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1. —FiMolnupiravirZj¥)& & KA XY RN T7 i, HRELE T, ik il 77 v
FEUIR AP IR « )£ Pl S VAT SR R RO By, g )\ e R A e B R A A BB 1 A
B A A AT B, B UL A MUARZK A A sl A 2R AT B ke I, €643 2% 14 ke
TP H200~300 nm, i H25°C~40°C, FiiE N0.2~2.0 mL/min, il LR ; frid s
KT FINA - 28 5 s v A% IR

Bk AU BE , Bk im 20 AH i H BE AR 32 AR AR LG 30 TOVR & T 15

2 MRPEBCRE R LR — FiMo Inupiravir 259 & & KA R Bk I 77 32, HRFE 1R
T, K HE R AR O VR B, (i k% H 5 ~Phenomenex Gemini C18%.ZORBAX SB C18
e Diamonsil C18%E.

3 AR AR ZE R L6 — FiMo Lnupi rav i r 2514 BB S0 R0 0 77408, SUASAE 76
T Frid ks MK 9235 nme

A AR BURIEE R LT3 — Mo Lnupi rav i r 250 45 B JA S R M K ik, 345
T, R R SAHFIFE 0. 9~1.1 ml/min; A & REA: A AR R 25°C ~35C.

5. MR IEBFNEE R 1T IR —FiMo InupiravirZ5¥) & & A W) BRI 75 vk, FLRFE AR
T, BTiR S AR E N1.0 ml/min,

6 . AR IE BRI EE R 1T IR —FiMo InupiravirZi¥) & & A W) KD I 75 vk , FLRRE AR
T, iR AR 930°C .

T AR AR SR 1T IR — FiMo I nupiravir 25905 & A <90 5 iR I v, LRk 7E
T BN 10~500L,
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Molnupiravir& 2 XA XIS X

FR Gty
[0001] K Jx BH J& T 4 Ak 2% A4, BAR P I — Fh H & 20 AR 3 vk o 3 0 e
molnupiravir MK-4482,E1DD-2801) J5 k25 F Mol nupiravirZi¥) G S R4 & 0 5 1% .

EREA

[0002] 37y 3 25 J T et DR B AR Bt DR B P 1) — Pl B BERNAYG B , 5 512 E S 2R it 4 (1)
995 55 32 K 287 51 0 ARACL, [ R PE TR 79 .5 % o BABERNAR 5 1 45 A REAE AR BILAE I 2R 88 1 il
GERG AR 1 SR AN S5 #3515, 49 41 2R 1 i ANRNAAR A5 RNAZE &5 (RdRp) -RdRpA2 I 254 Ay
Jel A B L Wl , 47 BT A EEBEARRNAA B 22 A Bl A 1 HLANRNA o B2 [v) 100 1) 1 Fofr g m DA BHL 1
g B FEUREIET .

[0003] A% ¥ MR 455 /™ i Ik of #410 W] e 4 A (R 2 W AT FF: e Wiy AL sh 0 i3l 2 A N D° - = B TR T
K, H SHRARpEE MRNABI R 5 & R X TR PR F AR M HZ i R 4F & £
Molnupiravir (MK-4482,E1DD-2801) Hi & [E B v A mI A R i HEAZ B AN 4-F2FE Al
WEIE A% FF (EIDD-1931) f 5= T BeAi 24, BLE o T 32 I B 5 A 22 Poeb R B s v, 2
A BT 22 4 A 24 1 Mo lnupiravir (MK-4482,EIDD-2801) V£ A 1 R 7], HLA 1R 171
FHEEYE . ORA &= N HRIR O AR50-1600mg B A H B 0 R50-800mg , iR 5.5k,
Molnupiravir (MK-4482,EIDD-2801) [FJ4k.2= 285 [ (2R, 3R, 4S,5R) -3,4-dihydroxy-5- (4-
(hydroxyamino) -2-oxopyrimidin-1(2H) -y1) tetrahydrofuran-2-yl]methyl
isobutyrate4 T ANCI3HIIN307. [ (2R, 3R,4S,5R) -3,4- —§23E-5- (4- (BRI -2-4
WENE -1 (2H) - %) DYSURRAR -2- 98] 7 T R i, Ak 22 5 i X

