['Y «/\YraHCKu rocyAQPCTBEHHbIN MEAMNLIMHCKUN YHUBEPCUTET))
Kadgbeapa doyHAAMEHTAABHOM M KAMHMYECKOM OAPMAKOAOTMM

TEMA: NMOMNCK HOBbBIX AHAABIETUHECKIMX CPEACTB

3ABEAYIOLLIAS KAGDEAPOM
bnbuk EAeHa KOpbeBHA
[Toodoeccop, AOKTOP MEAMUMHCKUX HAYK.

HAYYHbI PYKOBOAMTEAD:
SIPOLLUEBCKASl OKCAHA TEOPIMEBHA

ACCUCTEHT KAPEAPbI
PYHAAMEHTAABHOM U
KAMHWYECKOM PAPMAKOAOTMMN.

NOAIOTOBUNAN:
KAMAOB BUTAAWIA BUTAABEBUY

& CTYAEHTBI 3 KYPCA ,AEHEBHOIO
W PAKYABTETA.




LleAb MCCAEAOBAHMS.

~ [lpOBECTM MCCAEAOBAHUNE AHOABIETUHECKOM
OKTMBHOCTM FPYMMbl MPOM3BOAHBIX TETPO-
TMARLOMMPUAOTUAAMCAZUNHA.




MaTepunaAbl U METOAbI UCCAEAOBOHMA.
AN MCCAEAOBAHUM ObIAM OTOOPAHbI MPOM3BOAHbIE
TeTparnaponmpmao(2,1-bl[1,3,5]tmaamasmHa Subst. 1-15,
CUHTE3MPOBAHHbIE HO ©a3e HUA «XmamaKe» AYyraHCKOro
FOCYAQPCTBEHHOIO YHUBEPCUTETA UM. BAOAMMUPD O ACAS
KOAEKTMBOM QBTOPOB:

AOKTOP XMMMYECKMX
HAYK, CTAPLLUMM HOYYHbIM COTRPYAHMK, 30BEAYIOLLIMM KAOEADPOM
JOAPMALLEBTUHECKOM XMMUIN 1 DAPRMAKOTHO3MM [Y «AYraHCKMI
FOCYAQPCTBEHHbIM MEAMLIMHCKMMN YHUBEPCUTET), HAYYHbIM
pPYyKOBOAUTEAL HUA «XMBKEC)H AYTAHCKOTO roCYAQPCTBEHHOIO
YHUBEPCUTETA UM. BAOAMMMP A AQAS;

= KAHAMAQT XMMMYECKMX
HAYK, ACCUCTEHT KadoeAPbl APMALLEBTUHECKOU XMMUU U
JOAPMAKOTHO3MM AYTAHCKOTO rOCYAQPCTBEHHOIO
MEANLIMHCKOTO YHMBEPCUTETA, FAABHbIM MHXEeHeP HNA
(XUMIBKECH AYTAOHCKOIro roCYAQPCTBEHHOTO YHUBEPCUTETA MM.
BAOAMMUMP A AQAS;
- KOHAMAQT XMMMYECKMX HAYK,

AOLLEHT KyDAHCKOro rocyAQpCTBEHHOIO YHMBEPCUTETAQ,
BEAYLLIMM HAYYHbIM COTPYAHUK HUA «XMMIBKC» AYraQHCKOro
FOCYAQPCTBEHHOIO YHMBEPCUTETA M. BAOAMMMPD A ACAS.




MaTeEPUAABLI U METOALI MICCAEAOBAHMA.

AAS MCCAEAOBAHUM ObIAM OTOOPAHbI MPOOM3BOAHbBIE
TreTparnaponmpmao(2,1-l[1,3,5]tmaamasmHa Subst.
1-15, onMCAHHbIE HOMM B PabOTE.

