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Sugita S, Marumo K, Ishioka R. 1986. 2-Aminoethanesulfonic acid. JP 61282354
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Field L, Owen T, Crenshaw R, et al. 1961. Organic disulfides and related substances. IV. Thiol-sulfonates
and disulfides containing 2-aminoethyl moieties. ] Am Chem Soc, 83 4414~~4417
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phonomethoxy)- ethyl ] adenine; replacement of sodium hydride with sodium tert-butoxide as the base for
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NS
N N~ o~ P 2.NaOH,H,0, 3. HCL H,0 Sy~ ~N A~
o) =) . 1 T2 e » M2 N ~"0 ~
R 91% g OH
4 5

NH,
NZ N
0 GO e
o~ J>< 5 NN
c” ™o
C4HsN, DMF, CH,CH, o

o-v—/
~

SE .

Yan JW. 2007. Preparation and application of crystalline adefovir dipivoxil and its composition. & BH-%F| i
AU, CN 1935818
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Parthasaradhi Reddy B, Rathnakar Reddy K, Raji Reddy R, et al. 2007. Process for the preparation of acy-
clic phosphonate nucleotide analogs. WO 2007013085
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Li K, Wang YZ, Li TH, et al. 2003. Method for preparing 9-[ 2- [ [ bis (pivaloyloxymethoxy) phosphinyl]
methoxy | ethyl] adenine. KL R HIEA T4, CN 1421450
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Hu XX, Chen TQ. 2005. Method for synthesizing Adefovir Dipivoxil as anti-hepatitis B virus medicament.
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Joshi NS, Ramam BP, Rao KS, et al. 2006. Processes for the preparation of alfuzosin and salts thereof and
novel crystalline forms of alfuzosin. WO 2006090268

Manoury PM, Binet JL, Dumas AP, et al. 1986. Synthesis and antihypertensive activity of a series of 4-

amino-6, 7-dimethoxyquinazoline derivatives. J] Med Chem, 29, 19725
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Manoury PM. 1982. 4-Amino-6,7-dimethoxyquinazol-2-yl alkylenediamines. US 4315007
Sadanand NS, Bhivsan AP, Chandrakantrao JU. 2007. Preparation of alfuzosin. US 2007105880
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Nathani PK, Narode SD, Siddiqui MJK. 2007. Process for the preparation of alfuzosin from N1-(4-amino-
6, 7-dimethoxyquinazolin-2-yl )- N1-methylpropylenediamine and a tetrahydro-2-furoic acid mixed an-
hydride. WO 2007069050
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Anumula RR, Alla S, Gilla G, et al. 2007. Process for preparation of alfuzosin via esterification of tetra-
hydro-2-furoic acid followed by coupling with N-methyl-1,3-propanediamine. US 2007066824

Hu GY, Xiang HL, Xu LM. 2007. Preparation of alfuzosin. /1 LR HIEA T, CN 1935806

(k)



Alitretinoin  PORJ# ABR . 11 -

Alitretinoin [ F 4 A B8

WL, 12454

Alitretinoin

A
BRI AE A B2

EEk¥S CAS Bl S,
302-79-4

2525 .
Buliiga 2 CO,H
3 : CpH202

FHR R 392 FRE: 300.44

Ligand Pharm TLESH:C.79.96:H, 9.39; O, 10.65

FDA #tifE H .
1999-02-02

Hitb &R
Panretin®a 4’{:%%! <2E94E96E98E)73977:E|j%797<2969675[':]%717%6%%)%7
2’4’6,8‘m%@§0

1& RZIE
SRS Z R UEPERNJE (Kaposi's sarcoma),
ZLME .

BT FIZE A RS THURZY . FR 94 A R, J&—Fh RIRB N IRMELE A fR, JLAE
FHBLHI S IE S A0 N 4E A 1R 32 14O B 45 & T A AR PUreEH] .

HFMR - -4k A BR (XK. Tretinoin) WE—FHUEZY) ., W S A4
Tretinoin 5t H ,

Panretin® g & A BT 4E A B2 0. 120 ROBERS I . AT T4 97 5 3000 MG A9 D 7
PR
B BEE—.

o 0 Et,N, CH,Cl,~78°C w\//o
osocry), + ML __ Et0” N 3

1 2 3




- 12 - FIALSFEERBEFM (1999~-2007)

t-BuOK XX ~CF3
S
PhN(SO,CF,), + CHO oo
4 5 6
OH
/\ji(B“'")?: N X ~g-CF3 1Pd complex, PhyAs, DMF, 2h, 1t
= 2N
HO ¥ 00 2 NaCl H,0,rt 2
7 6 8
OH MnO,, Et,0, 4h, rt CHO
= O~
8 9
Ph cHo 1. (Me Si,NH.Na, THF, 20min,~78°C CN
L ; o N
Ph—P—CH2-| + P 2. HMPT, THF, 20min,—78°C
Ph 3. (Me,Si),NH. Na, THF, 50min, rt
F 4. NH,CI, H,0, it
11
10 9
1. BuLi, CuCN, THF, Hexane,
15min,—40°C
2. BusSnH, 30min,—40°C SNA
3. THF, 15min ~40°C
N w\/o 4.NH,CI N
F *Et0” N S\CF 5. Pd complex, Ph;As, THF, DMF
3 6. THF, DMF, 30min, rt N
7.NaCl, H,0, rt
0~ "OEt
1 3 12

C
S
N
X BN X
N 1. KOH, H,0, EtOH, 50°C, cooled X
2. HCI, H,0, 0°C, acidify N
X
0~ OH

0~ OEt
13



Alitretinoin PORJ#4 ABS . 13 -

SE .

Wada A, Fukunaga K, Tto M, et al. 2004. Preparation and biological activity of 13-substituted retinoic
acids. Bioorg Med Chem, 12 (14), 39317~3942
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