OH
HN/
]
[0004] 0 /K
N o
0]

0

HO OH o

[0005]  7FMolnupiravir (MK-4482,EIDD-2801) {4 B T &3t e M ARA7 i e b , AR AE R 5
AN 56 4 T S M) 25 ) 4 58 R 8 P 2% 5 » B 265 ) i o 3 1) P O A S o, FL Ak 2 A2 FR N4 -
F4 3 B s g K% R (NHC,EIDD-1931) , 2 T NCOH13N306 , Hegh =0k -



CN 113433242 B W OB P 2/6

. CL

[0006]

HO OH o

(NHC, EIDD-1931)
[0007]  %fFMolnupiravir MK-4482,EIDD-2801) & pid b 51 NBIE =¥ 5 , /E RN 5
i TR S AT R E S HI . I, LMo lnupiravie & H G R R A4 8, 1E
Molnupiravirff i 6|77 i B A B Z 0 I SE & . B il , USPLEP. JPAIH [E 24 8 J2 AH 9GS
k& R WMo Inupiravir & Sl A W) i i ik 3E

LZBARE

[0008] b AT A IR Gk B AN S B 75 5K, AR WA B AE T2 it — e 4% 5] I A ko
MolnupiravirZy¥) KA KW & &R T7, LI Mo Inupiravir i) iU &% i . i 07 5T
HA L @M 7 2 B R 46 S £ P15 8 2 R SR I A e L

[0009] D 7SI BIREUR H I, A K BIFE B 77 U F

[0010]  —MMolnupiravirZj¥) & & KA M Bk il 77 % il & il 77 v 4 an F 2 3R
il 2% VAT, SR FH R SOBURE (0 Kt )\ bt R e e B Ak IR 9 0 3 A DR I X sk
mn AT ERE B LA ML A A NS A AT B A I, 2 % A Sar I 2200
~300nm, H:i#7 A25°C~40°C, FiiH NO0.2~2.0mL/min, 1T 3% (il B 5 BTk A S i N4 - #2
B R E A% R (NHC, EIDD-1931) 5 Frik A HLAHLE HI R % L 0% S St P DY S g o g — i
P E

[0011] AR BH R FH v 250 AR € i v ) 2 i DA )\ e B ek o B 6 e e 9 3R}, 6
Phenomenex Gemini C18#FEZORBAX SB C184fE¢Diamonsil C18#4F ;i Phenomenex
Gemini C18%E, K F250mm, P 424 . 6mm, 41250,

[0012]  ffRidkth , A% BH bk Bl il (%) 7 v, BT iR A ATLAH D R B s DIade b, s 30 AH Dy FF e
FRE 535020 % ~60 % 1 H KA, B BEARAA B 20 B 9 30%

[0013] AR BA AT Ak B St 5] , A% B ks Bir it B0 77 ¥R, B iR T s AH 8 0.9
~1.1ml/min,fC#EL.0ml/min.

[0014]  {RE A B AT e B SETti 451, A48 & B _E R Bl () 7 v v, Bl €38 4 i AR iR R 25
C~35C,fLik30C.

[0015]  fE A BH W I 5 1) STt ], A= J B 3R O v, A 98 K D9 23 5nm 5 ik A4 A
JA10uL,

[0016] AU BHIR B[] — FiMolnupiravir 2§48 Sda 77 7% KA M Bl E T7 % A0 R
ET AR R B RE DR A 2% HERA A A Mo Lnupiravir 25 W) & & M A W) i, 24858 B 1k
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TP B PEIR B2 LA £, — 3R, ST A RA, 9 A AT S T Z AT SR T S i .

