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1. —Fv ) F128r £ R R & U ARG Tk, TR F R
FEH R,
a) FBAEELA — LM OB KR

COOH
Rq Rs
R; R,
Ra

s Ry, Ry# Rs 2 H. OH & OCHj;; R,#= Ry H. OH. OCH;
RABERZ Ik, ReFR A H, EXRRL, FH AR, Ri&R;s
¥ 6 2y —A% OH, ﬂRzﬁw&ﬁJ%‘Krﬂﬂﬂ‘ibﬁTE;

b) REBLEERSY, FTERESHE

1) FEReamE EALR]; Ao

i) 2 b —FAEA PR KA PUEF] Redy; Fe

¢) £EV#100C T, 4(a) ¥ &K &M 5 (D) F R AL Re-dhHfk 2
WK BT, 1EPTEE KRR A BLER T,

2. BAIEK 1895 %, HF R4 OH.

3. BAZR 1Tk, EPAABRREARYLH 4-BEAOHERK. M
BB, ATFER. owedeBR. 2-ZA AR o-FU-4-ZB R AR,

4. BRI BRI F ik, EPABARTHiLh 4-2EKTH. 3-
FRAEA-BARCHE. 35-ZFRAE4-ZERXLE. 34-24£EKT
W, 2-BRERX LA o -8 A4-2E KT,

5. BAIER 1 ek, b AT AR RRa AL @847,

6. BAER 1 F %k, LFATEIERREEEAK S TERE,

7. BRFAIER 1 F sk, EFPArddEesmtiBii ek,
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8. RAIEKR T eh7 %k, LAk ARl LA L B TRRAT. 2K
BA4T. SEJALAT. BN, BB, SARLMTRALE.

0. RAER 187k, L st FHRERERAY TR, FTE
E Bz AR HEABARL A 64 R A £9 1 mol% £ #9 30 mol%.

10. AER 1 695k, HFATRMMEAAER A 6 -FEHA.

11. A2 R 10 6475 ik, b ATk 3E i FAEA PUEA] & ) N,N-
W R WEbs, 1-FA2-R B NN-ZF R LBk, —F ZAR.
X T R BB Ao o T ABERL = B,

12, WAER 16535, P PRMBA PIER A R TEH.

13. BRAIER 1285 %, ¥R Tt —H R8T
& (Dowanol™ DPM). —HBE Pk, 2-TAL CE. -8, 2-F&AA
LB2, moBEVEK. ECEMIETE,.

14, A SR 16973k, LFARRERAMIEL S TEFRA.

15. RAER 14 845k, LPPrARRALA: A8 ARET
Bk 4-BT AOURE wEd; N-RACGHEAR ) mEA: 4725k
TEMPO (4-# #-2,2,6,6-79 ¥ s okw-1-2 A L, CAS#2226-96-2)%=
Uvinul® 4040 P (1,6-3 & - = (N-F B -N-(1-8.55-2,2,6,6-v9 F ok
-4- k).

16. WA 2R 15 875k, L PATRRA H Prostab®5415 (=(1-
F A -2,2,6,6-m9 F Aokoe-4- )% Z 8BS, CAS#2516-92-9).

17. RAER 1 WF ik, LPTEREBRESMIFLQLSERA,

18. WA R 17 87k, LPAEZ KAk i —mk-48-F &
(DNOC)#= =4 £ T % % & (DNBP).

19, MAEK 1895k, EPATERBLE S el E X T 63%.

20. MAER 185k, LFAEEBE AL 100C 24 200C.

21, —# By KR AR LB M 7 ik, Pl ik @488
&) 7 3R
a) |ALLA —ARE M E KR
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COOH
Ro. AR,
Ry Rs
RS R4
Rj

H+¥ R;. Rs#= Rs % H. OH s OCH;; Ry#= R4 4 H. OH. OCH;
RAMER XA, ReA R Ho gEXRFAL, £F AR, RskR;s
¥ &9 £ —/~# OH;

b) AR RAY, FFEREME

1) AFaEARALA]; Ao

i) Z & —F4E R T AER R AEFFARMEA SR RA
9,

c) £EZV#100CeRE T, )M 5B XKML ()8 R RAEM
P fR BB KET ), AR PTIRE KR M PBLATS SRLR T 4, F=

d) 42 (C)egBLA T M 5 TBAGKF AR, £ mFLH A T —REM Y
LB 4

R13 Z R14
Rg Ri2
Rg Ry

R1o

29 Rg. Ryp#= Ryp A H. O(C=0)CH; 2 OCH;; RoA= Ry; 4 H.
OH. OCH; & A4t 2 #85; RpFRuh Ho BF AL, 4L
Rs. Rig2k Ry # 89 £ — A~ O(C=0)CHs,
| 22. AIBR 21 095k, AT ATE TBALKA L § LEAET. LBk
A LR,
23. BAIER 21 B9k, A F AT TBMLIRA A TRRET.
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24. BAER 2l 95k, EP AR LBAL =ik f 4-LBERAE X
THr. 3-FELA-TBHERARLHE., 3,5-—FELA-LEBERL KK,
34-Z LBAEAR T . 2-TBERAR UHF a-RA4-LBAA R T
B

25. BA R 21 e 7k, PR LBML WA 4-TBREA R T
W

26 RAEKR 21 ¢k, AVArdEr LRt 4-HA AR,
FIERER . T 8. oodbBR. 2-2 A BB - RA4-F 1 AR,

27. BA)ZK 21 5k, H P ATk B i v R 6,447,

28. BAIRRK 21 697 %k, B F ATRAERRa LA A TR,

29. BAER 21 7k, HF TR AR BRI T A& 8 3

30. A ERK 28 #9453, H P AR AE a0 A a&éﬂr\
RERAT. EBALAT. THE4A. BRBR4N. SR LA BAL4E.

31. RAIER 21 ek, HPARM TATE R RSP R,
FIf 1 3 A A AR AL 64 IR A #9 1 mol% £ £ 30 mol%.

32, BAIE R 21 ey ik, P PP AR FARLMA ALE A ik & N N-
WA TR, 1-F A 2-eS R, NN-—F 4 LB, —F LR,
>~ ¥ KB BRI Ao T BB =

33, BRANER 21 895k, £ FATRR M IRAYIELOASTLESR

34, BAIERK I3 7%k, HPAmEMENNLfh: AR, ;Lﬁrb$Y?
Bt 4-RTAILRE; RS, N-RAFREARMAYBES . 4-254-
TEMPO (4-% #.-2,2,6,6-v9 ¥ shvkwz-1- K R A, CAS#2226-96-2) 4=
Uvinul®4040 P (1,6-3 @ - = (N- ¥ Bt 4 -N-(1-8.5£.-2,2,6,6-19 F L okoz
4R,

35. RAVER 34 895k, HF PR FLRRA 4 Prostab®5415 (=(1-
FA-2,2,6,6-19 F A okoe-4-35) % — B8, CAS#2516-92-9),

36. A\ ERK 21 8977k, R FARRN REMITL QS THN.
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37. MA|ER 36 9k, APATERZRA L A —AA-4F-FEr
(DNOC)#» —#i £ T £ K& (DNBP).

