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2.2, 2,6, 6—FTIFIAFALRYYY N—FFI /0 (167mg, 1mmol), BiLAY
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[0053]

7.4 (5. 1g, 42mmol) , [RIEAKFRTF YA (5. 3g, 63mmol) KUK (54g) D2JE
(o T IBA A NIRO~5C TR L, ZORAMIC, NIRE0~5CIZHREBD
2, 12F B %R THRMR T MY LK EHK (138g, 239mmol) 2 FIZIDERML
oo RIHESRIR T ND LKE R OBINIL, 49g. 48g. 37g, 4gDABNI 53T TITV
L ENENOTRMKE TRICEER A a7 57 40— (HPLC)IZTT ba—/L (D)
DEAVREZHT LT, ZOM. FUNEE M OpHIZ8~ 10D HEINIZ Rz Tz,

Tha— (1) DIHREHRB LIt BUNRAWNIZIRTF T DRI O IR L R
FRIT BE ST DD, FOSEA Y AT RY A (42mg, 0. 3mmol) &
O~2 CTMA TR LT, AfEL L. DR L 723H &% Rk T2[H (285¢
+40g) Pt L, PaifLiz /K@ OpHR7T~8DHPA THHZ L2 MR LT, FHEE5
O CTRML., SOICEEA TN ERu7 I U CERLC, ThoeRur Iy /Eifg=
FN=98/2LL, 7T R D) (54 £103g, 208mmol, 99%INHK) 2 EH 7
57 hoeRu7 7 ik (440g) 21372,

Fhifll: (ba, 7Ta) —3—RAtw—-2"—(1", 3 —VFFYT) —24—FFVaL
Ah—22—xr —T— AN VT —h(REFT R (1) ORlE)

HHREAR T BR1000mIDTTAAZ, FRITAt—T IR (22g, 229mm
o) KO T hoeRur 7 (278g) & A, AL TRRRS ¥ 7o, ZORBKIZY =F
NV (B=AFN—2—FFVTF)N)HRAKRT—hI(57g, 250mmol) ZNiE20~25
CTLREHMNT T F L2, 10 BHB#RL 72, IRWT, ZOWIKIZ, 561 TH
72(BGa, Ta, 20S) —3—RAt'r—2"—(1’, 3’ —VFFYT) —20—AF L —21
—FAXISVITF—=T—AN X T—NTATERAD) DFRFeRa7 7 3%
# (439g; 7T ER (1) %A B 103g, 208mmol) ZNIR20~25C T1RFEIDNT
T TL, SHIZFIREE T20RH S S Tz,

TTER (D) OERFER 1% U T ThodZ LA HPLCIZ THERRL 72t . FUGRA
W 2T B % IRTRK T NI KIS (174g) ZMNA S EAS IkS BTz, &blTAY
TaE Lz —7 )1 (139g) A THEE LKEZ2BEL . Kga A 7 ue o —
7V (139g) THIH L7, Rl L BT BEL - A 2 Ao T, 2008 UV
VRRIZIRALS I BI A % B B9 L& 4 CREaFa by (D) IR L TL% LT ICER
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ET D570, SE % RIET N LKEER THeEL7z (87g X 4R, ZOHHEIEIZ,
2 B % IRIE KR TN DIKESIK (878) &N 2 THEMEL . 60°C CHRMiL 7, ZDRE
KT, R IR b (D A E A SN DT EEHPLCIC THER L (net. 11
3g, 201mmol) , HHLNZRMEHIC, BV %1, SEE%HH THAZ ) —NVE,
BHEESNEREARTN (1) /A% ) —N=1,/2 (BRI ERBINTZ THRSE
7o

BONIAY ) — VU | IREEKTE T ND L1 g 2 IRfRS R 727K 1128g (Rfafnr
R (DIZHLTY. 98 BA%) 1215~20°C T1IRFENT T F L7z, TR T,
BONIRERZO0~AC TR B L%, FIRE TAHBLE, BbhFEikE
K THIEFLIZ14, 50°CT1OMER, UL T ICHLRL, T ootz A 35tk
Y (D EATFIANDOHAREL T2 (117g, #E95% (HPLCHHTICLD) | @A :