’3 15 BR

[0017] I 1 g i K e R A0 560 m 140 ot Ll VA VR Dl 1 1 4

[0018]  [RI2 A ZR 403d FH 1 X 6 rh A S0 B € R P, i 1 R 2% - T (NHIC) i, 12y
F - I CRATZR ) (o0 , 0 35 32 Bl 43 15 06

[0019] K3 NZtE ok RikEeH FMolnupiravir & &2 K ;

[0020]  [&J4 9 st s) 3 rh ) ikt v e I, &g gm 5 52— 3K

[0021] &5 Jg0F bl 451 1 Hp ) bkt VA B ], & i w5 52— 3

[0022]  [El6 90t bb fol2rp g ikt Vi e I, &g gm 5 52— 3

[0023] P70} bl 451 3 Hp f) Atk it v v i ], & i g 5 S 12— 3

BASLHEA

[0024] T [frj e ek L A SI it 491 R 2E — 25 A AR U BH o I 4 BR AR D « AR R B IR S it A5 AN FH T
PR REA R B AN PR T A St (1) i

[0025]  sizjitfdil 1 < 7 V22 Bk

[0026] 1.9 KiEFFIAL

[0027] o & S VAV - BXMo Inupi rav iy B8 G Id &, A5 55 PR A8 , MK A 0 e 1l e B 1m 1
H S 10ug VR R -

[0028]  FEEEAN- T L4066 V2, 28 200nm~400nm3t B P ko) R S i v E AT e 1 43 . 4
BRI 7 5 B 1 i K 3 3 X 06w 1 T Rt ¥ V1Y e % 41 4 1T 5 B 5 MR 72200 . Onm
235.2nm. 271 . 6nmAb A & AW, M ZE200nm- 300nmI GE A% BE4T — AL , 1% 235nm Ay 46 M
K.

[0029] 2. % JEPEIAEG

[0030] 7% ¥4 7] : 30 %6 FH BE /K I -

[0031] A S VA VR ) 26 K5 B R E & Mo lnupiravir 10mgfFE S, B50mI B, IniE
TR R E 2 B, 48 50, AE AR T A . K P A0 3% 2 18 45 11 0 52 L R 2 e B 3R VA
- 101L , 73 HE N AR A, il L B, i 2R, B 208 % JE PR 6 i 3Kl T
5 R IR e i ]

[0032]  FEAZ LS T 25 H VAN TP 08I 5E sMoInupiravir 5 AHARIE 2 [A] (1) 43 59 B
KT-2.0, DADR M 28 T 5t KW I K 9 235nm, FE WA G 40 B A 4% s AR 7 V40 B9 v s & B 1k
5 o

[0033] 3.4k Rl

[0034] 2Rk 5¢ BRIP4 WA 1 % - BMo Inupiravic it 8 5 Z140mg , ks 2 FRE , B 100m] & &
R, InVE VAR IR E LIS, BR AT, BN1R oM S0 R RPNV TR 1) 4% K 55 B IR M4 &%
W&, BB RYVEL FE R FEPRHE IR, #5250, 43 A E NBR BE5 %6 . 12.5% .25 %
509 .100% 200 % £ VA -

[0035] 7y ) N 2R 00 BRI 5 LORL , VE NV AR A, il ik 1], TS 2 Ve 7 FE A A
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[0036] &L UNE3AT A, B3N R B Mo Lnupiravi r & & 2R M1, B B ] 40,
MolnupiravirfEHE H10.17~406.60ug/ml G [ P , W AR 59 B 52 1 AP 2k 1ok &R
[0037] 4.7} A5

[0038] (A VA - [R] 2 JB P R B0 i VA VAR

[0039]  ff il 4% 4 AR 477 1o e 2 B0 34k 2% 1 (8 1 2 4 — 30, 20 B IR 0. 9ml /min
1. 1ml/min HEIE % A28°C . 32°C K ¥ AH233nm. 237nm, 103 & & 44 T Mo lnupiravirif
TE. IR IR,

[0040] 1T FH It 45

S H A 8% FHEE RSD%
feidk 261 100.71
28 98.24
FEIRC
32 99.37
[0041]
BB K| 233 99.78 99.50 0.75
nm 237 99.13
0.9 99.52
Vi ml/min
1.1 99.74

