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Bany, GUIBTPAT yMapUBad, OCTATOK Pa30aBIIsIIH
JIASTIIOBEIM 3(HUPOM, 00pa3yroIIuecs: KPUCTAIITBI
orduasTpoBsiBain. Beixog 5 — 35-45 %.

OO11ast METOIMKA CUHTE3a CYJIb(HOXIOPUIOB
8, 9u 12.K cmecu 1 MONb MATHXIOPUCTOTO (hoc-
dopa u 10 Moab XJIOPCYIbGOHOBOM KHUCIOTHI IPU
OXJIAXKJICHUA W WHTCHCHBHOM TEPEMEIIMBAHUM
MeIJICHHO 00aBisii 1 MOJIb COOTBETCTBYIOIIETO

coenuHeHus 3 iH 5. PeakmmoHHyr0 cMech Harpe-
Banu npu 60 °C B Teuenue 2 4. [locne oxmaxne-
HUSL 70 KOMHATHON TeMIICpaTyphl PEaKIIHOHHYIO
CMECh BBUIMBAIM Ha Jied. BeIIenuBIIUMCS OCagok
OT(QWIHTPOBBIBAIN U TPOMBIBATH XJIOPOPOPMOM.
Brixon 8, 9 — 80-85 %.
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auHra” (3akazuuk — @eepaabHOE areHTCTBO 110 HAYKE ¥ HHHOBALMSIM).
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CHUHTE3 NPOU3BOJHBIX N-METUJIIINPPOJIA, COAEPKAILIMX JIBE TOYKHA
KOMBHUHATOPHOI'O PAZHOOBPA3UA

CoeauHeHus, cofepxaine OJHOBPEMEHHO B CTpykType 1-meTwmn-1H-muppona kapOOHUIBHBIN
U cynb(paMuiHbIN (parMeHTsl, MOTYT NMPEACTABIISATh HHTEPEC IS POBEACHHUS OHOIOTHYECKHUX HCIIbI-
TaHui. B paboTe onmrcan KOMOWHATOPHBIN MOAXOA K CUHTE3Y CylbhaMuoB N-MeTHITUPpOIIa U Kap-

OOKCaMHIOB Ha HX OCHOBE.

Compounds containing carbonyles and sulfamidesrfears in the structure of 1-methyl-1H-
pyrroles, may be interesting for biologically tesfi In this article was description combinatoript a
proach synthesis N-methylpyrroles and carboxanmsddamides on basis in.

Cpenu COBpEeMEHHBIX OMOJIOTHYECKHA aKTHB-
HBIX BEIICCTB U (apManeBTHUECKUX IPEIapaToB
JI0 CHX TIOp OOJIBIIYIO YacTh 3aHHMAIOT COCIHHE-
HUSI HA OCHOBE TPATUIIMOHHBIX OJHO-, JBYX-
YJIEHHBIX TETEPOIMKIOB. Takue MpOU3BOTHBIE
OUppoJIa, Kak 4-3aMeIeHHBIC aMUIbl U CIIOXHBIC
3¢upsl THUPPOII-2-KApOOHOBOM KHUCIIOTHI, MONB3Y-
IOTCSI TIOMYJISIPHOCTRIO TIPU Pa3pabOTKe HOBBIX CO-
BpPEMEHHBIX WHPEKITMOHHBIX U JIPYTHX TPETapaToB
B IIUPOKOM CIEKTpe (HhapMaKoJOTHYCCKONH aKTHB-
HocTH [1]. OueBHIHO, YTO COCAMHEHHMS, COICPIKa-
IIMEe B CBOCH OCHOBE CYJb(aMHIHBIA (PparMeHT,
TPAIUIIMOHHO HCIONB3YIOTCS B 3TOM 00JacTH, 00-
namas XUMHOTEPANEBTHUCCKON aKTHBHOCTBIO TPH
WHQEKIHAX, BBI3BAHHBIX IPAMITOJIOKUTEITHHBIMHA U
rpaMOTpHIaTeIbHbBIME OakTepusamu [2]. TTosTomy
pa3paboTka METOJIOB CHHTE3a MPOM3BOAHBIX MHP-
pOI-2-kapOOHOBON KHCIIOTHI, COJEPXKAIIUX CYIIb-
(damumHBI (parMeHT B monokeHun 4- (r.e. mpo-

