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3anopi3bkuii AepKaBHUII MEAWYHUMN YHiBEpCUTET
Hanionansauii (papMatieBTUYHUIN YHIBEPCUTET

Po3po0iieni npenapaTuBHi MeTOAMKH CHHTE3y He
ONMUCAHUX paHime 8-aminomoxingHux 7-B-rinpokcu-
v-(3'-MeTuscheHOKCUTIPOiJT) - 3-MeTHIKCAHTHHY.  JLis
CHHTE€30BAHUX CMOJIYK BUBYEHO FOCTPY TOKCUYHICTD,
NiypeTHyHy, AHAJITeTHYHY Ta MPOTH3ANAJIbHY aK-
THBHICTb.

BimoMo [7-15], 110 MOXimHI KCAaHTUHY BUSIBIISTIOTH
BUCOKY a(iHHICTh Ta CEJIEKTUBHICTh 10 aAeHO3MHO-
BUX PELIENTOPiB. Y HUPKaX aKTUBAIIis A|-pelenTopiB
BUKJIMKAE BA30KOHCTPUKIIiIO aepeHTHUX apTepiod,
BHACJIiIOK YOT0 BUHUKAE 3HUXXEHHSI HUPKOBOT'O KPO -
BOOOIry Ta KJ1y0o0oukoBoi (iabTpallii. Aj-AHTaroHicTu
B HHUpKax [Iil0OThb SIK CHJIBHMH Kallie30epirarouni
TIypeTUK i, TAKUM YMHOM, MOXYTh OYyTW MpU3HAYEHI
JJIsI peHOIPOTeKIlii, JiKyBaHHS TimepTeH3ii, HaOps-
KiB, TOCTPOI Ta XpOHIYHOI HUPKOBOI HEAOCTATHOCT!.

ITponoBxKyoun CUHTETUYHI TOCTiAXKEHHS 3 IOy -
Ky OiOJIOTIYHO aKTUBHUX CIIOJYK Cepel MOXiTHUX
KCaHTUHY [4, 5, 6], MU pO3pOOUIN TPOCTUIT METOM
OTPUMAaHHSI HE OINMMCAHOro paHilie 7-B-riapokcu-y-
(3’-meTtundeHokcn)nporniia-3-metusikcaHtuny (1) —
MOJII(YHKIIIOHAJIbHOI CIOMIYKHU, SIKa JA€ MOXJIMBICTD
3HAYHO1 XiMiuyHOI MoaM(iKallii KCAHTUHOBOT MOJIEKY -
qu. Cnupt II OyB omepxaHWii 3 BUCOKMM BHMXOAOM
IIPY HETPUBAJIOMY KUII SITiHHI 8-O0poM-3-MeTHIIKCaH -
taHy (I) [1] 3 M-MeTUI(DEHOKCUMETUIOKCUPAHOM Y
MPONaHoi-1 y MPUCYyTHOCTI KaTaJiTUYHOI KiJIbKOCTI
N,N-gumeTuioeH3WIaMiHy (cxema).

BpaxoBytoun HasIBHICTb JOCUTh PYXJIMBOIO aTroma
OpoMy B TIOJIOKE€HHi 8 MoyieKyiau KcantuHy II, mu
BUBUYMJIM peakllii OCTAaHHbOTO 3 MEPBUHHUMMU Ta BTO-
PUMHHMMM aMiHaMU alipaTUYHOIO Ta FeTEPOLIMKIIIY -
HOTO PSIIiB, OCKIJIBKM 3aTUIIKN (hapMaKoDOpHMX ami-
HiB CYTTEBO BIUIMBAIOTh SIK Ha CUJIY, TaK i Ha CHEKTP
0i0OTIYHOI AKTMBHOCTI KCAHTUHIB.

BcraHoBieHo, 1110 peakilii 3 MeTuI-, AUMETHJI- Ta
eTWJIaMiHOM IIepe0iraloTh y CTajJeBOMY aBTOKJIABi B

cepeloBUILI eTaHoNy Ipu Temieparypi 150-160°C.
Bzaemonisa 6pomkcanTuny Il 3 iHIIMMM amiHamMu —
i300yTHIaMiHOM, i30aMiJlaMiHOM, 2-aMiHOETaHOJIOM- 1,
3-amiHonponaHoioM-1, N-MeTuinoeH3nIaMiHOM, aMi-
HOTIPOMiTiMia30JI0M, TMipOJiIUHOM, MIMIEPUAUHOM,
reKcaMeTWIeHIMIHOM Ta MOpP(OJIiHOM peasi3yeThCs
MpU ABOTOAMHHOMY KUIT'SITiIHHI BUILIEHA3BAHUX CHUH-
TOHIB Y CepeloBUILli BOIA-Ai0OKCAH Y CITiBBITHOIIEHHI
1:2. OTpuMaHi CIIOJIyKH! SIBJISIOTH COOOI0 Oijli Kpuc-
TaJliyHi HEPO3UYMHHI y BOMi, €Tepi pPEYOBUHM, aje
po3unHHi B giokcani, JIM®A, IMCO.

