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ABSTRACT: The U.S. Food and Drug Administration (FDA) approved 53 new drugs into the market in 2020,
including 38 chemical small molecules and 15 biological products. According to the prescription information for
professionals and the related literature as well as patent information, this review describes the descriptions, indications,
mechanism of action, dosage form and strength, adverse reactions, and one synthetic route of the chemical small
molecules, and brief information about the biological products.
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& 3] : ViiV Healthcare A @] .

b+ A . US 816861582 (2010 4£ 4 H 26

H,C S
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H) o

et - 2020 45 7 H 2 HEESRE BT, R
4 Rukobia.

EHAE s G TR A2 e A7 R
TCVETE R s 7 %, HF HAan szt 2 /07
FIRIT I 2 BN 25 N Kz sk s 18 (HIV-1)
FRN RGBT VRTT -

YER AR « ARG HIV-1 PLii 4 i 75 24

A H5HAE . Frifl, 600 mg.

REBJL + iy

B I, : I 127,

1.2.2 #fEpE 5 (remdesivir, 13)

b ¥4 . (S)-2- &4 H T K -2-[[(S)-
[[ (2R,3S5,4R,5R) -5- (4- Z F=0Lm% [2,1-f]1[1,2,4] =
5 -7- Ft ) -5- FIE -3,4- —FRPUSARmG -2- 3 ] H5
B CREHE ) whmE | &2 ] NRRlR .

& 3] . Gilead Sciences A ] »

b+ 4] . US 8865690B2 (2013 £ 12 A 11
H)o

EefiE) . 20205 A 1 HZ < E FDA fit#
T %2677 COVID-19 HfE 3%, 2020 4 10 A
22 He e IER B, psh4 Veklury,

i MAE - & TR EERLARTT ) COVID-19 fik
AN LE S (12 5 )L E HAR R 2> 40 kg) .

YE R ALE A FhSE COVID-19 4351 RNA 5

O_ .0
\\//
| \ , I \ OH H3CWCI
N N N 2N NN
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80°C,1h >
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T o LY
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ﬂ—,ﬁiﬁﬁ%%ﬂhmﬁﬁ&‘ﬂz{:

9%

10 10 WY& RLERE
Fig.10 Synthetic Route of 10
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N COOH N =N
Me’ MeO” N Me, HN
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O,N " NTF
F 0
F
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Me 0 Z oMe 'YIe ¢} ~ |
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Fig.11 Synthetic Route of 11
L ~ SN . S0 > N3 > J
= LIPS ERAE : AT RANEE BAEA SR I S

AR 5HA 7], 100 g/20 ml.

T BB B, ALT FHi, BEERMT .

BRI, . WL 137,

1.3 HARBIT 4
1.3.1 Rimegepant(14)

15 4 . (55,65,9R) -5- Z At -6-(2,3 AR ) -
6,7,8,9- VUE -5H- 3P [b] MLRE -9- & -4- (2- AR -
2,3- & -1H- BRME I [4,5-b] nibng -1- L) -1- IRAE
RIRBEFIRIR Eh A K&

% /3] . Biohaven Pharmas /A .

a4+ 4] US 8314117 (2010 =10 A 12 H ) .

LAt 2020 4F 2 H 27 HAESRE BT, B
4 Nurtec ODT,

LI HRTT o

YRR AU « AR o — Fh B 2 DR AR S IR K 52
LSRRI

A HHA . Frifl, 75 mg.

TREBRL + Hilao

BRI L 147,

1.3.2 Oliceridine (15)

e 2 - 9(R)-[(3- FIAEIEMEy -2- 3 ) FIJES
B H 1-9- (2- kg dt ) -6- SRR [4.5] 28 & H
ik (1 1),

& 8] . Trevena A .

bdEH] . US 9044469B2 (2013 48 A 12
H).
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/» / O S
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12 12 & RERE
Fig.12 Synthetic Route of 12

et - 2020 £ 8 H 7 HAESEE Liii, FE
% Olinvyk,

¥ MR JEHTIRIT SRR RN B,
H B T BB R EUR 24 H BT EAZ R
SR

YRR AU - Aot — BT 2R
RIS A R

FIA 5HAE . FESF), 1 mg/l ml A1 2 mg/2 ml,

FRRBJL 2 oy, MR, Sk, Sk, {HFL,
JEPE AN

B I, . I 157,
1.3.3 FLFEEE (lactitol, 16)

F 4 4-O-p-D- PFLHE LR HE 5L -D- %) b
fi

Ff & 3] : Braintree Labs A &,

LA afiE 2020 4F 2 H 12 HAERE BT, /&
il 4 Pizensy. 1998 4ECUfE H A .

Wahin, BURAE

i RAE  HRIT ONIE PR R MR (CIC)

R AE - RIEBEER, FEBUKRA NG,
MNTITAE S5 W A = AR b JEAE A F o

A EHA . DR, 10 F12g.

RRBEE . EIPIRGEEGE, B Ak, 8IS,
AL FUUPTB38 PR Yl T vy, TSRV I s sy

BRI, - I 167,
1.3.4 Bempedoic acid (17)

WL . 8- ke -2,2,14,14- PUR A+ I .

