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AR ARR VTN A WA R, FC b g 28— oy &5 A6 38 70 B b e 8 A B PR A 5 I J 7 2.
[ C-C BEAHE . 2 SUNSEE BT M ITE X L G4 vl 0 — 20 R IR, B i IR s % & 1
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(Larix) fiz REIRHh, 8038 AL ERE AR, 190 QA 2 Fh 5~ B2 EUAD SRR R U 41 2 2 L
V) 7% AT ] AR EA) b ) SR T SR ), A A 22 W, ok B K R BGERSE IK T,  AnAT
SR AR B 72, > 1 26 A A R R ARG K BRI B 72, B3 ok B R AR ) Ay
BE, B A0 R IE A (5 o o] L Py AL A 2 TR PR A B S A 1 i) 6 4 6 R o I AL
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] 28 1R BT R

[0022]  WITKARBIRARAZAER B T8 S A e b b e Hm B e ek b e R
B IERRKAL e e R R AL B R B BUX SRR IR A .

[0023] A% WP Lo R% R AR, B TEk B B AT B (Aleppo) MR AL
T FIZEJETR, B UNLEH] 2 SE BT o e 0 EEsL S E B AR 2% & TR
I/ BRAERR o FH AR ZH B m] K AR ) BR T R R A AR B T

[0024] T 26 PN B 1 BR B AT /K B AR P B IR SRR Y R B TG
1| T N e AN T el el |y s g o L 1 e
B, AN D B R RGP T AL e ] H IS ey B AR RS ARAR D W, B AT DASE AR EEGR T
T AU B LL A ) BT 42 Ak S IR A0

[0025] it 78) H i o $R B A L, 6 40 A B B T R0 (BengalKino) Bl h i 1 AR L 48
B - L B ) 2 SR T R R T, SRS PR R T MUK R T AR AE T T A
Yo, ELERI A AT L AR SR IR TP SR o R i T 32 AT K B e R B T )
T o 5 2, AT AR Bt T R R R 1 — B AR RIS R A, ) i U IR AR R L =
B TR MG, Ml AR A B nK AR B i n] B 78 2 O 0 46 A R T4, 18
ZH O B E T IRBURIEIR N . P B AN FE MR R T A A, DSl
TAEMERE . RARAFAEMH EAT EMOIR R & TR/ BURTERR S ] 5 119 i AR i B S R TP
R EE S K . Xt w] DLS DL B TR AR R 7 G ORI = A 254 . BT AL 46 5 BnT
IR AR T ] DU TSR B S R IR, & B R B B 2 B3 AN LA — A
O RN A . AR AT DR S 54 B 0L B 2 Bk 3 AN RR B 25 1 — R N B — 1k
el

[0026] SV AR A2, A SCHAE U B A5 RUBCR) B SRR 2 vh BT A FH RS “ BRI 2 8y 7 B
“OETEAL R T BUE BT AR A L S BRI, ADCEEE DL Pk 1) B AL Al A A
W), T AL FEAT AT WAL AT A4 S SLRAA), JLIRE, DL AT A s I Ak 1A R A 2 ) B L
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[0027] W] 3@ A FH JCAILAR, 755 K A b, A8 Ik U 5 2 W SO, 1 20 BR A1) 45 AR e BH rh m]
3 F IR 2 8y . AEDRIE RS 7 2P, IX— S KA UK. TEWLER AT LU 4 B S AL
V)RR Eh IR SR AN / BE . UL R A A . AR INBE IR AL, BE A SN2 mi AT /
SRR N o

[0028] i Al A1 In S5z B VR A1 pH B 5 28 13 (500, S B v T L B B A R RR o R
ML, NV IRE IR pH fRFFE 7 2 12,

[0020]  FEEEELIEH FR@EAE R RPOX,,, (V) B RPX, (V) Hrhn=0.18(2,v+w
= 385, x JE R IREML, AR A2 HA 1-8 MR T e S8 1 e S A0 ) BR 0- KRR 0-F
o TEAR AL 7 b, B RUE = S5 LEE (POCL,) .

[0030]  LA%Emol By EREEA-A Wt IRk LA 0. 5 48254k Rk i 25 24 8 (1) LA 57 FH AR
T TR 711) ) B T S, X B e T By SR B AT 45 44, A EE B AR HB L P AR 1 0 TN I 7R
S a . WS A e Hs a4 B R AL

[0031]  TEBEEEADIRY JG, W RNIRG WAL . DU H, @i LR 3RS 49 2- 4
7 1¥) pHo

[0032]  fLILHE, #4 BG4 B Y R AL G 2 LU B 2% 2 AL &4, ) & 0/ 8-
A AKARI BT o FEZKHS AR RIS I Wy m] SRS L R IE O 2808 B ARSI AR 2 L
[ e 7 kg, A/ BT TR Ak B R IE AL = 0 nT RO Bl DA B 2 Bl Al I T X
{7 H4E