BynoBa cuMHTE30BaHMX CIOJYK OJHO3HAYHO M-
TBepmKyeThcs ganumMu [IMP-cnekrpockomii. Tak, y
[TMP-cnextpi cniupty Il (ikcyroTbcs CUHIIETH Bifl-
MoBiAHOI iHTeHCUBHOCTI npu 11,19 m.4. Ta 3,35 M.u.,
OOyMOBJIEHI pE€30HAHCHUM MOMIMHAHHSM IIPOTOHA
amigHoi Ta N3-MeTUJIbHOI TPyl YpaluI0BOi YaCTUHU
MoJieKyu. BBeneHHs B-riapoKCHUMponiibHOTO 3aIUII -
KV B TOJIOXKEHHSI 7 KCAHTUHOBOI MOJICKYJIU TTiATBEP/I -
KYETBCSI HasIBHICTIO IyOJIeTy CUTHaJIy IPOTOHA Tif-
POKCUJIbHOT Tpynu mnpu 5,32 m.4. IlpoToHu M-TO-
JIUTBHOTO 3QJIMIIKY YTBOPIOIOTH ABi IPYyNU CUTHAIIB: Y
CWJIBHOMY TOJIi TIpU 2,24 M.4. (hiKCYETbCSI iIHTEHCUB-
HUIA CUHIJIET, OOYMOBJIEHU I MOMIMHAHHSM MTPOTOHIB
METUJIBHOI TPYIIH, 3B’SI3aHOI 3 apOMATUYHUM SIIPOM,
a y ciabkoMy noui B iHTepBai 7,15-6,55 M.4. pe3o-
HYIOTb apoOMaTU4YHi MPOTOHU, MPUUOMY MPOTOH Yy
M-TI0JIOXKE€HHI YTBOPIOE TpUILIeT npu 7,0 M.4., a TpH
0- Ta M-TIPOTOHU — MYJIbTUILIET npu 6,88 M.4. Bim-
noBinHO1 iHTeHcuBHOCTI. ¥ TIMP-cnekrpax 8-ami-
HomoximHux IIla-3, IVa-r (tabmn. 1) peecTpyroTbecs
CUTHAJIM MPOTOHIB BBEACHUX 3aJMILIKIB aMiHiB Bid-
MoBigHOI popMM Ta iHTeHCUBHOCTI. Cin nule Bim-
MIiTUTH He3HAUHE CUJIbHOTIO/IbHE 3MillleHHSI CUTHAJIiB
MPOTOHIB YpallMJIOBOI YaCTUHM MOJIEKYJIM Ta Mpo-
TOHiIB N7-TIponijbHOTO 3aiuiuKy. [IpoToHn BTOpUH-
HOI CIUAPTOBOI TPYMU HABMAKW PE3OHYIOTh Y OUTBII
cinabkomy mnodi (5,81-5,39 mM.4.), 110 MOXXHA NOSICHU -