38. MAIER 21 th5 %k, EP AR LB Z el X T 63%.

39. MAIER 21 ¢y ik, HFTR(E)TIREA L 100CE 45 200
C, FFRA)TREHNTES LY 150C.
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FERZERXCHAL TBACHTE Y T &

KK BB BA A AR, B, KEBFRIEHF %,
@It R R R, MEWFR G TME—NRES
B OB EHRER TN T ®,

EREX

HBEXTE, B4 4- £ XK THEHS) AR A TEBALAT A W (6] de 4-
LBEEA R LW (DAS)) R A 7 iz 6 T b 51 A o B AR 52 M4 35 Ak
A, Blhe, XA ERER G &R, AR B
A AEREA . hEASTFMAGAR, AL T AAREA
Fatt B8 H) 7] F 49 R AR,

e 40 % Frb A &#%ma%&ﬁa%%mi%%f& 23X
3675 iR E N TR A L TR A, SR EIKREUK, R A 30-63%.
54e, Sovish (J. Org. Chem. 24: 1345-1347 (1959))3@:\,&5"]'-‘?}%@%
B (pHCA)#1 & 4-BAR U (XARA-TH AR F &, £ 225
‘CF, 1% pHCA frfok i it 4R LR, 4-B R UH IR 4 41%.

Pittet /£ £E & #|F 4,316,995 W #5ik &) &x- L L RE 6 7
k., BiEZFERY, AR G RRAERAR, -2 ARXTREER R
B i, #3%] pHCA, ¥}E £ 115-120CTF RAZBAR, BRI -T
WA KB, HaT-UH AR AR RSN T o8, RS e E AN
MREENATOHFET, B -THEARSEH TBREFRAE, B 4-T
BEELA RO, BERRLELRSMFTLE, ERBHALET, ke
AR, 3B shA e 3- T A RE . 4- TR ARE 6 E 29 31%.

Schadeli f£ £ B & #)-% 5,274,060 J 342 vA pHCA 4 B4 & 4-
ERERIHNF R, BiEFk, £ 135CTF, EREARE 18- &
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2 A IR[5,4-0]1+ — K -T-H Fe A BR UG A AT, 12 pHCA E=F A ¥
LA, B2 4-BARTH. S5 EeiE A 63%,

Lala %78 XA L4 HF) ik 5 7247129 ¥ 3K EFRFER T,
FIEAEACK AR AT - R F AR BABAR, BROHET AN T
%, A, ERRBLREHBREATERR, MEHTHBLAS
HEUHABEFT ARG ik, BT XR - RBERIEARBRE S
BRFTHEEBRENR T R, BAAELFTERR, XoFkeylE
SLE £ 15-60%7 .

Steinmann /£ £ B & #)5 5,324,804 ¥ #53&, £ 150CTF, ALAEK
MALET, AdiborfB i — FEATBETRBARESAR 34 LK
TMe. 7 EARREME,

Munteanu % (J. Thermal Anal. 37: 411-426 (1991)#4i& 8 i3 £ 4E &
FRBMIER T, AfRRAEEBREEAT, FRX-3,5-2-8T H-4-
BERNEBRASRE, #& 35-2-RTHEA-ZERTH. Rk
R 95%. EZEAANTTT, R#EFLE AHBITEDRBA.

SRR TR AR A KNS F RBLA. Pyysalo %
(Lebensmittel-Wissenschraft u. Technol. 10 (Food Science and
Technology): 145-147 (1977))#i£ & pH 1-6, & 100C T, B
W AR BT A M AR LR A K P A BLE . Cohen 3(J. Amer. Chem. Soc.
82: 1907-1911 (1960)4i£ e pH 1-12, 4Ext-F &4 A AR 42 7 KIE
RFHMAR, EARELANTF, RIREMAR TN 5.

B, s AARSE RANGGIRA . AR A0 St R R F 0941 &
AR UHB L ORAITE DY F /AT R,

Wi AR L NA AR RN EA], ERFEFGFET, K
R FHE 100%0 | &HE AR UHRL BT AN Tk, BRT
Pk e R, EAFBAmEEAR G EET, B KRN RBLR S
ERARCE., AIEFIGEEAR IS THACKT AR — KA
BBF B, A CBALIT Y.
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A ARLA

ALK B 5 BRI ) 5T, 1B KRR RALA
Fik. TECLUBKERFNGHEET, RBRARELFHER—RELEE
FHLBAL., THEKFERANRERMN AR L RS, BLART
BEAL = 4 6y I %38 F A8 1T 63%,

Rk 2R L BAGE A, REEBERYPLESE THEEIKREY
Fik, BHEQIEAT TR

a) RAEEA AT —MRLE M8 X RM:

COOH

RG / R7

R Rs
Rs

#4 R,. R;# R, H. OH & OCH;; R,# R, 4 H. OH., OCH,
RAMR LA RAR A H, HEAL EHLZR,. R AR,
FHES—AAHO0H, ERFRAZFRENARTL; F=

b) BRI RAY), HRAH L

1) AERRARMMEACH]; Fm

il) 2 —F A PUEF AR MH PEF] Rbd; Fe

o) £EV# 100CTF, 12(2)8Br £ &M 5 (b)4d B RA-4h 12 ik
RAGKATE], B ERMBLARABE T Y., TAELE R4 P #H
So b 7 R B BLER F .

BFH—AFERFET, RELARGEGEERAERTBAATH
W F %, B EOEATEHELEG TR,
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a) RAELA AT —REMGE X EMY:

COOH

Re.~ R,

R, Rs

R; Ry
Ra

## R,. Ry# R, H. OH % OCH;; R,# R, H. OH. OCH,
RAHRLERL; RaFAR A H, gERAE, HFHAR,. Ry R;
F 49 &y —AA OH; A=

b) #AER RSN, HRSHLE:

i) dEea A EALA]; Ao

i) £ —FrAL b A F T A AR M SRR TR ALE R iRA
#; A=

c) £EZV# 100CTF, 1) EEEME (b)d) R AL a4k
RGKETIE, vAMRE KRR B

d) 1 O)WBLEAR T 5 CBAL KA AR, HI&EERA AT —REH
& LBAL 4

Ris_~ Rus
Rg Ri2
R R4

Rio

#£% R,. R# Ry, # H. O(C=0)CH, & OCH,; R,#= R, # H.
OH. OCH, X E4t & X #dci; Ry A Ry, A H g kal; &4
& Rgv Ryg &K Ry, #8492y —A~4 O(C=0)CHs.

10
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KPR
AR B F AR i A BRI B R RIS, #EBLEAXRT
e F ik, TRTANTBARN, REFIAGEARTCHELER —R
MEBZPUBAL. BFERR, BAHABERTHAL CBLATAY
ﬂﬁﬁ%i%ﬂ%%%ﬁ% MR, AR RA. AE RARA
b F. T A AR AR R AR RS ) ) 69 Ao 64 A&
BALFARRATEL, WA R $ 0 A% EA.
"p" R AL,
"PAS"RA-LEALAK LIHHET, TLREM-THALKLT
WX 4-TBRRAR T,
"pHS"#3t-Z AR LHNET, CEREAS-BEARTHR 4-4
AR,
"CA"ER T B,
AXFEFHARE KB ZTRAENCFRE TR ZHE.
MEBFTERTARLERKEGTSE. RiZ “BRKE” ATk
I R F e B F T BTG M E.
R F AR ABFGARE B LHRFEETELAMRYE KXY
FKANMEABIRSE 6 - F 0 155 .
B FAREPEFGRE “ERT” RETRALREE T4
R ARAE A Y A
B FARAEPERGRE “RT7 ZHBRIAEZN TR
ZARAE ) 6
RiE CRMAIEF R ZI84 2 ) —FARMIBER 64 H
] R .
$ﬁ“#ﬁ%&&ﬁm HReM” RIBEE Y —FERTFH
F GG A AEF) R .
"TAL"Z BE R B ABENES.
"PAL"Z X R R ABEHET

11
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"PAH" Z XA RBRAIEENE T,

AIE"TAL EH"Z3EH B R AR B384 pHCA #
8.