[0033]  ALA b P e i S8 Y R ) 4 b, — 28 HARS R 1 22 Wy JUSLOUGE AR 0 B IEAL (1) L 4R
AR, 3K A2 PR A AT 2 DA IR AR A0 PR B2 Ik B/ SR AR I kb e — Mk i, 5 50
D5 A S 9 U 2R = Ry sl B T ER AR L, IR T IR A 2 0T R 2 By . R EAL S
HrZ H T RN A, B 530 B 2 aisl. £— A7 &9, AR R4 59
rhASE R RO 26 SIS 2 1) 8 i A A, (EAS PR T, b Bl 46 A ) Bt IR A B e i 7 -
BEHA S B O R VOE. 3,3 - R —4- WERFT RV EIF AN
Mg —4— i B JF AL . 76 5 — Sl T b, EA R AP aEE A A e s
W2 (R L 0 Y ) o (A I A P 2 2, 49 (A B P e, L R R AT AR o

[0034]  W]{EAK A G A G B AR S s & A A Z IR EIHLA N iRk &)
(IR T K < L4y S AT A4, 1 11 DL-3, 4— — 35 2R BL TN 2 i 8k DL-DOPA 5 JLZS M i
il an 3- FREEBE KB 2 ELE ) 2K =Ty sy IR, 491 il e « — SRR | BT BRI I ) LR R
SRIRIR R LERIR 2,5~ “RIEXTIRJRER B TR ONEE K TR LR . JRER
R BRI, S AT A, B an MR e R R 1 s 2L KR 2 R B S R 2R
ARy 2 Ry % ;7K KHi 25, apigenol. luteolol LR E . quercetagin. 7~ £ 2 Bl « ]
PR g i RS PR B R R R IR AR VM 4,57 T =R
HEIER N S LR E) B (diosmin) Wdiosmoside 3’ ,8" — X -4’ ,5,7- =%
B M AR SR O R R e H R R R PR H A2 R (taxifoliol) /KK
B KRBT KT LRER R LRI VRS LRIR LR B T IREE R LR IR BT
FRME R LR ER B FERME KRS LR IR I B TIRER IR AL LR IR s M bR 1 s JRAE (5%
B ETFRANE & E TR EF IR TR 5l s 1 -0- WE TR MR T
R s A Bl g, WA B B R T IR R B A (3,47 L5 - SRR sFIETR
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WA HRHEFIAT DB o A A A2, X BRI 2N B Fm] B sl b ) —
WEAL 2 By BN B AL 1K) 2 By 45 AT o

[0035] ¥ IR, AT PLE 2 4 e, BR 4l B K F 8% T+ 80 % 48 A H b &4 8¢
WEWA, 8 EATA] LLLUHEDIRI I — & KB A dett . P — MY &HEmMELX
(1) 22 Wy, (0 A — LeAE V) SR S U, Eopk AU E S i 2 kil AT AR A A )
HRORT A B U RS A 16 S AL T IR B A (R A (Gingko) VEHRLFJE (Lespedeza)
Vh & 3% (Passiflora) /K K] J& (Silybum) .Mt 458 (Citrus). 4 ZEM (Hamamelis) . H
H & J& (Thymus) « £ % 2§ J& (Chamaemelum) . 3 J& (Achillea). KW J& (Equisetum) .
2 J& (Sophora) . ¥ # J& (Fagopyrum) . #% # (Eucalyptus). ¥ ‘& A & (Sambucus) . #£
J& Betula). & 2 J@ (Vitis). )@ (Pinus). LU # J& (Crataegus). M J& (Quercus). $7
H JE #R (Ratanhia). T & 32 J& (Lythrum). & & X J&@ (Acacia) . fH A J& (Cupressus) .
A% JE (Vaccinium) . 7% & F J& (Ribes). % % %j J& (Centaurea) . % % J& (Rosa) . K
f )& (Hibiscus) . th % J& (Camellia) | # 2% (Malva). % F1#R (Podophyllum) . fi Bk F-
(Schizandra) .Gaiacum. 7] 7] J& (Theobroma)FEHJE (Arctostaphylos) & (Glycine) .
S¢ti] (Cynara) JRIEZEJE (Rosmarinus) X2 & (Orthosiphon) .—##5{E (Solidago) «
2275 (Lithospermum) « Z 5 J& (Curcuma) «-EMH 8 (Aesculus) EAJE Melilotus) =%
J& (Ammi) | (L9135 (Hieracium).24)9 (Angelica) MIZEM-HL (Asperula) » Fpalth, 2 %0J0H
AN NEA LD /TR ERARARG IR RN R N AN R e RN T 58 SN TR R 72 NI S
RNAE AR AR E R Bk, 27 A B 1) vk B A FIROR Bk e A it AL 22
My Iy, IX— RTE S T AMNE 75 CBE IR ALY 43 B AL &4, i B8 55 5 A 2 M YA R
IFEE A, BT iR R B AT I BB AL T, AT AL Y AL 5 1 22 M e A