W3BOJHBIX TTUPPOJIA, COAEPKAIINX JABE TOUYKHA KOM-
OMHATOPHOTO PasHOOOpa3ms), ABISAETCS aAKTyallb-
HOH 3amayeil MEIUIIMHCKON OPTraHUYECKON XUMHUHU
u hapmaxonoruu [3].

Pesynbrater u oOcyxaeHne

Hnsa cunTe3a cynbdamMumHod OHONMHOTEKH
(cxema 1) ma l-metun-1H-nuppon 1 pedcTBYIOT
XJIOPAHTUJIPUJOM TPUXJIOPYKCYCHOM KHUCIOTHL. B
pesynbTare obpasyercsl TpuxyiopaneTma l-MeTw-
1H-nmuppona 2. B3auMoneiicTBueM TpUXIOpaLETH-
Ja ¢ THIATOM HATpHS TONYy4YaloT COOTBETCTBYIO-
v STHUIIO0BBIN ¢up 1-vetun-1H-muppona 3. Ilox
BO3/ICHCTBHEM XJIOPCYIb(OHOBOM KHCIOTHI Ha
3¢up l-merun-1H-muppomna oOpasyercssi cOOTBET-
crBytonuit  cynpdoxiopun 4. Cynpdoxiaopun
B3aMMO/ICWCTBYET C Pa3NUIHBIMU aMHHAMH, 00pa-
3ysl pa3IuyHbIe Cynb(paMuaHbIe MPOU3BOIHBIE Sa-
K. [lanee B Tpex rpymnmax mMccieqyeMbIX BEUIECTB B
9TOM MEHTpPE MPUCYTCTBOBAI TMOCTOSHHBIN CYIb-
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(damunubiil pparment: B oguoil rpynne HNR1R2 —

mupposnaun (6a), B0 Bropoil — mHIoIMH (60), B

TpeTbelt —MopdosuH (6B).
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Cxema 1. Tlonyuenue 1-merwi-1H-nupposn-4-uicynshamunos 5a-k u 4-cynsdamui-1-merui-1H-nmupponkapbokcaMuioB 7a-i

BapbupoBanue xapOokcaMHIHONH KOMOMHA-
TOpPHON OWONMOTEKH TPOBOAMIOCH IO BTOPOMY
uentpy pamgpommzanud (HNR3R4). s storo
STHJIOBBIH 3()UP COOTBETCTBYIOLIETO CYJbhaMuI-
HOro mpousBoaHoro 1l-merun-1H-nuppona 5 run-
POJHM30BAIM TIEJOYbI0 ¢ 00pa3oBaHWEM COOTBET-
CTByMOIIEH KUCIOTH 6. Kuciiora B3anMoneicTByer
¢ paznuuneiMu amuHaMu HNR3R4 uepes craguro
o0pa3oBaHHMs  WMHIA30JBHOTO  MPOU3BOJHOTO.
[MpucoenHUTL aMHWHBI cpa3y B JIAHHOM Cllydac
JOCTaTOYHO TSDKENO, MO3TOMY PEaKLUHUIo MPOBOAU-
JM 4Yepe3 CTaJUI0 T'eHEPUPOBAHHS IMPOMEKYTOU-
HBIX DJIEKPOPIIBHBIX AlNWIMPYIOIIUX areHTOB —
MMHJIA30JIUIIOB KHCJIOT, MONy4aeMbIX B3aUMOACH-
cTBHeM 93TuX kucimor ¢ 1,1’-xkapGonui-
muumvunasonom (KJIN). Beumgy caaboro xapakrepa
aMUJTHOW CBSI3W B MMHJIA30JIMIIaX OHH JIETKO BCTY-
NaroT B PEAKLHIO MepeaMHUIN3alui C pearecHTaMu
— aMuHaMH. 3JIeCh TaKKe MCIIOB30BAIINCH COCIH-
HEHHUS C Pa3sHOOOpa3HOW CTPYKTYpPOH aMHHHOIO
¢parmeHTa, T.€. MPOU3BOIHBIC MIEPBUYHBIX U BTO-

PUYHBIX aMHHOB apOMATHUYECKOTO, JKUPHOApOMa-
TUYECKOTO, alu(paTUIecKkoro, IUKIoaTHdaTnye-
CKOT'0 Y TETEPOIUKINIECKOTO CTPOCHUS.