A& /3] : Esperion Therapeutics A ]

b+ 4] . WO 2004067489 (2003 412 A
23H).

L afiE] ;2020 4F 2 H 21 HAEEHE B, B
4 Nexletol,

& FAE ﬁﬁ?/‘ﬁf
BAE B, B R

S PR SR N e L ] L
— D BEARAR 5 P i 2 1 LI
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Fig.14 Synthetic Route of 14
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B —————
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0\\\/ HaC- | /
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Fig.15 Synthetic Route of 15
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HC OH
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Fig.16 Synthetic Route of 16

R (LDL-C) ik FE A A 14 o LA 9095 4] AT S o

AR AU« A — o = B TR I MR R
A A AR, R I A o) PR e R RO R AR
LDL-C.

A 5HA 7, 180 mg.

RREFEF . PR IE G, WLREZE, &R
MAE, BRI, B EAE, SCUE R, DU,
T AN JH-BFE 1

BRI W 177,

1.35 ZEAF] (amisulpride, 18)

F % o N-[ (1- 25 -2- g he s ) HAE ]-2-
FHAE R -4- (2 -5- ( LRI AL ) - R BERL .

A% 3] . Acacia Pharmas A #] .

b+ 4] US 4294828 (1979 421 H 18 H ) .

L weiE - 2020 45 2 F 26 HAESRE LT,
fm % Barhemsys. 1986 £ {ER 4 4 i, AT
JRIE ST B RIS A A 43 REAE

i R AE - T PP AR 5T BONR J5 SO X

(PONV) ¥,

VERAH] = A haE—
L 3 2kt iy .

AR 5 A - 7], 5 HT10 mg.

FRBL BT, M L3R
KA, AR, T2 5 PR R A K -

B mRIEL L 18,
1.3.6 Osilodrostat (19)

¥ 4 . 4-[ (5R)-6,7- 4 -5H- Mg I [1,2-¢]-
K -5- 5 1-3- HUR SRR —AEh (10 D).

HF4& %) : Recordati Rare Disease A7 .

b+ A] . WO 2007024945 (2006 4 8 H 23
H)o

EatiE ;2020 4E 3 H 6 HAESERE B, Fdh
4 Isturisa.

& MAE ¢ JEH T ANREEAT AR TR B ARG &
BN FE TR R A AR R 35

AE R AUE AR I8 B 11B- £2 kB
(CYP11B1), T - i B Jot e 1) AE 2 e o

A EHAE . i), 1. 54110 mg.

FREE BRI R AR, O ME QT JH]
B (QRS SRS 2 T PSR ) Bk, J%
I B, SRIFFAVE

SIS WK 19777,
1.3.7 Ozanimod (20)

WF 4 5-(3- F % -

Pl FER) 2 % 2 %
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[(18)-1-[(2- B3 ) & HE 1-2,3- — 4 -1H- ¢fi -4-
H1-1,2,4-  —wedhigih (10 1),

Ff & 3] : Celgene A#],

b+ 4] . WO 2009151529 (2009 45 H 14
H)-

L et . 2020 45 3 25 HAESEE B,
% Zeposia.

& MAE G H T RN E KB 2 K VEREGRE TR
57, AFERRICLI SR EAE. &R B NS 3 1
Ak R BT IR o

YRR A - A e — PR B 1- B5R (S1P)
AR, 5 S1P 24k 1 A5 BA®EMT, W]
DA RHL 1E 94 2 248 i DAk 2 259 LR PRI BE 0, AN T i 2D &b
S L R AR A P B
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REB L FWPIRIER G, AR, AR
PEHEAR I, PRSI SY, J A  I .

SRIEL WL 207,

1.3.8 Opicapone (21)

o4 . 2,5- 4 -3-[5-(3,4- "2 5L -5- Yk
WA -1,2,4- M -3- 5 ]-4,6- HIEIENE -1- 41
.

A& 3] . Neurocring A ] .

1A-4 % A): US 9550759 (2014 42 11 A 14 H ) .

L afiE . 2020 4F 4 H 24 HAESRE BT, B
44 Ongentys. 2016 4F £ 7F 3 [ A4 E .

i€ RAE - RN RE E R E BRI BT,
BITET O BARIIA 400 A
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YRR AU - Aot — PRI L By -O- FE
el (COMT) #sfil5), it COMT F#{k /A
Jie % AR N 3- HIA L -4- 30t -L- RN AR
oA, T2 e A Jie 2 i AR L

AR 5 A - IRHEF], 25 F1 50 mg.

RRBL : IaFbERG, Rk, (MULER B,
IR s / 7 BRI Joid 5 93
BRI WE 217,

HEPERE (Artesunate, 22)
fb# 4 . [ (3R,5aS,6R,8aS,9R,10S,12R,12aR) - |
4 -3,6,9- = FIJE -3,12- I -12H- it [4,3-)]-1,2-
I TMEE -10- B ] T R

HFE 5] : Amivas A .

L ErE - 2020 45 H 26 HESEE BT,
i 4 Artesunate, 1987 U EHE F .

