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HBREURTEE—BRSELERS -

[0061] fE—LEHIET @aWaaBROW
BAE) - BES FNESLTESNRE - F—BEHE
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EBEZRE FE—2LEK
B> HEESEHN 0.01%ZEL 95
EEB) E—LERFEF - BEHNEEYN 0L1%ELH 50
% - E—BEHTET  BEY0I%ELH 20%(EE) -
[0062] HFE—HEHEITEF r HEYWEaEXNODOW
HARAZEEEZERE &8 TET  HELE
BUEZRBABELN WK EN Tk kNTFE - E—EFHIE
FEF > HAEMBEEARAONE  HBERL 0.01%EH 95
(EE) F—BEREAET  BNEEY 01X ELH 50
% - H—HBEHEIEF BLHNIINZELY 20%(EE) -
[0063] HE—HEHEFEF  HePWEEENXN DY
BEF1Z, 58 > Bl Unguentum Merck 5§ (Almirall Hermal)EJZ
Cetaphil@(Galderma) - EF—HE B T E+F - HEWE S &
KROWE > HERY 00X EY VN (EE) £ —HEEFHK

HEF>CENEERN 0L1%EL 50% - E—EEFHKGTE

s ERA 0.19% F 4 20% (EE) -

[0064] FE—BERIET  GEVWEEFERE—
R R (DNBAE N - B8 TURE
AMemEmRE - fl > S kA AR N EREE
GEE o STABHBEABLEY I HINE  KE
GEMFEEREESGE  SRE > NG > INKE > AR
WEE UMUK K IEAK 0 BT BB BEMB &
S EM RERE WEBLE LHE MOH
EREGEY -
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21 A

[0065] AABMMNEANEMERA AL -—BERS
EEANKE SBANKE DE EBEANARGGE
MESN ARSI EZNERXNBRALCHE  BEEHAL
M1EY BT o A SR KRB RR P B 19 5] B R 0 O AR AR SRR o (B
41 » Hoepfner % - Fiedler Encyclopedia of Bxcipients for
Pharmaceuticals, Cosmetics and Related Areas, Edition Cantor,
Munich, 2002) - /A E B KECYWEEBERN > FlOKK
%ﬁ’%@’%%’ﬁ%%?ﬁ%m’%%’%%’@ﬁ
REIKEZEN AXFAREGYTHRERREEEEK
EuhE o MEBSBER - KERE - AR #HKIALEL
o S ECE o WBE o BER BREMSHE - Z6E
RHEERN  HNEALFRAEBAKMREAEHELND » K
EHEMASBENEEASPEYRNERFEEYITE
1 R A -

[0066] HROK - BENECERKANBIAOKT
BEESER A6 UREERA BE - BREAEANS
EAABMNEERINBRN —EBERNSEHEN /B HE
m o FIEK ZB o HMm o WRBEE > EXERH - AE -
HHE MERERE EEERESE BEZEUBKERE E8K
EAE A _E HEhEE W WEE> BLIE -
BAREABEZTNELYE BANEHER -

[0067) SPAAEIB TR EZERE FyE—E >
BESR  B2R HKENESBEAY > KEBRE -8

97517 19
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A

IREE > RE - RBER - KER - RE - HEH > EIRK
wo o BE o RABE OEMNETHRE > AREBNERN
EERUNSESBNEEETEE CEERERSE -
[0068) APAHEIBAHMANES FTEZHNEHER
BlanK » KRAKEBEABBHOERRBEBNREXEYHNES
Mo L RAKBUEZB LT ESNEEE S N ERE
BEETEVUORERER - AXMAEN T ENEEDH
DERAESEANHANANRKREEREBEEK  H
H > FoBNEHSERFRTFENESY - BH&EET
DEERECEHRABMKER CEERE  BTERY
M Fs c BEREEE PEG-100 M  HREXFERRNE  H
REFHABTE > UERBEE BFZ2E&ELRALURBEEE
i fS B B (TWEEN) > A ML A/ (VASELINE) » = ZEE % ° Em
o BEERINY > EERE O UTUEE - -AEBENEHEER

il

AREBRMWMARRAE -

[0069) 40 > % Unguentum Merck(Almirall Hermal)
5 Cetaphil®(Galderma) R & E N E S F - ’
Unguentum Merck £ B 5 Cetaphil@i SHEWEE WL 70
% FEEENLE 80% T BEANKETEEREAERRIKIMN
ANEBEHB » #l40 Lipoderm@(PCCA) -