CTpoeHHEe M YHCTOTa CHHTE3UPOBAHHBIX
CyabPaMUIOB U KapOOKCAMHUAOB MOATBEPIKICHEI
MaHHeIMHU criekTpockoruu SIMP 1H. Ananmusupys
npuBeACHHBIE B TaOmunax 1 1 2 onmucaHus CIeEK-
TPOB, MOXHO 3aMETHTb, YTO THAMA30HBI XHUMHYE-
CKUX CIBHIOB ITPOTOHOB MUPPOJILHOTO KOJBIIA B 3-
M H 5-M MONOXeHUW I CyIb()PaMUIHBIX MPOU3-
BOJIHBIX 3THI0BOTO 3¢pupa 1-mermi-1H-nuppon-2-
KapOOHOBOM KHCIOTBHI JOCTATOYHO MOCTOSHHBI
(6,9-7,0 u 7,3-7,4 M.O. COOTBETCTBEHHO) M HE
CWJIBHO 3aBUCAT OT Bapuarwmii amunoB HNR1R2.

B cimydae jxe MOCTOSHHOTO Cylbpamuaa
HNR1R2mnpotoH B 3-M H0JI0KEHUH ITUPpOJIa A0C-
TaTOYHO CWJIBHO OTKIIMKACTCS Ha BapUallid aMu-
noB HNR3R4B ocHOBHOM CMeENICHHEM B CTOPOHY
cunsHOro mons (mo 6,5-7,0m.1.).

C moMOUIBI0 CHENUATBFHOTO MOJYJS TPO-
rpammel ChemoSoft” st Bcex CHHTE3UPOBAHHBIX
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COCIMHCHMI OBUIM PAcCUUTAHBl 3HAYCHHS psja
(UBUKO-XUMUYECKUX JIECKPUTITOPOB, SIBIISIOIIHXCSI
OCHOBHBIMH B KOHIICTIIIMM CXOJICTBA C COEJMHE-
HUSIMU-JIMIEPAMU C TOYKH 3peHHs] OMOJOCTYITHO-
ctu [3]. B Tabmumax 1 u 2: MW — MonekymspHast
macca; log P —norapudm xosd¢urmenTa pacmpe-
JICTICHUsI BelIecTBa B cucTteme l1-okraHou/Boxa;
Rot B —uuciio HeTepMHHAIBHBIX BPAIIAFOIIUXCS
csseit; Hd+Ha —cymma 10HOpOB ¥ akienTopos
BOJIOPOJHOM CBSI3U B JaHHOU MoJiekyie. COBOKyM-
HOCTh PAacCYMTaHHBIX AECKPHUIITOPOB OIpPEIEIseT
MOTCHIMANbHBIE (PapMaKOKMHETHYECKUE CBOWCTBA
coenuHCHMH. CTpOCHUE TIOTyUYCHHBIX COSAMHEHU,
uX cBoiicTBa, ormmcanue 1H SIMP cnektpoB Takxke
IpeICTaBJICHbI B Ta0auIax 1, 2.
IKcnepUMeHTAIILHAS YaCTh

Ucxomuble coenunenus — l1wermin-1H-
MUPPOJ, XJIOPAHTHAPHT 3-XJIIOPYKCYCHOH KHCIO-
TBI, XJOPCYIb(pOHOBAas KHCIOTA ¥  aMUHBI
HNR1R2, HNR3RA4.

