 75.8 %,H 5.2 %, N 11.9 %.

Sle) 1-8-4- (R-4-XFK) Fdok

ERBERMNEHT, ¥ 32.7¢ (139 mmol) 4- (v 2-4- X F R ) 2H-
Frodobk-1-BA7 560 ml Z A 4] & ¥ HF LA 69.2 ml (277 mmol)isF =&
K T HS 4N HCI F= 31.7 ml (346 mmol) POClL;. /£ 50C F 4§ R4E B3
22 8B, BRE JEOR B A dn, 3 B A 30 54T A AR T 1.64 Aok $ 49 128.6
g NaHCO; 855k, AR Y, FAHBRTBFHGER, RERE
A, AL 15 4P G 1R b4, FHR KAeB Ak ik, JF
HE 60°CHFHAE S &4 T FH: m.p. 119-120C; FAB-MS: ( M+H )+=255,

FHEH) S2:1- (3-FFRL) 4 (mbmz4-2) -FE)-Fdak

EAAEHAET, ¥ 1.6 ml (13.1 mmol) 3-BF KL 800 mg (3.14
mmol) 1-F-4- (HoZ-4- K TR ) F8ak (£EH 1e) £ 150CFHE3) 2
JSEF, RS EFTLRTUEF, e 1 mlREEER, A KKk
FIF LT RA PAI(Na, SO EEL RS, BEAN (Si0,; TRRTLER) E#
|47 F 691044 m.p. 141-142°C; FAB-MS: ( M+H )+=360; Anal. calc.
( C22HisN;Cl) C 73.43 %, H 5.04 %, N 11.68 %, C19.85 %; found C 73.2
%, H 5.1 %, N 11.6 %, C19.9 %,

KHH S3:1- (4- MTEFEBEE) -4-] (vbsg4-K ) -F |- F$ok

ERKEAT, ERAETH 27.5ml (172.7 mmol) 4-8 T A FKEX F=
7.0g (27.5 mmol) 1-8-4- (Lo-4- K T I ) -F&obk (K£#4] 1e) T 80°C
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TH3) 3. REERESWAEHHAL 5% (wiv) NaHCO,; (KRFER) F2 T
BR LBS P AT B, 2 MgSO, TR LB Bk L. Bidpei BT (&
B, 50% (vIV)LBRLEBS/TIHR) BT k/FRABES P T LF
3 8.6 g  ZEKE&MK, m.p.157-159°C; Anal. calc. C 81.71 %, H 6.86 %, N
11.43 %; found C 81.88 %, H 6.85 %, N 11.43 %.

& 5 )

1R AR A E AR R AR R g0 oL L AR5 497 4 B-Raf.
C-Raf = V599E B-Raf 2@ /. £ A IkB-a &4 A Superblock ) &
96 FLAKFUAR F AKX Raf 6§37 4|, 1% F BEBR L [1B-a 4 7 34K (Cell Signaling
#9246). 1RBAA sMubE BB ARG s & 1gG — BRI iK(Pierce # 31320)F skt
BEBL B & H ATTOPHOS (Promega, #S101)° A4 R IxB-a £ % 36 11 £ &,
B b g BE B AL,

T @EALE BB IR 0.01-3.5 pM 4] ICs, W | FF A A C-RAF F=/H A
0.03-3.7 pM ¥ ICso #7 %] 5 A & B-RAF F/H VA 0.01-3.4 pM &9 ICso #74) K
A B-RAF (V599E).
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5 )5 BEECC) |MS (M+H) *
Ct
18N
N/
1. “ 182-183 346
=
N
F
F [ F
Cl
NH
2. N 205-206 441
X
“ ]
Na
/@NH
N/
3. 144-145 340
e
/
v
N/
4. “ 146-148 340
=
N
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& )5 BECC) |MS (M+H)?'
N/
5. _ 158-159 354
=
b
=
6. ”\ 368
=
g
5©LNH
7. N 368
\
=
v
DN
N/
8. « 356
=
N
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L4415 B EEC) MS (M+H) '
IQ\NH
9. N7 118-119 354
“
=
v
N/
10. “ 144-145 340
=
g
\’/O\NH
N/
11. “ 143-145 354
“
N
N/
12. “ 149-150 452
=
N
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xH) 5 BEECC) |MS (M+H) '

| 2!

. ©§©
P
L

ge!

14. 158-159 368

15.

NH
N/
N
“ ]
e
AN
/ NH
N/
A
~
o
NH
N 160-161 380
N
“
™

167-168 404/406

By

16.
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x4 5 ®BEEC) |MS (M+H) '
17. 416
18. 359
N X
19. L 81
=
N
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% )5 #.ECC) |MS (M+H) *
20. 133-134
N7 X
21. | 159
P
“
N
el
NT X
22. L 119
=
N
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K45 BEECC) [(MS (M+H)*
F i F
. F
NH
N X
23. [ P 124-125
=
N
5\NH
NT X
24. P 133-134
N
Br NH
N/
25. 418/420
Y
v
N
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% )5 BEEC) |MS (M+H) *
26. ”: 374
e
N
N/
27. N oil
=
AN
28. 89-92
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=415 ®EECC) |MS (M+H) *
29, 396
HN
30. N/ 412
\_
\T/Q\NH
N7 X
|
31. 7 369
AN
/N
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% )5 BEECC) |MS (M+H) *
F o]
<L
N T
|
32. - 410
74
N
\
N
33. 332
34. 444
l I
N A
/@/N\/
HN
N X
35. l/ 397
7
e N
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5 45) & ¥ E(C) |MS (M+H) *
N
36. L 394
=
AN
pon
N X
37. L 340
‘ N
N~
|
P \@\
38. S 355
P
‘ N
N A
HN i FF
39. NTOS 480
A
! AN
N A
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455 BECC) |MS (M+H)
40. 342
41. NN 394