8-{4-[(2-chlorobenzyl)oxy]phenyl}-3-(2-eth®benzyl-6-oxo0-8-(3,4,5-trimethoxyphenyl)-
xyphenyl)-6-oxo-3,4,7,8-tetrahydro-2H,6H3,4,7,8-tetrahydro-2H,6H-pyrido[2,1-b][1,3,
pyrido[2,1-b][1,3,5]thiadiazine-9-carbonitriidthiadiazine-9-carbonitrile



3-(2-furylmethyl)-6-o0x0-8-(2,4,5-trimethoxy3-(3-chloro-4-methylphenyl)-8-(2-methoxyp
phenyl)-3,4,7,8-tetrahydro-2H,6H-pyrido[2,henyl)-6-o0x0-3,4,7,8-tetrahydro-2H,6H-pyri
1-b][1,3,5]thiadiazine-9-carbonitrile do[2,1-b][1,3,5]thiadiazine-9-carbonitrile

8-(4-ethoxy-3-methoxyphenyl)-3-(2-fluoropz_(2-ethylphenyl)-8-(2-methoxyphenyl)-6-0
henyl)-6-oxo-3,4,7,8-tetrahydro-2H,6H-pyriyo-3 4,7 8-tetrahydro-2H,6H-pyrido[2,1-b][1
do[2,1-b][1,3,5]thiadiazine-9-carbonitrile 3 5)thiadiazine-9-carbonitrile



3-cyclohexyl-8-(4-methoxyphenyl)-6-0x0-3,8_(3 4-dimethoxyphenyl)-3-(4-fluorophenyl)
4,7,8-tetrahydro-2H,6H-pyrido[2,1-b][1,3,5]tg_ox0-3,4,7,8-tetrahydro-2H,6H-pyrido[2, 1
hiadiazine-9-carbonitrile -b][1,3,5]thiadiazine-9-carbonitrile

3-cyclohexyl-8-(2-ethoxyphenyl)-6-ox0-3,4,

7,8-tetrahydro-2H,6H-pyrido[2,1-b][1,3,5]thi 3-(2,4-dimethoxyphenyl)-8-(3,4-dimethoxyr

adiazine-9-carbonitrile henyl )-6-OXO-3 ,4 v . 8-tetrahyd ro-2H ,6H-pyri
do[2,1-b][1,3,5]thiadiazine-9-carbonitrile



3-(2,4-dimethoxyphenyl)-6-0x0-8-(3,4,5-tri 3-(2-ethoxyphenyl)-6-ox0-8-(2,4,5-trimetho
methoxyphenyl)-3,4,7,8-tetrahydro-2H,6H- xyphenyl)-3,4,7,8-tetrahydro-2H,6H-pyrido|
pyrido[2,1-b][1,3,5]thiadiazine-9-carbonitrile2,1-b][1,3,5]thiadiazine-9-carbonitrile

-(2,4-dimethoxyphenyl)-6-0xo0-8-(2,4 ,5-tri
3-cyclohexyl-8-(3-ethoxy-4-hydroxyphenyﬁ;éthoxyphenyl)Yg 4 732132tetrahydrc()-2H 6H-

6-ox0-3,4,7,8-tetrahydro-2H,6H-pyrido[2,1- . i P P
b][1,3,5lthiadiazine-0-carbonitrile pyrido[2,1-b][1,3,5]thiadiazine-9-carbonitrile






HacTtosawme dbuonornyeckme nceriegosaHung
NpoBOAUNUCE Ha 72 Bernbix 6ecnopodHbIX
NofoBO3peErbIX Kpbicax 0b60ero nosia Maccowu
170-210 r B OCEHHMU NepUo B
cepTMduLmMpoBaHHON hapMaKonorm4eckou
nadopatopun I'Y «JlyraHckun
rocyaapcTBeHHbIN MeauLMHCKUK
YHUBEPCUTETY.




[1na n3yvyeHnsa mexaHmama
nepudepndecKkoro
aHanbresmpytoLiero 4encTeuga npe-
napartoB UCMonb3yeTcd pag
MOLeNien: YKCYCHOKUCTIbIE,
aLleTUNXoSIMHOBbIE N KaOSIMHOBLIE
«KOpYM», B OCHOBE KOTOPbIX NEXNT
Xnmm4yeckoe bonesoe
pasgpaxkeHue.

AHanbreTn4eckyo akTMBHOCTb (AA) oLleHMBanm rno criocobHOCTH
BellecTBa YMEHbLUATb KOSIMYECTBO «KOPYEW» B OMbITHOM rpynne
N0 CpaBHEHUIO C KOHTPOSIbHOW N BblpaXanu B NpOLEHTaXx.
PacuyeTt nposogunun no dpopmyrne:
AA = (Ck-Co)/Ckx100%,

roe AA — aHanbreTnyeckas
aKTUBHOCTb, %;
CKk— cpegHee KONMMYEeCTBO «KOPYEN» B KOHTPOSIbHOM rpynre,
Co — cpeQHee KONM4ecTBO «KOpYen» B NOAONbLITHOW rpyrne.