& AE - W] T B EEE R BT L B
WIRIRTT -

AR AR« A S AE AR AR AR BT PR A
FEIEA T E R (DHA), fli & A2 U 8 3 s A
IR Y, 5 BUAF AR SR TS 14738 A T 1) 3 AR
KA

A HHAE - R, 110 mg.

FREE : alk'E R, HEEN, MaOEAK
AP

BRI T 22,

1.3.10 Triheptanoin (23)
e 4 Hl = PERER .
FF & 3] : Ultragenyx Pharmas A ]
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H
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22 22 AR
Fig.22 Synthetic Route of 22

L afiE . 2020 4 6 H 30 HAEEHE B,
4 Dojolvi,

i AE I8 TR IT KR R A A RS
(LC-FAOD) LB FI N 3 .

ERAMAH . Aghig— =g e, TN
LC-FAOD & fitrhsk. AFEmx/ialim(E e &
RUFAAI ) B AR

FA S . TR, 100% 23,

REEE I, TS, ARG

B, - W 237,

1.3.11 Fikmet (Remimazolam, 24)

4 ¢ 1- HISE -8- I -6- (2- MEHEdE ) - (4S) -
AR 2 0 -4H- ke [1,2a] [1,4] 8 UK
g 1D,

A% 3] . Acacia Pharmas A & .

LA . 2020 4 7 H 2 HAESEE BT, M
% Byfavo, VL7nEET 2019 4F LR i 44 Fii £ 7 £
EE N
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—
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Fig.21 Synthetic Route of 21
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YERAE - ARy y @3 T R AR (GABAA)
AN EIES

B 5 HAE « FESFF, 20 mg.

FERE AR, S, &5k 8 & i,
Wedr e I, IR ET sk SR L

é\)&ﬁg\?)’i . IJ_ILIZE] 24[28—29]o
1.3.12 #iffhii (decitabine) /cedazuridine [ 4 i
NETT, Hib &N cedazuridine (25) ]

25 891bF 4 . (4R)-1-[ (2R,4R,5R) -3,3- % -
4- Fdk -5- (FR L ) USRI -2- & 1-4- BN A
WEIE -2- il o

A& 3] : Otsuka Pharmas A ] .
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OH
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AR JE5T, (A, L, AR, RBR,
KA, Hl, PPIRINAE, MRVS, K2, kE, K
PAE PRI AR 8D, K, SRR, RO, BRICR R,
PR GE IR G, il 98 AN BT

B ML, WL 25,

1.3.13 Abametapir (26)

FEL - 44 "I -2,2'- IRIEIE

A% 3] . Dr Reddys Labs 2 &] .

te-4h+#) . US 9357783B2 (2010 44 H 26
H)o

LA abiE] 2020 4 7 H 24 HAESRE BT, B
mh 44 Xeglyze.

i pAE s EHTEREE A R 6 N H &ELE
B I RIEIT .

YERAA] - Kdg— e R EO A &
J& B B X O B A A s B OC EE B AR B
AR EIE

AR HIAE . Peil, 0.74%.

RREBL . 4B, %, RBRPIHVK, Btk
Fede, WAnE, RS, JREER S R B AR .

BmIs L IR 265,

HaC CH3

7 N\__/

CHjy
26

»
N/
26 26 A RLERL
Fig.26 Synthetic Route of 26

Pd/C, MnO,
—_—
140°C, 7d

1.3.14 Nifurtimox (27)

T e ] BRAR IR -1,1- AR

BRRE) « FEHAFE.

fe a4+ #): US 3262930 (1963 4F 11 H 13 H ) .

L ediE 2020 45 8 H 6 HAESEE b, R
% Lampit. A fh T 20 th4d 60 AR AEFTHRAE . &
IR B2 TG 22 i PG 56

W RAE ¢ & TR YT v P ] R A A
o (EYNHEHR ) 1 LE B .

P AAE] = A E LB M R 58 4 T il AT
FR, 27 8 1T B (X EEASABUR) FIEL (%)
ARBUK) —EALEEE (NTR) AU siss, S50
FEAERRE R AR A (B EPEE, Sl
DNA 53475 F1 5 FCAHE HU 41 ff Py A i 2 B8 T

A 5 HAE . Frifl, 30 Al 120 mg.

R MR, YR, SO, AT RE, D,

BRIELK W 27,

1.3.15 Risdiplam (28)

4 T-(4,7- — 208 [2.5] % -7- ) -2-
(2,8- —HIZEDRME I [1,2-b] WAWE -6- 2% ) -4H- nipng
I [1,2-a] MERE -4- i .

FRR E) - AR,

febodh A US 9586955B2 (2013 4F2 H8 H ) .

L et . 2020 458 F 7 HAESEHE i, R
% Evrysdi.