87~92C),

[0054] 'H—NMRA~ZML (270MHz, CDCL, TMS, ppm) 8 :0. 71(s, 3H), 0. 8
8(s, 3H), 1. 07—2. 00(m, 30H), 2. 18—2. 30(m, 1H), 2. 79 (heptet, 1
H, J=6. 9Hz) . 3. 87 (brs, 4H), 5. 15(brs, 1H), 6. 03(d, 1H, J=15. 8Hz
). 6. 64(dd, 1H, J=8. 9Hz, 15. 8Hz). 7. 47 (t, 2H, J=6. 9Hz). 7. 58(4,
1H, J=6. 9Hz). 8. 05(d, 2H, J=6. 9Hz)

[0055] ZEMERI2~5

EHBI1LRERICL TR RS E . R LR & CREafn s by (D24
HfER N (EEK)) T eV EL. SEEW AR THAZ ) — MRS ETK
2 T a2 8ickh, Rfafns by (D) & TEMITBOTEO FTRERB R EL TRz,
[0056] [F1]

& 1
AEafrk (1) | M)-MERR | KOERR PRIRE | BUGE | RS(C)
DERE(g) (g HELW)) | (g HEW)) | KUK (g) '
EhEf 2 0.37 0.8(2.16) 1027 BEk/2L | 0.37 | 85~95
£ 3 1.0 2(2) 7(D 20C,1hr | 0.96 | 86~93
£l 4 1.0 2 10310 0C,1hr [ 0.97 | 86~92
ERHl 5 2.8 5. 3 (1.89) 2 8(10) 0C,1hr | 2.5 86~92

MEMEFOIRE : 20T

[0057]

B SCIR T 72T AR SO LTI, 499me DRI R (1) 248572010 &
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[0058]

[0059]

[0060]

DYV & GH T HAZ ) —Nbml (REafr by (D IR L TLOH &AF) [T RS
B, ZOWHE100mlOAK (REFIr b (DR 2008 £&4%) 12 F LRIk
BT, @R85~121CLiRIAL | MEEDIR AR B (1) LDV TR
o — 7\ LRCDEMEHIOFEREIY SR TR A T EH ST AR
Ty MITKLT, e E EEHH DAY ) — VR OKEZRAWT, FRRICE(ESE5E
« USRS RN b (D 2 @O EIR THRLNDZE B2 03D, ZIIZBITD
FeE H REIAD AL ) — )V R OKDEREITNT ISR TR T £ 721 XK 3
BRI CTBARSN TV AZ ) — )L R OKOME I B LB 72K ZOXTD BORs L
ICEDEET, R LIL TOEb DL &L LT EN A EOMEAE R A0k D
B THHEIEMDOFRUALL TE A TR BB BONLZLE RIET-2L
T ARPIELIZES>THEINT, h Ol TEORR Th D,
Heigp1~4

Fha 1 LRIRRIZL TRONIZH UGS & S TR SEICES R L . AKIZTE T L7, A
LT VAR &2 o B CREaFn 7 by (D o348 Rk (B EbL) ) . R UKo
{6 A B R b (D 1ok 3 a6 Bk (R EL) ) %80 | fEREEbIz#21C
AT, WTIOBEL AR N (D EBOVRO SV EELEL TR T 52813 T&

IRhxoT7,
[#2]
% 2 »
Aeagfriy (1) | BEERVERR KOERE ifack ]
DR (g) (g CH&LL) (g (HERH)) | ok
A& /=) LR
Fhefi 1 0. 5 0.8 (.6 1(2) AEE
T rZFRUN ’ o
gl 2 1. 0 200 1010 H AR
. FShSeROz7s > .
HeEp 3 1. 0 2,00 10310 H LR
5 /=) e
Ll 4 1. 5 6.0 (4.0) 2(1.33) R

XIRMBFORE : 20T

PESE EOF| P HEME
SR Ve RN EB L O AR E T DRI T 73 OREET A EL TH A%



WO 2006/062129 15 PCT/JP2005/022457

Reaf b (D &2, REOWEBIUCERMZ BLSEDI2DICHERBWRE TS
HKE KRBT DI L7 THEMTHMNBLETED,
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A R D i

A D)
k1]