-MOAEAb YKCYCHOKMCABIX «KOPYE M)

B/6 BBeaeHWE 1 % P-PA YKCYCHOM KMCAOTbI M3 PACHETA
0,5 mA Ha 100 r MOCCbl TEAQ XXMBOTHOTO.

XUMMYECKUM PASAPAKMTEAD BBOAMAM HEPES 3 HOCA MNOCAE
BBEAEHUA UCCAEAYEMbBIX COEAMHEHMIM C MOCAEAYIOLLIMM
HOOAIOAEHMEM 3A XXMBOTHBIMK B TEYEHUE |5 MUHYT U
ONPEeAEAEHNEM KOAMYECTBA KKOPYEM).

-)XMBOTHbIE KOHTPOABHOM FPYMMbl B SKBUBOAAEHTHOM
KoAmdyecTse NoAy4aAm 0,92 % PACTBOP XAOPUAQ HATPMA.

-B Ka4yecTtBE Npenapara CPABHEHMA MCMOAb3OBAAM
METAMMIOA HATPUS ((AHAABIMH-AAPHULLAY, SOOMT
TOOAETKM) B/>K B AO3E 5 MI/KI. BCe UCCAeAyeEMbIE
BELLLECTBA BBOAMAMCH B/>K OAHOKPATHO B AO3E S MI/KT 30 3
4OCA AO MOAEAMPOBAHMS MATOAOTMM




KOHTPO/b
100470
100479 -
1A 0432 -
A12031-

140311 B K0/1-80 "Kopyen"

100462 -
100285 -
10 0472 -
100164 j
100322 !

N QHaNbreTy.aKTUBHOCTb

pedepeHT




AHajgprernuyeckas akTUBHOCTb paAAa CHHTEC3UPOBAHHBIX COCZ{I/IHCHI/Iﬁ

I'pytinbl

«YKCYCHOKMCJIbIE KOPYU»
(3a 15MHHYT)

AA
(%)

KonTtposbHasa

20

AJIBroreHHOE JIeUCTBUE

PedepenTHas(aHAIBIHH)

6

71

TD-0322

8

60

A-12024

13

35

TD-0267

45

AJIBrOTE€HHOE JeHCTBUE

TD-0164

1,3

93,5

TD-0248

26

AJIBrOTE€HHOE JeHCTBUE

A-12037

18

10

TD-0472

0,5

97,5

TD-0285

1

95

TD-0462

2

90

TD-0311

0]

100

TD-166

AJIBrOreHHOE JIeHCTBUE

A12-031

4,6

77

A 12-022

9

99

A 12-025

63

TD-0451

AJIBProreHHOE JIeHCTBHE

TD-0471

2,5

TD-0432

75

TD-0312

72

TD-0479

82

TD-0470

100




BbIBOADI.

[TpoBEAEHbI CKPUMHMHIOBLIE MCCAEAOBAHMA HA OMNpPEAEAEHME
QHOABIETUYECKOM AKTMBHOCTU CPEAM 15 HOBbIX ODMOAOTMHECKM
QOKTUBHbIX COEAMHEHUM HO OCHOBE MPOM3BOAHbIX
TETPATMAPROMUPUAOTUAAMNAIMHA.

OBHAPY>XEHA MAKCUMOABHO BbIDAXKEHHAS AHAABIETUHECKOS
OKTMBHOCTb Y ABYX COEAMHEHMM:

Subst. 2
(3-benzyl-6-oxo-8-(3.4,5- fimethoxyphenyl)-3,4,7,8-tetfrahydro-2
H,6H-pyrido[2,1-b][1,3,5]thiadiazine-9-carbonitrile)

Subst. 6
(3-(2-ethylphenyl)-8-(2-methoxyphenyl)-6-oxo-3,4,7 ,8-tetrahydr
o0-2H,6H-pyrido[2,1-b][1,3,5]thiadiazine-2-carbonitrile). M4t
BELLLECTB MOKA3AAM BbICOKYIO OHAABIETUHECKYIO OKTUBHOCTD,
MNOEBOCXOAALLLYIO TOKOBYIO Y OHOABIMHA.

[lepcnekTMBAMM HALLIMX AOQABHEMLLIMX MCCAEAOBOHMM ABAIETCH
BbIIBAEHME AHTUMUPETUYECKMX U OHTUIKCCYACTUBHbIX
2JOIOEKTOB Y ITUX COEAMHEHUM.