2,2,2Tpuxnop-(1-merun-1H-nupposn-2-un)-
staHoH (2). B Tpexropiayio Koja0y, CHaOKEHHYIO
MEXaHUYECKOW Melranko#, 3arpyxkaror 200 mu
ocylIeHHoro audTHioBoro 3¢upa u 173 . (0,96
MOJISI) XJIOPaHTHAPHIA 3-XJIOPYKCYCHOU KHCIOTHI.
B Teuyenue TpEx 4acoB Mpu CUIBHOM MEpPEMEIIN-
BaHMM B pacTBOp NPUOABISIOT MO KamsiM 77 T
(0,94 wmomns) cBexenepernannoro 1-merwmn-1H-
nupposia. [locne npubaBneHuss cMeCh MepeMelIn-
BafoT 1 yac u mpubaBIAIOTH 1O KaIlIIM K HeH pac-
tBop 1001 (0,72M™mo05s1) KapOonaTa kanmus B 300 M
BoAnl. Ciowm pa3feisiioT, U OpPraHUYeCKHH CIOM
BBICYIIUBAIOT Cyib(aroM MmarHus. PacTBopurtenb
OTTOHSIIOT Ha BaKyyMHOM HCIIApUTelie, a OCTaTOK
pacTBopsitoT B 225 M rekcana. PacTBop oxnaxaa-
JIM, TOCIIe Yero BBIMAJNAl OCalloK, KOTOPBIH Iepe-
KPUCTAJUTH30BEIBAIOT U3 rekcaHa. Beixon 2 — 129r
(60 %),T. 1. 63-65°C.

Orunoseiii  3¢up  1-mernn-1H-nuppon-2-
kapOoHOBO# kucioThl (3). B Tpexropiyo konly,
CHaO)KCHHYI0O MEXaHWYECKON MeNIankon, 3arpy-
xkaroT 2,5 r metammmyeckoro Hatpus u 300 mu
00e3BokeHHOTO 3Tanoina. [locne momHOTO pacTBo-
pEHUsI HATpUs B MOJyYEHHYIO cMech B TeueHue 10
MUH HEOOJBIIUMHU TOPIFSIMH TPHOABIAIOT 75 T
(0,3 momst) Tpuxsopaneruia. [locae MoMHOTo MpH-
OaBieHHUs pacTBOp nepememmuBaioT 4 gaca. M3051-
TOK STHIIOBOTO CITUPTa OTTOHSIOT HA BaKyyMHOM
ucrnapurene, a ocraBiieecs macio 3anmuBarot 200
MJI TUBTWIIOBOTO 3dupa U 25 mMi 3H CONSHON Ku-
CIOTHI. D(UPHBIN CIION OTHETAIOT, a BOJIHBIN IKCT-
parupytot emwg pa3 100 mn aupa. Ddupnsie cion
CIIMBAIOT, CylIaT Cyiah(haToM Maraus, a 3Gup otT-

roustoT. [lodydeHHBIH ChIpOH MPOAYKT OB O4H-
IIIEH Ha XpoMaTorpapuyeckoil KOJOHKE ¢ CHIINKA-
rejgeM. B kadecTBe »I0eHTa HMCTIONB30BAIN CMEChH
stunanerar —rekcat (1:4). [lomygamm 19-21r ryc-
Toro mMacina. Beixon 3 45 — 50 %.

OtunoBbit  3pup  4-xnopcyiabhoHua-1-
Mmetwi-1H-nuppoin-2-kapoonoBoit kuciotsl (4). K
WHTEHCHUBHO IEPEMENIMBAEMOMY PacTBOPY XJIOp-
cyiapdonoBoi kucnotsl [64 M (0.96 moms)], ox-
naxaeaHomy g0 10 °C, B teyenne 30 MuH Ma-
JIEHbKMMH TIOPLUSAMH TTPpHOaBIsioT mpoaykt 3 [20
r (0,16 monp)]. PeaknuoHHyl0 cMech MepeMelu-
BalOT 4 4 mpH KOMHATHOM TeMIepaType, IMocie
yero BeumBaioT B aé€x (300T1). Ocamox oTduibt-
POBBIBAIOT, MPOMBIBAIOT BOOH, BBICYIIMBAIOT M
MEPEKPUCTAIN30BBIBAIOT M3 CMECH TOIYOJ — IIeT-
ponetinsiii a¢up (1:3). Beixox cynshoxmopuma 4 —
24,4r (65 %),t. . 105-107-C.