[0036] LS jids) 5 B, AR B IR AL A A I AE N T LR MR R X R EAL
i 77 A o H S R AR E T

[0037]  iZALA YA T SEEAERE IR IT Rl B2 Tk B IE 2R OE T 2 W 7 o R IE
76— B 18] P S 30 FH A0 & W 03 MR G, DA ZE KA an B3R, HLE vl 78 52— 1 5 &
AR KBTS A 7. a0 S 6 P, BEEE AL AL G4 PT I8 TR R B A TR 1R o BRI 1T
I8 T A, R B B 1) A0 B ) T IR RS TR B IR Y 5 i AN A2 B A [R] - B R B AL AR
PRSI RO HRAE, ST RISRAG . BRI, A% B4 &8 It RE B E M kb B S EHL TS TE
A AT T B At DRl m 7 T ol P 0 RH I i 220 2 TR R B 22 (1) e, LIl v 7 I R 1
b R T R T S SR T AT SR R B IR A S -

[0038]  LnsLjEfs 6 o, FH A FR e i Ak 3 B0k B2 A P

[0039] ANV TUREA B RKIL 52, — 2L 2 Wy B LA W] S ECHKE R . X JGH
K A ZE A REESE, F 2 B HOR BRI T AU —AHN KA R 7270+ Eds A
X AR T Pk T P 2 5 o G AR e 5 KT I M 0 SEL A ARH AR M ¥ ) B A BT, L s ) 2
TNo FEZKH R/ DS L AT BE A2 L 7 1™ R B, BRI, A8 I )R 405 s i AL
Z My n] B HOR BRI AL (16 A 52 A o

[0040]  WPREEBLAL AL S R T B 2 (M BUASS G T RIS, By 25 H AR
WEAL B0 N AR [R] o A A 24 % b sl Aot it b ] 3652 (R IR 48, R B 1 24 W 8 Al
vit FH 3 V) 3 T I 1) /50 B AR SR, 4 B ik B R BldR T R R ), 25 B = T
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BT IR F N, Pl WO IR i ML 4 B = T B br B HAS SR A — R A 288k
TR ANAARIE . AL FT A 2587 804t it 7 2R A HE NS Bl
W3, L LB () 254 st i, LA s R A 43 W S 22 AR, 0 B S L LA L FLVE
TR L2 W) AR K 0 TR o B RIS . T a5 R I R A A
AU AN A EHT, Bl & B8 T Chemistry andTechnology of the Cosmetics and
Toiletries Industry, (A&t BRI TAFAb2% 58 AR )Williams Fl Schmitt, %
¥, BlackieAcademic and Professional, & 2 iz, 1996, Harry' s Cosmeticology, i 8
[, M. Reiger, Zm# (2000), 1 Remington :The Science andPractice of Pharmacy ( 252
Bl 5508 ), 25 20 Wi, A. Gennaro, i+, (2003) H, IXLErp [ — M N ATE B S 275
I BARIAL 2% 20 Rl P R 3 14 B8 23 Ak, TR T S0 B i i i A2 4k . SR, Tl 4
FHRT T 53 S84 028 AT AT i B (R 2054, 91 i3 7K o0 BIOER, YR < T AR B30k AR A ek 4
A, FLE CMBOK AR | v B R ALK 2 BRI LR AR AL ), bR 54 5
BTG g P o AH S o AT Al 5 A DA AR Tt 381 e ok, 451 a2 JER A B i, 4610 4 )7 M 7
B (self-tanner) « 5 RARUE IR BT R0 DU A6 bl A Gk
B s 8 R AR, IS E GE RS EE R R IR W R sIR 2628  H T
FERFEEM / BELE b, ) A Bl B IR M BORE f Sh R AE KR A A Sk
RAKAEUE A A A i s B0 s H TR 2R B, 5 s g g R =  8Ulk
(ridge) IHEIAIFE FIHIEF] X 22 W 7T 2 R etk 1% 2 CLET 3 e i TR 380
F i, RIHGAS USE AN 5323 S0 € BTl o e 8 A 2 My S Id B T« BN BIZA N I
T AL 22 oy 1) FH K Bk T 2 By (K0S PR R T 4T S &5 SR 224k, (HAE A A N 28 G H &
10 R 0 21 A I 0. 0001- £ 99wt %, fLLE L) 0. 001- 24 50wt %, HALIELY 0. 01- 4y
30 %, MRALIELY 0. 05— 29 10% . A H & A 2 M KB A 2 72 S LS 2t A
(P B EC T N 2 M R, HLRT ABL EXF T2 By A 5 W fe R 4ME. ZA G601
A S A AR R ECE A R LA TR B I SR T AL A . TEALA YD BT O3 TR IR
BB T A ESWPTAT SN o ARvER BT FH R e sy AT an IR T The International
CosmeticIngredient Dictionary and Handbook, 25 10 i, 2004 b, oy AALEHE T S 5|
No ] 5 BRI S G G B RT FH PR 1) JR 0 w] 42 52 1 i 3 1) SE AL 46 (HANBR T, k) BloRs
s EURLECE G s ) Bh R, 49 dndt g BB TE VR S GRS &) (bulking agent) 1
HAF Bt 711) < 5 R A AN FL IR AR 1 5 38 10375 PR SRR LA T 5 a5, DAER e /e BT 4T 1)
H bR PR A P LR B 2 s HEE R o7 J R0 pH 855 50 R0 A R