(1)

o,
<’ N OCOC¢Hs

Trahb(ba, 7Ta) —3—Aw—2"— (17, 3 —VFFYTFV) —24—FFVa
VAR—22—x2V —T7—A VT — BIETHI2H720, Kk TRNOEL
5Ba, 7Ta)—3—AE—-2"— (1", 3’ —UFFVT) —24—A4FVaLAh—2
2=y —=T— AN YT e BUHERME, FASNS(Ba, Ta) —3—A
vtu—2"—(1, 3@ —VFFYI7) —24—FFVal A —22—x2 —T7— AL X
YT —NIRUBEEHELTL. 5~3D&FADAZ ) — VZERL TS, 7>
OEHEEND(Ba, Ta) —3—AtR—2"— (1", 3’ —IUFFXVT) —24—FFY
ALV AR—=22— —T— A XUV T —MIXUE EHEL TE~30D&iFH DK
(CRHRBRERINT 528128 (5a, Ta) —3—AEB—2"— (1, 3" —UFFVT
V) —24—FFVAV AN —22 -2V —T— A XUV T—beE{LE LD RRE
Wat, BRIV ERE DL BN ERE TR T DL E R ET5 (B a

, Ta) —3—Au—2"— (17, 3’ —UFXYI ) —24—FFVaL A —22—x
—T—AN T —hOBE T,

BOSTREAS, 2 (1D)

[1k2]
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0
<’ NG OCOCgHs

TRENDBTNVT N LA E—i= (I1D)
k3]

OMet
(RO)2P(0) A | (1)

KA RIZ7TAFNVELLLETV -V EEZRL, MetiZ@ B 72K T) TREN
BT NRAR T — D& B LERAIEL LR ThOHRHELITEHDO Ba, 7Ta) —
3—Atm—2"—(1", 3" —VFFYI) —24—FFVaLAh—-22—x2—T7—A
VR T—hORITE S
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TRENDT Na— A WEE IR EBEIRE DIRAWIIN — A% 2 LA
TE T2, KIEDOpHNR 7T~ 11 0OFIFAN TR R IR A TR LRI &L CTHRINL T
fELTELNAT VTN LA ME VB LB KL T 5 REACTEHD 5 a, 7
a) —3—Abu—2"—(1’, 3 —IVFFYI) —24—FFYValLAp—22—xr —
T—AN X7 —hORTEFE,



INTERNATIONAL SEARCH REPORT International application No.

PCT/JP2005/022457

A. CLASSIFICATION OF SUBJECT MATTER
Cc07J21/00(2006.01)

According to International Patent Classification (IPC) or to both national classification and I[PC

B. FIELDS SEARCHED

Minimum documentation searched (classification system followed by classification symbols)
C07J1/00-75/00

Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched

Jitsuyo Shinan Koho 1922-1996 Jitsuyo Shinan Toroku Koho
Kokai Jitsuyo Shinan Koho 1971-2006 Toroku Jitsuyo Shinan Koho

1996-2006
1994-2006

Electronic data base consulted during the international search (name of data base and, where practicable, search terms used)

CAplus (STN), CASREACT(STN), REGISTRY (STN), JSTPlus(JOIS),

WPI (DIALOG)

C. DOCUMENTS CONSIDERED TO BE RELEVANT

Category*

Citation of document, with indication, where appropriate, of the relevant passages

Relevant to claim No.

Y

JP 2001-505207 A (Magainin Pharmaceuticals
Inc.),

17 April, 2001 (17.04.01),

Particularly, page 73, 3rd line from the bottom
to page 75, 7th line from the bottom; Figs. 154,
15B

WO 98/24800 A2 & AU 9855914 A

EP 942918 A2 & US 6262283 Bl

US 2002/0068834 Al & US 6610866 B2

EP 1389623 A2 & AU 2002300302 Al

US 2004/0116724 Al

R R R R

JONES, S.R. et al., Efficient Route to 7a-
(Benzoyloxy) -3-dioxolane Cholestan-24(R)-01,

a Key Intermediate in the Synthesgis of
Squalamine. J.0rg.Chem., 1998, 63(11), pages
3786 to 3789, particularly, compounds 11, 12, 13

1-3

Further documents are listed in the continuation of Box C. |:| See patent family annex.