| P
42. 354
HN
N X
43. | 337
F
l AN
N
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k45 BEECC) [MS (M+H)*
44. 369
45. 368
‘ =
N A~
pe
46. v ~ 370
=
47. 352
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x5 BEECC) |MS (M+H)
N
48. 384
L
| R
o-/N+ &
HN/@
Y
49, P 388
Y

Y
50. P 383

s1. 382
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k)5 BEEC) |MS (M+H) *
52. 384
53. 384
54. 386
55. 404
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% 45 ®EECC) |MS (M+H) "
56. _ 362
’ AN
LN
~,
N/
Oxx
o/S l S
/N
T,
N/
58. . 434
Oxcg
o// l \
/N"\O_
)\G\NH
N/
59, « | 386
S AN
LA
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L6 5 KEECC) |MS (M+H) ©
HN@
60. o 369
o
‘ AN
N\/N
NH
" 418
61. -
O?S SN
f A
*@m
62. N = 433
/
40
0
L o
o~ INF
63. : 351
l X
N A~
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EH| 5 BEEC) |MS (M+H) *
%\
NH
64. NP 422
e
=
‘]
65. w 387
o
l =
NP
N+
N/
66. ™~ 382
67. 382
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KI5

B %.(°C)

MS (M+H) *

68.

399

69.

382

70.

368

71.

368
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%45 BECC) [MS (M+H) ©
72. 384
3 3#%.4) D1

A) A B-Raf X & ¥ T1796A K & #5442 R

R3] H: GATTTTGGTCTAGCTACAGA

—%35|4#: GACTTTCTAGTAACTCAGCAG

12 I GENELUTE *##L#4# X EH4 DNA XHME (Sigma B EF #
GIN 350) Ak g REMBEmE R AP 55 X E 4 DNA. £ PCRA
( MJ Research, Model PTC100) _LE1% /4 Roche # PCR Core X & ( B
F5 #1578 553) £ 50 pl ZAMPHLT PCR LS. PCR AE RAHES
5ul 10x 5 EL4% 7 #&, 1 pl 10 mM dNTPs, 100-1000ng 845 DNA, 0.5 pl Taq
RAHBE (2.5-5%45). 1pl EF3 e 31 uM AR,

PCR &#4=F:
95C 3 454t
94°C 1 #-4F
50C 30 #

72C 1 504F

35
i 3%
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72°C 10 4-4F.
4C

By 3G, ¥ 8 ul PCR B ER4AH5 2 pl H 8k _EA4% 4 % [BioRad R
F5#161-0767]%4~. W 10 pl H i E| €4 0.3 pg/ml i1t 242 [Pierce B
&5 #17898]49 1.5%3% 8 [GIBCO-BRL B %5 #15510-027)& K&K L. &
ABAR AR P e b 4H-F F454[100 bp DNA ladder ¥ § Invitrogen, B X
% #10380-012]. #itE TAE & %% (0.04 M Tris-Z 8, 0.01 M EDTA,
0.02 M 7K B58R pHS.4) [Roche H RK-5#1666690]F &)L k4 & DNA. @ik
FHE 120 Rk 3040 4. ESBERBEETESNAXRTHA
Alphalmager2000 BUiE(documentation) & St it FT 3458 .

—HFE, ERTTARE 2 &%, 3635|100 bp T EAE T @ E
A RAFTRET H.T1796A X EAR45 745 PCR 3% =4 DNA £ 152
bp TR K Ede AT AR A5/ 100 bp #7578 %= 200bp FRE XM, Bk
RAIEEK PCR ¥ 3 4. PCR 33 * %y A EKALMRIK DNA T H A
T1796A RE. #Z PCR ¥ ¥ F Wit AL A B FEZ RE,