[0041]  JUHALZEH T A B IE AL 22 M A 59 2 X6 415 006 it in 20 5L B 1) A o 3% 1 A1t
AN T AL LL Rl 7y, T SCRROA “ Bk 2 AR TR 7o 3K 7 K 2t A 51 1) SE A 455 , (AN R T, e
SR, AN T 1 S A T I R T A LR 3 R S ) s PSR
B¢ B HHZETE BRI, ) anho bR i g « FL TR 105 R e A R IR, 25 B M AT AR, N- SRR IR
AR WAL TR A 1R s HUIEIE ), 9] an K A% BR AU S A R TR s Bl A= ) b =L i 1), 151
WE L TR S AU RE IR O A R VR EIE R A E R e &M (clortrimazole) ;
A, 540 EDTA 5 Ry I 24, 49 an 2R AR R PR R BE R IR Bl B R A shiedh / Bral 8o,
) U S AW T T BRI R 5 S DRI, A5 e PO A I PR ok R 1 SR B R 5 BRI BE
(2, PRI, AL 45 miscellaneous (JRZ A ) F occlusive CELERAY )) , Tt I BHGR), 4 40

10
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AR E (cola) VAL AR P25 B2 BE, T 28 240, B A S A mT A SR Ath 2R HB SR K AR VIR
JERA CERFEAK IR H FER BCH LR ER B W 150, 461 anin il AL REL & TEEg S ARV 5,
0 AN IV ot 2 22 0 I B0Z BH B IR 9 JER SR, 491 R Bl IR s B SR (A MLERGAIL ) » 1
avobenzone  FEFE AW | B FE A BRI o JE 18 . AL R B EE s RIVE T (fh2fEd e ),
IR NN L Sevih iy N E o A L e S N o R ) T A 7 e 2
FETAHER R0 A3 K, ) AN AE R BRI KB argireline (HIANZIE ) o IXEEHN 78 (I B2 IR 2S
ARFRICL 2 T BT T 10 B I8 20 T2 T 2 2 B R A

[0042]  AKREAMAEWRAVZ & WATid, 2M1EAN—HE 3G 2 F A=W,
HERdRiE, w2 B ZMmPE 2 T —FraE . B, SR g, JCH R E, i e
TG BN IRIE B S N IR R RRIE YR T R 0 R S s R B 9 IR A RO B R T
SR D AT (EE LR No. 6180662) 1E A [ I JEWE BRI HLAE AL ] H T B
1R % (US 4698360 H1 6437004) 5 FIE A 440 — BRI 48 Mo U8 T 1 715 571« B8 751 R4
1k 1 DNA $2ER 3170 (2518 L H) No. 6696495) o ABLHE, T, FHRe B2 (28 75 1, 45 0 2
3 R e R OREAL T T RS e (BP 1058864) Bl e J5i 4 i B Rk 41 4 41 a3 % (US
6147121) sFHI DA (EP 953345) 5 kI (US6132740) s TREH AN / BIAYT K A
WA IR 7 2 B4 B ggE (W001/30336) s T3kt (EP 1013260) H1FH/EME MR
(W099/04747) » BT TR £ R SCHRET 2 W BAEE S 2% 2305 N B, B8 K&
Z MR AR AR, I B RIS A B BT I . AR B R AR AR Y A 2R
FIZLER, 9l B2 Bk B R Bk ¥R B PR O 0 ¥4, O VR B RE G & A S B N B L 2 By 4L &
Y MBNZA R o AR R B 2 M2 BE SEIUI ORI SCR I 2 By . 2 L HY
TERT T AR EAY 22 M & 5 480 FH B0 R =3 B, TS il 25 5 I\ Ak &4 1109 Bl /4
(CEIR

[0043]  EA R B e 0 B FH PR, BRAF S R0 T Y B R R ) o DA B TR KI5 13IE,
DLK V2 e 5 IE, U8 T BEIEA 2 M n] 7 Rk B B U R I 2 A6k o AR A2, A
BT AR (AT R Bz R G A2 F8 16 7 RIS 52 J5ms » U HAR R B2 (1) R g 10 LA L
RSN, B A] 5 ANET 18 B AFEAR 5| N B AN B 7 161 UL I 8 6 955 10 o
AT YRIT RN P T TS 1) B2 DR ) S 85 (AN BR T, Y292 B2 AR das 2 52 8 T4
PR ARG R 9 B R TV BRI

