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Oliceridine : a new drug for the treatment of moderate

to severe acute pain in adults

WU Xi-min,ZHANG Xiao-jing, FENG Mi, CHANG Hui-li
( The Sixth Affiliated Hospital of Guangzhou Medical University , Qingyuan 511500, China)

[ Abstract] Oliceridine is a G-protein-biased p.-opioid receptor agonist. It was approved by the U.S. FDA
for the treatment of moderate to severe acute pain in adults by intravenous injection on August 7, 2020. Clinical
studies have shown that oliceridine has a favorable analgesic efficacy which is noninferior than morphine with a
lower risk of opioid-related adverse events than conventional opioids at the same time. This review focuses on the
mechanism of action, pharmacokinetics, pharmacodynamics, clinical studies and safety evaluation of oliceridine.
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P <0.0001);15MHE4 mg, —1.3(95% Cl; =2.3 ~ 0.4,
P =0.0023), oliceridine ZH I N M 25 %5 22 Ji 71| 4H 114
TWA NRSO ~48 h HA B ENME, £5H B
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I 2H Hp I 22 4> B35 44 (respiratory safety events, RSE)
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Yy T2 AR 4 15.2% (P <0.000 1) , MR 4k
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0.5 mg £1[0.8(SD:3.33) ], ZR A4 [0(SD:0) ],
Mgl 1 mg 2H[1.1(SD:3.03) ],oliceridine J§J7 4H 5
N2 22 R) 22 S ¥ e ge it e B S, WS b Bl LY
AN RN 2 E 3 SR, T8 oliceridine 67 2H o
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it ] 2 B ok k25 B B A8 43 5 Oy 18.4% ,35. 4% FiI
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AL T oliceridine JA 97 IH ¥ B P AR 5 2 M 1O AT
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(99% J 4 1k, P AFEE 41.4 %) R gE 47 IR 4
BFARATELT RFAR, HEEHEARGE A A+
P (R NRS=5) o RN R BE AL
IIEC , AR AR T A 2GR 4 T 5 e R B
IR 2B 4H , n = 81 ; oliceridine 1.5 mg 11 faf 7|
/0.1 mg #7545 245 ,n =76 ; oliceridine 1.5 mg 71 fif
f]5/0. 35 mg #4525, n =79 ; oliceridine 1.5 mg

=%

T /0. 5 mg #7425, n =79 M HE 4 mg 671 4
MR/l mg FRGLH 2,0 =76, FEMEIEIRE 5%
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SEE T A L, 46 8 BN AR AL T Bl A LT B A bR A
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Q@ KRIEZHEIBENZBUERFZ, @ A #ATE
2y, @ BARBH R, CERERR ARG
24 h NREASIRYT B E & T0 1) RSB, Bl yR 97 4 h
RSE ) R LLT ] (LA h R 57 ), 1H 55 4 41 0
LRI RSE (Y & A 32 53X S 55 1) °F 24 3R B 42
] B 3 FH . #E APOLLO-2 #F 5% H, oliceridine 4 J7
2 B WL EE F A7 BB , oliceridine 0.1,0.35 1 0.5 mg
FARITH ARG 24 h NAF G T 48 78 S b 1 1 AR
H AT S A H 4 i R 50% (P =0.029),
62% (P <0.000 1) 1 65.8% (P =0.000 4) , i} il £
78.3% (P <0.001) , ¥ 5 F % REFIAIT 4 15. 2%
(P<0.05), ¥ dE & 4 4> ¥, oliceridine 0. 35 FI
0.5 mg IRY7 HBEACR A 8 THHE 1 mg iGY72H .
oliceridine 5 J7 41 ' RSB & 7R by 71 H 4 M v, BT L
2L ) RSB 34 /NBH 805 314 oliceridine 0. 1 mg 2H
[0.43(SD:1.56) ], oliceridine 0.35 mg Z1[1.48(SD:
3.83) ], oliceridine 0.5 mg Z4H[1.59(SD:4.26) ], %
BEFZH[0.6(SD:2.82) ], HE 1 mg ZH[1.72(SD:
3.86) ], oliceridine 4 ¥7 2H 5 % i 57 20 2 [) 22 57 44
TG X (P ¥ >0.05) , g nf 522 B 5 AH L,
BRABERMIER G (P <0.05), BF5ERM,
oliceridine 3677 21 5 My MEG T7 4LAH L , FLWR I 28 58 2%
VR WF ST AR WS RO S W IE
R, 7E oliceridine J& T 4H HH W 3 H 7 iE A B 2 i