[0042] S {512 : 43 B 5 AN [E] b kmo Inupiravir A} 2

[0043] AT AL :

[0044]  ¥5571): 30 % H BE /K VA V8, BV - 7K (30:70,v/v) &

[0045]  fit3al W VAR : BMo Inupiravir R 25 10mg, K5 & FK € , B T50ml =/, a7
filt R E R BZIRE, 750 AE A S I

[0046] 255 Xt MR S VA« BXMo I nupiravi vt B8 5 10mg , 1) 2% 7 325 ) ARt S VAR, ik
Mo lnupiravirZ)200ug,/ml 1%} B8 7

[0047] 5 Sy oA 25 %) MRV - ARGt i VA VR, S 5 2 i Iml B 100m1 25 2, in30%
B K IR R R R 2 B, B2 21, BIAS 1 %6 X HEVA R o ro R AH (23t 25 148 -

[0048] {4 4F . Phenomenex Gemini C18(250mmX4.6mm,5.0um) ; FENAH: FEE-7K (30:
70,v/v) » S PEVEME s A D K : 235nm; Jiid : 1. OmL/min; 41 : 30°C s BEFFAARFN : 10uL.

(00491 3 ) B AH AR Y2 R 6T Bt VA VR e 1 %6 o BV MR 4% 10,y N e RO AH e it A3
PRI IR O S AR AT R N, 10 S5 6 T ] RV TR AR o 0T B SE , 2 ARk DL T AR 1 5
3 2 Fmolnupiravir & & s X TH XY B S, & 40 & 2 3% E 0 B S0 ikt
Ho

[0050]  $2 A1) 7732, F 2 it kmo lnupi ravi v JFRF 24 HEAT R I0 o 4G &5 SR 4 F 2R,
W, 2% - AN - F2 2L B ms e A% EF R (NHC,EIDD-1931) , 25 - T NASBH 44 i .
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[0051]  F2ZHLIRMolnupiravir Al 25 e &5

[0052] Ty RE-1,% | Z9R-1,% |8Z0%,%  |Molnupiravir, %
101616 0.11 0.06 0.17 100.8
102427 0.20 0.06 0.26 99.56
102529 0.18 0.06 0.24 99.37

[0053]  SEjitifl3:

[0054]  F£ShETALEE .

[0055] 7 71]: 20 %6 FH B /KI5 V, RO FR B - 7K (20:80,v/v) o

[0056] (4 ft VA VK - 2 2 U 5o R A VIR S A DR oA 0 RV < RV R 1, il 2% T v
[FE) SEZ Tt 3] 2 R ot T AL B TV

[0057] iy KV AH Bl A

[0058]  f4i4E : Phenomenex Gemini C18 (250mmX4.6mm,5.0um) ;20 FH : HEE - 7K (20:
80, v/v) » %5 BEWR L A IR  235nm s Pk : 1. OmL/min; A3 : 30°C s HERRAARFN : 10uL s HEREIK
J& :200ug/m1 s BB - 20 %6 FYBEIK VAR

[0059] %5 B H FIREE & LOuL , Vi NVRAH A, e g ik B, W 47w - fE i Bl 2%
PR Al o 1 i AN E 5 0 e (05 25 A — B, B I AR B 20 e S 4 25 T D e A
REHEESR

[0060] X Eb 431

[0061]  FfShATAbFE .