[0044]  FEARIE 1St 77 2, A VR 1T B9 52 TR A2 PTGk Ay 1 k2 A 108 % 1 i O ) — e
B Pl FRRAMUE Rl A AR T AR A, X2 T S A R 2 R R S BUN
NS4S N ESuN L A o7 82 4 = I 1y N2 IR (=i P (T o TR RS ol o A e
BT A FH BA 0 B8 22 A0 S 30 Bz e 1) ok R i T 5 B i 18] 240 DL RO BOA 515 S 1 24k
WE LS. ARG AT 2, Fnf LORANS (RE, SERPAT LY ) 8 s (R, A
JE AR SZRIRT DL ) (170 ARGUEIEAR N R A 5 B IR B EA R 2 5040 o 1% 25245 4,
T, AHANFR T, 408U S0 R I A5 S0 TR T 30 23 38 0 00 FLRUSE S M AL B2 I 2 7%
SRS B2 I C0 A (1) AN 4050 BB A« B2 R AR 2 I (R HIR 4% B 2 el R P, Rz ki v 13t 2k, R 3
(A 55 IR Ry DX S TS0 PR i ) 5800t 2R 73 S Mk M [ i Bl S R IR 2k (e =i s o
% CEEPIAE L ARSI AL A BT SR o i R B SR AN K

[0045]  7EV T B Pk b W82 30 1638 430 1k v DU AR O B H 253 BRI B A A 1) 2
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FUETE o« IR DU AR 22 T 2L N B0 7R 22 MBI ) e Al R e e 3% % 3G R BHDE
AR 25 25 305 G RIBE RN 5 he s LR A8 A A o SR B » i 7 A ey s L )4
Yokt, B A E AL I B T B e I E A SRR T, DU S (AR R B
H 2, (AR Dy 1 5 (A DL, A0 B 2 AR AR ) o IR L8 S M PRSP Bl L2 A n]
FER A0 LA 73 7 BN IVE 2 S N B, SR AR E B H LR ETSC DNA (R BRATRE 7 1, I
ARy § G5, TR I RE AT AT S5 40 R N AN IS 5 B A ELAE R S 5 SR
A, XA R 8 5 SRARAR AR TR, 1 EL= A2 8 00, B 3 e =4
A EEVE 2 AR Fr R A RCR , 1 A DNA 45 s HiRH R AL BT 7 25 4 —6- BRI, 19 =&
BB IE ) ML NS o A7 AE KBRS, RN B o S ARV 2 iR,
I SORE JRE S S BCRAEREALAT 3 Py s BAT— 28423, IR AN BRI . A
H e S MEAEARE )2 U g 3 LB TR I B AR A R BT R ik R . th TR 2
By R B TR BRI DT AL T 2 R0 S T, BRI 2 W F o FC A5 0, e PO A
AR ] . DRI, AR e 4R (1o s P B F A5 R IR 78k 12 iR A TN 1
FLBFRA AR 2D — ML 2 MBI T A RSB E R N g b o X R B
A ELFEIG T BT G o R A 522 S N P R Al ) i A R 0

[0046] 2 MU T 3, WRILAL 22 By m] 7 (M AE Bt L ALt L 25 YDRISR B IR BT R
HIPTARAL T o X R BEE — SUSR AL T, JUH G2 B m] By O AS LE P 7 (P, 3K A
NRDPAESL N Y LA BN — P el A aEEL AL 2 Wy n] i SRR AT LA R
FHA > BT BRI, JF R IR ER I SR, 1 T T AR s It DRI, 6 P B AR TR 7k
LY T EUR TS G e ATl SOOI IR IR R .

[0047]  Jiti I A 5 T F4D Jmd 0 It P AL 45 0 10 73 4 ml B A 22 W K0 IS PE R A 5 0 BT 4T 4
(R 2 R T AZ A o — b, D 7 Y5 2% At B » B0 O 1 s iy 4 A AT OG0
UL, Al B ARG e T EA F IR 3 (HICRRIDE ) F 20, BiE R 28R 2 )5, i
A LAk R 2 7 BT RE AR A RN o BN A7 5 ) 2 R AR 4, g R Akt
B A RAFGEANN, AT TR RN . 2 F TR AR BRI L Ae s A I 0 1 BB R 2 il
TORBH S SR, 83 Ia 7 sy 5 BRI 18] 22 A R e G, AR e In 241 54
LSRRI o3 G0 10 A A2 B A A DA b, A D S SR SOMEE J 24— IR BIRER 2 4 805 UG, Ak
MLVERE 3 REIRERL 3 WK, BIE R 1 81 2 WK, AT Rl i iz 4l &4, SLH & oA 24
0. 1mg/cm’=2mg/cm’ FHIA YT B A BUR T o “ K] JEIN7E L2 38 R M Iy i 1) BEnT U A
I i A, e 20240 1A H, EARIEZ 34 - 249 20 4, BALEZr 6 M H -4 10
G, BRI 14 - 29 5 4, i R EGATT VA A B IRT BT ST e O o

