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1. —H 5-BARKBREREGERT®H, BHFERAX (1) X
(I1) #iesd, 2R m, Bk, £k, TR, REKHE
PLHRITE) 5-RIBRRBR B
4, X (D F=X (1) A4:

(0]
R o) O O
1
R2><O === X \)]\/U\OR:; """ 1]
(0]
R1=H, alkyl or B[ £ X=Cl, Br, OTs, OMs
R2=H, alkyl or BUH i3 5 R3=alkyl or UK

Ry Ry RIAEAK Cp - CotP BRI FE, Ry A C-Ci¥
FAERRKAFLE, XA Cl, Br, OTs 3 OMs.

2. WREBEHANER 1 TRGERFT E, EHELETXN (1) KEHA
B IR EE.

3. REBRAER | A ERT E, HREET: RALCREE
A AGER P #AT, RPHIER Y =F M, —FATFBUE. AR,
ZH T, 5. mErkwh. TEE. LEIAAEPH—FHRIUN; K
BAL R G BA A HBRR AN, T A RS TE4, TE4h, B8
b, BEERAN, WRTEAPRRTESH, L AMsA 88, A8k
b, BRBRAT, BRERAN, BMELEAT, BKREM, BERERTREHA
0.1M - 10M.

4, RBFAAER 1 ARG ERT X, HHELAT: BERIBRRALHY
RAHAD L BE; B RIR R MEALR) A2t T RARER. FER. #HAHK
FRBR

5. ARBARAER 4 BFERMESRFTE, EVEIRREYGENAT
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B, LBR. REFRTEE; MEALA) b F R,

6. RIFEBRAIEK 5 ARG RT H, HTEIBRLGENAHTF
BE X LB,

7. REFERAER 1 TR ATk, AL T LA RE AL 6K
F A L REERAA.

8. RIERAIER 1 BTG RT E, KWL TIERE A ER
ABEER. HBRAR 1 -3 OB T 6 —F R LRANABEA LR
2B R R 4eHK.

9. RFEAAER 8 Frifed oMok, LM ERLF AT RMGE
B R AR XA
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5-FUIRER R BR 3 B B 09 B T R

PARAR I
AL AR E HAD A BRAIR, BB E—F 5- B ERBR B
BWeRT k.
LR &8
X HFFiE (PDT) A4 F=+#a+FK, £5kdTREMDT
FHRRAGY, TRTRAESIBHERTFEZ—. 5- RIS B
AR —RAH A FETEY S-RAFKEK (5-ALA) #9388 HE, AR
kAT kA AL (Actinic Keratoses, AK ) #7477
ERS-RAFRRBERLNEMEL, RLSRIMEREE, LERLT
AT A FHIE, EENOERFTETAVETHNA:
1. WHEABRABRH, AR_FBAEL. BBRAL. E6. LA,

/K % (J. Chem. Soc. (1954,1820)):

O 0 (@]
©5éo _ ©;<1<NCH2C02H ©:I<‘<NCHZCOCI
(o] (0] (o]
O CO,Bn 0
CO5Bn
N/\n)\/ 2bn N/\n/\/COZH____> 5-ALA HC
O (0]
0] (0]

2. Ak wH T A B, AR -_FEEL. LARL. LR, KR

(EP 607,952):
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HO \= 0
o) o) o)
o) o)
. ©:((N W o 4 ©:«‘<N/\n/\/COzH
HO 0
o) o)

3. WAkeh PR AEH, BB, AR _FELEL. STHALRKL.

K f# (EP 483,714):
0
HaNH,C~© L HaNHC ON N 0
)"y ~
o)

o)
©§N/\n/\/coz|4
0
o)

4. WUREBARAVKAEH, ZHBRANE. 24, B, 454,

KiE. BLAR. K. Org. Chem. (1959,556)):

Cféw—'@i CQW
. ©;<( S ik

5. ATLEBABAYRH, B, EMEABARRE. KM (Can. J. of

5-ALA HCI

5-ALA HCI

5-ALA HCI

Chem. (1974,3257); Bull. De Soc. Chimi. de France

(1956,1750)):
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o] Bl’z
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O -
COM
)J\/\CO-‘,H MeOH Br\/lk/\co Me (:I:EN/\([)]/\/ Me
(0]

5-ALA HCI
2

6. VAT BB EH, LE4L. BLRAL. AL, LR . K (Tetra.

Lett.(1984,2977)):

o)
Eléo Hoye CO0Me . iocCOMe
0
NC CO,Me CO,Me
N e AHNT Y T2 5-ALA" HCI
0 o)

