CN 111423456 A

(19) e AR X FEE RN ZIRE

4D (12) £B3E FIFR A

(10) BT S CN 111423456 A
(43)ERIE A FH 2020. 07. 17

(21)E{ES 202010257539.0
(22)E3EH 2020.04.03
(7T EIEAN HE RS4RI AR A A

HotIE 210046 Y7544 A 5% T AT ES X AR AET
TEAMR R 2 A M B O S FT#RA11 =

(TRBAAN BRE TilEk EF

(74) ZFKIBANAD F 52 IEBCENH AR R
AT 32243
KEA 7
(51)Int.Cl .
CO7D 498/22(2006.01)
C07B 59,/00(2006.01)

BORIZERALIT 300 B 10T

(54) & BA 275
— R B -DO 2 T2
(57)HE .
I WA T — R R D6 A Rk T i
TR IR, LA T2 4 [,
R B I I D20 A JEURL , 72 5wt S B 47 78 T R | |
SRR R L, S SR M L B AL & T E—
4P -0~ BRI D6 3B BB , W AR A S A
SR R 169 SR R 6 A 24 T 4R -2 .-
L D6 T — AU b, BRI R, S 3 aﬁe.ﬂ[n
P VBT AR R S R A, LR -L———mmiﬁiiﬁﬁ? ______ :
RSB 18/ NS B » 8 L 370 50 I B A 0 B LI It e e iR
JRIL5E 42 S B SRR P ) R 99 D6 . A
2 W ELA R B AR < A 5 W -D6 ) o ]
LR T i RHE , JEURE5 71 s 2 RIS 25 81 -D6
o N

2
2

|
02

— ]
F—H [
fass




CN 111423456 A W F ZE Kk B /1 7

L. —FpRAEE B -DOH) & B L 2, FARFIEAE T Bdd T AP IR
WD UMEE YT 2-F -4 F BRI RE FID20 4 J5UkL, 7EBwth LB A77E T FIE SRS T
SR, A3 BT [ 48, BIAL S T 4- 1 -2 BE e D6

SN ERER T
D
J,m D
S D,0 i
B i }\ D
g o 2 T
NP, PAC f

IR KRR = SAZ IR D Frifil & A AL & 1T 4-F -2 Ex%ﬂttﬂi D6
BT & Wb, BRI, SRR, 50V A R i SR BRI TR, iR R NS
L8/NIS Ji5 , Wi DOL—PU oA M B /K VA, i, S B 58 4 Ja » Yk Atk 1145 7= M R 4 5 BH-D6

2 ARAERRZE R BTIR I AIAE & B -DO I & B L 20, FARFIEALE T, Frl (P20 3R D, OV
W25 F—4— P LR IE FND20K) BE JREL J9:1:55.36.

3 AR AR ZL R BTIR I AIAE & B -DO I & B L 20, FAFIEAE T, Tk (1) 20 3R 2) 1, OB
YRR 2= ST P TR A4 1 BE 7K EE A 1:3..05,



CN 111423456 A W OB P 1/3 1

—MFIEER-DOERLE

BRARGUE
[0001] A B & T3 WL & B AT 45 98 e — R s B -De & i L 2.

BHREAR
[0002]  FItE W AR RATAED, &5 N AFR BRI EUE R A SR, 5t
TR T ) o A it 0o 22 TG O e 5 4 B ) o o 0 TR 7] 26 R T 3 B T e R TR A S R B 5 X
B 22 IR B EAS R U ST VD TR B s R AT i S P IR B R N &8 1 6 H R BRI
BREA 5 =2 IR B DR o 4O 181 S A v RV 12k
[0003]  ZMI48 W] -D6 2 Fa i€ [ o0 2= A 10 1 FUAR EF B, itk & P mT IR B 70 ) 4 1) 55 20
253, H AR WAEE W -D6 I & BT AR IE .«
[0004] R4 B-DOH) 4 A TN T -

Me Me

[0005]

[0006]

NH2
[0007]

Y

[0008]  4p 54 REEILAT (1) FIAE £ BA I A RO VA BRI AR T BH-D6 , WA AE W R A 1) 8.
[0009] 1) & 4-H -2 LML mE-D6 T 65 ;

[0010]  2) 4—FH -2 JEMENE -D6 & Big 26 A%, o = o

[0011]  3) X HkGeneral method of obtaining deuterium—labeled heterocyclic
compounds using neutral D20 with heterogeneous Pd/CHRi# T 4-H JE-2-Z FLALIE-D6
S TAS e, H 2 R EAAR A TUR TR RN, Z A2 .

RAAE
[0012] D5 7 Se IRELA BORMIAS L , AR B FEAE 1 — R aEE B -Def & i L 2.