[o048]  fE [ AU U145 HZEAtk I, BAEELAL 22 Wy i) e Al A 2 ROR BN . kAR
IR Tl 1 S5 i 9] 3k — D ) R A A WY o LA S SS9 S 491 1 A 2 i A (R R
[0040]  FEZR T, FEE/T T, 5 100. 0g 45 57 (TANFOS167-134) #¥fif4E 300m1
Ko I 29% NaOH W K) pH ISR 9, IFAE 1. 5 /ISR TR BCA FHZAH A0 26. 6ml
SRS X AN RE T, I £ 29 % [ NaOH, LAYERE pH {E 9. (BRI ST, BiHE
e BRI, FRIE R HPLC 3 #r. #RJE AT 259 HCL BRALS 43 pH3. 1, A Bhmi 2 1%
I3 BRI AL R R o SEE 2 A2 8 Y BERAL

[oo50]  #% A% b B A B (3,4,5- =R EK) WAL G WG w N o
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HO
Q \ O on

HO
[0051] W[ 4niE it Pettit 28 A, J.Med. Chem. 2002, 45, 2534-2542 1 il /3 FF I $4E 0 1§
UL L. FERR T A EE (25mmol, 5. Tg) A1 IR SR MERE (7. 5mmol, 0. 93g)
76 100ml & JIF W B WA #1 3) -10°Co 7E 10 43 B 2 J&, 4% CC14 (375mmol, 36. 2m1) F
DIEA (159mmol, 27. Tm1) FZIB-EWAERF LR FE T 30 0 8h o WS N =R E (113mmol,
25.0ml) , FFE IR T B ZIB A WEI 12 /M. 1@ 3t TLC(Silica F254, Felid LR LB
/ IECKE 80/20v/v) Mid= VIR AN 1 7+ 0. 5M KH,PO,, 28 )5 FH 418 SER A BUZIR B o
B ek Bk ygm et 3 = (R IRAREE ) DA, HEH Rl / 1E
Tt (80/20v/v) HIVRAWIUEs, CABR 22T bk B 1) A i 3 1 2 7 1, AR 05 FH PR B R 05k »
CLERAS S TR o
[0052]  [9]7E 0°C [ 200ml JE/K DOM Y = ( Z REBIRARIE ) HIZE~ 1 (12. 5mmol)
IS IR P EERESE (T9mmol, 10. 4ml) o 7E 2 /NN Z J5, WS 0 300ml 7K, FEHEHEZ R VIR G4 1
/NI PRI CBR SRS KA, SR G R, 15 2 R
[0053]  [nj{E 400ml LEEPGHES ) LA ESRAT I s i CH,ONa (37mmol, 2. 03g) , Ff 75 %
B NRE RN 12 /N FERERE 2R RAN LR OB, FER AR AEK P8 . H Q1R LBEYE
BAKHIFRT o LTS B EE R BUER B, /775 A2 I =R ls (PM = 468. 1), HAH
XTEAREAEET B F> 90% . L6 3 (138 A I — B IR N KA s
[0054]  7F pH7 T, 7E ImM FRIBERREP G2yl , 72 200 T, WA A P I R K s iR o
10mg FIREAHE (M. W. 228. 24) BIVFAE 10ml SEphiErh . TEIEE B4R W, 16 25°C T, 7ERS 4k
PEahiX —BIF (AT 1g/1 5 4. 38mM IR ) 24 /NIy 7E 14000rpm 250053 B9 1% K
it 5 438, FHAE 305nm A AL E 2 0D 4 6. 26, 7E 305nm K AL FIFE A EE e mM EE R
28. 1o ik B P IS8 WA, IR Y343 19 0D oh 123. 1 (4. 38X 28. 1) o 7EMLEZEI) 0D 4
6. 26 T, YRR B A I B 080 5. 1% (6. 26X 100/123. 1) 8K 5. Img/1,
[0055]  AHXTHE ML, ZEAH R 4 N, 7E3E F o 4-9 BIANF pH 7K, R 538 NI A2 s
B — BETR R I i FE RIS e M . S 3 22 P I — R IR MR (WS R R > 30% w/v, REHE
RO ) S REAR LG, WA FE G N o 5 4, I BE 7 B — B IR 6 7L [ A R /K v 2 b 3443
SERRIE 1A R B SEEM] 4 AR5 A2 P T — R IR 1 ot e A
[0056]  VPAN R EEAL I (122 A5 B, FH UL AR B RR N (IR I, DA 52 A2 15 i] A% 20 1 e
Ak, 3% FT R0 PE B R AL RS . A AR AR A A O HPLC A3t
[0057] [ E 75 W ¥ HPLC 43 B 1) S5 56 4% 1 40 F Jn 38« 5 R :HPLC-UV 4% + :Alltech,
Alltima C18 5u (250X 4. 6mm) F13E :30°CHiENAE A :0. 085% o— WEBSVEE B : ZFETESIAL -
101 1 % Iml/min M A :310nm £R B B[] - (P95 8. 2 73 Bh B2 A5 7140, 7 73 Bhsh
A

if1e] (min) | ¥ A (%) | #5IB(%)
0 98
50 60 40
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Bl (min) | WHA (%) | B#B(% )
55 0 100
65 0 100
72 98 9
85 98 D