AL X B S ROk k25 ) /Y kAR A R R
#fi 1 | oliceridine 0.1,0.35 F1 0.5 mg 2987 HI E
AR RN A4 R0 49.4% ,65. 8% F178.8% ;



G 47% sW0ME79.3% . S4Z WHER YT I B
M, 32 0.35 mg i AR5 = 19 oliceridine [ 5 &
Y & A RGE H I . oliceridine 0.1,0.35 1 0.5 mg
AT 20 T 2ROk ik 2 0 L R 4 Sl Sy 32. 5%
55% 1 61.3% , 504 ME 65. 1% #H . , oliceridine 35 J7
X Bk k25 1 T R AR (P 1 <0.05)

ATHENA (NCT 02656875 ) J& — 01 £ Hr.0> L IT Ji
B2 T I IR WF 55, B 76 VAl oliceridine 7E AR J& il
A6 FAR B v 2UMERIR T A A A K
PEo A 768 i i FH 2 T oliceridine 245 ¥y iR J7
(65% MLtk FY4ERE 54.1 %), IR JE s dEF R
BHHEA P EE SR (P EEK R NRS=
4), AR E T ,94% [ B E ARG B T E
AP, W WK TR EF R (30%) HH W
(15% ) SR (15% ) F AR XF T bk i 94 45 24,
4F 1 ~2mg BB R &, AT 7E 15 min W45 T 1 mg
AAh SER A, AR 2 (PRN) & 1 ~3 h 457 1 ~
3 mg WY ZE50 R, X TR P AR R (A
SRR R E) 4T 1 ~3 mg {1 56 ) 1
JF Su¥F4E S min PRN b 58 1 ~ 3 mg (45 & , PRN 4
1~3h %7 1~3mg WFLER &, X T PCA, 1 fif
FME 1.5 mg, K5 2 0.5 mg B 7 3K 57 & , B2 [
B ISF ] 4 6 min, FRVFANFE 1 mg 5 &, 5 & BR 6]
12 h 4 60 mg oliceridine , i i 5] & )& S8 # $% 52 # ML
BT . EEL 48 bR 1 NRS 99 04 h %
58 5 AR T R4 19 A8 K R PEAL oliceridine 24 47 (1 L
AR . NRS P 20 78 1 U4 25 H 30 min A A
FWA )5 30 min( £ 10 min) N IEATIFAL o [ I 7R
55— IR A oliceridine J5 30 min PN Fl & J5 — IR IR FH
oliceridine J§ 1 h P, {#i F§ Moline-Roberts 24 4 48 ¥
P iR (MRPSS) PF-Ali B8 25 B9 g IR B i 1 OO o
7E ATHENA ff 95 5, oliceridine & 75 H 357 22 W A ZCE
o NRS I PF 4 1F 30 min Bf M\ 6.3 £2. 1 (mean +
SD) (FEZEIT) TP PGB REAR R 2.2 £2.3,1%3F 70—
BERFFENGITES W . I, oliceridine & B i K4 #)
B ARVERNM A2 P o WF5E I e de i i 1A R RN 2
A (31% ) AEFL(11% ) FIMKnt (11% ), H & B %
SR RO . NRS PR PF 0 AR BRI A 46% 11
BE 255 30 min BT 66% () B # W 58 45 B
A 93% (1 8 F AE MRPSS iz 5 * JC B it 2 f /)M
w o MR WL R b 2K 24 W W R IR T A B R
(SOWS) [F) & & Bon , 2f 97% iy B iy 17
FIRFE " HWOER (B SOWS 34> <17) 3% 45 T
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FEEREAR (17 < W <32) , A5 1% BRERE T
JEEIEAR (PEAr >32) , R ST EUE RO R R
AT
5 2t

R B AH SC G PR 5T R B, oliceridine HAT 5 15
MEFH S B FEUR T A%, AT AR AL R OR IS v R 2tk
P, (A B AT T I 1 3R 8 RN A &R 58 55 B 7 20K
BRI 1) & HE XU o

