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L. —FhBL 2, 5- R ORI T IR AR 1Y 2 Bk BR 25 4 36 i, SLHRARAE T« — > S 2R
= 2, 5- RN IR 7 A S b B AR G A oo s Hod, AHAR AN £ 2R
B () EE e PR 2 R 2 B 5 R AFAE oo o o o HERUUE AT, P91 100 1 0 B9 A2 3.542A; AH AR
A 2,5- ZRBERPFBRRIN ZIAN y T RAFAE © oo o o o HERER, PIAN I B
FEESE4 5T1A; 7346, 2, 5- ZRIERRER o R i B AR A A A S AR S R
FFhRE EMEEFENERA RS SR 0-H e » « 0 S8 ; LR 2+ 1R A
TENEEEZARE 2,5~ “RHERF IR E LA R FIENEREERE AT 0-He » <0
SUEE, AT AL B2 W A R = R A i A B R S TR T O R R K
a=12.88~13.38A, b=9.62~10.12A ,¢c=10.44~10.94A, i ff « =89.80~90.30° , B =
105. 50 ~ 106. 00° , v = 89.80 ~ 90. 30° , 3f H. XRD {4 AFE WA HHFWAE 6. 54° ~ 7.04°
14.86 ~ 15.36° ,16.40° ~ 16.90° ,22.02° ~ 22.52° ,22.55° ~ 23.05° ,24.71° ~
25.21° ,25.98° ~ 26.48° .27.06° ~ 27.56° .

2. BURIELR 1 i i — LA 2, 5 38 B0 F IRy i A4 (1) 25 BRI 25 47 3 i 1 ol 8
15, FODIBAR

(1) Fg ZBREAA 2, 5- “FRIEFFFRILE/RIL L 1 ~ 2 L IRAB T RNEST, IIANL
R AT B VR A 771 5 ~ 10mL, ZBE S AR 122 ~ 21, i P I & &8 0. 2 ~
0. 6mol/mL, RN F1 1 HEF Jo 1 S 75 #8 2

(2) ¥ PR R ZRE T 40 ~ 50°CHE A HEds b, bt AT Rl 56 AV A, AR IR HEH:
100 ~ 120min 5 BUH IR, SRR S BLFS 2 25 B

(3) Fa LR H G N B AL IR THCE 1 ~ 3 K, BRI RS B
DL 2, 5— 3R RO F R M mi ORAA (1) 22 BB 25 40 L
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KL 2, 5- ZHE K RERARTIRIARE XA A Y 4 & R H
R

B
[0001] A% W J& T 2538 S BoARUE, BAK RS K — R LA 2, 65— 52 308 B g iy SR 19
e/ CEL /A Y SN KR

BEFA

[0002] 1894 4F, #&[H E. Fischer T “ 4 BeMEAE A B9 BAR R H 7 “Bi—FHRL ” 15
A, R IACHE S TR R AR . 1937 48, #5[H K. L. Wolf 256 T “# o+ —il,
FH CAFE IR 53— 46 6 T T8 B IE in FEA 1 SEAd, M 3 i S B, AR AT 4 F IR S & # A7 A2 A
AR, BT AAATE F YR RS G2 RPN a7, B3 1978 42, 1L E 1
J.M. Lehn B TAE G KR T AL £ R0 KRR A &R E T “Ba i
27 P SERME . TR R EAE R 4R S R N B A T O H AR e
5D BE R 731 BRI B, & =& R a7 T X Bh 2 SR AR R Ak 7
<o P UL, Ak 5 B R il 43— TRV E AN A TR I B 0 22 AN [B R 431 TR 3
e BAE TR B ShRedk REERN: . 5y BA DU BEFE ca. RGBS LGS
VIR RS & 12 AN R 9+ W 55 A0 TAE F 0 B AT b [ 25 2R, & Z P EH TR A 3R
b. ANFl 3+ B A2 S e AV R B 5 R B H 2 S e A R R DhRe . i
43 18) 55 40 TLAE (0 0 PR 33047 19 43 R0 ATEE 43+ B 4238 0 88 4 AL 22 i AL A% 0
oo ik TREE o 22 10 BN 7 VA B A T AR ) 3 vk 5 A K, it 4R ) A
A 25 R AL A, 15 2 S5 M T 5, BT 0 s A T o BT A