ARIE"PAL EH"ZIEORIELER D RBRENA WAEER 46
7.

"pal" K E G B A PAL &M e BEe £ B,

"tal"R E A BLA TAL B AR,

AiE"PAL/TAL 7% M"X"PAL/TAL 8" 245 L4 PAL # TAL &
AERGEAOR. EHBAREABRD LA E ) — %3 8RB A
KRB HE A,

RiE “P-450/P-450 £ R B& Z 4" 457 T4 WA BRS04
pHCA # % & /& % %.. P-450/P-450 LB % YL 2 AARIR T C4nty £
HAHR BB R TIEXBERZ AT —FF, A TRAY
RiE “HAHRR 4-24i088” ZI5F B AR A pHCA #—REEE
M, mARE “P-450/P-450 L BB A4 ZI8ER AiEBR 4-BLERE
MR AEO R A%,

AL P HWAALEQIETRGHERAA G TR L.
AEPOIERE LA AT —REMNOLHEEAERLLBARTHS
7 iR

RG / R7

R4 Rs

R; Rq
Rs

£ R,. Ry# R, H. OH % OCH,; R,# R, H. OH. OCH,
HEMSHEL RFR A H HERFL, £HLR,. RAR,
F 2y —AA OH, £+t R, A= R, A RE R AT K, Ti#id
AEPF EREQEEARUHE NG ZF QIR RRT 4-2EKTH. 3-

12
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FRAEA-BEROH. 35-ZFREA-ZERLE. 3425 LXK
. 2-BRAR TR o -REA-FERKTHE,

Hob, TRITH B EANIARLESE, HEIMELRXT
W LB, FEEA AT —REM LB = 4.

Ris_~ Rye

Rs Ri2

Ro Rq1
R1o

% Ry, R#= R, H. O(C=0)CH, % OCH;; Ry#= R, 4 H.
OH. OCH, R A4k X #a; Ryf Ry Ho g Rk, &40
2Z Ry Ry R, # £ —A A O(C=0)CH,. Bk =ty L4 35
B RFETF 4-ZBEAX LW, 3-FERAA-TBEREKXTHE. 3.5-=F
BE-A-ZBELARTH. 34 LBALARTHE. 2-TRELAXTHE
Foo-AA-4-TBEE R T,

B K R4
B T AL B KR B — RS
COOH
Ry Rs
Rz Ra
Rs

s R,. Ry# R, % H. OH & OCH,; R,#= R, £ H. OH. OCH,
KA R LA EL RgFR,ZH, gEXRAL, £H R, Ry R
a2y —AZ OH, 4B LR M6 6 LA RRT 4-£4R0
M. SR, TR, iR, -2 A AR o-RAE4-21 R
FeBL. A TLEPAE R AE 5 AL P B R A AL AT B B R LR M,

13
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A= 4L LB R L E R AL [AE £ R MM, EALT, EF
{5 LB XA £ Ry Fr RAZARE A RARE KA H 4 dod T 098, 3F
= AL AE R Ry Fo RyAZANRA AR XA R 98, k=AML
R OIERIRTUATEE: L+ R,k R, ¥ £V —A& H, OH,
OCH,. 4. ZARFL, i, LRI A AR R BAR H B &Y
HEIFR G EGHAR T W, ARG E R EE 145
fR. BERAXYP, AMERBARNBELALF R,RR, FHES —AZ
H &8,

TS FFFR X LB KRN, Pl T2 HhRXE 4-ZKA
#£ 82 (pHCA) 5T A/ 8) ) 4= Aldrich (Milwaukee, WI)#= TCI America
(Portland, OR)M4F. H4b, TR FEAR, FAARFRT Ok tg4EAT
# ik %)% pHCA., #|4o, 3% Pittet £ £H £45 4,316,995 s i
Alexandratos £ £ E ¥ #]5 5990,336 FA7A, THRiAE ALt
PERTERA, 52 pHCA, 34, L TMAMHh+ 4% pHCA R
Benrief % Phytochemistry 47: 825-832 (1998)#= £ H £ 4| ¥ th o H &
20020187207), fe—A~FE#FE T, pHCA s B AL L8 £
W EMEE. EF—ANERFTET, AFEEILTAIFE DNA BK
| &4y F 40 55 £ M. Sambrook, J., Fritsch, E. F.#= Maniatis, T.
Molecular Cloning: A Laboratory Manual, % —p&, Cold Spring Harbor
Laboratory Press, Cold Spring Harbor, NY (1989)stiX st &40 DNA # K
FATHE, FLRELT| AL RLF,

E—AEHRFTETY, % Qi FAELEFH ¥iFA4 5 20030079255
¥ ik 4 & pHCA, A dir@ 7| A 42 ALP. REFEZLN
T, TREAREY —MHERKRARARAZNEPAH)EMGLAR,
F ) —Fh b B R B R B (TAL)E ey A B ey A ) TR 4%
PHCA. iz #bfi #¥ ~T K 8% 64 3R Bl 4o ] E 08 AR A K R RBR,
T it PAH $#40 h BERBR . A A0 BE R BRE 1T TAL 85444 % pHCA,
428 B A TAL F W AE 6985, 43 T4 /A B A PAL F= TAL

14
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(PAL/TAL)®#7& M 69 8, 3% Gatenby F £ £E -+ 55 6,368,837 #
Frid, ALeT4% M@ otif 1 22 A B4 PAL B8 /™ & 69 TAL E M3 hnth
AL 8%, &4, 714 /9 Breinig ¥ /& £ B % | ¥ #5245 20040023357

¥ PR & 5] B 42 JoBEE(Trichosporon cutaneum)if 3= 4 ¢ TAL B 3%,
4l TAL 8, 4|4o Kyndt 5 (FEBS Lett. 512: 240-244 (2002))3 Huang
%A £ A FFHAF 5 20040059103)F Bk ¢ 4m ) TAL &,

BEFH—NEkFETF, #& Gatenby F(F_L)VAF t91E—F ik 4|4
pHCA, H:BF 3| ALE43 KX, #lde, THREASBAEE PAL
M R B Fotp AhAEAY P-450/P-450 LB BE % 4t AR 0 E M A M
I A24|% pHCA. iﬁﬂ%ﬁi%%ﬁiﬁ#éﬁ@ﬁﬁ 4@] &u% EHE R A 3*&
AR, @il PAL B¢ 4k WAEBR(CA), @i P-450/P-450 £
Ja B R AE R, CARLES1LA pHCA., 4, ’Iﬁ]%uwﬁalﬂa TAL 7#
MGG R B 6g RS A M4 % pHCA, TAL BT H 5B R B 4L A
pHCA. T4 Fl{EfTaE 49 TAL B8, B _LFAf&,

