#E+HE HSFIO01I HBFEHIFE S

(-

- 65 B s

2 ore

ISSH 1001-8255

ZHONGGUO YIYAO GONGYE ZAZHI cnsieor

ZYGZEA

bBEES T IS

Chinese Journal of Pharmaceuticals

® SERRZLIET © HERER LT
© HELEYES T © RIS S| STIBERBHET
© SHEETITS AR © LHHX i FEHET
*
RIS :
RIERRES R RIS ARAHRHRE

25 F, BRE, £4R&

BIER AT BEEAEA L. G XKIEREMN
(A F, BELR, ERE, %48%, 2ER, B

e nese Journg
/'!__'4Y .1;5. . '.13: chin | of
Ty
& 2 [t - =
-{"nll‘?'ﬂ - Ly als

ISSN 1001-8255 = B 2019$2E

NN ramas

ir| = nal

FEAFRHD T A= Vol.50 No.2




E ;ﬂ AT 1970 4F 11 A 417

FS50EFE 28 201942 H 10 HHAR

preparation

Application of Micro-droplet Technology in the Preparation of Functionalized Nanocarriers
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Comparison of H Membrane Prepared by HHL Method and Spray Coating Membrane

Contents H membrane Spray coating membrane

. . . The permeation rule was consistent. The osmotic water permeation volume
Properties and permeation rule of the membrane (custom-designed . . . .
was inversely proportional to the membrane thickness, and proportional to
the content of porogen.
Chemical structure The chemical structure was identical. There were no chemical reactions
(infrared spectrum analysis)

osmotic water permeation volume measuring device)

during the mechanical and physical blending preparation process.
Microstructure Surface Smooth and flat Uneven and rough
(SEM) Cross section Gully-shape Sponge-like honeycomb

Notes: "HHL Method" refers to Hot melt extrusion of membrane - Heat skin coating - Laser melt cutting (abbreviated as HHL)
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amrubicin hydrochloride

Amrubicin hydrochloride was synthesized with a purity of 99.8% and an overall yield E
of 39.5%. The optimized process was suitable for industrial production. H



CH
_HO-NHyHCl Aczo n-BuLi _ NaOH
T MeoH
T Eon N\ o)
01-[

o]
HoN 7
O CH, O//S O CH, Hsc/\lr d O
= 0 1) CISO;H = - propionic anhydride NaOH

7

N H,S04 N’ EtOH

O N 2)NHy H,0 O O
R, 1

N Gl vcn, CH; 5 Q_
ﬁ* OE Be
{
piperidine c]J\N/ N~ o AcONa
H
CHj

Br

N X
B PaTT v Gt

Pd(OAc),, DABCO, DIPEA  2) NaOH (a.q)

E Palbociclib was prepared with a total yield of 46%, and a purity of 99.7%,
! and the synthetic method of 5 has not yet been reported in literature.
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The chlorination of sulfur oxychloride was placed in the first step, which could avoid the degradation and isomerization of the product.
The reaction conditions of 4 were optimized. Under the optimal conditions, the (Z) -isomer ratio of 4 was high (Z:E=8:1).
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The site-specific integration method with Crispr/Cas9 technology can construct more stable and

higher expression cell lines with less time than the random integration method.
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Characterization of Liposomes § 100
particle size (110+5) nm H | é
£ potential (-17.6+1) mV 5 37.20 37.78
loading efficiency (9343) % SN-38 g
< - A3

Control

irinotecan N-38
(10 mg/kg) (5 mg/kg)
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Research Progress on Synthsis of Copanlisib

YANG Dezhi', WANG Beilei’, YUAN Zeli'*
(1. School of Pharmacy, Zunyi Medical University, Zunyi 563000;
2. Research Center for Medicine and Biology, Zunyi Medical University, Zunyi 563000)

ABSTRACT: Copanlisib is a novel oral phosphoinositide 3-kinase (PI3K) inhibitor, and it has been used for the

treatment of adult patients with relapsed or refractory follicular lymphoma who have received at least two prior systemic

therapies. Based on different materials and intermediates, seven synthetic routes have been reported. The two synthetic

routes, which uses 2-amino-3-methoxy-4- (3-morpholinopropoxy) benzonitrile as the original material to synthesize

copanlisib, are suitable for industrial production due to the advantages such as simple operation, low cost and high total

yield.

Key Words: copanlisib; phosphoinositide 3-kinase (PI3K) inhibitor; follicular lymphoma; synthetic route; research

progress
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