Cynpdpamugsl sTHI0OBOro 3dupa l-merun-
1H-mmuppon-2-kap6onoBoit kuciorsl (5a-x). K me-
pememmBaeMomy pactBopy 0.1 momb coorBercT-
Bytomero amuaa HNR1R2u 17 ma (0.12 monb)
tprdTHiaamMuHa B 300 My nnokcaHa B TeueHHE 5
MUH IpY KOMHATHOH TemrepaTrype n00aBisioT 24
r (0.1 moxns) stunoBoro sdupa 4. PeakiroHHyI0
cMmech nepemeruBaroT 3 4 npu 60°C. IlomydeHn-
HyI0 cMech BhuMBarOT B Boxy (500 mu). Ocamok
cyibdamMuaa S OTPUILTPOBHIBAIOT, MPOMBIBAIOT
BOJIOH, BBICYIIMBAIOT U INEPEKPUCTAIITH30BBIBAIOT
W3 W30MPONMIOBOTO cnupTa. Beixon Sa-k — 55-
65 %.

4-Cynsdpamun-1-metun-1H-upposa-2-
KapboHoBbIe KuCIOTHl (6a-B). Cmecy 0.14 moib
cooTBeTcTBYIomIEro cyabpamuaa 5, 200mn 10 %
NaOH u 7 M1 3THI0OBOrO CIUPTa SHEPTHYHO Iie-
peMenmBaloT U MelieHHO HarpeBatoT ao 95 °C.
3aTeM HEpacTBOPHUMEIN OCaZOK OT(PMIHTPOBBLIBA-
10T. PacTBOp OXJakiaroT 10 KOMHATHOW TemIiepa-
TYpBbI, TIOCJIC YEro MpPHU TepeMELINBaHUU J100aBIs-
10T 15 % HClamsa mognepxanus PH peakimonnoi
cmecu He Oosee 3. Ocanok OT(HUIBTPOBBIBAIOT,
MIPOMBIBAIOT BOJOM W BbicymmmBalT mpu 100 °C.
[MonyueHHy0 KUCIOTY 6 3aHOBO HEpEKPHCTAILIHU-
30BBIBAIOT W3 CMECH BOJA-IEMETHI(POpPMaMuUI
(4:1). Boixog — 55 %. TeMmepaTyphl IIIaBICHHS:
A-nupponuaun-1-cynsdorumi-1-metnia-1H-
nuppoI-2-kapoonoBas kucmora (6a) 235-237 °C;
4-yanonun-1-cynsponun-1-merun-1H-muppon-2-
kapboHoBas kucimora (60) 223-225 °C; 4-
Mop¢onus-1-cynsdonni-1-metnn-1H-nuppon-2-
kapOoHOBas kuciora (68) 232-234°C.

Awmunsl 4-cynspamug-1-metun-1H-nuppos-
2-xkap6onoBo#t kucimotsl (7a-m). 0.0011mons ku-
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ciort 6 um 0,16 r (0.001 wmozb)
KapOOHWITUUMHUIA30JI1a TOOABIISIOT B 5 MJI OCY-
meHHoro awokcaHa. Cmecs HarpesaioT 10 40-60
°C ¥ nmepeMeIIBaioT 10 MOJIy4YEeHUs IPO3PavyHOro
pacTBOpa. 3aTeM B IOJYYEHHBIH PacTBOp H00aB-
asror  0.0011 Monb  COOTBETCTBYIOLIETO aMHHa

1,1-

HNR3R4 u narpeBatoT ¢ 00paTHBIM XOJOJWIBHH-
KOM B TeueHne 1-2 4, OXJIaXIaloT U PacTBOPSIOT B
BoJie. Ocamok OT(GUIBTPOBEIBAIOT U MEPEKPHCTATI-
JM30BBIBAIOT M3 ATWJIOBOro crnuprta. CoOoTBETCT-
ByIOIIME aMuabl 7/ mojy4aroT ¢ Bbixogamu 40-70
%.