[0003] iz A R i TFE 22 B B R e v h 299 35 i IR A2 T AT 0, R A o A TR 2 1) Jod o
Tt 2 T R Ay e A R R K A e ek SRR T T R I AR . DL AR T A A B 2
P (APT) 464 b —HEH R T35 2 S MERIE Y (BHEKEY) o MEIRF=BUR A4
IR RE ke v, APT A B 1R iy R AR, & 45 40 RN 2H B e B B 2 RO ZH R 40 o 0 [
SN AR (CSD) A2 20T F vk AL R AL T I 4 0 45 R WOWA B 1 32 BRI
[0004] 2G4 AU S AN ZG W [ A R AEAE | 2 Mk B 28 R R IR e —J7 1, AS[H) g 2
()[R — 25, FERRE T Vi e B AN AR PR R S AR A 2 M B U7 T ] R W& 22 7, AT
MY A IR IR I PPl IR B s M 25 dn B HEAT R R, P RE A IR IR f5 3
FEAE SRR AR AR, AT G B T R RE i AR KRR

[0005] T4 fill 24 2 W) SR U, QAT RAF R L 2440 K I i 2R T 88 4T AR JiR 60 245 2 )Xo i 28
()& FIORS , 2 FA 07 il 25 HE 1) 1T 37, A R — AN 28 OC J1 B (1) [n) R, 5 LR R ma 21477 il 25
FEURF2G 4w ) (T 37 R0 [ BR324 77« 25900 R Tt 92 5 29 i [ AR AEAE MR SR | 25 S L8 42
FU 2 S A IR 52 EE AL ) A8, AR 1] P o 24 7 v S A D PR B

[0006] %k (deferiprone, 4 NI VI A], Ferriprox) &M FDA T 2011 4F 10 H
14 HAtAERIINEE K ApoPharma 2 7] H K KIZ5H), B — P Ree 58k 0L 3«1 BE/REbE &1 —
AL o I R0 R SE 25 2R R P A7 K8 3E R 1R 55 5 L Ly Lo A< st ) 4 v g 33 1 B8 L7

3



CN 105399664 A i BB 2/4 7

BT A B %2 HI TR TR BRAE B GG 7 ORI AR K BB R T i 3 B0k 4 fer i 2 1)
o rb AL . R T I A — b 3 BB I R A TR HLVROPRN » e I AS H RINVG T ST 32 2
FBe B E L ] fe s AR i PRk B, S EUT B R AR BRI T, Ik, A RUR T L
e DR B I B LR 5 2 A (N LA o R BRER A iy 7 S Mt b e ST AL Y B 25 BAT T AL
BAYD A RSN IR T BB R PR R 5 o

ZPAE

[0007]  ASKREA ) B HIFE Tt —Fi L 2, 5— 3R 5L 28 F9 % Sy B R4S (1) 2 2k R 24 4 o I
HAZ 2 S & 7

[0008] %% BH Fride H B RL 24 22 Bk ERAE R 25935 S FITE PR A (APD) , 3 H 2, 5— R R
FR R A A SR T DA, AT T 2445 IR B 45 4 S R R 2 AL

[0009] 7S W BTk (KA R 2B 5 TR BR TR Bl . SR I & 5 i RV i AL 45 ik,
FE— B EERE 73T, T A0 #8254 5w SRR 78 VA i, TRCHL AR (R — BR8] 5, v
HIEDH ARG & k.