WG A T TR TREGER G| e — K5 oG 7 ik RBRILE
B-RAF X &.
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SEQ ID NO: R B-RAF R &
) FEFBRAE (553)
1 ACAGTGGGACAAAGAATTGA G1388A
2 ACAGTGGGACAAAGAATTGT G1388T
3 GGACAAAGAATTGGATCTGC G1394C
4 GGACAAAGAATTGGATCTGA G1394A
5 GGACAAAGAATTGGATCTGT G1394T
6 ATTGGATCTGGATCATTTGC G1403C
7 ATTGGATCTGGATCATTTGA G1403A
8 GAGTAATAATATATTTCTTCATA  |G1753A
9 CAGTAAAAATAGGTGATTTG T1782G
10 CAGTAAAAATAGGTGATTTTC G1783C
11 GTAAAAATAGGTGATTTTGGTG  [C1786G
12 GTAAAAATAGGTGATTTTGGTCG |T1787G
13 GATTTTGGTCTAGCTACAGA T1796A
14 GATTTTGGTCTAGCTACAGAT TG1796-97AT
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SEQ ID NO: =51 B-RAF &%
) FHFRAFE (5-53)
15 TGTCACCACATTACATACTTACC |G1388A
16 TGTCACCACATTACATACTTACC |G1388T
17 TGTCACCACATTACATACTTACC |G1394C
18 GTCACCACATTACATACTTACC |G1394A
19 TGTCACCACATTACATACTTACC |G1394T
20 TGTCACCACATTACATACTTACC |G1403C
21 TGTCACCACATTACATACTTACC |G1403A
22 GACTTTCTAGTAACTCAGCAG [G1753A
23 GACTTTCTAGTAACTCAGCAG [T1782G
24 GACTTTCTAGTAACTCAGCAG |G1783C
25 GACTTITCTAGTAACTCAGCAG [C1786G
26 GACTTTCTAGTAACTCAGCAG [T1787G
27 GACTTTCTAGTAACTCAGCAG [T1796A
28 IGACTTTCTAGTAACTCAGCAG  [TG1796-97AT

Xkl B AR — PR E IR KA.
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H1/6

<110>
<120>
<130>
<160>
<170>
<210>
<211>
<212>

<213>

<400>

69T ik
4-32905A

28

PatentIn iR 4% 3.2
1

20

DNA

BA

1

acagtgggac aaagaattga

<210>
<211>
<212>
<213>

<400>

2

20
DNA
A

2

acagtgggac aaagaattgt

<210>
<211>
<212>
<213>

<400>

3

20
DNA
BA

3

ggacaaagaa ttggatctgc

<210>
<211>
<212>
<213>

20
DNA
BA
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20
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<400> 4
ggacaaagaa ttggatctga 20

<210> S
<211> 20
<212> DNA
<213> ®A

<400> 5
ggacaaagaa ttggatctgt 20

<210> 6
<211> 20
<212> DNA
<213> FHA

<400> 6
attggatctg gatcatttge 20

<210> 7
<211> 20
<212> DNA
<213> HA

<400> 7
attggatctg gatcatttga 20

<210> 8
<211> 23
<212> DNA
<213> FA

<400> 8

gagtaataat atatttcttc ata 23

<210> 9
<211> 20
<212> DNA
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*®

F3/6 50

<213> FHA

<400> 9

cagtaaaaat aggtgatttg

<210>
<211>
<212>
<213>

<400>

10
21

DNA
BA

10

cagtaaaaat aggtgatttt ¢

<210>
<211>
<212>
<213>

<400>

11
22

DNA
A

11

gtaaaaatag gtgattitgg tg

<210>
<211>
<212>
<213>

<400>

gtaaaaatag gtgattttgg tcg

<210>
<2ll>
<212>
<213>

<400>

12
23
DNA
B/A

12

13
20

DNA
BA

13

gattttggtc tagctacaga

<210> 14
<211> 21
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21

22

23
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o4

*®

F4/6 50

<212>
<213>

<400>

DNA
BA

14

gattttggtc tagctacaga t

<210>
<211>
<212>
<213>

<400>

15
23

DNA
A

15

tgtcaccaca ttacatactt acc

<210>
<211>
<212>
<213>

<400>

16
23
DNA
BA

16

tgtcaccaca ttacatactt acc

<210>
<211>
<212>
<213>

<400>

17
23

DNA
BA

17

tgtcaccaca ttacatactt acc

<210>
<2l11>
<212>
<213>

<400>

18
23

DNA
A

18

tgtcaccaca ttacatactt acc

<210>

19

74

21

23

23

23

23
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o4

*®

H5/6 5L

<211>
<212>
<213>

<400>

23
DNA
BA

19

tgtcaccaca ttacatactt acc

<210>
<211>
<212>
<213>

<400>

20
23

DNA
A

20

tgtcaccaca ttacatactt acc

<210>
<211>
<212>
<213>

<400>

21
23
DNA
BA

21

tgtcaccaca ttacatactt acc

<210>
<211>
<212>
<213>

<400>

22
21
DNA
HA

22

gactitctag taactcagca g

<210>
<211>
<212>
<213>

<400>

23
21

DNA
BA

23

gactttctag taactcagca g
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23

23

23

21

21
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6/6 5L

<210>
<211>
<212>
<213>

<400>

24
21

DNA
BA

24

gactttctag taactcagea g

<210>
<211>
<2i2>
<213>

<400>

25
21
DNA
BA

25

gactttctag taactcagca g

<210>
<211>
<212>
<213>

<400>

26
21
DNA
A

26

gactttctag taactcageca g

<210>
<211>
<212>
<213>

<400>

27
21

DNA
BA

27

gactttctag taactcagea g

<210>
<211>
<212>
<213>

<400>

28

21

DNA
A

28

gactttctag taactcagca g
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21
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