[0070) ZE—&EBHEIFEFT  HALE&XNOHERN
7, F& - 4 Unguentum Merck 5 (Almirall Hermal) B
Cetaphil@(Almirall Hermal) e f£f — S E i 5 FE +F - ﬁ%'}g”@%
RO E EHEALY 001X EN IN(EE) £—EHIE
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HEd > WHEBREL 0.1%E4 50% « £ — BT E
b BB 0.1% T 20%(EE) -

[0071)] o6 % B9 35 7 84 B0 & & % # 7K M = 9k K M
BB BIMEN  MEBSEE > REEF BRREOR
J_:E o

w‘k

[0072] WA XFA > ZEREZEBEERLXEREA
MNERBZEREEENFSIARARAE BEHEXLRGEEHEE
ARAWEEE > FINEYESHERBERM “EE" BX
Bt Pl TERE BELE BBER » BB
KEOMHEE BHEHEANEAREERBEESZE

[0073] AABWE LS LLE E S8 8E (]
% Photofrins hypocrellins F ) B B E A A B A W DI 3 -
B H] DL PO T g R SR M 0 PplX YRR R ORI B SR
b\ B AV E {7 B & Bl (W EDTA > CDTA E)ZE & FHET PplIX
o= R AN DR 4 S ol jtﬁi{fﬁkﬁfﬂ?” LY £ Bl R & B

FEBHE (Fl 40 DMSO > RE &M B S FE = | & WAl - B 6 BL
FIREE)TARNEBAA N ER R -

[0074] FZHERBEBEBEIEYNI2EZL S0 (EE/RE)
BEEER flw 85%-

[0075)] ZEABYUAEL 0.05EL 0% (EE/BEE)ME
F > #la - &8 01&2& 5% -

[0076] AXFMNEENETUNREEE EHNA
BIEF RS E’HFE@EE}&%&@% Fla - dHEYET
DBEEEEky flanEMmE®B RER - H - B & -
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REHEMER > EEB HEtH MERER > EE&H
EEE BHEAE  BR o Bl BRERKE > REE B
EE - BB BER > RLEER  HER - EE£F 0 B
E?ﬁﬁ%ﬁf%m’u&%%%&%%%%%&%%%
KE?;%Eﬁﬁ:“*A MMk - BEE&EBPHNSINIERE
ﬁ&ﬁ?ﬁ%@ﬁ%%@ﬁf@’ﬁ@%%m%ﬁﬁ’H
HARRE - B HBEERE > EXKHORBESE BEEETH
E—SHER  AEBEWMAEBBSSHIRITUELRXL
FTtE e P RESINIEFEERD -
=R EE

[0077] AR ABHELAFRAZ2HNARAAZERES
FES A LELEARENARAONEREEEGY NS
EBNBEFTBENENSE _FAH FE_ABXETUNAEH

7l - & 3E EDTA > CDTA RIRE 2 & B & DMSO -

REEEBRNERTDEES BHBRXIETESTHNED —

[0078] H—HEEHIFEFINEBBEZEHEZEHR -

LB b 3 (D HY B 3 ﬁaﬁ@ﬁ: ANEFEIEERNESHE
B -BRENBHEEPERBENBRNS®w @E24A
Percutaneous Penetration Enhancers(Eric W. Swith & Howard
I.Maibach eds.1995) : Ghosh % 17 Pharm Tech, 72(1993);
Ghosh % 17 Pharm Tech, 62(1993); Ghosh % 17 Pharm Tech,
68(1993) T A E L AELBBSI AL ALXRI - B & Kl IEZ
REEEEN  RBOMFBHN - REREMT L F
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A itERAZHNEEYHE -

[0079] ZEZBRMNEFBEEEARRZE ER
B2 AfElE  KEBEEBR \EEEERIZZE > FZLZE 400
AN B > N-REHFHELEHE DMSO IERERLEY A
US4,755,535; US4,801,586 ; US4,808,414 71 US4,920,101 AT
A EEFEFNBEBBRSIHE AR -

[0080] H—EEBEBHAET > BENEZEKMELIF
KENE HE—HERGTET  FENERZRELEHABR -
E—EBREAET KEBERGOINKEHAR - £ — L
Bl TEF  KEBRZGEOELAR E-EFEHEITRT > K
BREHREKEHEK -