EH—ANFEH#hFEF, 45 Ben-Bassat EEFFFRHERMAHY
£E LA d#ES 60/563633 ¥ AR, ﬁl %I‘"ﬁiiﬁ#‘}%%% pHCA, %
A EF AT AESHALT, F—MEROERSELARE A
ﬁzﬁ%fk ABEEBRAE ) WA YA PR EGTEA FH). Eiyﬁiif‘
A, X kmio Ak a BMEELNAE pH TAK., EXABNE
M e, za pH #5 8.0 £%5 110 F, 4 mies TAL RiAk. iaz
BT, BAERBRAARRY & o9ik B AL A pHCA, RH, T
AR T RARZIAANANE, LPREBERBAE T RO LB
BAASE, RELH TAL BRIk,

st F AW pHCA, 1R R A M E R BB Y, E5EY
ARBRETESR., TRAEMEGEG LB, OFRFELH
. A RAEBEE, SUBXKBHERLETES, REDFL R
FAUBRIKARA T #hodo ) AR R RAA LKA F R (R
R, 4|4e Bailey % Biochemical Engineering Fundamentals, % —F%,

15
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McGraw Hill, New York, 1986), i A4k et 5 ik, THEEWH &
# pHCA WA FARAAPANLEEREAT 4B, Hlde, THERLE HK
@W*kiﬁ#ii%%“!’ 2. RE, pHCA Tl Bz Rk RiRiE,
WITH S EIK, 40F 25 3t —F 44k pHCA, 4)4e A PUEF) IR,
KA, FIEB . FF B A v odk BR T A 8] 4] o Aldrich
(Milwaukee, WI)#= TCI America (Portland, OR)#4F. A —F &, B ¥
B FY B RR RN W, LERREENERERORE, FT
VAT & G ¥ E NI WL 5B (AL, #Hl4e Jang ¥ Archives of
Pharmacal Research (2003), 26 (8), 585-590;, Matsufuji % Journal of

Agricultural and Food Chemistry (2003), 51 (10), 3157-3161;, WO
2003046163; Couteau % Bioresource Technology (1998), 64(1), 17-25;

#= Bartolome % Journal of the Science of Food and Agriculture (1999),
79(3), 435-439), 5 s, C4nifF % B LB 0B K R 9 F AR T iR (A
JL, #)4e WO 2002083625 ("Preparation of ferulic acid dimers and their
pharmaceutically acceptable salts, and use thereof for treating dementia"
FTELER — R AL 2 F BT 32 09 8 ey %A L0677 SRty A ik) TP
2002155017 ("Preparation of caffeic acid from ferulic acids" | ] 3% B2 %
&-owrdEBR ), #= Taniguchi % Anticancer Research (1999), 19(5A), 3757-
3761), Lala F A8 KA TEH) w55 7247129 FHik ke k4 pHCA
A e 5 4.

3 B Aok MR AL F

KK F i) R AE B PRI R . AE B AR bR AL ) R AEAT A
1T R4 Bt AR IR B W A AL A4 . B ATt bh, Al pEqAl &
EH R . EIRLE, TR S5 ARL R KA 50 1E
fTaE LA, Hb R Bil, LAFERCBE, LHE
BT AREAHGEAR {2 TR T B4 EERS. SRS, T
BRAA . ZKBRAN. RAMMAFRALLE,

16
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A K BRF FTA AR e R4 3 7T M) 42 EM Science (Gibbstown,
NI, Aldrich (Milwaukee, WI)# 4% .

3E P PR R 6 SR AR IR EARAE R 69 IR BT R 89 I A ML
Ao BNt B A, BF, RBARKT TR RV T (9 EH 2 1 mol%
% %5 30 mol% iR ..

ML F

st FACHATLAR R L, TR RS M A MEA, Q456K FR
HEA WA R AR AR AR . TARR R — T AR R —
ERFRMEEA. Fo, THEAERTFHRBEEFNGRESY. FTKR
PEIEF] 6 R . R T AR TARRIER 6 R vA B AE A
FEGIERFRETFEAGRESY, LFRAFERTFREEN LR
St SR TRMEER QFEERET NN-ZF AT, 1-
PHE 2B NN-ZF A OB, —F A TR, T ABBE
Fo7c ¥ A BB = i (hexamethylphosphorous triamide), 4-i & /7 4%
MIEF) O HE R R IR T —4% = &/ =B ¥ 84 (Dowanol™ DPM), —+H & ¥
Bk, 2-TEATE., -8B, 2-TEALH. A—B Y. LB
JETEE,

sPTHFBLAR- OB &, AR B LA R FRR s
M. TAERE—FRTRMEER, KT ER TRMEER G RE
. KA, ERTRBENRERLEERTEER; 27 FER
REHE, BHEMNOREMEGHATEBRLKAN. LEEATFTRALN
F kAR A2 R T NN-ZF R FHuhe, 1-FE-2-wbeRn Al
NN-—F 4 @bk, —F 2. < FABBU A T TR BB = B,

FEL 2R A

FEEAA R, ERLXAFTERER, TRAMETHFZARALA T
Tk BLER R BT & B AN AE MR, SEMNERA G EF s
{2 R S8R, SBRE TEk, 4-T AILRE. wEdk. N-RA(FH

17
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A A b4 (nitroxide))FLFE#), #.4& Prostab®5415 (=(1-£.4-2,2,6,6-9
W okor -4- ) BBy, CAS#2516-92-9, Ciba Specialty Chemicals,
Tarrytown, NY #H4£). 4-#% £ -TEMPO (4-#4£-2,2,6,6-m9 F £ Jk=z-1-
£ A2, CASH#2226-96-2, TCI America A 4 )#= Uvinul®4040 P (1,6-1&
- = (N-F B A -N-(1-8.2-2,2,6,6-m9 F ok -4- £ )k, BASF Corp.
Worcester, MA A £).

S RA

EREELT, ERZPEEF RIFESALN ERA A= LR A
% RFN A RABIT Bedn, FAHRERE B ALTR T AL B 6948
oty LB RF R FRMENSY, B4 Z R -48-F & (DNOC)
Fo B A T £ K8 (DNBP), #|&% RA 6 7 iF A RAVR T £ -EE A
ko b4 (B, )4 £ B+ H) 6,339,177; Park 4 Polymer (Korea) (1988),
12(8), 710-19), EANFEHI K LH R A4 F & CAA LR A ER (SN,
{5 4= Bushby % Polymer (1998), 39(22), 5567-5571).

i £ R4 . AE AT Fo B HUER| e N R B &, T A,
B LR . AR AEAT A 6 R A 8% .

BRL i T ARIE R MR JE . % A8 T A M . R AR A
FoE Be R R T, B, 24 100C2EEH, XFED% 100
‘CZ#5 200C5e B M a9 iR E5A A& A8, xTA 4-#
A MAABAERMGRE, KANEETLEAY 120CE4 150C, 2
F A BB REE R E WPl ool BR 69 R AR, AR 4 100C £49 120°CE
B A KR E, 2T 54 BT T4 3,5-2F R-4-2 KR
B R, AR 150°CE 4 200CTE B M H 8 SRE.

KT 4% 8 %9 500 psig (3447 kPa)/E A9, R &% /& ZE % 1000
psig (6895 kPa)/E /) Fi#tAT. THAEMHEAAMR, FlwRABAFTESN. 2

18
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TEHERME, THRAEMETIENRLEE, LHERERRTEEX
BE. REXBBEFRHXNBLAE.