Ayad %) (i ] APOLLO-1 fl APOLLO-2 iX 2
Tt I3 i AR 3 6 1 S Hi i o A R E R s 2 b
Wr (DT) 145 24 v W (4 °F 15 22 KR 22 1 (8] ( CDDI)
Xf oliceridine 1N M () 0P 0 410 i) & A= 28 9F 17 IR &
PES BT o DI E UM IR B2 2B 3T Al 835 0 I &R 498
R & A i RE B, R B i 25 i . 4R B
78 ,0.35 1 0. 5 mg oliceridine J& 7 4H Y & & [ RSE
FE DI By B Bk, 78 APOLLO-1 #F 5%,
oliceridine (0. 35 mg:7.6% ,0.5 mg: 1.4% ), & njf
17. 1% ;7 APOLLO-2 #} 5% 1, oliceridine (0. 35 mg:
20.3% ,0.5 mg:18.8% ), MM 25. 6% . 7F % i ik
Gamma 4345 fIT B B /) 45 31 T, oliceridine 36 J7 41
f) CDDI 3 %5 i w3 ¥ 20 %, APOLLO-1 fF 5%
oliceridine (0.1 mg:0.02 h,0.35 mg:0.1 h,0.5 mg:
0.8 h),MHHE 0.9 h; # APOLLO-2 #f5% 11, oliceridine
(0.1 mg:0.05h,0.35 mg:0.4 h,0.5 mg:0.8 h) g
ME 1.2 h, Z BT 5% 3 BH, oliceridine #H Lb Mg mjf, H
ORID 4 % A= AU 511K o

Bergese %5 HEAT T — 35 [ul 5 14 WL £E BF 5%, %)
Fek [ ATHENA iR A oliceridine (AP 4 & 5
BRI B 25 25 W06 7 2H (Al fulE P e M S At T
R A ) (CO BRI ) ORID fy kA2, 45
BER,5 CO BAFIAH L, oliceridine J& 7 ZH /) ORID
B R AR (8.0% vs 30.7% , OR. 0. 139;95% Cl.
0.09 ~0.21,P <0.000 1), ZWF5£MW, %%
oliceridine JGJ7 o I 2 M Y5 1Y (B & 55 TR ph 42 32
N e s ] B R At R BT e 28 245 W ) B 3 M L
OIRD & AR, [WIFEfE IR A ATHENA £ 55
F14 4 S BB R AT Y — T [l P AR R R b T
BAE B E (ERy =65 %) AR E(BMI=30 kg-m ) F-
AREHER OIRD KA, F5 L NIR B4R B H FAER
BFM OIRD KA REAH 25, (10.8 vs 15.1% ,
OR:0.68;95% C1:0.42 ~1.1,P =0.11) ; [FEE, JE Bk
BE AR IR RE B F 1 OIRD R4 KW EAH EH
(14.0 vs 13.4% ,0R:1.06;95% C1:0.69 ~ 1. 62,
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P=0.80), ZMFFEEY], &l sE BE H 20 b i
APEPIR M B H  TEAR S oliceridine i 17 H1
TR TT AN 23 1 im0 i Y A 2R KU o BRI olliceri-
dine 7E I K 35 H T OIRD 1 & A= XU 9 I8 Jh 5 2
FEE . WL, oliceridine FHHCH AL A 2 B AT
TG () 2 A P A A2 M, T ELAEFH oliceridine 36 7
SRR VB R A 2 s T B R TR 4
BE L HBRE" . fE—1 QT BF 5 h,62 f] fi
B2 AR # o 2 T B 4 2 oliceridine 3 I
6 mg;oliceridine 3 mg 4 X .00 I 52 W 0% A I 35 5%
oliceridine 6 mg ZH i) QTe ]t R A 6L E 8 1Y
s, S — & R QT BF 5 i & W, oliceri-
dine B H 25 245 S50 55 3k 27 mg 23 530 QTe P-4k
£ 10.7 ms'™!, Oliceridine ¥ 7 75 2% 11 5% 1 3L 391 19
Leh BEAT I RS, G A SR B LT R R L RS Y X
RS i ANTEAE o BE LBT R 2825l DLE e &, K
Fi (o) el P 2 7 A W W 40 o s A L B 25 S AE, R
B TE 35 10 T P AE KU B A Ry o L T 2243
6 Z5iF
oliceridine J& 3¢ [& FDA HL#E 155 — A AU p-Bi

TR G A g PR N % 28 TR YT
N SR R AU BT R B AL T
N R (14 4 7 2K, (6] B AT DL BRI ORAESs (1) & A R
S, B R 2 et i Az v S 2 T R
FEUEW] T oliceridine H A AL 4 1) WP W 3R 48 % 4 1k,
HAE B FNEREEE JFE IR 2y B M
N i EL A O U 4 A Ve R 32 v A RR B —
WG BT LAFE 53 T % oliceridine 73X 26457 5k A H¥
M2t B2, oliceridine il R B A 7F v 1 9K
AT AR T —FoRr A e BE b A R B R R o 2
PRI B 300 245 W I R R A — AN B i T 1)
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