[0081] HE—&£FHEITET  XN(DOBWERSE —XH
F_EBEBEIF A c BoEMEATUREME
BHAR  F-EFEREATET  FIEHBEEEHRESH

i

—,

ERSEGE TEARBEHAREEY > I K Z &0

B BE GRIEAFEERSEEGE  BRE > 0by o ok
W AIEULE N EY R ER BL&E WER
c S BH o BREEE WIEELR o
Z MAEEREHTEY -
-y
[0082) — 57 - A/ BIR 4 T 16 56 5 55 fir 3B 48 41
A AR (OO R EREEY > BINKEY S RABREEH
B P 4R o6 8% 0 IR K (B R0 R PpIX)EY 53 o BE 1R FIOEIE b
G A OIS EMES - Hit > AABNEREEY

N
A
@
C +
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HEMT AR PDTERSBERARENRERREINKFE -
[0083] AXFENERENAREMIIREEE K
B HELENEERE PIUARKENEE 288 &
T RECXRECOHOE W ®RE-F B> EBNIL
o WRE Hﬁﬂfﬁ%ﬂﬁ MAEBE > FTEENTENRN

=
E o

= =

il

Ay

o] .

[0084) HEX—JH > AAHNHBEREANZER

ERHEHEREHANHEEERE - A VL 5-ALA

KREBOMBEE R HETUEERSKE S
R EMT AR BAREEDEREHN —BE - &
ABEEHEE N KLY EBE N - %R
MoEB RBATFEESHBREEFARE > KA
BESICLREN  FEAYEEEREEN - ARES
BRI B B o A 2y BB A B A9 E M B A FE A B R B O OE 14
Rl - Bk AN > AN BBV BT EE P AT BE M0 TCA T B IR £t 8 E T
Ve F /3L M 38 S-ALA SR B4 PDT o Y 5 8 8 i

[0085) HE— B EWAED  HREEZREEM
BB N EAE  FAES AR ENR (DB
KEEY BE—BBMELONBRESYENEHY
U P 8 L B PpIX: H5 04 M4 B R — & % B A B &%
RTRTAR A ARES: EaH SR ENEESE
17 3 B 77 258 B -

[0086] 7E— b2 77 & LM% B AL 400 B4
1000nm » £ — B EH G - BB BE 380 B4 440mm » 7
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R FE P 0 B E B 620 EL 750nm -

[0087] #E—BEEHES REBRBEW - L E
2 g7 o B SR B B -

[0088] HE—LEHIED > MARELHE » X
B RO 2 R o AR O 9 B M R
BEELE  CHLE RERME KT KBES
o B AL - MRS 0 BALEIZ S SUEL M AL 0 R 0
BRI 0 BB LA -

(00891 72— k&% JiE 5 H b » % 75k AR KL 4
ft -

(0090 1 — & 8 16 75 % B > % U7 K F R B B
R R4 B E A% 0 b A {9 - Bowen
S A Paget KW BB BEIME 0 4 EE o B
ACBEE BRI  RHRE MAHEERE BE TE
BOHER - GEER EEER XAEREROASEHER -

[0091] E—BEEHESF  HHEAREESS
R EAEEREIERS -

(0092 E—EEHWHI
BEBE W S E
0 R -

(00931 =% (D) 3 40 4 ¥ 9 i FA °7 4 38 L1 R 32 4

Zh o BEESEBENRE &
EE O OMEENDORERE

LH

BERS . BEH B FEHHIEITSIARE -

[0094] RIRTBZREBIMELE) Bt &k
fE (LED)SC BB AR - T EACB B E R &R
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HYERfr - e R T LUFEL 300 2L 1200nm WEE A - B E

CHEH3B0EL 0nm NEERN - XRNBEEKFRLY S E

47 200T/cm’ > BERBL 10 EL 120)/cm’- HABL T AESR
& 3% 38 (Rubel % A > Br J Dermatol® 2014 171> 1164-1171) -
HMEAZEYMAXRBZENERBEESRETUEZSN 0.1 24
24 /NBE > BENOIELH 4/ - HP PDD > BEABERA
Y (B4 600-750nm)EHBEER  ABRAEXRE B L