3



CN 111423456 A W OB P 2/3 W

[0013] AR BH ) & BH N8 S0 &k B, PLITUK AR, &L B4 R, fE i &R,
AJ DLEUTAS #1524 H 22— HEME e D6 , i il B 7R AR 98 % LA 1, SR J5 & B 4 B -
D6, B 4 P AR IS |98 % LA |

[0014]  ARBHRIH AR T ZUWITF

[0015]  —FhAAEE BH-D6A & R L2, A dE I~ b g

[0016]  ZBUR1) , AL A1 2- R Ik 4 FEML e FID20 0 JFR), 7E5wt % (LB A7 76 F FIAUS
PR R N, 15 BT ARP R4, BRI &4 T 4-FF -2~ FE ki D6 ;

[0017] e MEELRANF -

D
D
N
AN Dzo |
[0018] \ _ - D
Zz Pd/C HoN D
N NH,» D D

| Il
[0019]  JBUR2) , ¥ FIAREE R SHPIRL) B il & B0 AR T A4k & 4 T 4-H -2 S kit
WE-D6YAE T & bE, BRI N, |IEBERE , B A IR o 1) — S eV v, =R R
IR L8/INIS S W INL—PU IR MR AV, Bt , ] B 58 4% i » B i Al Ak il 75 7= 4 1) A 1 BH -
D6,
[0020]  flLifdih,
[0021]  FRiRMIBIR) b, e N2~ -4 Sk e FD201) B8 R LK < 1:55. 36,
[0022]  FRIR(209R2) A, S )R AR 85 21 SFRGTAR A AR ) A4 I BE IR A : 1:3..056
[0023] A% B[ “Bwt % A0ER” , FomPdEk B 5wt % [FIPd/ CHEAL 7 .
[0024]  REH NGk SREe it i K I, FEAN TR A AT IR Al AT SR s e, 9F HeR A
5wt %6 F Bk M A4 7 AL RD AT 2R SR A #e B 1 7R KA B L A XS B AR R D 1R
%, 1 H— A B TAR R RI AT TE )98 % DA b o 45 6 B 4 JR AL ) L S B 45 A 22 4 DA R AE T
KA & FoRUE, AR B AR R AR .
[0025] AR HH N T S5 22 At R RV AUAUIR T I B4 R, TR AT R B AR 14 <4
[0026] Ak BH B U BEARCR  FIAEE B -DO R R AR T T A i 7 v i, TRk 2515
A A AE E B -D6 25 B AT 46 5 A

B
[0027) &) LRI £ 01D ) A R
[0028) [l o R £ WI-D6 ) I

BN

[0029]  FltmEE R ST .

[0030] " [HIZ A FL A St A5 1 A B AR B
[0031] Syt fel 1 R4 & BH-DO Y & Bl . &
[0032] E—4.



CN 111423456 A W OB P 3/3 W

D
N~ ™= ®
A D,0 | 5
[0033] ‘ P T H2N s
N~ “NH, b pP°

| Il

[0034] 6.5 b G2 -4 ML nE (60. Immol) HIA R EZEW , IIA T E¥EPd/C
980mg (Pd# & H5wt %) ,D20 (FEK) 60Z T (3.327mol) , BALRY K, 180°C [ BN 16/0M , ¥
AR, ZF T LA (B0mL*3) , AHUAHKEE L, MAE KGR 1IR, T8, e+, 4 )=
T3 E14. 6105010 &4 11 4 J -2~ 2 JE N e - D6 Y 48

[0035] 28 0. ¥1.22 %W Rifamycin—S (FI#E% & S) (1.75mmol) 610 WAL &1
(5.34mmo1) ¥FT-30Z=ZFDCM (& H &) 1, BAIRY, R HE , 145236 . 22 T 5 J5T v 20
ZFHDOMA S MZ AR R, B Z945min, 11 f5 SR SIS L2918/ J5 , B L-PLIR I R 256 2
LB T 20 K N AR R R RN, R ROV EE RS L o AU AL FKBELIR,
NaHSOa¥Es LK, ZKBE20K , VAN £ /K BER LI, T8, e T, A3 E AT 13 2 7= #8002 7
[0036] 1 9FIHEEE 2 -DEI AL G .

[0037] |2 94 2% 2 D6 it i €] 3

[0038]  MIEITFAKEI2, 0] LA HAS B P-4 N R AR 55 2= -D6

[0039] 5 Ui BH 1 72 b 3R S it 49 AN S A i BH A 350 St 481, 380 FHRBIR JE A BRI
PRI, 76 R Bl b Al 0 &5 R B e s B AR R T A R BB R A L



/11"

B M

HA

.\L

CN 111423456 A

3400

3200

2400

2000
1800
1600
1400

--200

00

6TL

€0'ST——d

e

Fut

561

001

€60

o
E
5 -8
o b
r~ .
=3
~
2 6918+ o
0'26L—troe=| @
-8
[=]
B
L8
=]
=
o™~
8
0 o wnw o
M~ 0 ™~

<2



	BIB
	BIB00001

	CLA
	CLA00002

	DES
	DES00003
	DES00004
	DES00005

	DRA
	DRA00006