3T FRORL B R R A Rl 2R Z MR L HAT T 4 e, B R
6 R EL BT 18] 4 49 45 o4 2.4 180 547,

1% AR TH LB

B—ANFERFEY, MAREERE, BT LBLXA L
AN B L B A LR B K A TBARAT A Y. BF, A
HF6) LBALEA], HFREARSTFRMED 1 mol B FRE., 43
0 LBAL KA LFE R R T LRRET. TBAMTER., E—ANFEkF
£¥, TRBALERN R TRRET.

AL 25CEL IS0CREAT, HIbAE% 100C £ 140CERE
T, A% /EE 4 1000 psig (6895 kPa)ty /& 7y 78 B A #AT LEALR L,
BRKES, KIBEARARSIAIRE], E1E RS RS FELF
TEBARE. RAENTERAMRRE LT RAMAE, LB N
LEALIRA], 5 BLA B AR B 698 BT #4T Ldtk.,

B A AL Ae TREAL 4

R RE, TRARART Qo sty 7k, S EME
FHRCBAT Y. Blde, THRERSHAAKKF, ERINA
HUAR B4 CBR GBS R TEBE Y . KRG, TRITRABERLFER
Rk, BT, E—ANERTET, AERXLE S TS
EVRBHKELY 63%. EF—ANEHRFET, TEBAFHHKE
E 2 ERIE Y 63%,

TRAAAR R MK T s, ARAME. WRBREMBE R —
F ShALBLER - M R A BT A 4.

RE, 1FRHEEARTHERL TBACHT AW T AR &5 .
MMAR . FEAR . BAE. AERMA . b E 6K, F AR AR
At RS #) F) F 64 AeAn ]
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EHH

BITVA T E364), H—FAAKRLA. LEM, XL REHR
KIS RRE G ARR P FHGE, 124 X ZAEFUUR T A 45
. REA LR AL TS, RAFBEAAR T HALALY 6
GBI, FEARBBARLANTEAEE, TRALY LTS
TACAAE B, VAR EIE F&FF R iR A

RAME TS 4T "min" A 704, "h AR, "sec R
£, "mL"RFES, "L"AFH, "wLEFHHA, "pm"EFHK,
"mol" A=A K, "mmol" R FEER, "g" R T4, "mg" RFER, "ppm"
ETRI N, "MAFRBRERRE, "m"RKFREERRE, "eq"
AFEE, "WWATKRREARRL, "Pa"RFMMF, "mPa" kT E
vaATF, "psig'R FAE/ET 2 EE, "MHz'R R, "TLC'RTHE
B BT, "HPLC"A 7 &AM E#, "LC-MS"RF &R E %Mk,
'NMR"A& F4#4k08%, "DMF"AF NN-=F L F86%, "DMAc"
#77 NN-Z 9 £ e, "NMP'RF 1-F4-2-b8 48, "'nd" &+
Ad i, "KPa"Aow TN R, "mpm" R R/ A AUV R R T
£

@ Ak

eIk

BB AR, s-FARNAER R A Aldrich (Milwaukee, WI)3K,
TCI America (Portland, OR); 3,4-—# X A A8 % /) Aldrich. FTA &5
M AIRA A, kB Aldrich, 1 69 AR K A Aldrich & EM
Science (Gibbstown, NJ). FLZ#| Prostab®5415 % & Ciba Specialty
Chemicals, Tarrytown, NY.

DA F
TLC 3%
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J & 60F,5, (EM Science)tf Bl 4R 8 AR#t 4T TLC, A LR T8
g 1 1 ey RAHVEARFHA8, 447 pHCA; A LR TEATIK 1:4 8
AR RFAR, 547 pHS. ¥AHE S5 pHCA # pHS #7/f fuxt ik,
F %407, A 254 nm 4R TLC 44,

HPLC # ik

ik 1: £ % K A8 Zorbax SB-C8 42(4.6 mmx150 mm, 3.5 pm,
& MAC-MOD Analytical Inc. Chadds Ford, PA 324)#) Agilent 1100
HPLC ?%(Agllent Technologies, Wilmington, DE), J ##piE7]| 484
AR BF A 0.1%=ZFCEB/MPLC 4K, FEH B: 0.1%= £
LB/ LR, ;'Dﬁ&‘ HPLC 4% . A %L 3 1.0 mL/min, 4% F %
FAHES TR 1. RAREASC, #HKRMRS uL,

&1
B F HPLC # & 1 895 R4 5
A 14 (min) EH A #EH B
0 95% 5%
8 20% 80%
10 20% 80%
11 95% 5%

FRESTIE, B 95%A Fa 5% B 64IER] Rb-W ¥ A2 H-F#r 5 min,

A AR pHS BERFMESEMRIEH L, A EMT Leuteritz 5
(Polymer Preprints 43(2): 283-284 (2002))F7iX &4 %, W LEBLEA R
4| &R FArfduty pHS, R4#E HPLC ¥dmAn, ARIE W EH T
fAF s ¢y pHCA #= pHS €& F 4%, #BiTiE13 &I R A
Rot¥EF, W H pHCA 44 F 4% pHS F 4 dk %,

F ik 2: 128 % RA8 Zorbax SB-C18 #£(4.6 mm x 150 mm, 3.5 p
m, W Agilent Technologies $#24%)#9 Agilent 1100 HPLC A%, & ##F
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A LA R AL 0.1% = LEB/HPLC 40K #2255 B: 0.1%
ZHTB/TH, ZAHPLC 4%, #Azh48/7iE % 1.25 mL/min, 4% /7
MEFBES T A2, XMIEE 40C, d4km1 pl.,

&2
JI-F HPLC 7 ik 2 8K E
i 18] (min) = A #=H B
0 90% 10%
35 35% 65%
35.1 90% 10%
45 90% 10%

PR FERESENRIES LK, ARIEHLRRE HPLC o
R, R AN Y pHCA 4= pHS WEE B 4%, B3 RF &5
R BL B % ﬁz(b%ﬁﬂ’t&ﬂﬂ‘ CO, ik WK iE), #+H pHCA #=
pHS A8 xf BF I8 89 & F A= R4

ik 3. 128 % B AR Zorbax XDB-C18 4%, 2.1x50mm (& Agilent
Technologies $243)44 Agilent 1100 HPLC Z %, /A ®AFIEHL04-694F
. wmA A; HPLC AR+ 0.05% =, CBL; A B: HPLC R T A
+ 0.05% =M T8, TRHPLC & . £ A4S )4 AHER 9% A E
0% A, #R3F 0.5 o4b, REEE i AF. AshA AL S 0.8 mL/min,
KRB E 60C, #AFARR1 pL,

F 3k 4: 1% # B A8 Zorbax SB-C18 #£(4.6 mm x150 mm, 3.5 ym,
&7 Agilent Technologies $24)49 Agilent 1100 HPLC % %. A AFE
Kbty g BH A 0.1%= A TB/MHPLC 4K; F&H B: 0.1%
SR LBITH, A HPLC 5. Azh48A%EA 1.0 mL/min, 1%/
WEAN RS T A3, RAREAC, #HHERER]D uL.