7. WA LEBEABE Y ERH, B2, FRAL. A M (syn

Commun.(1994,2557)):

0 Brz (0] NaN3 0O Hz,Pd/C

N ———— 5.ALA HC
/u\/\COZH MeOH Br\)J\/\COZH DMF 3\)1\/\C02H HCl

8. WAT_BRBEFAHRM, B4, BeRAL. B4, AL, &R

. K& (syn. (1999,568)):

o)
l::io HOZC/\/COZMe cI0C ~_-COMe M eOgC/\n/\/C02Me
\ o)
NOH NHAc
MeOZCJkﬂ/\/ CoMe__ . MeOzc)\r(V CoMe_ | sALAHCI
0 o)

9. WUT-BBErAHEHN, £Ek. BRI, skeifb. A TFIRR

R, & AIE B (syn. (1999,568)):

o)

Hozc/\/COZMe CIOC/\/C02Me

N
CN \n/\/COzMe OZN/\"/\/002M6 5-ALA HCI
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Mihk Lty oM EkA: BAGRBRERK, KERRIS,
AEREBRALKR, FIAFRERHRE HHFRALT S KKGE S
% 4F28); BARAKAMBEELAGANITEZFTRERGER 4. 6)
, ZAKEMHEL R DHANMKITHIR(RX 2. 3579),
AEBREHEFTAPRLE 1 2), BAL T RO FHE RS X
5, AREBE&E, RMMEE, REXAE T L LR AE
METLBABRBENLEBERE—F, RTHZRFEG 5- LRG>
Moh, 3-4L R KRG FHL B EIRG, IR E R FELEHRL
AMANRREIZBLIALS BN TR, XN RAELRBLHE
EMRAGEEHBOFT RRTLE, ARAARKRS, MERERWH
HgHBER, TBRUEARLZERLIARE. REAFARE
(CN1490305A) LB A B WEBSILE 6 Z T AR E 40 B A B # 47
EMBRAE, REBATELLNFELEL. REFENFEK
K(T%), MBEZRARXENNRITHAR_FTBRERFE, X
& RA I K
KRR

AEPHEBEGERFBRETRG A S-RAEFKBERE
BT ik, VARRRILAE AT 69814,

AERHFEGHRER:

DA BRI B AT AL R B, 133 R ATEE R AL, RER
Bete, BB, RERBMHEFE S-BAEFRBRERE.

ERBERTH:
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o) o) 0
RO M R1><o 0O O R'O 0O O
X
R2><o + ORs R o ORs RO OR'
o) o) o)
0 P 0
R'O o 0 R'O O O
CIHHoN \)J\/\002H R'OWOR' . i OR'
5-ALA HCI o) NH, % Noon

R1=H, alkyl or BUUHY-REE X=Cl, Br, OTs, OMs . -
R2=H, alkyl or BRI EE R3=alkyl or EUfCHIE 5 R'=alkyl orBxfUls 2
AR FETHRA

FikAE AKX (1) FX (1) 91, SR EMNR L, BRI, &
Beft, BR, REKRBBEFE 5-RARKRBERERE (X (1))
HEo, X (1) FKX (1) H:

O O O
Ry
R2><O:§ ------ | X\/U\/U\()R3 ------ 1]
o]
R1=H, alky! or LR HF % X=Cl, Br, OTs, OMs
R2=H, alky! or BURHIFF R3=alkyl or EUf{ 3%

R;» Ry A A AR C - Co 9t AR FA, Ry C -Cotilnh

RIPAREF A, XA Cl, Br, OTs 3 OMs;
O

S
HCIHaN
X () A 2 \)J\/\C02H

E Pk eg X (1) 1o h A BRINES,

F VIR S AER AT, EFANEMAH TR, =F
ATEE. A8, —AF%. . whkHh. T, ZEXEEFH—
FRIUFE; BRI BA AR AR, H P HIRA T B4, TE
4, BEERAT, BEER4A, WM TERATRARTEL4A, H P RAEBAHEEMNM, &
FALAT, BRELAT, KB4, BMBREST, BEEAN, BAERELKE T HRE
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# 0.1M - 10M.

HoP B RIRBR LGS F) A 69 BF, Kk egiEh A FEE. B, BB
RFBE, RN H FTEER B, B IR 6B H] A 2t 7 KA a7
B, HERAER, 4Rk h 2 F R,

o F2 B A0 RBL 643K A AR 4R

P IRRBE ST A BERR. HERR 1 -3 RBEE P oy —F I &
FARF A BAZRMAE B RKBACHK, FFPERMAE BN AKLNH
S0 R

AAFBPHAARARYE LEBRAFT R, S6LARFERY, FELEMN
TAHTAERALA.