' 380-440nm) Bl 3T £ & Y K T -

[0095] 4HEWTFHENRETLULEL 0.01 24 95%
(wiw 2% wiv) BEL 0.1 28 50% (w/iw)» & 0.1 24 30
% > K& 0.1 EL20% - ERHETURBHENER £
EoREEBMERMRRL > RAREEB 8@ @ > 88K
ZENERERKEE - BB Z2EL 0.001 24 3g/
RHEER > BEELY 001 289 22/ XNWERN -

- [0096] HARAEERNRFIEERE S-BEZBWNR
BERZBYE  S-MEZENE 22-"8&ZKE > 5-BE
A 222-—HLBE  S-BREZCEAEFRR 2-BE&
B S-MEZEBANBHRE 2,2- & ZKHE 5 Z
AEEHE 222- 828 S-BREZHEBANEKILE 2-BE&
ZHE S-BMEZCHERNBRIE 22- 828 - 5-BEZ
BABZE 2222828  S-BHEZERKRRNE 2-&

ZBE S-BEEZEAERNE 22-"“RIBE - S-HEZ

BRBAE 2208288 S-REZBERNBRTE 2.5
RZBE SHEZBERBTE 22" RZKE > SBE
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ZBmRETE 22228 28B% > S-S BHEZBERNBEIKE 2-
RZBE > S-HMEZERBEE 22- "R Z8B8E > 5-E
ZHERBIKE 222-Z8 288 5-BEZBERERCE 2-
SolE  S-MEZEBEWNECE 22- 8 4K¥ > 5-BE
ZBARCE 222-=8 2B  S-HEELZBAETE 2-
BZME S-MEZEFRBYE 22-—82ZKH > 5-F&

ZEABTE 220-SAZEH  SBREZEAR 27
s )R ZEBHE o S-REZENR LRETE 22262
BE o S-BEZERE 2FETE 222SRZEE 5
BEZEBRE 4 FEFE 2R ZBE SHEZERE 4-
FEYE 200-"RZBE > S-REZERNE 4-FETE
120 SHRZ MW S HEZHEAB 4ATE 2R ZBEE -
SRREZEAR 4RTE 22 _RZBE > SBREZER

ik

B OABERE 222 SRZ2BE S-HEZBRE 48 &£
BB ZEBE SREZEAE AHEYE 22 A28
B S HEZEABR 4HETE 22208 2%BE 0 S-BE
ZEHRR A-ERESNE 2 2BE  SHEEZHBRR 4-8
WA 0" RZBE S-REZHEAE - ERETE
0220-ZRZBE

2 W 77 %

[0007] B 5 —5E > AAMMEREESYTH

MBAEEHEHSEBRASGEIINEBELEETE RN ITRERY

B REEREBREROBRETBISEERRRE -
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EHSREBARONBREEEY F— RREBIW
1-4 NS o [ BT A BB 78 45 O o R B AL R G BB > ¥ B R
B R E R BB 380 B4 440nm YOG 5 AOH BB KK
TR ER - E—BERFED  BHRAKFEEE L -
E—EEHEHED > BREKTEBLEE -

[0099] HE—&£F\HEHET  BIDEHZRAERR
M EAE: SRERMAEL  BESRERONEREH
LEMEREBE BRAVEBENKERL 380 24 440mm
MR BEEE K RERBETLER -

[0100] #—LEWHFET BEEBRREL -

[0101) f£— db B i 07 3 o » BE & 3 5 MO » JR K
W BECBRR BN AR BHAERASL -
B 1

[0102) #Z=—FHE A AHBHRTHELZTHN
B )% 0 HAEE S-ALA RERERPIO=ZS28)K
o EEAEBREFARMOERT  TUEER—ER
o % A A S BT LAY B

[0103) B4l > EEHEE 5-ALA REGNERE
REBEANBENBREE SHRENE QBB 1 AR

[0104] AABMELFEENE —BHEREER B
WEZFZBEETHRE S-ALA REBH LW N-RE
oo ER TS A N-Boc(N-# T &HE)K N-Chz(N-F &
SEVREEE o HIk > MBS 3R 4T THE—HKIE
TR EREEMRTENE ZITENEAERERE
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5-N-Boc-f# % Z BE A B > Bn 8¢ S-N-Cbz- i E ZEE RN B H
MENEBETEYW (B 5-NBoe-BEZBAEHRE -
5.N-Boc-MEZBERNBCOHE S-N-Chz-lFEZBAEBFEM
5-N-Coz- B ZBHECER) - ARKRE Cbz 3 Bn REE
LB EEAREBE MW > 84 > Raney $2% -