£3
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JAF HPLC F % 4 895745

i 1%] (min) &R A ____®HB
0 95% 5%
10 100% 0%
12 100% 0%
125 95% 5%

e bR R eMEASE N RIES K, RE HPLC ¥ |, AKIE
WE AT BEANELY pHCA # pHS WETH 4%, BitiE &k
KB B % ﬁz(b#ﬂﬂ&&ﬁ CO, M & 44 k), +tF pHCA #=
pHS Agsf Bt 8] 49 & B A= fE R 4

'HNMR:
J 500 MHz Bruker DRX (Bruker NMR, Billerica, MA)#¥ 2| i -7
NMR #3,

LC-MS 7 %

Jf| Hewlett Packard LC/MSD % 7] 1100 4L 25 (Agilent Technologies,
Wilmington, DE)# 47 LC-MS 4-#7. F Zorbax Eclipse XDB-C18 #£(2.1
mm x 50 mm, MAC-MOD Analytical Inc.)#47 LC 9%, EX4#E &
R E AR EF A: 0.05% =R TBR/K: FEF B: 0.05%= &,
LB/ TR, £ 4.5 min A EE 95%EF A £ 0%EHF A, E 0%
B ABREF 2.5 min, REEE 95%AEF) A, #Aik 0.8 mL/min, £ 60
CF, 220 nm #&nk k#4TLC 503 .

EATFH 'HNMR £4 %, And ==,

L] 1-13
Bt Ea-B A AHBRBES & 4-2EARXTHE
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XU RPN BT ERENGHFET, ABBEELT F
R o BFbin A 3t - 12 R M AR BR R BARALBLER, & 4-B AR TH.

XA T, £ 1 mL &8+, Ast-2ANBBRAER LK
Y, KA1 M. T8 R84 F 6 BEaR] E iz TR 4. 1
J # B AC T R EARXT T B KR A 3 mol%. A FFiA R 6y
F %] Prostab® 5415 3 & ¥4 1000 ppm, B4 150CTF, 4 500 psig
RAT, A48 6988 A3 (mini-block) /& /7 BB B #t4T, A A2
E AR BRERGNE TSR, &t RM 8 £ 1 -2 mL 33, &k
SRIRH R RAY. 2600CH ZREZBHRRXFALENH 1250
psig, &R BRAMHKBRENRLEE, ¥REEZH, AAA
HejE, JAAESR S e,

B AR 1 hE, ¥RAEBRE, #EAFE], @i HPLC o
B L e 6 F du . FEANEHBE R F H A B R R = (pPHCA
AR ) o 4- B AR TR EILE 4,
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&4
J T E£364] 1-13 P &g R) Fo s A 402
5k 345 A BHAET] | pHCA 340 % (%) | FHiIE (%)
1 DMF LAY 99.8 88.8
2 DMAc ¥ 85 4h 90.7 81.5
3 2- % R P 64.2 68.2
4 W % /DMF (80/20 v/v) | &Ab4E 98.9 55.0
5 y-TRBE E R 99.9 78.7
6 DMF S A4 99.7 95.2
7 AR - W LA 7.2 30.8
8 2- & B ¥ 8% 4R -7.7 9.6
9 % 3 /DMF RBRAT 67.1 49.0
10 y-T 7 B FAE 3.7 20.4
11 DMF AR EAT 99.8 84.9
12 DMF L4 99.0 106.9
13 NMP LAY 99.7 107.2

mAk 4 4R T4, £ DMF. DMAc #= NMP ¥, A 847, ¥
BE4R . S BALAT sk BRATAE S HERELR], R iR RS,

%264 14

A LR AR AR st AR 7], f£ DMF o 4 2 - 22 K A 42 BR B ) & 4-
BZEARTHE

% LA 6 B 62 AT EF (1000 ppm Prostab®5415)49 .4 /£ T,
i3t A CE4P(10 mol%) s, £ DMF F #. s qgst-

A NEBRR, $1& 4-AERK W& 3 HE R m A pHCA (5
g, 30.458 mmol, 1 %%). 30 mL DMF (4]5% 1 M & pHCA #%%). 1000
ppm Prostab®5415 (5 mg)f= L8 47(0.3 g, 10 mol%). £ RAT, £#
HAREALSRBLRTHRITR L. AMEFEREBEFREERY)ER
FApheikE 150C, TBATEAZRTRE, [amt i, JF2AE
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ek, Bl L&, @i TLC MR E, 4 150CF, 1.5 h &, TLC
) &fxﬂﬂ)iﬂﬁaio ik e, R EBRSMMENEER. REK
BRL R AN 100 mL skok¥, FARAeF, A CRUEERS
K(75 mLiK, PR). ¥HRFROGFIESI, 4RAKA 100 mL 2%
NaHCO, &% . 100 mL Kbk, HHESZ Na,SO, Tk, L&, #£%
BRE N ERE R, BREAWCTHALIR, RE, ¥iEsst
— R /E(10 Pa)TiHR, 52| 344 g AR E/HBEBKRCERIEY
94%). J 'HNMR 4547 = 4.

'H NMR (500 MHz, MeOD): & (ppm) 7.998 (0.04H, s), 7.275 (2H, ABg,

J=9.0 Hz), 6.758 (2H, ABq, J=9.1 Hz), 6.65 (1H, dd, J=17.6 and 11.0 Hz),
5.575 (1H, dd, J=17.6 and 1.1 Hz), 5.048 (1H, dd, J=11.0 and 1.4 Hz).

FE et 15

F LEEATAE BRI AL R, /£ DMF A% xt-#2 2 o) 43 B LA ) & 4-
BEARLE

1% E A 6 B & £ A PLEF (100 ppm Prostab®5415)éﬁ/f'—i-/r’;a‘]~‘ ,
B 8473 mol%)E S E4LF), /£ DMF & it #. b ieigst-#
EAAHBRBLA, & 4-25KTHE,

Bk 14 PRARBITRAE, FEZLET4EA 100 ppm
Prostab®5415 (0.5 mg, # 250 uL 2 mg/mL ¢ DMF Z&AmA)F= 3
mol% Z#47(90 mg). e FLkp] 14 YA B Z4, 192 382 g4
+ & X ERCGEAILEE 104.6%), A 'HNMR 547 =4,

'H NMR (500 MHz, MeOD): & (ppm) 7.993 (0.22H, s), 7.275 (2H, ABq,
J=8.6 Hz), 6.76 (2H, ABg, J=8.6 Hz), 6.65 (1H, dd, J=17.6 and 10.9 Hz),
5577 (1H, dd, J=17.6 and 1.4 Hz), 5.048 (1H, dd, J=11.0 and 0.7 Hz).

“AP‘D
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E 4] 16

ENEBFPREE-ZANEBRBR, ME LBAFE 4-T
B ALK Tt

BEAGNBHRBRAY. —ABBREYTE, AH. Bl
g st-F A M ABBLE, MER CRMEMEFR 42X X TH L
1, H& 4-TEBLEERTH. A 100 ppm K E 4 Prostab®5415 4k fL
il

% 3 # B JRIEH P Am A pHCA (5 g, 30.458 mmol, 1 %8). 30 ml
DMF (VA 4| 8% 1 M ¢4 pHCA £3%). 100 ppm Prostab®5415 (0.5 mg, ¥4
250 uL 2 mg/mL DMF Z %A A= LB 47(30 mg, 1 mol%)., £ R4
T, EBRHEH. QALRBEDATHARLL. AdsfiERE(FTARR
BPVEE AP E 150C, TBATETRRE, 2ol e i,
BExEEER., B, @i TLC MR, £ 150CTF, 2h &,
TLC ME AP R BT A, RE, BRI REEZE 140°C, 4 LELEF(4.32
mL, 45.687 mmol, 1.5 ¥ &)FAMER L BREMT, HFRE 'T%%fé’t 140
C. B RAMHMRET AR, 075 h &, ¥ TLC AEREZ
1& .kt RN BRAMAHNEER., FRERESMAE-20 CT»M%
&