Tabmuna 1

Ctpoenne, CBOWCTBA, BEIXOJ COSAMHEHUH Sa-K

HNR1R2

T.
ILI.,

°C

Bri-
X0/,
%

MW

1H dIMP (OIMCO
LogP | RotB| Hd+Ha | d6, 400 Mru), o
(m.1.)

5a

o

\

CH,

101-
104

60

336.4/ 1.77 | 7 5

7.6 ¢ 1H, 5-Pyr),
7.4-7.244, 5H, Ph),
6.95 ¢, 1H, 3-Pyrn),
4.25 ¢, 2H, OEY),
4.0 (€, 2H, CH2),
3.95 ¢, 3H, CH3-
Pyr), 2.5 ¢, 3H,
NCH3), 14 ¢,
3H,0OEt)

56

H,N

104-
106

60

370.8/ 2.55 | 8 7

7.4 ¢ 1H, 5-Pyn),
7.25-7.14, 4H, Ph),
7.2 € 1H, NH),
6.95 ¢, 1H, 3-Pyr),
4.25 1, 2H, OEY),
3.95 ¢, 3H, CH3-
Pyr), 3.0 ¢, 2H,
CH2), 2.65 f, 2H,
CH2), 13 ¢
3H,0Et)

58

/

167-
168

60

4119/ 248 | 6 6

7.6 €, 1H, 5-Pyn),
7.15@, 2H, ArH),
7.0 €, 1H, 3-Pyn),
6.8(x, 2H, ArH),
4.25 ¢, 2H, OEY),
3.95 ¢, 3H, CH3-
Pyr), 3.3-2.9 , 8H,
Pip), 1.4 ¢, 3H,0Et)

5r

165-
166

60

316.4/2.84 | 9 5 Pyr), 2.9 ¢ 4H,

7.6 €, 1H, 5-Pyn),
6.95 ¢, 1H, 3-Pyrn),
4.25 ¢, 2H, OEY),
3.95 ¢, 3H, CH3-

CH2), 1.5 {1, 8H,
2CH2), 14 f,
3H,0Et), 0.95 £,
6H, CH3)

51

119-
122

60

368.4/ 1.52 | 8 7

9.85 ¢, 1H, NH),
7.4 ¢ 1H, 5-Pyn),
6.95 ¢, 1H, 3-Pyr),
6.3 €, 2H, o-Ph),
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6.0 ¢, 1H, p-Ph),
4.25 (1, 2H, OE),
3.95 ¢, 3H, CH3-
Pyr), 3.7 € 6H,
OCH3), 1.3 f
3H,0Et)

5e

CH

IZ/\

161-
164

60 336.4/ 2.11 | 7

7.4 (€, 1H, 5-Pyrn),
7.35-7.241, 5H, Ph),
6.95 ¢, 1H, 3-Pyr),
4.25 (1, 2H, OEY),
3.95 (, 2H, CH2),
3.95 ¢, 3H, CH3-
Pyr), 3.5 {1, 2H,
NCH2), 1.4 f,
3H,0Et), 1.051, H,
OEt)

5x

150-
152

60 407.5/ 1.80 | 7

7.6 €, 1H, 5-Pyn),
7.0 €, 1H, 3-Pyn),
6.8-6.65 fi, 4H, Ph)
4.25 ¢, 2H, OEY),
3.95 ¢, 3H, CH3-
Pyr), 3.7 ¢, 3H,
OCH3), 3.1-2.9 f,
8H, Pip), 1.4 A,
3H,0OEt)

53

Iz

ch/\ /\©

80-
82

60 3504/ 2.12 | 8

7.6 €, 1H, 5-Pyr),
7.4-7.2¢1, 5H, Ph),
6.95 ¢, 1H, 3-Pyr),
4.25 (1, 2H, OE),
4.2 (1, 2H,NCH2),
3.95 ¢, 3H, CH3-
Pyr), 3.1 ¢ 2H
CH2Ph), 1.4 f,
3H,0Et) 0.95¢, 3H,
NEY)