[0058]  {EWE 1 (1) EEF IR AR T AR BRI AL 8 P R ) i 1] IR A AR A B HPLC i
2, iR AR TR B s AR . ARG 1 (I ZE P AE L 40. 7 73 BRI R,
HIL P24, B 98% AT 205, £ 1 T ERP/RH T I (2
WL 7E 8. 2 2 8Pt (Y w2 S b B RR MR R U I A = /MR B RE I (19 56 R BRI 1) 1 22
PR o 3X— ARG | AR ST 1 0, 3K T8 o £ B N TR R T B A ) s e o R A R ) A ¢ B
7 AL A RE A B PR SR (t, 40 14,6 AT 16. 7 438h ) RIS BERR AL AR AR (t,
29 23.3 F126.7 380 ) o AN EMUACAE R DR IR BB OB ST, B IEE R T (B
HE A Ak

[0059]  7F 0. 147M(NH,),S0,/0. 81mM MgCl, pH5.5 7 {F 3k [ 2 Wk (1K) B8 PE B 1R B8 (Sigma,
P3627 lot O08IK7071) f74E T, ¥ A BEMAL AZE S TE. CIZEFTIE ™ RIR I B R B IRV FE )
A4 1. 6mg/ml F10. 056U/mlo 75 A [F] Ry [a] 1) B Ab HY 5543 1A, FRa8 G HPLC (23 WLLA b %)
1) .

[0060] P 2 R T &R, AR MEREIREGAL BE (AL P TS U T I ) B (1 BE P I
B RIS =ik I E Al ( SE ARl ) BlidD . W AR AT AR UV e b afiE T
Pl RSB BRGNS B ] E T, 7R R MR BEER IR B 40 85 438 1IN [R) Ak 1A 3 i
KA, SRS WT T P 70 FHBEES B BRI Z1, B0 7 1 1 22 7 e 56 4 A IR AL, DRI AA
SR R B AR AL R 1R T R AL R S R N R R
INf 18] T, A7 AER A ) B P I — R I, DR /D M A i 1 2 7 B — IR IR, LN — 3 i
PEIEAL BB A R AL b B XK S AR B IR (> 85 4380 ) N EZE I
PTG S ARk D o A8 P B A W IR T 1 7 I TR) O B I 2 2800 R R R 1 i 28 X
UL ERH AL / B B AL — G (B E AR B E IR (~ 300 2080 ) NkBEIA%
PR IR BRI B RIRE . C. 458

[0061]1 g T 34 hnmc iR - (2 A R I e ok, P BRI (~ A% ™) B AR~
AR N R . RIEAL A B P I A HPLC 20 M7 38 I, B IEAL B Al v, 32 R A LA 3]
e DRI BETAL AR . X SR B, R B 2R R M R R R sl R A AR A
FPEEE T PR BRI, IE PR Wk, R IEAL (R A R A AL R U B R IR I IR S
ST b A SR IR i AR B BRI B L Y R B At T (R

&) faEtk
[o062]  ifill#% = /NFEAHAC T, AN A AIFE A EERIN Y, 5 AHEE— DN EH 0. 1% R
RO AZE SRR S — A5 0. 2% AL B 2 ( ABERTE ™) IS 4NN T o
ok} FEEHTH
J¥51 1
fill JE 1R 2. 400
H I RS IR R I 2. 200
W2 R R T B 0. 100
EEBERE /W /BHT | 9. 550
FEJERE / #)8 /BHT 2. 000
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ok} EN=ag il
ZRR 4. 300
o 2 K R TN I 0. 100
J¥51 2
EETFK 38. 630
— LIENE 0. 820
%o} ¥ 3 7 R FY 0. 300
EDTA =4} 0. 100
7 1. 300
5 3
EETK 35. 000
51 4
[ 3. 000
R4k 22 7 0. 200

[0063] X HEAFEA Ao ARk (1 €0, AR N A ZE A EEE OL R, B oK. — B —
UM S R — L 77 3 4 R e [R1BE, BURA S AE = R AR IR R BE 454 :50°C (4 C RIS (RT)
TEEAM (TR A k) B I, SRAFMEE R W R IR <1 AR e MR E R R
P 50- At /4- A /RT- A 0. 1% FZEAEE 50-1t (%) K /4-1t K /RT-1t K
0. 2% FFEATELT 50-1t K0 /4-1t KO /RT-1t K0 2 F& i Fa e MR FIR B 50— B
/A= At /RT- A 0. 1% AR 50-1t K /4-1t Kt /RT-1t K 0. 2% (AFE 5L ™
501t K /4-1t K /RT-1t Kh 3 J& fa e MBS B4 50— €8 /4- At /RT- [
0. 1% FFASEE 50-1t K (AEFERI (vs1) BRE, HARMIN (s1) TSN ) /4-1t
K /RT-1t K 0. 2% (AFEAEE ™ 50-1t Kt /4-1t K ( HSHEERAHL, E7 7R
W (vwsl) B ) /RT-1t K€ 4 e EUERIXT Y 50- A6 /4- A6 /RT- A
0. 1% AT 50- K& (5 RT ARG, Brot sEmg, AT ) /4-1t K (5 RT AH
LU, SR A R K ) /RT-10 2K / K8 0. 2% (A B 50-1¢ K@ /4-1t Ko (5L
EAEOUHEL, JEF AR B e 5 ) /RT-1t K