A 14 F TS B &-EERUHEN TR0 B 4 THEAX
L, 133) 539 g k& 6. LEARGEIREY 109%), A 'H NMR
S EY . FRAXTFHELCKEGRERZYURFEFREETFE
W)RT ML LR,

"H NMR (500 MHz, CDCls): & (ppm) 7.40 (2H, ABgq, J=8.6 Hz), 7.045 (2H,

ABq, J=8.5 Hz), .693 (1H, dd, J=17.5 and 11.0 Hz), 5.693 (1H, dd,
J=17.6 and 0.7 Hz), 5.234 (1H, dd, J=10.9 and 0.8 Hz), 2.29 (2.64H, s)
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E ) 17

BASER %, #A-HANBBBR, ME LBLEE 4-
LBESAE R T

FEAEFGENREER Y. —ARBREGTE, A#. BRE
feAgst-f2 R AAABRBLE, MER CEMEEFEN 452 ARKTH LB
1, HE& 4-LEREE X TH. A 1000 ppm 3K E ¢4 Prostab® 5415 45 Fa
FA.

BEAp 16 F AR BTHAF CBALRE, TR ETA
1000 ppm Prostab® 5415 (5 mg)tEFLEEA|. 52 3E4] 16 ¥ L4 B 4-
LEBLEAR T T4, 153 482 g % EidRDCERIKE 97.5%).
A 'THNMR 54 = 4.

"H NMR (500 MHz, CDCly): & (ppm) 7.40 (2H, ABq, J=8.4 Hz), 7.04 (2H,

ABg, J=8.5 Hz), 6.695 (1H, dd, J=17.6 and 11.0 Hz), 5.695 (1H, d, J=17.6
Hz), 5.235 (1H, d, J=10.9 Hz), 2.29 (3H, s)

L6118

B—ARBRME, 1 34— HANBBHAR, ME LB
% 3.4-—CBEBAR T

BEAEPEHRERT. —ABRBERELY T, A& Bl
g 3 4-— 5 A NARBMA, MER LEEFEF2)6 34-2AKT%
LB, 414 3,4-— LEBLRA R T . A 1000 ppm 3R Z &4 Prostab®5415
Ve R B

ERAT, WM EST, @ 1L 3 FEKBRF A 05 g
Prostab®5415. 2.725 g LB474= 50.0 g 3.4-—F X B, KREMA
DMF (280 mL), fF2FARERR. FiZR L ESYm#E 100C,
Ji Kb sk B, BitBAEf A LC-MS S#tt s, THEETRZ#HAR,
450 5, MAFHREBICE 96.6%4 34-— AKX THE T AWK, F¥%
B M 45 min, RE, 4 15 min i, 3% 132.7 mL ZEE AR
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FoRAY, B¥RARAT 15 min, REE 45 min A, FREZREY
HIEETR,

Y B R RAMIAANA Y 400 mL KeG AT, REA LRERE
K. WX sk BEGR A FHEIER 2% NaHCO, mE FER =K, RE
Jl#KER—%k ., AHIELZ NaSO, T, ik, £ 40CTF, fskst
RAM EERLE RS 1h, 153]95.2 g BAF &Ry, HidRpE-20C
ThAEER, KE, £ 105-107CF, £ 13 mPa EAHTF, RATX
1R A, 53] 45.11 g E R MRIRCERILEY 79.1%).
@it 'H NMR # LC-MS 947 34-—LEBEAE R TH A4, RALE
4 99.7%,
H NMR (500 MHz, CDCla): & (ppm) 7.26 (1H, dd, J=8 and 2 Hz), 7.22
(1H, d, J=2 Hz), 7.13 (1H, d, J=9 Hz), 6.65 (1H, dd, J=18 and 11 Hz), 5.68
(1H, dd, J=18 and 1 Hz), 5.26 (1H, d, J=11 Hz), 2.27 (3H, 5), 2.26 (3H, 5).

k34 19

FARAN AN, BiAE- R A BRHA S E 4- AR

% RS B QR ERNAELR, A CBAT(1 mol%)tk sk
%), /£ DMAc @it #h . BBMAL R -2 A AR (4 m 3 2.54 M)
BRI, #)& 4-ZRARKTH,

%1 3 B &JEH P Au A pHCA (20.035 g, 122.05 mmol)#= 30.034 g
DMAc (4] 5% 2.54 M & pHCA &%), ¥R EFBME THHAE 150CH
WAH, #4915 min &, BERAIRE. —ABRANTE7(0.124 g, 1
mol%). ERAT, ERBFADALREDAT, RLitsT 8 h,
s he N LEAFET(0 BF A )Fe4e 15 min, 30 min, 1 h. 2h. 4h. 6 h
A2 8 h Y IRAE, A Lk 2, @it HPLC 447 pHCA 4= pHS., £ X
7| FA S, 4$REA% 4 hE, pHCA #£40E R T4, i, pHS &g
# % 87.1%,

£5
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i

o 24/290

% 3645] 20-22

Je A ut i) & A HPLC & & pHCA #= pHS {4

B gwi | PHCA | pHS
(min) (mmol) (mmol)

0 116.9 4.8

15 97.0 23.4

30 83.0 42.5

60 50.6 66.1

120 17.0 96.0
240 0.6 106.3
360 103.4

480 96.6

#£ DMAc ¥, JREAF T EBEATVE s B4 F]

1 at-f2 A WA

MRS & - BRI

i e 60 B 69 R R KF TEATE MBI, £ DMAC
PaB it . BMEAEIRT- 2 A NAERQS MR, #1& 4-2EAXT
W

FiX s T, 2R 554EE 19 PAIEMRNF %, RRZ
e FANR AL R T 6 CRRATHE. & 3 FE AR T /2N pHCA
(19.11 g, 116.4 mmol)#F= 30.0 g DMAc (4] 4% 2.5 M # pHCA &%), %
B EAETFHMRE 135CHmiad, £ 15 min &, HREIBE,
—RMNCEBAT(R B T A 6). ERAT, AR BRARSE
AT, BAMIT4-6h, ElsiA LEATH(O BF)F /£ 15 min. 30
min, 1 h.2 h.4 h f= 6 h 67 EAE, A ik 55 % 2, i@ if HPLC 447 pHCA
Fo pHS. 3t F K LEAAFPHY 5T 2464] 22, VAR BLIERWEE-FHE
135°C Bt 4 Bt a4 4 0 B 4],

£6
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o %25/291

A REKFECERSY, E&BMEEE, HPLC #% &

pHCA #= pHS {&
L4 20 Eap 21 &F P K A4 22
ey 1146 g 2.860 g* 0
(10 mol%) (25 mol%) (0 mol%)
A A | pHCA |[pHS | pHCA pHS | pHCA | pHS
(min) | (mmol) | (mmol) | (mmol) (mmol) | (mmol) | (mmol)
0 113.3 0 114.3 0 114.2 0
15 87.0 26.7 67.6 46.4 114.7 1.5
30 63.4 50.0 35.8 79.2 112.1 3.7
60 28.5 84.7 8.3| 105.2 105.0 8.8
120 47| 107.9 05| 102.1 95.9 18.3
240 0 1021 0 88.7 76.9 34.1
360 0 89.5 0 71.9 nd nd

*fE A4 21 . JE 60 - 120 min A LI ) B4R, KR H LB

.