EMAE  EHT 2 A KU EERA AN
iRE (SMA) B IRTT

YR A+ AR ERE NEIT SMA TR
2, 1ERN—Figshth & e Eis 3L A -2 (SMN2) B

fe% 4 (B)-3-HIHE-4-[N- (5- LMK -2- 4) - HRASUEHL, WTLAS SR e hI i SMN 1.
NH, 0 OH
7
ﬂ ﬁH NaBH;, MeOH N(\gH
o \\g 5% Rh/C, H,(275.8 kPa), H,0 o \\g tan o) \\g
A E NE preparative HPLC r&i;_,:
HO & F HO = F Ho 5 F

25

25 25 VA RLERE
Fig.25 Synthetic Route of 25
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R 5HA, - A, 60 mg (0.75 mg/ml) .
RREL : RKe, NG5, F¥Z, LIFIOE G,
fili 5, fEABAIIXRE o
B mRIEER WL 28,
1.3.16 Clascoterone (29)
WFE L o S -170- TNFRER
B K s3] . Cassiopea SPA A,
odh £ A

H)o

: US 8865690B2 (2013 4 12 H 11

Lt - 2020 4 8 7 26 HAESCH Ly,

mh 44 Winlevi,

iE FLAE : IE

Cl

F

CHj3

X

-N
N

X V2 1) dimethyl malonate, 230°C, 1.5 Z Y |
N
=N 2) POCly, i-Pr,NEt, 110°C, 15h  F

697 12 5 R L B 3% P

YRR AU Ao — BRI F), IR
I7 S H PRI AR UIHL ] AN 2

FIE 5 A - FEA, 1% 29,

REEL : LBE | R SRPEFGERG | T4

BRI, T 297,

1.3.17 Lonafarnib (30)

L . (+)-4-[2-[4-(8- & -3,10- — R -6,11-
& -5H- Z%9F [5,6] BpEkE [1,2-b]- nikiE -11(R) -
) -1- URIEH: 1-2- A LH ]-1- WRiE FF A .

FF & 3] : Eiger BioPharmas /A F] .

1o+ F] . WO 9723478A1(1996 4 12 A 19
H) e

LedE 2020 4F 11 H 20 HAESEE BT, B

SH o CHs
0 HO ™ Hzo2 H3PO, s A t-BocNHNH,, NaOH(aq.)
>—CHy ———» /\/S\)\ S - >
® NaoetEtoH HO OH ™ i Ho/\/ \)\OH reflux
reflux
CHjy
O\\ /_< D‘CHO O\ / : -N o NO,
,/S N-NH, —————> o% \ / \ |
0 EtOH, reflux \
27
27 2T WERREL
Fig.27 Synthetic Route of 27
CHs HyC
CH, HyC
Cl

1) o CH3
1) aqueous ammonia, 110 ‘C, 48 h \B—B/
\
O O

2) PPTS, i-PrOH, 105 C, 12h /ﬁ\r CHy "¢ thy hi Che

CH,

BI‘\)\O/CHS

HC o =
HBCKT\?‘(S: N

KOAc, dioxane, 110 'C

H,C CHs

HCI
NH

HCI I—{\l_—)<l

i-Pr,NEt, DMSO0,130C, 48 h A/\
N

HN.

Pd (PPhg)s, KoCOg(aq.),
CH,CN, 100 C, 6 h

& 28 28 K& Ak ERLL
Fig.28 Synthetic Route of 28
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Wh 44 Zokinvy .

EMAE : EHTFRT 12408 KU EEE R
WRELEEIE (HGPS LR EEIE ) MR M2 E
Hii (PL) BIEF.

AR AU« A — T2 JE B e AL g 4 i) 7
(FTI), mTRHK R8s A rk e k.

A HHIAE - ], 50 A1 75 mg.

FRRERE : WKk, Bg7E, B4, O, BECh
W, P57, LIPS IR, IR, ULAE B 0
HUAR T S5, RS, Sk, ERERDH], AST
T e MBI S PG, R, R I A ALT T o

A RIEL WL 307,

OCOCH,CH3 OH
CH=0 CHy=0
CHg \/OCOCHCH; Candida cylandracea CHgy \JOCOCH,CH3
—_—
toluene, n-butanol
30C,24h
o]
29
29 29 BRI’k
Fig.29 Synthetic Route of 29
Cl Br

H,S0,, NaNO,
—_— " »

Cl

Br = Cl Br

\ Y \ Y
N chiral HPLC N
Br
N N
H H
Cl
Br
CF3COOH, H,0
25C,24h Y N\(\C\NH

— 0]
Br

2
Fe, CaCl,, EtOH, H,0
R Rt R

|
COOEt

cl
HO._O
cl
N\B
Br —Oc,

trimethylsilyl isocyanate
B —
CH,Cl,
25°C,48h

Bry, AcOH
—_—

reflux, 16 h rt, 16h

HCI, H,0 (i-Bu),AlH
—_— —_—

reflux, 16 h toluene

HOBT, DEC
DMF

Br
N{CN“B“
0
25°C,24h

Br
cl
Br
N—-CONH,
N
0]
J N
—
Br 30

/ N

—

30 30 KhERRERL
Fig.30 Synthetic Route of 30



o 22 o

HhE 25 Tk 44 £ Chinese Journal of Pharmaceuticals 2021, 52 (1)

1.3.18 Berotralstat(31)

o4« 1-(3- P HEIREE ) -3- ( =5 3 ) -N-
[5-[(R)-(3- FUAEAREE ) -[ (AR EL ) A/
HE]-2- RS ]-1H- mbme -5- FEERL Ehigdh (11 2).