[0064]  xuegh LR BH, 7 DU A, 5 A et 16 (22 P AR L, BRI A 2 P i R g/
(RIEIEE ST, AT SIE SE B BEAL A R B s R R A e I o SEEM9] © L ok £ 52 40 ks 1 2
P IR BRI A OIREAEEAAZEAEE T 1 HPLC 4307

[0065] [/ HPLC 23 M S i 45 an LA EAE S 4 h ik BEE -

IF1E] (min) | ¥ A (%) | ¥ B(%)
0 98 2

40 68 32

A7 5 95

57 5 95

62 98 2

75 98 2

[0066] & 1 7t T AR BEmEAL (A 22 A5 i RO 1 Omni chem 4% (4 /87 F M IRAL, 28 25 1 ) €
R Z0LLL B 4 TR BT B RIS T R E OB EEL

[0067]  {E—ANA2S250 & N30 N e D— 5 o s R B 4 o B 2R 13 F 14 R SRR
NRE W, FFESE T, AERBEES T, H pH 4 5. 6 19 700 507+ 100mM 4825 — IR (phtallic
acid) F10.25% Triton-X100 $2HL 90 7380, 4w $EE R H R B 5 — /MW, IF 5 A EE R
B ARG . EXEE R, B T KD 0. 22mg/ml B 0. 47TmM. 7E &S
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BINTE AR, 78 25 T 10mMo— R (RPBEER ) Al 50 T FEE NGB 25 MBS B IR G
53R, IR B HPLC RN .
[0068] &l 37nHE T 4554 I SC D— g iy # By T 2 U o B B B2 ™ 23Uk
TR AR A TR (- = 0.99,N = 15,p < 1 X 10, ] =@slfb A ZE R (524
WAk ) B R (r = -0.69, N = 15, p = 0. 005) ,
[0069] I W %¢ | BB B WAk 2 B A ERE R R I M BB E R (r = 0.98, N= 15, p
<AIX10%) . MRS BB E NS BREENN R EETL
= —0.27,N = 15,p = 0. 33) , XK (kB BEMIIL ORISR ) BBk A2 RN
TE RS N B AL A2 S B A RIFE R . C. S5
[0070] AUk BH 1) S50 el R BH B IR AL 11 B2 7 Wl e A7 0 T e K P ) it Al B A A1)
ik B Ik P ) TR ek T s A A ot I A 10 2B 7 il e v O 1 A e ) o R0 B A AR 2
A ZE A, FECEREE AR e . B 3 s gl SRR, 778 T Bk b IFd il D- g
J s R B IR TR M i R R e B R RN O A T OB IR S . X T B T
) () 2 P BT ORI B P I T (AR N T B T2 ST R M AL 22 e I 21 5z bk b1,
o A 5 R B AR G 22 R TR0 1 A B PR 4y BE AT R AL 2 By A SR S 6 7R
22 P — A IR IR I s e A 2 J I AR A P A AL vE
[0071]  £F 37°CF, £F 20mM HF 0. 05% Triton-X100 [¥] pH 4 5 AT FRZZ M N, FH %
Pl B R B 22 IR 1A R P e RIS 7 W I A B2 P i ( ABE ST ™) (0. 256mM) 6 /M. ik
T IR B IR P JE A 0. 063-63mU/ml o T W IE A4 1 22 7= I 1 S A B e T PR P Aol 1 Pl P ok
FE , DR1 b P 1 658 vy KT PR o PR TBRUAR 521 R A7 AR 38 I 25 2 ) I e A 1 2 P et o
[0072]  ffiH 2,27 —ARZE (2- BRIEEIHE ) « 2HCL (£E 2mM T [ AAPH) /B8 B HHEE SR
3], 25 AR F A AT I 2 AR RO S8 . @I AE 234nm TR EE IS AE 30°C R, 1R
pH7. 4 1¥) 50mM B4 IR Eh G2 Pl K B /K AR R A R (0. 16mM) A Ak 1 AR LA — i A
AR A o T K B 2 IR DR R B A L R AR AL I R 0 B BT AR AL AL
[0073] P 4R TER. FIX—EP, x— FT N TR A B2k g AZE AR T B E R
TR TR I I FH o o 85 0 T A 1t T W P AR R DR LG0T B T 168 I e e etk e 2 A R ) . IX 3K
AL T AR T30 = R 15
[0074] G2, X SCHHE R B, BRIEAL (B2 P I 1O I M ol A T B MRk AR, AR X
AAPH 155 S S R AL (R AR S b BT A v T R &
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