B3I TR 6 Wy R4, EE#EMH 20 #, 2 h 54724 pHS 4k
#H927%, AEHH 21 F, 1h B35 pHS M E H 90.4%, HA
)3 & 9 pHCA T84t F 4 h, A8, BRAsHAEAT
gf, AR At etk A 22 A EE 4 h 5, pHS IKEK
% 29.3%, pHCA #9540 %A 33.9%.
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FE 4] 23

A LEBATAE AR, A - A B PR P @2
WA BRILAR S & 4- AR T

LB A 84710 mol%)tE R, ERTE
#) —2g — & — B F & (Dowanol™ DPM; Dow Chemical Co., Midland,
MD ¥, @it B - AR RERMARQS mF & 425K T
M.

% 3 R B &SR P e A pHCA (12.318 g, 75.04 mmol)#= 30.052 g
— 4 =R B T EE(%) AR 2.5 m &) pHCA &%), R EAME T
F 135CH#yshisd, 4 15min &, BaAFRE . HiEkim#et, pHCA
A, LA AN TERE(0.739 g, 10 mol%), £ RAT, AHL
H. QALRBEAT, RERIT 8 h. mABSHREKR, BEIKL
RIS HEL 3 hE#LE, REFLY 5 h, BARIZLER. £l
AN LEAFHT(0 BF4))Fefe 15min, 30 min., 1h. 2h. 4h, 6h#= 8h
BAE, B bikgrik 2, #it HPLC 447 pHCA #= pHS. #RX(L& 7)
%90, 2 h & pHS i % 4 67.3%. KB MBI Bl E, 48Rk
B R T 70 T R T B RAL .

&7
A—% A B YEREEN, &R FEEE, HPLC RE &
pHCA #= pHS {&
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Bg i | PHCA | pHS
(min) (mmol) (mmol)

0 73.5 0

15 60.6 12.0

30 46.2 21.9

60 31.6 38.0

120 12.3 50.5

240 2.2 45.9

360 0 17.7

480 0 7.2

3614 24

B LA ot AR, £ DMF 5 R4k he ik, @ d4kxf-f=
ARHBRBEARS & 4-HAERKTHE

% E A 6 B 692 £ FLEF](1000 ppm Prostab®5415)¢4.4 £ F,
J CERATAE AR, £ DMF Jifit#h. mMBRAT-ZA R4
BRLIR %) & 4-Z R R L. ZEAaGAABEMY, FEREREG
Fa B_RL B 8] 5842

%) Be &4t #4544 5 mL Biotage X% #i.(Biotage AB, Charlottesville,
VA)# s A pHCA (1.002 g, 6.104 mmol). 3 mL DMF (A%1%% 2 M
4 pHCA #%%). 1000 ppm Prostab®5415 (1 mg)f= ZE47(63 mg, 10
mol%). ¥ R AKRNKE , Rk FXE Ao 25 K. 5% M A E T Biotage
Initiator 60 4#%& K& ¥ (Biotage AB)¥ ., ¥ H % 150 4T, &
70-80 AR S, HEBERE 190C, HHERA 190C F4HRF 3
min, H—HEENFREA £ 200C., EEATHE, HEEHK
7| 16 (1600 kPa), A L&k 3 st REH T E HPLC o047,
%70 pHCA £ 4#:4k; 4 220 -312 nm UV %58 B A k4b & pHCA,
A 220 nm &, pHS ¥-@An4 73.3%, £ 312nm &, E&@A4h 100%,
AP IZ B LB HF .
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) 25

B ABRRR %, #A-EAABBIA, BE LBRAHE 4-
LB RS T

EEAP NGB GRER Y. —ANEERENFE, AR Bl
feAg x-Fe k MAHBBLEK, MER ULREZFE 4-FEARLH T
f, #1& 4-TBEARCHE., ZEARREA RN, HBABAE
A 45404 4 449 pHCA A 465 A 25 85%.

J %45, F Ben Bassat ¥ & FIH4F Ak B WA N LE L) $HF
5 60/563633 F ATk ey F ik, #|4& pHCA BAt. &5 %k A h & &4
%4 pHCA &AM BT k., EZFAIMER GG XY, BRI
HERBATXHANEK., F—F, BLABRIBREE T L HRAE,
WA HBHEBELIR, AREECHBAREABRRSEH. HFE
EPLIR B TARY, BAKEBSSE. A HPLC 5B ALk
A 90-98%. K, EH-MET, £pH 100, A4ELA BB
RBE B0 58 IS BE R BRS04 pHCA. pHCA E X B35
AP RE, 4 75 kg 4 pHCA L8R B, FEEMR. FLiF
3t % 14 L Braun & 842, BioStat C.B. (Braun Biotech International,
Melesungen, Germany), & 35°C#= 600 rpm T g4E. JF BB IR R
pH A% 9.0, &5, A 0254 ml Alcalase® (Novozymes, Krogshoejve;
36, 2880 Bagsvaerd, Denmark)#= 0.134 g Bromelain (Acros Organics, 4%
& Fisher Scientific, Pittsburgh, PA), 2 1 hig&F 5, ¥k A T E pH
2.2, 4 pHCA ., #4536 &F kB, = pHCA, #4249 40%
B4k 89 600 g ;84. % pHCA %, RBHESEEK. @A, &,
%5 0.21% M A£ B Ao 0.1%B4 £ B . £ RAT, HiZ 4 80°C T-Fi& 12 h,
#5354 #5 85% pHCA #9F 4.

i# it 4o FARIR G ik shAL £ 4 4] &9 pHCA. ¥ 1 L&+ hn\ 163.88
g 4 pHCA #9-F4f. éizs ¥ imA 350 ml DMAc, ZEAURILET,
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¥R AMie#tE 60C, %#H2 h, 2RA4HiE 1T Whatmann 4 5 84K
ik, W RE4 A 50 ml DMAc ik,

B o R AR M R AR E M X E. 9ib st
%, fobR-FARER K 1 L 4 g, @i Bk HPLC F ik 4
A B RAY, A4 122.98 g pHCA, @iz %44 F mA 8.8 g (10
mol%) LB A7, ERAT, HRAMm#E 135C, &% 3 h, £ 8min
B, i id AehR S e A LEAEF(91.77 g, 84.97 ml). B4R AL RAYBL
HO0S5h REAHEFE, £65CT, £284037 kPa)T, Hi&E
F ERERENL LR E. BEARINRSY T 4% -/ whatmann 4 5
B IEd . FEARA 30 ml DMAc 2k, A 2.5 4£(0.33 kPa)#= 65°C
T, BoFERARBEEEIN LR —FRE, LEAENAE.

A 200 ppm F A SEREF bk iFH] 49 1575 g 4L pAS #E %, &
R & AL(KDL-4 &, £ &4 0.04 m?, & & UIC Inc. 1225 Channahon
Rd., Joliet, IT 60436) k%48, #4484 2.00 mm Hg (0.267 kPa) F i#t 4T,
Aedbik F 2.0 mL/min, #3#i&E 300 rpm, #0EBE 71C, E0EE
70°C, ¥AFiXAE(coldfinger)i® B ARFA 10°0C. HIN4G pAS vARIK
2 DMAc # 1129 g, &45027.6 g4 pAS B i & ZJE R HIAH
BRI, it 0.02 36(2.7 Pa)fefe 45°C F %48, ¥ DMAc A%
AN, 1575 86.2 g (71%i1k %) pAS,
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