[0010] A%k B v B Z5WE T S (APT) EERER AL TR N <1, 2- I -3-
B —4- MEBERER , 733008 :CHNO,, H &5 x0 a :UFR

[0011] A B 2R AL R AT G- 4k (cocrystal former) 4 2, 5- R ERHRR, 77+
N :CH 0, oM Xt b KPR

[0012]
o
N.__CH;
O
deferiprone 2, 5-dihydroxybenzoic acid
a b

[0013] AR EFTIAR—FhLL 2, 5— —F R R F R Al kA4 1 25 2R R 245 1) 36 ot , AR AE
T 1 R, — AN EE A 2, 5- SRR PRS2t i S A A
BT s Horp AHAR IS 2 BRER L BE IR 2 ()3 2 BT IAFAE moo o o m SERMERT, PR
PR Z3.542A AHATMIAS 2, 5— IR IRIIRIN Z Ay y BT HAEAE © o« « o m HERH
YERL, BANE 2 [0 R BR B 2 4 5744 B4h, 2, 5- LR R T rh R 3L i XU S8 1 N
SRS B A EMERE AR NERG RS ST 0-H . » « 0 58 s 22k
SFR R AR AR RIS 2, 5- TRARPRAE FNEAR FIENERA KRS AT
B O0-H o o o 0 Z08E, MM BRI -2, 5— #3828 R IR 20 W 4L 5 (1) = 4 IR 25 4

[0014] DA 2, 5— 2 B0 FR R iy B s 1 25 2k B 24 W 3 ot 1 25 TR) B Dl R R it 2R, LBl
a=12.88~13.38A, b=9.62~10.12A, ¢=10.44~10.94A, #hifff a =89.80 ~90.30° , B =
105. 50 ~ 106. 00° , v =89.80 ~ 90. 30° , 3 H. XRD i 4FAE W AR HH WAL 6. 54° ~ 7. 04°
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14.86 ~ 15.36° ,16.40° ~ 16.90° ,22.02° ~ 22.52° ,22.55° ~ 23.05° ,24.71° ~
25.21° ,25.98° ~ 26.48° ,27.06° ~ 27.56° ,

[0015] A% /& BH B () —Ffr LA 2, 65— 0 O FR R Sy i Sk A 1) 2 2k ) 25 40 4 ot 1) i 2% T
15, HoOPBRUWTE -

[o016] (1) ¥ EEKEA 2, 5- “FRFRHFIRILBE/REL 1 :1 ~ 2 : 1 IRGE T RMNESE S,
N CEERTR TR IR A AR 5 ~ 10mL, ZEE S REAAARI LA 1:2 ~ 2 .1, b E & 20
0.2 ~ 0. 6mol/mL, AW I HEF G RN 25 4

[0017]  (2) i FIR NS E T 40 ~ 50°CREATFESS b, bl R o6 4V g, HAE IR
PiHE 100 ~ 120min JEiRIE B H R, )50 R SIS 285 H

[0018]  (3) W FIREEH G I N R B AE IR N AE | ~ 3 K, AR i ok i s A i
BIAAR R BRI B A 2, 5— 5 0% B IR A i B A4 () 2 BRI 25 0 4L &

[0019] Ak B HRAS N 25 M0 0% i 45 4 S PR R AR T T

[0020] 1. L &% 45 #) HH AT & 38 Apex 11 CCD X— 5 £& B & AT 5 A W 52, 4% FK Bruker
SMART-APEX CCD Diffractometer,

[0021] 2. X-Ray DIFFRACTOMETER H A /A &4 7=, BS54 XRD-6000, Cu-K a (A=1,540564),
EHLE 40KV, E R 30mA, FIFEESE 2° /min.