* Special categories of cited documents: “T”  later document published after the international filing date or priority

“A”  document defining the general state of the art which is not considered to
be of particular relevance

date and not in conflict with the application but cited to understand
the principle or theory underlying the invention

“E”  earlier application or patent but published on or after the international filing  “X”  document of particular relevance; the claimed invention cannot be
considered novel or cannot be considered to involve an inventive

date

“L”  document which may throw doubts on priority claim(s) or which is

step when the document is taken alone

cited to establish the publication date of another citation or other “Y” document of particular relevance; the claimed invention cannot be

special reason (as specified)
“0O”  document referring to an oral disclosure, use, exhibition or other means
“P”  document published prior to the international filing date but later than the

considered to involve an inventive step when the document is
combined with one or more other such documents, such combination
being obvious to a person skilled in the art

priority date claimed ‘&”  document member of the same patent family

Date of the actual completion of the international search

28 February, 2006 (28.02.06) 07 March, 2006

Date of mailing of the international search report
(07.03.06)

Name and mailing address of the ISA/ Authorized officer

Japanese Patent Office

Facsimile No.

Telephone No.

Form PCT/ISA/210 (second sheet) (April 2005)




INTERNATIONAL SEARCH REPORT International application No.

PCT/JP2005/022457
C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT
Category* Citation of document, with indication, where appropriate, of the relevant passages Relevant to claim No.
Y WO 03/11228 A2 (BIOGAL GYOGYSZERGYAR RT), 1-3
13 February, 2003 (13.02.03),
Full text; particularly, exampleg
& JP 2005-523874 A & EP 1430054 A2
& KR 2004012085 A & AU 2002329687 Al
& CZ 200400071 A3 & SK 200400047 A3
& US 2005/0032818 Al & HU 200402253 A2
& ZA 200400378 A & US 684888 B2
& MX 2004001035 Al
Y JP 2003-512892 A (Glaxo Group Ltd.), 1-3
08 April, 2003 (08.04.03),
Full text; particularly, examples
& WO 01/32125 A2 & AU 200111604 A
& NO 200202059 A & EP 1225875 A2
& KR 2002047322 A & CZ 200201555 A3
& BR 200015271 A & HU 200203278 A2
& ZA 200203434 A & CN 1409627 A
& MX 2002004394 Al & Nz 518565 A
& EP 1466595 Al
Y KITAMURA, M., SUGIMOTO, M., Anti-solvent 1-3
crystallization and transformation of
thiazole-derivative Polymorphgs- I: effect of
addition rate and initial concentration. J.
Cryst. Growth, 2003, 257, pages 177 to 184,
full text
Y BORISSOVA, A. et al., Examination of the 1-3

Semi-Batch Crystallization of Benzophenone

from Saturated Methanol Solution via Aguerous
Antisolvent Drowing-Out as Monitored In-Process
Using ATR FTIR Spectroscopy. Cryst. Growth Des.,
2004, 4(5), pages 1053 to 1060, full text

Form PCT/ISA/210 (continuation of second sheet) (April 2005)




ERFHERS ExtkESESs PCT/JP2005,7022457
A. EHOBTAINBFONE (EBRSHFSE (IPC))
It.Cl. C€07J21/00 (2006.01)
B EEIT-> =0

ME LT o o/ NRER (EREFSE (I1PC) )
mt.CL  C07J1/00-75/00

B/NBERLA DGR CHREEZ T OIS END LD
AAEZERHELHR 1922—19964
A AEABERHEAR 1971—20064
H A A FT =R AR 1996—20064
AAERGEATEAR 1994—20064&

ERAECHER LIZETFT — 4N —R (T —F_X—ADA,

FAEICAEE L2 R

CAplus (STN), CASREACT(STN), REGISTRY(STN), JSTPlus(JOIS), WPI(DIALOG)