5n

126-
127

60 322.4/ 156 | 7

7.6 €, 1H, NH), 7.4
(¢ 1H, 5-Pyr), 7.3
7.1(m, 5H, Ph), 6.95
(c, 1H, 3-Pyr), 4.25
(M, 2H, OEY), 4.0 4,
2H, CH2), 3.95 ¢,
3H, CH3-Pyr), 1.4
(T, 3H,0EY)

5k

Iz

152-
154

60 302.4| -0.12 | 5

7.6 €, 1H, 5-Pyn),
7.0 €, 1H, 3-Pyn),
4.25 ¢, 2H, OEY),
3.95 ¢, 3H, CH3-
Pyr), 3.7 f, 4H,
20CH2), 2.85 f,
4H, 2NCH2), 1.4 1,
3H,0Et)
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Tabnuna 2.

CtpoeHne, CBOWCTBA, BEIXOJ COCAUHEHUHN /a-11

HNR1

HNR3R4

T. .,
°C

Brixon,
%

MW

LogP

Rot
B

Hd+H
a

1H SIMP (JIMCO
deé, 400 Mru), o
(m.1.)

Ta

76

7B

T

)

173-175

60

381.9

1.89

8.6 €, 1H, NH),
7.4 , 1H, 5-Pyr),
7.38-7.22 f, T,
4H, Ph), 7.24 ¢
1H, 3-Pyr), 4.5,
2H, NCH2), 3.95
(c, 3H, CH3-Pyr),
325 @ 4H,
N(CH2)2), 1.8 f,
4H, N(CH2)2)

213-214

60

432.5

1.47

7.4 ¢, 1H, 5-Pyr),
7.0-6.8 fi, T, 4H,
Ph), 6.5 ¢, 1H, 3-
Pyr), 3.95 ¢, 3H,
CH3-Pyr), 3.8 f,
4H, N(CH2)2),
3.1-29 @, 8H,
Pip), 1.8 f, 4H,
N(CH2)2)

182-184

60

4441

1.23

7.8 (1, 2H, Ph),7.4
(c, 1H, 5-Pyr), 6.9
(m, 2H, Ph), 6.6,

1H, 3-Pyr), 3.95
(c, 3H, CH3-Pyr),
3.9 (x, 4H,

N(CH2)2), 3.4-2.1
(m, 8H, Pip), 2.5¢,

3H, C(O)CH3),
1.8 (m, 4H

N(CH2)2)

H,N
T

184-186

60

430.5

1.35

7.9 €, 1H, NH),
7.35 ¢, 1H, 5-
Pyr), 7.25 {1, 5H,
Ph), 7.2 ¢, 1H, 3-
Pyr), 3.95 ¢, 3H,
CH3-Pyr), 3.7 1,
1H, HCH), 3.45
(c, 2H, CH2), 3.1
(m, 4H, N(CH2)2),
2.8 (m, 4H,
N(CH2)2), 2.1f,
4H, Pip), 1.8 f,
4H N(CH2)2),
1.7(@, 4H, Pip)
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7

Te

179-182| 60 447 5

1.86] 6

7.4 ¢, 1H, 5-Pyr),
6.65 €, 1H, ArH),
6.6 €, 1H, ArH),
6.5 ¢, 1H, 3-Pyr),
5.3 1, 1H, NCH),
4325 f, 2H,
CH2),3.95 ¢, 3H,
CH3-Pyr), 3.2 4,
4H, N(CH2)2),
2.9-2.7 f, 2H,
CH2), 1.8 f, 4H,
N(CH2)2), 1.5 £,
3H, CH3CH)