& 5] : BioCryst Pharmas A ]

ta4h £ F) . US 20170073314A1 (2015 £ 3 H
9H).

L wATiE - 2020 4 12 H 4 HAESRE BT,
4 Orladeyo.

& MGE : EH TR 12 2 K PL B JLE A
E WAL YE ML KM (HAE) RAE.

AR AU« A il — ol L SR TR T8 4 1) 77
A5 ML R BT TR R 45 5 S 4 o L R KR

A 5 A% . e FE5T, 110 A1 150 mg.

SRR o
AR, T 310,

1.3.19 Setmelanotide (32)
WF L . L -L- K& -L- AR -D-
WRBRH - M52t -D- AN -L- &bt -L- =

CH,
HsCw I CH3

B2 -L- 2P (2—8) - ik LB .

A% 3] : Rhythm Pharmas A &] .

L el - 2020 45 11 H 25 HAESEE BT,
4 Imcivree,

i RAE ;& TR R 5 (POMC) . i
A ARG BE VA B 2 1 (PCSKL) BUM & 2 1k
(LEPR) 2 [l ik ffs T SO E I RN AT )L (6 % LA
) R RS i R

YR AL A — B 5 R MC4 32K
)74, WILETE MC4A 524Kk, DL 11k 8 s b
ﬁ@%%ﬂ)\#ibﬂ““%ﬂ%’ﬁ

A5 IAE  FEH5F], 2 mgl0.2 ml,

XEUiﬂ s VESTEROLRONE, BERRBLERDTE, &
O, K9, IBIE, B, HOE, JETT, MK, AR,
P E G A H R PR 2R

teg g . WK 32,
1.3.20 Tirbanibulin (33)

F 4 . 5-[4-[2- (4- WGk ) 250 ]
I -2- mpnE 2.

R a) : Almirall 5] .

IRJE ]-N-

NC
CF3 NC
HaC. - Mg DIPEA, DMF O
HC :©/ PyBrop SOCI,, CHACl,
HiC M CF3 i,
BT e— O OH HN EtsN
NC >
2HCI, H,0 F COOH NH,
BocHN\/©
CFy NC CF3 NC
e ) J O
N ) HCl \ ﬂim}%
N —_—
HN N dioxane HN HN
BocHN F H,N E

HCI MeOH, MTBE

31 31HYERERL
Fig.31 Synthetic Route of 31
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b4 % #) : WO 2006071960A2 (2005 4F 12
J128H).
B A 2 2020 4F 12 H 14 HEESGHE BT, 7

i Klisyri,
i MAE ¢ 38T RSk B A A A I R
HBIEIT o

VERAUE] A S — PR 5]

AR 5P - WER, 1% 33,

RRB - JRiB R, 2R RE,
a3k A AL

BRI+ WL 3357,
1.3.21 Vibegron (34)

.3 4 - (6S)-N-[4-[[(2S,5R)-5-[ (R) - #dk (%

m

CH3 H

o) WUEE ] b -2- Ak ] R JE ] oKL T-4- S AR
-7,8- & -6H- MEm% [1,2-a] MENE -6- HFEERZ .

HFZ 5] : Urovant Sciences A ] .

b+ A] . US 20120258963Al (2012 4% 6 H
20 H ).

LadiE c 2020 47 12 H 23 HESEE B, B
nh44 Gemtesa. 2018 HE7E HA 17, 7 ih4 Beova.

¥ HAE ;& TR IT BON B O B i B E
(OAB) .

YR - AR — Pk p-3 B LR R R
AR 2 o I O 2 AR AE B I 78 2 U 1R ISORS aE
PRAUTTT 3G 0 JB5 I 25 2

FEE5HA . FFl, 75 mg.

0]

H H
/\n/ \)]\ /\"/ \)J\ N\E)LNHZ
g 0 o~ - X CH4COOH
(\ l X=2or 4
|
N/, NH
H
H,N” S NH
32
[E 32 32 MR
Fig.32 Structure of 32
(HO),B
HO. Y
Cl N
OO, ey e (O
Br
(0] —» 0 X
KCO3, MeCN \) Br P PZE)ch:2C03 | _
M NTF
~O0 ~0
KHMDS, MeCN O(\N JO%H,50,/ MeOH O
® ’ D!
PN P oCHa

/\/O
o} N o
B
PhOCH; lN/ N
H“©
33

33 33 LM
Fig.33 Structure of 33
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REB kI, PREGIEGE, W%, RIS,
AL b I TE G

GRIEL - L 345,
2 INGFISHRESH)

2.1 Fluoroestrdiol F18 (35)

W4 16a-["°F] %
1,3,5(10) .

A& 5] : Zionexa 2 F] o

b+ A] . US 8188113B2 (2007 4£9 A 12
H)o

LA abiE 2020 /£ 5 H 20 HAERE BT,
4 Cerianna.