(01051 E—LEHELTERT H RE SSEEZBAR
MR ENTEYEN T AERE BEN-REBE-S-HEZEW
BB EMTEYWHNBR ) MASEAR - H. M X-COOH LA
Rt S BEZERNBRERNETEYNE -

[0106) X EHE -CY'R'R> -CY'Y'R'AI-CY'Y’Y -

» Y2FD Y’ LM EEE Fo Clo Brfl I- RVl R*J8 17 0 3
AE @ ANAREMARNEE > KRAZMARNEE > KR
REBMARBRE  FERARAIEMANERE » KREAEER
Co BH > RBMAZMALN 3-12 THE > DUEALAHNAKE
Ry 5-12 &S E - R RIMNBEEFMEZENEFHE
FEAVERRNAHIBMAN ConBRE  RERARMADH
3-7 12-ToHEER o REUARREMRN Cen FE » BARBAK
WA S-Z 12 THEFE

[0107) H—HEHRIES  REEZTEKE -
E—SEREATES > GLELABEZLK -

[0108] AAMBBUNS —FERETRBRAKM
EEEBANNRENEEGE - A L‘MEH%E%'&EM%'&%&
FRBBE EEBUEETFXBERED Amberlyst A26
(OH) - EHEBEHMEP R OERE WO 5-ALA FEE
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BB CIT MR MBS TN O A ERKELA
MRS ELHEE . BE BTXRBEGEES
AR T RME IS Amberlyst A26(OH)HI K 3 %
B S-ALA BB LLER 3 Cl -+ 3 4k 2K 55 o B o B2 A A B B
RRES -~ F > mMEEETFXBEEW Amberlyst A26(0H)]
FS-ALABE BB A AN P #E REMER  BALH
MEMARRTHEEEE - BLEEEWEN > BIER
KEH AR
[0109) 8 4& 7 /% B8 69 B8 A9 42 46 JE K o 75 JB 20 T 3
BYBRABO T ELE AABOKETUE —BRRES
EE BRI O ORE PR ZEC ORAE ERES TE
RTE  —859E G0 Z2BZE> 28 Sk 5
 EEE  NN-“HREFBERS _FETES 24
SEMARN - AAB O TIEBERERBE RSB
B AT BRI B - RIERER-15F4 100C »
FR BT R A R RO R ME R BB B 4R A -

[0110] E—LEHAET  BE S-HEZBF®
REGEYNEN T EAE: ES-REZBERBRENE
V) BB AE YRS X-COOHRS » 8% 5- & Z 0 i
RESTEYHNE - X EHS » -CY'R'R» -CY'YR' A
-CY'Y?’Y?® - » YR Y IS Fo Cl> Br f1 I- R'FI
RBIIMEBEE G FMARNMANEE » RMARBAW
A RHARRBANBRE  RMARNARNKE » £K

o=
=R

RBEARE Con B RRNARHAMN 12 TEE MK
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R AR RBAHE 5-12 T IFE o R'AT R W DB 7 8 2 10
—ERSEEFEEREDNARBMAN Con B E » KB
RFEARH 3-12 TTEE » RBARBAWN Con FE - Kk
B B EU AR B 5-12 TR R

[0111] E—£EHHFED > HEERERTF XK
Bl g -

[0112] LU B M6 61 2 89 2 4 B A9 07 3R 0 4 AR B9 88
B RS IR

[EXEESRE]

L o
VAN

(EHGA]

[0113] BB 1:5-BEZCHEABRFE=-"SZKE
(5-MAL TCA) -

[0114] [ Z B Z B (50mL)R /K (20mL)$ i A 5-F%

E7ZEBAEBHEE®EB B (1.8 10mmol)fl NaHCO:(1.7g

20mmol) - B MENERARE KBAZKRZEENW
RBOmLx2) s EHNZBKRZEZABA Na:SOFZ R - BRI
FAERMA=ZSZ B (1.6g° 10mmol) » BERBREEE -
5% 5-MAL TCA H & [E # (1.7¢ > 55% ) = 'HNMR(D:O,
360MHz) 6 ppm * 2.62(t, J=6Hz, 2H), 2.82(t, j=6Hz, 2H),
3.60(s, 3H), 4.03(s, 2H) °