169-170| 60

390.5

139 7

8.4 (, 1H, NH),
7.4 , 1H, 5-Pyr),
7.18 ¢, 1H, 3-
Pyr), 7.10 f, 2H,
Ph), 6.6 f, 2H,
Ph), 45 f, 2H,
NCH2), 3.95 ¢,
3H, CH3-Pyr), 3.1
(n, 4H, N(CH2)2),
2.9 , 6H,
N(CH3)2),1.8 fi,
4H, N(CH2)2)

73

5

229-230| 60 388.5

N
AN— J
s

161 5

12.2 ¢, 1H, NH)
7.74 ¢, 1H 5-Pyr),
7.44-6.9 f, 1, 4H,
ArH), 7.18 ¢, 1H,
3-Pyr), 6.88 f,
2H, Thiaz), 3.95
(c, 3H, CH3-Pyr),
3.9 @@, 2H, CH2),
3.0 (m, 2H, CH2)

CH,

148-150| 60 361.5

CH,

1.77) 5

7.28 ¢, 1H, NH)
7.22 ¢, 1H 5-Pyr),
7.44-6.9 f, T, 4H,

ArH), 6.92 ¢, 1H,

3-Pyr), 3.95 ¢,

3H, CH3-Pyr), 3.9
(m, 2H, CH2), 3.0
(m, 2H, CH2), 1.45
(c, 9H, t-But)
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7.82 ¢, 1H, NH),
7.28 ¢, 1H 5-Pyr),
7.44-6.9 §, 1, 4H,
ArH), 7.0 €, 1H,
3-Pyr), 3.95 ¢
N ) 3H, CH3-Pyr), 3.9
i N, | 130-133| 60 4045 167 9| 5 |( 2H, CH2), 3.2
3 (1, 2H, CH2CH2),
3.0 @, 2H, CH2),
25 @ 2H,
CH2CH2), 2.5 ¢,
4H, N(E?)2), 1.0
(c, 6H, N(Et)2)

8.25 ¢, 1H, NH),
78 € 1H,
Pyrmdn), 7.65
1H,5-Pyr), 7.45¢,
- 1H, Pyrmdn), 7.3
Tk HZNY/\‘N(O 162-165| 60 4134 170, 6 7 2}?4),@6.72, ‘1‘::
3-Pyr), 4.05 £,
2H, CH2), 3.95 4,
2H, CH2), 3.85¢,
3H, CH3-Pyr), 2.9
(c, 6H, OCH3)

9.65 (c, 1H, NH),
7.62 (1, 2H, ArH),
7.36 ¢, 1H, 5-
Pyr), 7.28 ¢, 1H,

o < > 3-Pyr), 6.7 f, 2H,
Tn @3 o ] 256-259| 60 3794 0.44| 6 7 ArH), 4.05 ¢, 3H,
N CH3-Pyr), 3.8 (c,
3H, OCH3), 3.7
(m, 4H, 20CH2),
2.9 (x, 4H,
2NCH?2)

bubauorpadguyeckuii cnmcok

1. Lipinski C.A. at al. J. Adv. Drug Delivery Rev. 1B923. P. 3-25.
2. Tpanuk, B.I'. OcHoBbl Meaununckoi xumuu [Teker]. M.: By3osckas kaura, 2001. — 384 c.
3. OpreaT.l at al. J.Chem. Inf. Comput. Sci. 200al. M1. P. 1308-1315.

HccnenoBanne npoBeaeHO B pamkax I'ocymapcrBenHoro koHtpakTa Ne 02.527.11.900Z4a BeImOIHCHHE
OTIBITHO-KOHCTPYKTOPCKHUX paboT mo Teme: «Pa3paboTka cepuu BHICOKOI(PPEKTUBHBIX KIMHWUUECKUX KAHIAMIATOB
JUIsl IeYeHUs] MH(EKIMOHHBIX 3a00JIeBaHNil HA OCHOBE HOBBIX MEXaHHW3MOB JICHCTBHS C IPUMEHEHUEM TEXHOJIOTUMH
KOMOWHATOPHOTO CHHTE3a M BBICOKOIPOM3BOIUTEIHHOTO CKPHHHHTa» (3akazumk — PenepanbHOC areHTCTBO IO
HAayKe U MHHOBAIIKAM).
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