EMAE R RIS, HIEETR
SFTE A (PET) MARILRT,  mr e DU ME R =2 44
(ER) FHMESRAL, 1EANE R B A e B
for )4 B F Bt

7 5 « FESF), 4 ~ 100 mCi/ml.
BB TS IR A R
BRI, - I 355,

2.2 Flortaucipir F18(36)

5 4 : 7-(6-[F] FLNE -3-
[4,3b] M5

A& 3] : Avid Radiopharmas 2 &

-3,17B- i - W= -

) -5H- MLeE It

HhE 25 Tk 44 £ Chinese Journal of Pharmaceuticals 2021, 52 (1)

b+ 4] . US 8932557B2 (2012 £ 5 A 22
H)o

L eriE - 2020 4E 5 H 28 HESEME BT,
4 Tauvid,

AR s AN MU RS IOR, & TR
i) PET BAR, PRAL R R SR GBI B b SRR 1 R
H Tau #i28 JiR 21 4E 45 1) %5 5 F 50 A1

A 5L - 15857, 8.1 ~ 51 mCi/ml,

BB« SR, TS AL IR AL R T i

SR LIE 361,

2.3 Cub4 dotatate injection (37)

4 s 4 (%*Cu) -N-[ (4,7,10- = J& 2L -
1,4,7,10 YRR e L -1- B ) Ot ]-D- 2%
A -L- ﬁéﬂféﬁ@?ﬁﬁ% -L- B2 BEdE -D- (5K -
L- M -L- 5 R -L- E R -L- &R - R
2-7) Q@uﬂé%o

A& 5] : RadioMedix A .

LedE - 2020 429 H 3 HAESRE B, R
% Detectnet.

¥ RAE : ARG e — MU 2 A, TS
PET L T2 W7 A= KA 3R 52 4 BH 1 PR 48 P 3k i
i (NETs) BN

F 7 5UAE « JESF], 148 MBq (4 mCi) .

NO,
\NHBoc \NHBoc cone. HCI, i-ProH \NH3CI
1% (PPh deCIz 60 C
2% Ci

THF, |PrOH rt.

(i-Pr),NEt, THF, AcNMe,

OH H
NH,

OH
N
, THF, TN TMSCI, MeOH
= —_—
60°C _’ Z Z
NO,

EDC- HCI i-PrOH, H,0

LN 0.345 MPaH,
2 5% PUALO,
—_—

34 34 LS
Fig.34 Structure of 34
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O
CHy OH CHz O~g<
OH |
O ST et
Ooal-Nsc i< L
Oe 2) CICH,0CHjz, (@)
HO CH4CN, r.t,, 12h NaH, THF
?
CH3 CH3
CHj 0OSO3K
K18F, CH,CN H,S0,, CH,CN G 18
Kryptofix 222 Oe 105°C ’
105 C Ok
? HO
&, 35
(&35 35 K& AR
Fig.35 Synthetic Route of 35
—N
\_/
1) K8F, Kryptofix 222, DMSO SN N
N . Boc  2)3moliL HCI _ H
N N 3) 1 mol/L NaOH 87 SN
S HsC™¢ CHy O %
36 36 KUARLERE
Fig.36 Synthetic Route of 36
REFL 2 s, MR FOTHI B 41
rj:éé\:'}ﬁaﬁij H Ij_ll_llg] 370 /—4
2.4 Gallium 68 PSMA-11(38) >\_\ HN/>’NU\ @
BRANE) « MRS AT BRI 4 L1 5 ]
S _|\
RERETT K o \—/
- . . >_/ \_[f NH
Rt . 2020 4F 12 H 1 HAEEE Ei. CHs ?ﬁ
X /, NH O
S RLAE « A B AU RS IR, L
o
T 0 5 385 58 B b e T 9 B S5 A oo o "

(PSMA) BHPERTAEHEAT PET if%

AR HHAE - FERTT, 3~ 7mCi,
TRBAL : iy, BETEFIkE.
FeEM . LK 38,

3 H4%m

3.1 PRz

3.1.1 HUIREELZGY)

3.1.1.1 Sacituzumab govitecan-hziy (39)

A& 3] : Immunomedics A .

37

37 37 WEMK
Fig.37 Structure of 37

L afiE ;2020 4F 4 H 22 HAEEE B, B
% Trodelvy,

i HAE  JEH TR O = 2 MT kiR
7 RS VR 0 R 1 — BH P 7L e 1 RN B

AVE R AE] - A E I 5 Rk N TR 2 R R R T
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HO
68Ga ;@\/\f
)L
o 0" Yo r/

o}

(S) (S)

HOOC NJ\N ~ COOH
HH HHA

COOH

38

38 38 KA
Fig.38 Structure of 38

U 2 (MR 4e 4 A, R SN-38 (14 38), 5
A | AR EAE A IR LR SR A Al 1 2 0
FAGE WL ERTIE RS, 55 DNA S A4 At T .
A 5 - ST, 180 mg.
BB s, PRI k>, TS, 5T

L, X, Wik, ERR, 2%, BEREEAIEIE.

gAML 39,
3.1.1.2 Belantamab mafodotin-blmf (40)

R NE) B R L AT .

LedEl 2020 45 8 H 5 HAESEE B,
4 Blenrep.