[0115] -EHWEH 2:5S-BREZBRNEBECE="QLKE
(5-HAL TCA) »

[o0116] # S-BEZEBABCEHERE 2.5
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Lommol) % ¥ 50 9% Z B K 3 % (10mL) » & 35 % i i
Amberlyst 26(OH)(5g) @4t » I A 50% £ B2 /K % % (20mL)
R E RN EBE=Z&G& 2B A K (.62 10mmol)dY Z EZ (5mL)
B - BEHNERBERZY SEOBGER S-HAL
TCA(2.1g° 56% )° 'HNMR(D-O, 360MHZ)'5 ppm: 0.77(t, I=6Hz,
3H), 1.21(br, 6H) » 1.53(m, ZH); 2.62(t, j=6Hz), 2H), 2.83(t,
J=6Hz, 2H), 4.03(m, 4H) °

[0117) E®RB 3:5-BREZBRANB=-&KILKE
(5-ALA TCA) -

[0118) & 5-N-Cbz-F# Z ZEERWE (2.7g » 10mmol)HY
B2 (35mL)E P 0 ASEBR(10% - 0.5g) R =& L B (1.6g -
10mmol) - ¥ B FE 26 Ha T 3% 24 /NI - 6 I 6 % 30 4 0K 3t
iz > B3 5-ALA TCA B E 8 (2.7g° 92%) - '"HNMR(D-O0,
360MHz) 6 ppm * 2.65(t, J=6Hz, 2H), 2.85(t, J=6Hz, 2H),
4.03(s, 2H) *

[0119) BG4 5-BHEZCHBRBLIE=GZKE
(5-EAL TCA) -

[0120] ™ 5-N-Boc-fr E ZBe W B 2 B (2.6g >
10mmol) Ay MU & Bk B 20mL) BB FP M A =& & B (1.6g »
10mmol) - B K EFE 60C THEH 2/ - BEKEBZRT
7 S-BEZHEABZE TCA WHEBERE Q.5 78%) -
'"HNMR(D:0, 360MHz) 6 ppm : 1.23(t, J=7Hz, 3H) » 2.64(t,
J=6Hz, 2H), 2.83(t, J=6Hz, 2H), 4.03(m, 4H) -

[0121] AABFEWUTHETHEREM 1Z 4P AR
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FEBE  S-REZERE LEAZBE  S-REZER
B 22" HZBE S-REZERBE 22 2-SRAZBE
SREZBABTE LEAZBRY SHEEZBARTE
2,0-"HZBE SBREZEABTE 222028
SREZERNBZE 2ERZBE 0 SBREZERARBRZE
L%:%Z%@’&%%Z%W%Z%Q&LE%ZM@’
S EEZEBRNBAE CELAIBYE SHEEZERNBRNE

CRZBH SBEEZBEFRBERAE 2026288
SMEZEANBTE LELAZBE SHEZERNBTE
20 2-“HRZBE S-BEZEANBTE 22206288
SRR EZEBANRAEE 2R ZBE S HE 2R B RE 2,2
CHZBE SBREZBERBIRE 2226288 5 5-
BEZERNBRCE 2—A28BE > SHEZBERBCE
0, 2-THRZBEN S-BREZBABCE 222 A 288

[0122) AABWNUTETEEHES 1,27 4 & Fi
B TEBE S REZEABYE 2EA 288 0 SR
ZBRBTE LA ZBE SHEZBRBTE 2,2,2-
SRZBYE SBEZEAB LFEAYE LERZBE -
SEEZENE 2-EETE 0L, _RAZBE 0 2BEZEH
Wi 2-HEEHE 2220 R2BE SHEEZBREB 4-F
EFEE CERZBE SREZHERNE 4FEYE 2,22
EZBE S-BREZENE 4-PETE 222828
SHEZERNE 4BTE2ESZBE  S-REZHAE
4B 2SR BE S REZHENE 4-8FE 2,2,2-

(—

2R
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SRR S-BEAZEWNR4HETE 2-EEZKE
S-BMEZERAR A-HETE 22- 8288 S-lHE LM
Wig 4-HETE 222-28 K8 5S-BELZBREK 4-2
AETEHE2ZERKZLBE S-HEZENKR4-ERETE 2,2
“ERIBE S-BRECHEWNE 4-E2WNETE 2,22-Z824
F% Ha