AKOPE T iEA de TR

1. REPAFHF, FRAFHARKZEAWKR, HTFEhddk,

2. RERAFHET, BAREARALZE. BRRE, RHHAB
5%, HTHRE, ATFT >,

REARxkF X:
AT &9 KB R AR THARKNA, mIERFRLNA,

A 1
o) o]
O MeO
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o o} MeO o)

o) o)
‘ _OH
0 vt N2 veod”
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0
o
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500ml #9v9 @ HEF , Ao AT BE 300ml A= F BF44 15g A= R —BR T F B 25g
, BIRILIE 15 5405, EAie R UBLL B LB 45g, e, m#EiR, TLC
KB FL R RSE, FRGERAKEE, A TREABATT—F

¥ L—F e = SR T 300ml RRTEEF, denst TR S5g, eim
#o TLCAMRELRERE, HEGZmABERATT—F.

¥ L—F 8y = RiET 250ml BB, A E 0 &, A RABRA 15g 5T
50ml K&k, EHER, FBERLL S E, kB, fmAsK 100ml, &
RABEE, HBRERK, Wik, TREATT—F.

¥ E—F 697 iET 200ml BAER T, BB HSIIAEH 50g, TLC
, RERAEILIE, RGR LR LEBKE, AFERE, REANEREE
AFT—%.

¥ £ —F1F2) 44 = sudfe 6N 69 B 500m] —AL A R B AR AL 6 B,
WREBLE, REFRK, FEHATHRLRLEELES, 24 EERK" 0
10g. mp: 148-149° C,

'HNMR  ( 300M, D,0,) &: 2.50 (2H, t, —CH~) , 2.69 (2H, t, —CH,),
3.92(2H, s, -CH,NH,)

53645 2
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0 O o)
0 O MeO
> + B Y COE > CO,Et CO,Et
o] o) 0 0 MeO o
o} 0o o) 1
O N/OH
N O MeO |
eO 0O
o

smm%wnﬁw PN mmmmm%&&#ug%ﬁ BRI ¥ S

25g, TiRBLI 15 5476, AR K TBLTBR TES 45g, Ak, i ZE 100
JER KL, TLC AR A4 KRG KR REINAKEY, HHKTEERRK,
AETREALEATT—F.

B E—F ey FBIETF 300ml RAKFEF, foast T EER Sg, S
#o TLCHRMAEELLRERE, REGFRAEATT—F,

B E—H e F BT 250ml R T, A E 0B, AmBAHERAN 15g T
50ml KGR, Jewligi, RBERLEL S E, M, wAK 100ml, &
BABEE, HERKEERK, Wik, FTREATT—F.

¥ E— = BT 200ml ¥ BEF= S50mI6N 49 3B P, Ae ek 5g, F
EEAL, TLC #7), REZAR LR, RHARTERE, STERE
, REWFRAEBRATT—V.

¥ £ —F 1328 = oA 6N #Y 2B 500ml —&R A BB E 6 DB,
MRBLE, REH/K, MEURATELRLEEL L, FEOEERKRSR
12g. K4 4E R 2446 1.

F 3
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0 0
0 MeO
> CO,E CO,Et
0 o} MeO 0
O o) l
o o el
\/[?\/\ MeO NH; MeO |
HCI HaN CO,H CO.Et ~ COEt
MeO o) MeO o]
o) O

500ml 699 DA F , AmA = F A F BLAE 300ml FoBEBR4h 18g e A BT

0
o
><:§ + CI/\n/\002Et
o o}
0

A REE 25g, FRIF 15 56, BB ARTBLTLRTES 40g, Aok, jo
#E 100 ERA, TLC AR EE L RBEEINKKE, Hh XKEEK, FiE
, AETRELERTT—F.

¥ E—F 84 = %iE T 300ml LAKFEF, A HClSg, m#EE %K, TLC
KRR B4k KGR, RN RABATT—F.

#E—F = BT 250ml BEBR Y, A F 0 B, Em AN 15g 5T
50ml KGRk, ie4lidik, MEBERLE S E, WmE, mAK 100ml, &
BABEE, HHRKEERK, W&, FREATT—F.

¥ L—H 8 = s F 200ml BB F , RIR S HAmAEEH 50g, TLC AR
, REZAELE, BHA LR TERE, SFBRE, FAKFRis
AFTT—%.

¥ E—F 13 2] 64 = oA 6N 89 38R 500ml —AL R EABE 6 /B,
MRBE, RERK, HEYATHRIRIEETLH, FEHaEEKT &
9g., Kk IE R Lk 1.
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