& MAE GG TR A S RS I 2 kM
BN R RS, X EERT OBz 2 4 F
(17, FEPT CD38 Mgk huik, & EHHI7)
DL G s 57

AR ALA] s A o — B B4 ik 2 Bt R
(BCMA) #f ik, 5 BCMA LA, BEjE i@
Pl AR I ER R R B AR T F (monomethyl
auristatin-F, MMAF), 524 i & #9421 A4 i
)

72 5 A - ESSF, 100 mg.

RRBE - MERA, MR, B, W)
BRI, R SRR 0% S S A 55

N-N
N~
(0]
/ o)
i N
T
(e
hRS7 1gGk
antibody

39

39 39 MK
Fig.39 Structure of 39
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te g4 . WL 40,
3.1.2 HAthftm 254
3.1.2.1 Isatuximab-irfc (41)

AP 5] : Sanofi-Aventis /A ) .

LerE 2020 42 3 H 2 HEESEE B, mEan
4 Sarclisa.

i FAE : 5V 5 R % (pomalidomide) FlthZE K
2 (dexamethasone) BX& I, HTIGIT 2 KIEE
Hl R PR A R

VBRI ALAE] « A —Fh CD38 2 [a] 1410 i 45 ik
ik, @i AR A (RS 2 R RE
MM ) RMEFKIAN) CD38 Ak &, 75Ty 4y
I T T B0 S 2 N o

FI A 5 HLAE - 1SS, 100 A1 500 mg.

BB FEA SR, T8, P kG,
NG5, T, Ak b, Ik B 2 AR A i
AN S
3.1.2.2 Tafasitamab-cxix (42)

A& 3] : MorphoSys/Incyte /A& .

LwerE - 2020 42 7 H 31 HEESRHE BT,
4 Monjuvi.

i RAE 3G TG RIBE L (lenalidomide) ,
TR YT N R HE VR PR TR 1 K B 4H A ik
(298 (DLBCL) #&, ALH5AK Lm0 itk 28 5] A2 1)
DLBCL, MAAAEE#HZ HIA T4t (ASCT)
1B

I\I/Ie
N

2y

NN 7 o
W

Me H (0]
Me Me N
0 Me vie "o Q\‘/H( \:)J\OH
1 - =
: O. O
N 0O Me
o
Me
Me

AR AUH] = A AT 5 HT B bk T 40 B AN R #A B
WL H L ) 1 DL S £ %G DLBCL 7E NI LFh B 4H
RSB R v R K CD19 Puliids & . 45 & faiEid
P T A e AL 5 B R AR, BdEDUARK
A M ER 1 (ADCC) AT A4S P 40 i 7 i /E
(ADCP) .

A HHAE ST, 200 mg.

R RREL: R kD, ST, LM, MY,
MNARIRD, R, AR, AR KM, IR TE R
MR,
3.1.2.3 Naxitamab-gqgk (43)

A& 3] : Y-mAbs Therapeutics 23 &

EEFiE - 2020 4 11 A 25 HAESCH BT, 7
i 4 Danyelza,

& FAE 2 BT VA TR B R M 4 BEAH
JH9% .

AR AU« A SIS o R T GD2 $i 5
56, ReNS MR BRS04 M EE A S N IO S
RS AMARGE, TS 2 A7 IR R RACR

AR 5 A - JESF), 40 mg/10 ml.

BB R, LB, Xt g, %
O, IBIE, GRCKNEE, ik, 57, TR,
JAFESH A, FRRZ, K S, SRRSO,
KM, EERE, R KRN 5
3.1.2.4 Margetuximab (44)

F & 3] : MacroGenics A )

40

& 40 40 MZEHIR
Fig.40 Structure of 40
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LadE 2020 4 12 H 16 HAERE BT, #
% Margenza.

i RAE : Aghe PR RESUR, HTRIT %
A %% 2 Fh R UL Bt HER2 7% (Hp &g —
BT AT RBEIE ) MBI HER2 FHIER
i A R

YR ALE] - RS ET S HER2 (iR SR 25 &
X &G, H M an g sE, > HER2 BudhaCi4
gha X % 3/ 3 ADCC.

A 5L - ERHT], 250 mg/10 ml.

REBAL : P55, =71, Wy, BEVS, WRnL, #
B, KO, RN A U, RIERREE, SR
LU, 2, BACAR, PRIRAE, SR
RIIRBL, BB R e R A 2L DA DY S
3.2 HAhZ5)

3.2.1 Teprotumumab-trbw (45)

A& /3] : Horizon Therapeutics Ireland A #] .

EabEl . 2020 4 17 21 HAESEE B, B
% Tepezza.

& pAE - HTRIT HUIRIRIR (TED) .

AR AUE] = A — A NIRR & AR KA
TP -1 (IGF-1), nI§8[a) IGF-1 FH Wr = e Al
ERCEEES

AR 5 MA% < 755, 500 mg.

RRBEL IR, W, WK, IEYS5, 957,
IR, Wy e dit, R S .