[0123] EMA 5 RKAEEHE

[0124)] FHRSE=EELHUET AN B AT I E K
SRR  BHEERO 2-0 )R EERER 70-85%1
BHARBF ER U /NERAERENEE &ML 5-ALA
5-MAL 1 5-HAL BV EEER B DL & 5-ALATCA A RIRE " E
MAEEWINAE 25~75% - W H iE & & B R A W2
WE - SSHAL TCAMIE E{RE R & » 5-MAL TCA I & & 1
EAS%) EMERERNIEIREL AEREE -
“HE %P - 5-MAL TCA f1 5-HALTCA EEHRM%  EHE
MEFETEEZEHATENENMERE  URDERRES &
HY & & -

[0125)] EHEMH 6: BENEEMBR/AENWHE

[0126] HMAHESZEONRBAE T XL B AT E
BENEEMNR/FAE B 3 E2xnEnlESHETESR
H 3F SOBEBE2HRETTHE -GERRHE > S-EHEKE (X
BIW "8 ZBESENMBE/FTEENREEYENVERE
(R 14 22HFE)-

%
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1 HEXREHRHR/FTEBAE -

1 2 3 4
5-ALA HCI ' 1" D C D C
5-ALA TCA B B B B
5-MAL HCI | C C C C
5-MAL TCA B | B B B
5-HAL HCI B C C B
5-HAL TCA B B A B

AR B BB C:-BRUHE -D: FEBRARE -

[0127)  BF 3661 7 55 28 4 40 B o & BR PpIX #9381 -

(0128] HHARERAREEAERIBRER
100mM {F B 6 8 3 0 « 12 U BL B0 A 45 X WE B B R O 05
W (PBS) BB MR REFRBRE -

[0120] 74 B AFEE AS49 G (ATCOER A
4.5¢/L EEHBE > 10%FCS IFBE/EEBEN Fl12 8 &
(Gibco)d ¥ 37°C F1 69 CO: (9 M R IB 5 ch 88 3% - 72 A3 24
INEE BT AR B L. Sx10%/ml BAEE| 48 FLE 96 FLEEK
- SHISUAT A PBS MEMNBEM K 0 MIA & E MRS WM
BmEN SENERIEENL - SIEBE 4> 8 : 24 /4
B % M SN > A PBS AIFE M K 0 M E PpIX £RE
B R B 360140 5K - BOEIKIR B 620140 Wk
(CytoFluor Series 4000, Multi-Well Plate Reader, PerSeptive

Biosystems, Framingham, MA, USA) -
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[0130) EEINAAFEWHEEANR EFHEE &2
BISEM - T E B EENERE S EMBEEE BN ELME
L& 2) - |

. % 2.55 8 AS549 40 FE & B PpIX BV &= -

4 i e
BEiLewY 4 /)N B 8 /N B 24 /N BE
5-ALA HCI (10 mM) _ 1.00 1.42+0.04 | 2.35%0.19
5-ALA TCA(10 mM) 1.00£0.02 | 1.30%£0.06 | 2.50%0.17
5-MAL HCI (10 mM) 1.2720.04 | 1.60%£0.12 | 2.22%0.16
5-MAL TCA (10 mM) - 1.2010.04 1.2520.02 | 2.20%0.16
5-HAL HCI (0.5 mM) 1 1.20%0.15 | 1.57%£0.08 | 2.92%0.30
5-HAL TCA (0.5 mM) 1.15£0.05 1.57+£0.11 | 2.72%0.10
5-HAL HCI (1 mM) ~ 2 ~ 4 ~ 10
5-HALTCA (1 mM) ~ 2 ~ 4 ~ 10

5 M ON U T RR BO A OB 1

[0131] EHHHE 9: BREA 1 -

[0132] # 5-HAL TCA(250mg)# H 0.9% & 1E 8k /K
B R GCmL) MR 5% 5-HALTCA B K - I REBAEN A
EEHN FEAFAENEERWI A PBS)H 1 E A KH
-

- [0133) EmH 10 BEREE 2-

[0134] # S5-HAL TCAQSOme) B ESE =&

(100mg)M 0.9 EEMAKBRFTCmL)BEEE 2% =8 <
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B H 5% 5-HAL TCA Bk & H -