[0062] &) 4K,

[0063] (i it VA VR 2 2 0 6o Rt A VIR S A DR oA 0 RV < RV R 1, il 2% T v
[FE) SEZ Tt 3] 2 R ot T AR B TV

[0064] 1=y KV AH Eu il S5 AF -

[0065] {4343 : Phenomenex Gemini C18(250mm X 4.6mm,5.0um) ; 7 ENAH : AR 4l/K , BAH
9 I A6 BE SR L, BE AR 7 DL 3 s A A« 235nm Y < 1. OmL/min s FEIR : 30 °C 5 b AEAA
B 10uL s LR B : 200ug/m1 s # B F71 - 4l 7K o

[0066] 3 EELEMFRIT R

L0671 Tkt i) (min) FEIHA (%) FEIHB (%)
0 5 95
5 5 95
60 0 100
65 0 100
65.01 5 95
75 5 95

[0068] i FE X IR VAR A% 10uL , JE NV E A%, ie St i [&], I IEIS s o £ i 3 2
PR Ak i G e A K 0 8 Gl 2 AF — B0 D8 45 R 5 D03k (vl 2k A o W] B 2 e o WS L
BITAESL BN AIRR EE BRI T I 15047 58 22 X 2% U A Y, EL oA 5vis AT I Tal e, o A% W 5
T2 0] A Ry A A DA S Y [ IR KR 4 R 73 A i 1)

[0069]  XJEL 4512
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[0070] A n i AbBE :

[0071] &7 : 30% L ME/KIEW, Rl I -7K (30:70,v/v)

[0072] A2t A VAL 75 B N 0o TR o Y R S A SR I ot R VAR < R VR 7R 1, o 48 7 9%
IF) S5 it 4512 R R i I A B AV

[0073] &y SO AH B i 2% A1k

[0074]  {&if 4T : Phenomenex Gemini C18(250mm X 4.6mm,5.0um) ;iEhAH: ZJiE-7K (30:
70,v/v) , S5 FE VR K MR : 235nm; ik : 1. 0mL/min; i : 30°C ; BEAEAARF : 10ul ; HEREIK
J5 :200ug/ml s FRE 7 : 30% LB /KT -

[0075] O %5 & HX bR VA &% 10uL , I NV AR L, il sk Bk 8], i 6 Frs o R 1 1 4%
PR, AR UG 1 5 2% 0G24y B8 FE R, R 0646 22 ™ 5, ANIE A Trmo Inupi ravir JERN24 ) 43 8T
R/l

[0076]  XFELAFI3:

[0077] AT AbEE .

[0078] &5 IR Eh G2 Pl (pHT.0) -7K (30:70,v/v) »

(00791 ARt VA VAL 75 B W0 6ok TR o Y L S A S I ot RV VAR = R Y R 1 48 7 9%
IF) 52 it 4512 R R i I AR B AV

[0080] &y 50U AH i 2% A1k

[0081]  f{&if 4t . Phenomenex Gemini C18(250mmX4.6mm,5.0um) ; FENAH : W HE 25 22 ik
(pH7.0) (HLO.02mol/LBEMR — S 5NIAEM 50.02mol /LR FR A — ANiA M A RUIR S 5, H
0. 1mol/LESAMENAETRELO . Imol /LIRS TTpHIE 7. 0) - I (30:70,v/v) , S5k
it s 5 MY G - 235nm s Y dd : 1. OmL/min ;s #E3E : 30°C s FEAEARFR : 10ul ; BEFEME : 200ug/ml ; i
PR A BIAH -

[0082] %5 & HY b iR VA &% 10uL , J NV AR L, il sk Bk ], i 6 Frs o fE 1 1 4%
PR A T 0 N B S i il SR A — B Me 45 R SRR (g 2 eI B 22 7 s X EE
51250 % o 43 85 BE A B RARAL , (B Sl ARG 1 52 952 2%, R AR U B 7 VR A S AR R 70 25
PR 264 SE BRI AR B N TR .

[0083]  Zx B Frik , AR WA IR 7k AR B, RGO &, L8 M i, ] 7 o I e
Molnupiravirf) & & &E KXY F, N A WE HMolnupiravir 7= =, N
Molnupiravir B2 & B & BEARE R 3E— 2 5 BT T 2% 77

[0084] DL b BTl AN A AR s B 1 i A ST it 451 10 8 5 I AN FH CARR AR & B, LR A % B (1)
FERRR 5 ) 2 PN BT AR AT AR A8 2 55 ) 25 40 R o gk 55 , 3 B0, B PR A R B IR CR APV Rl 2 I
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