C. BIET3ERDLN AR

B XD EEd 5

BT Y —% Bl ASEE RO—BOEFHNEET S & &3, Z0EET 28HORT EROBEDEE
Y JP 2001-505207 A (R4 4=V T7=vY2=F4ANVA" Ava=k V=79}") 1—3

K NFIG. 15B, & WO 98/24800 A2 &

2001. 04. 17, BHZE 13 ETFTHD 3/7T—F 715 HE T/ 6. 717, FIG. 15A

& US 6262283 Bl & US 2002/0068834 Al & US 6610866 B2
& EP 1389623 A2 & AU 2002300302 Al & US 2004/0116724 Al

AU 9855914 A & EP 942918 A2

W CHlORLE IZ bICEAFIEE N TV D,

o RFrv b7 —ItET AR SR,

¥ BIAXXMOAT Y —

TA] BITBEEDH 2 MR TIIRL . —BROBENTKEELRT
Ho

[E) EFEHFEBRTOHEE T Ch a8, ERHER
PBIZAREINTZHD

L) ERHEERICERZSE 218 5 XE U O STIR O FAT
A% L X0 BB E M T 57D AT
HXHER (EHEMAT)

[O) ABEIC X B2RBPR, EH. BREICERT 53

[P EBRHFEBRICT, M oEEHEDITROERM & 225 HE

D B DBITAE Shi-3CEk

(T EFHRER XUIEERRIZAR SN TH - T
HEEFETA2LOTIHRL, BHOFEEIIER
DOBIROT=DICBIHTEH D

(X FCEEDH AL TH > T, UL OH THRE
DFHFMEIIEFER 2N EEZONDHO

(Y| BRCBREDSH 5 Th - T, Uik Chk e o 124
Lok D, YEHICE - TEHTHAHEATIC
FoTHSENRBNEEZENA LD

(&) A—F v v 773V —3CHR

EfREZET LIcH ERRERE ORER
28. 02. 2006 07. 03. 2006
ERRAEHBE AT R O h T WHFTEEE (EROHDHE) 4C | 97386

HAE®HT (I1SA/JP)
HEEZS100—-8915
KRS TRARENE=TE4%3 &

e

w A} A

EEEE 03—-3581—1101 W& 3452

HAPCT/I1SA 210 (E2~—Y)

(200544A)




EFRREHRE EfrHfEES PCT/JP20057022457

C (%) .

RT3 LB b Bk

5| kD
HT Y —%

BIAXES RO—EIOEFTAEES S & ik, XORET 2EFOET

BEET 3
EROHEOEE

JONES, S.R., et al., Efficient Route to 7 o—(Benzoyloxy)-3-
dioxolane Cholestan—24(R)-ol, a Key Intermediate in the
Synthesis of Squalamine. J. Org. Chem., 1998, 63(11),

pp. 3786-3789, Hrfbem 11, 12KV 13

WO 03/11228 A2 (BIOGAL GYOGYSZERGYAR RT) 2003.02. 13,
SWEMR, FRCEMF], & JP 2005523874 A & EP 1430054 A2
& KR 2004019085 A & AU 2002329687 Al & CZ 200400071 A3
& SK 200400047 A3 & US 2005/0032818 Al & HU 200402253 A2
& ZA 200400378 A & US 684888 B2 & MX 2004001035 Al

JP 2003-512892 A (4°34Y 77 »=7" )37y} ) 2003. 04. 08,
SCHR, BICEmE, & WO 01/32125 A2 & AU 200111604 A
& NO 200202059 A & EP 1225875 A2 & KR 2002047322 A

& CZ 200201555 A3 & BR 200015271 A & HU 200203278 A2

& ZA 200203434 A & CN 1409627 A & MX 2002004394 Al

& NZ 518565 A & EP 1466595 Al

KITAMURA, M., SUGIMOTO, M., Anti-solvent crystallization and
transformation of thiazole—derivative Polymorphs — I: effect of
addition rate and initial concentration. J. Cryst. Growth, 2003,

257, pp. 177-184, &M

BORISSOVA, A., et al., Examination of the Semi-Batch
Crystallization of Benzophenone from Saturated Methanol
Solution via Aquerous Antisolvent Drowing—Out as Monitored
In—-Process Using ATR FTIR Spectroscopy. Cryst. Growth Des.,
2004, 4(5), pp.1053-1060, £X &M

HBXXPCT / 1SA 210 (Bo~—TnEx) (2005%44A8)




	Abstract
	Bibliographic
	Description
	Claims
	Search_Report