[0135) EEMEHI 11 e 1-

[0136] HEEBHETERZESEE RSB 4.37g 1-2
9% > MW725,000 5 250,000)51 A 2| 5-ALA TCA(630mg)t >
B E B 126me/g5-ALA TCA % 1B 8L E -

[0137] E MM 12: FIEEBH 2-

[0138)] B & F TCAGCIm W R Z E &4 FE 8B
(4.37g» 1-2% » MW725,000 = 250,000)51 A % 5-ALA TCA
(630mg)F P BHEHEGEESRFEEE 1% TCA B 125mg/
g5-ALA TCA i U5 5 I8 sU ] - |

[0139) EHMB 13: A FEEE 1 -

[0140) & 5-MAL TCA(l.5g)8% Ung.Merck 8GR &
(8.5¢) " 2 &] 150mg/g Y 5S-MAL TCAWEHAEAEXRECAE
3 -

[0141)} EWHN 14: AT 2-

[0142] # S-MAL TCA(1.5g)# Cetaphil@(8.2g) I
TCA(0.32) R & > 58 & 3% TCA K 150me/g H B E &
EfE 5S-MAL TCA A EH®H -

[0143) EWHHF 15: L EBEE 3 -

[0144] ¥ 5-MAL TCA(1g)¥#8 & & 1% DMAO
Cetaphil@(9g)¥ AR & » B E &% 1% DMSO B 0.1g/g
5-MAL TCA H.FE & A& -

[ FF5RaREA ]
5-ALA S-REZBARE - = 5-FEF KK
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Boc
Bn

Cbz
CDTA
DMSO
EDTA
5-HAL
HCI
5-MAL
PDT
PDD
PpIX
PBS
TCA

T E R E
—54—%

i

4.

TEKE
RR-1,2-BOKE_KENZE§
S

Z 2%

S-HMEZBWRERCE » & 5-EE

o %

S-EMEZEARERE X S-EE

B 52
S 8 712
R oh B IX
B Bk 48 1 B K
SRZE®
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(BIEA)

55 106102897 SEELFI H1 g5 %
1094 8 A SHEESRKRE

EFII:IE—J*EFU i

—HEFEXOWELEY
H-NCH:COCH:.CH2COOR + Cls:C-COOH (1)

HP REHG HE - Z&E WE > TE K& =&
F_AERETECE=EZTE E_RE - E-_CE-
BERECBTAE BRKE BCOE  XE BN &
4-H AR 2- 5

MEEEAGEEE 1 EAF R ﬁ@ﬁé%’ﬁ¢R%E
G FE CEMTEFRAKRGEM -
MEEEAGEE | BFLNELEY  GEA 5B
HZEBEB 22006288 S-MEZBERSE
2,20-ZRZBE S BELEABCE 20.2,2- =828
B S-BEZHMABTE 220S A2 BERN S-HEZ
B BE 4-F BT 2,2,0-S 8 2 5 B 748 ok i BE 4 -
MEEEAEES | ERAMEESY > Ehzwib
S S BEZBRE 222628 -
MEFEANRES | EFLNBELEY > Ehumii
SV S-BAZERBRE 2206828 -
MEREARES | BEFANELSY > EhEt
S S-BREZENBCE 22226828 -
—BEEALY  HeENEFEABES | EHFi
WEHILEGYRNE) BES FTEINHRBNRY

B e



1736577

5 106102897 SREFIHFEE
1094 8 A SHELEERE

8, WMHFHENEESR 7THALNBERESY ET%E
ILEWEB S-RELBRRK 222- =80 J8%H# > 5-HE
Z B W g H B 2,2,2-:%2@9’5-%&%ZFE&|—7‘§E§EE§
222- 2R BB S-BEZHEAETE 2,2,2- =8 4%
HiM S-BeEZBWE 4-FETE 2,22- 2@ JBE8EFT
GHERHYBE&H -

0. MHFHEFEESE 7 HIANWEBEESY > HPZHE
IEED G S-HEZENR 2,2,2- =8 2KHE -

10 MHFFEEMNBESE 7 HANBEESY  HP=%HE
IEEW G S-BEZENBRRRE 2,22-—€ZK8 -
1. M FEBEMNGEES 7T HAANEEHEEY > EFZHE
IEEY G S-BEZBABRCE 222-=&& 2K -

97517-B1
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