[0022] AR B & 2L AR AR T A5 G0 iR 25 70367 0 BRAE B A iR 9T IR B ANEE Y
A B BH T M S B0k A far ok 22 (b o g ST A R MR A, AE LA TR L BT MR AE R F
ESE T BRSO .

i B 154 BR

[0023] & 1 : BB LGB s— D ZERE 5 M —A> 2, 5- IR 511
FEBRER -2, 5- RIS AL I SR AR S T A, A AR T AN 25 2R B 1 Ak e B
ZI 2 BT AATAE ©oe o n ERUER, BN HMEEE A23.542 A AHABHIAS 2,5-
SEORP IR Z W y BT AR ©oe « o o ERUER, RN Z [RIEE S 24 571A.
FHN, 2, - TR PR AP R LR A NSRS R A R A R
SR TENEBEAEE SR 0-H e « « 0 A8 LIS LA NEE2EE
2, - “RIIFEHRBRE FNERFENE GRS ALK 0-H « « « 0 &4, M k2
i -2, 5~ "R IR IR IL R I Z4ERUIR G . St as B SRR R, R
SHINT HiKa=13.18 A, b=9.92 A, ¢=10.74 A, fliff « =90° , B = 105.80° , y =
90° .

[0024] & 2 : LEKERZ)3L & XRD 1514

[0025] 40 2 o, MR 4E A4 (5 B8 E JF i@ it Materials Studio BAFAEHLK XRD 3 &
(a) 552560 0 T2 551 XRD (b) (1) JLALFRAFUE — B, FRARIE R IR HH BIAE 6. 84°
15.16° .16.70° .22.22° .22.85° .24.91° .26.18° .27.26° .

BT AR
[0026]  SEjiEfs 1 -



CN 105399664 A i B B 4/4 7

[0027] (1) K EEBKEAH 2, 5- R AL OR PR 42 FE/R EL 1. 25 <1 #0k}, F 20 B RSP HE i Ak HL
14. 10mg £ ZKHR, 15. 80mg [¥] 2, 5— —FHNHIRT B3/ MR s dmL AT 5mL 7 i ,
TN Lem K/NKIRE F3 45 B+, FE B3/ MO O B — 280648, i BIm s /N 2 &
[0028]  (2) K LR BIE/INIE T 50 CHLAIHEFESS b, b0 J5URL 52 &V i TV 77 4, 18
PR 115min JE IR U HHE 7 B e MR 5 % 1. .

[0020]  (3) K LIRS/ INEAE 20 T 2 B 8UE 24h, A9 28 IR AR AR B, BN Bk 1
FEREA -2, 5— “RBEIRF IR AL, )T E BT E A 25. 60mg.

[0030]  sLjiafs] 2 -

[0031] (1) K EBLEAAN 2, 5- R FOR I ERIZ BE /R B 1.5 :1 #50B), FH 40 A R P e FR HL
20. 80mg 2= kM, 18. 30mg [ 2, 5— "R HIR FEE T eI/ MR A 3ml LEEAT 6mL AR,
N 1em K/NFIRE S B+, 7E B/ MO O _E A — B 9a 48, 7137 SIS 5 /M Z
[0032]  (2) # R BFE/IMNIE T 50 CREAIPEFESS b, BEFR 8 5L € Va8 TV 7, 18
EHEFE 110min fE il SUH B HE -, 1 Bas /MR NS 2 5. .

[0033]  (3) i FiRB I/ MRAL =W T % BCE 51h, AR 3 E 5 IR AR A i, BN Pk 1
FHREA -2, 5- “RERFRAYILE . YT ERE N 31. 40mg.

[0034]  sEJEMH 3 -

[0035] (1) K¢ Z=BLERAN 2, 5- 0 HOR R4 BE /R LE 2«1 #0 k), 43 B R 1 1 1 Pk B
27.90mg EELHEH, 18. 10mg [ 2, 5- “EFRFEE T B FS/MEH A 6mL ZEEA 3mL AR,
N Lem K/NKIRE F3 45 B+, ZE B3/ MO DO B — 280648, i IR s /Mm% &
[0036]  (2) FF RIS/ INIE T 45 CRLAIPEFESS b, b0 R 52 &V i TV 7, 18
ERCHE 100min IR U HEHE T, B a5 % 31 . .

[0037]  (3) K AT/ INHAL IR T 2B 8UE 72h, A9 8 A IR AR AR B, BN Bk 1
ZERER -2, 5- “RIEIRRRAWILE . TR E BT E N 36. 50mg.
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