3.2.2 Eptinezumab-jjmr (46)

& 5] : Lundbeck Seattle BioPharmas /& 7]

LA abiE 2020 4F 2 H 21 HAERE BT, B
4 Wepti

& RAE « F T TR A O S o

AERAE] - A2 — MR TSR, TR

FEAHCIK (CGRP) FLAk4h & FF FHWT H 5 2k 1)
b
FIA B R - 47, 100 A1 300 mg.
RRBE + SR 58 RS B .
3.2.3 Inebilizumab-cdon (47)

Fr& 3] : Viela Bio A .

[ £ 25 Tk 24 Chinese Journal of Pharmaceuticals 2021, 52 (1)

EWETE 2 2020 4E 6 H 11 HYEEE LT, 7
fh4 Uplizna,

i MAE . A TR YT KEIE S H -4 (AQP4)
PUARBH PE A 40 2258 B 2O T E (NMOSD) BAF:
B

(I PR NI el N 7 A N G
NMOSD 36 Y7 1 FH BB DIRL R AN 2

A 534« SR, 100 mg/10 ml.

REFRL + RGN TS/

3.2.4 Viltolarsen (48)

A& 3] : Nippon Shinyaku 2] .

e+ 4] . US 9079934B2 (2011 £ 8 A 31
H).

LwErE - 2020 4E 8 H 12 HESEHE BT,
4 Viltepso.

& RAE . HTIRITAMNE 7 53 BEER AR AL I
WUEFRAR (DMD) & .

MR RAH] « A2 — MO HTR, AT 5L
IR E AR A mRNA (55 53 48 7454, M
MBS s Bk 53 S 4R 1.

A 5 HA - VESF], 250 mg/5 ml (50 mg/ml) .

FRBL - FIPIE G, RS RS, %
R R 34

teg gty . WL 41,

CCTTCCGGTTC TGAAGGTGTT C
48

41 48 P&
Fig.41 Structure of 48

3.2.5 Satralizumab-mwge (49)

R NE) « BERIZR T .

LAl 2020 4F 8 H 14 HAEEHE B, B
fh44 Enspryng.

iE MAE & FIEIT NMOSD i RAE B3 .
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AR AL A g e — M E A N TR B
F -6 AR TIEPUR, £ NMOSD ik # iR 97 1
RN AN TE 2, HED @ L FE W A 2% -6
FIE S5 S, T NMOSD %0 & 42 1 2 N R

A 5 HAE - FESSF, 120 mg.

AR EWE S, Sk, AP IE R G, B R,
Bz, R, DU, IO G
3.2.6 Somapacitan-beco (50)

R NE) AR A ]

L afiE ;2020 4F 8 H 28 HAERE B,
w44 Sogroya.

i MAE G TRITAKEER (GH) BhZ3ER)
RN

AR AE] - AR — A NSRRI,
AN P AT B b ) R Ak GH 24k 4h A,
MR AE AN G 5% S — RPN RCEE BN .

FIA 5 A S, 10 mg/1.5 ml,

AR T, K, WA R, HEIRRESS,
ke, mbkiAR, JEAM, ek, BRI REA 4,
e L, L VAL PR ot TG g 165 A Jo G o A
AU
3.2.7 Atoltivimab/maftivimab/odesivimab-ebgn (51,
NEFURAGRITIEZY), 3 Mk E ik BT )

FFZ 3] : Regeneron Pharmas A & .

et ;2020 4 10 A 14 HEEE BT, 7
4 Inmazeb,

1M AE ¢ 3 TR R B A LR
B, AR RERIR R ROR R T AR A L.

AR AR« A2 3 AT ) 150 18 0 B 1)
ANV 19G L1k B EFUARITUR R A G 24V, &
Rl A4 1) LR 1 R g 2508 2R O VR RS R

F) A 5 M4 . FESF, atoltivimab (241.7 mg) ,
maftivimab (241.7 mg) #1 odesivimab (241.7 mg),
14.5 ml,

RRBRRL K R, OEdE,
AR
3.2.8 Lumasiran (52)

& 3] . Alnylam Pharmas 2 &) .

I St

LedE 2020 4F 11 A 23 HAESRE BT,
4 Oxlumo.

i FAE &M TRIT R R M
(PH1) H)LEABN B .

YERAA] - A dhag —Fi/N T8 RNA, JE kg
[ TR R AL EE L (HAOL) {51 RNA, &K
JH- 4 P T R S A T ) 7K F o

AR5 A - 5], 94.5 mg/0.5 ml.

B« FERSEAL R .
3.2.9 Ansuvimab-zykl (53)

A& 3] : Ridgeback Biotherapeutics 2 A .

et ;2020 4F 12 F 21 H7EEE BT, #
4 Ebanga.

i RAE : Aghe R RESUR, HTRITAL
BRI 75 i A LB iR G

AR AUAE] A b e BE BT 55 -5 40 B S2 A 1) 45
Ao BRI H3EANZH .

FRRE . kbe, LadE, EE, ik, K
Mk, WS RRTR A .

R IR A 1

SEH:

[1]  U.S. Food and Drug Administration. Novel drug approvals
for 2020 [EB/OL]. [2021-01-01]. https://www.fda.gov/
drugs/new-drugs-fda-cders-new-molecular-entities-and-new-
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