4 BICHUK dAPMALIIT 1(49)2007
CH,
9 0
H 0
HN N |>_/ _HN N
Y | )—sr > )8
0 fil N o) N N
CH3 CH3
| 1I
x\\‘
HN :
)\ Ly N >—N/
0 N N V4 \
| 0 N N R
s c':H
IVa-r ’
I1la-3
IVa X = (CH,);; IV6 X =CH,, IWaR=H:R'=CH;II6 R=H.R'=CHyMBR=R"'=CHy IrR = H;R'=
IVB X = (CH,),; IVTr X = O CaHo-t;
MaR =H;R'=CsH,;-i; IMeR = H;R!= (CH,);0H; Ille R = H;R! = (CH,),;
N
Ik R = CH;;R!= CH,C(H: 3R = H;R!= (HzC)sz\%
Cxema
Tabmma 1
IIMP-crieKTpM CMHTEe30BaHUX CIOJYK
OH
0
0
HN
/>—R
0 N
CH;
3, M.4.
Cron R 0 CH2-C c-C
Ka NH H N7CH2-CH- -CHs :
(., H)| (.. 1H) CHapowm. CH20Ar NCHz3 (c., 3H) IHWI NpoTOHM
1 2 3 4 5 6 7 8 9
7,15-6,55 4,5-3,83 3,35
I Br 11,19 5,32 (M., 5H) (M., 5H) (c. 3H) 2,24
i 7,17-6,63 4,3-3,81 | 2,88 (4., 3H)
lla HN-CHs 10,59 5,45 (M. 5H) + NH m.BH) | 331(c 3H) | 228
7,18-6,62 4,26-3,8 | 3,31 (m., 3H
e HN-C2Hs 10,52 5,46 (M., 5H) + NH (M. 5H) |+ 2H NHCHa) | 227 1,15 (7., 3H)
7,18-6,64 4,38-3,8 | 2,95 (c., 6H);
e N(CHza)2 10,76 5,81 (.. 4H) . 5H) | 332 (c.. 3H) 2,28
_ _ 3,11 (1., 2H);
I HN-Ca4Ho-i 10,62 | 5,58 (M7'15?4)6f?\m 4(’“2/'4 g;_?)g 328 (c.,3H) | 224 | 1,87 (m., 1H):
o o 0,87 (a., 6H)
1,61 (M., TH);
7,17-6,64 4,45-3,8 | 3,31 (m., 3H /
lllg | HN-CH2CH2CH(CH3)2| 10,63 5,53 (M., 5H) + NH (M., 5H) + 2H NHCH2) 2,25 1,4 (M., 2H);
0,89 (a., 6H)
i 5,52; 4,72 | 7,18-6,65 4,25-3,83 3,52 (kB., 2H);
llle HN-CH2CH20H 10,61 (r 1 | (M., 5H) + NH (.. 5H) 3,31 (c., 3H) 2,25 3.38 (ks., 2H)
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IIpodosiucenns maoa. 1

1 2 3 4 5 6 7 8 9
. 3,47 (kB., 2H);
55451 | 7,18-6,65 | 4,24-3,85
lle | HN-CH2CH2CH-0H | 10,63 | 2% % 18-6, 24-385 | 331 (c.,3H) | 225 | 3.38 (ks.. 2H).
(t, 1H) | (M, 5H) + NH | (M., 5H) 1,69 (M., 2H)
N—CH,CgH
s | ZV6S 10,86 5 50 7,45-6,55 4,68-376 |2,85(c, 3H); | 5o,
CHy : : (m., OH) (M., 7H) | 331(c..3H) | 2
HN—(CHa);—N 7,18-6,64
4,26-3,85
| (m., 6H) + NH: | 426-3. 3,27 (M., 2H):
i3 K 1065 | 551 | POV INY w7 ¢ [ 3820, 8 | 224 | ST T
Ca H-imin. N1 CHz
N 718-6,62 | 443-3,75 3,55 (M., 4H);
IVa O 10,71 | 5,39 s A% 329, am) | 228 | SR04
) ) 3,26 (M., 2H):
V6 N ) 10,89 | 5,47 7('“1/'8 2,’%2 4(’“2/'9 2547)6 3,31(c.,3H) | 2,25 | 3.08 (M., 2H):
g g 1,54 (M., 6H)
) ) 3,55 (M., 4H);
VB NQ 10,69 | 542 msfﬁ? A('.l,.3453|i|? 33 (c,3H) | 2,26 | 1.75 (m. 4H):
g g 1,56 (M., 4H)
/N ) ) 3,68 (M., 4H):
IV N 0 10,93 | 545 7,18-6,64 | 4,48-385 | 554 (0 a1y | 226 | 3.36 (M. 2H):
N/ (M., 4H) (M., 5H) Dl 20

TU YTBOPEHHSIM BOJIHEBMX 3B’SI3KiB MiX CIUPTOBOIO
IPYIIOI0 Ta HEIOAIJIEHOIO Iapol0 eJIEKTPOHIB aToMa
a30Ty y IMOJIOXEHHI 8.

ExcnepuMenTaibHa XiMidyHA YacTHHA

IIMP-cniekrpu 3anucani Ha npuiani Bruker SF-
400 (po3unHHUK JIMCO-dg, BHYTpillIHii cTaHAapT —
TMC). JlaHi eTeMeHTHOTO aHaJIi3y BilIIOBIidalOTh PO3-
paxoBaHUM.

8-Bpomo-7-B-rinpokcu-y-(3’-ToaisokcH ) mpomi-
3-metmakcantun (II) (Tabu. 2).

Cymiut 49 r (0,2 Moab) 8-0poMo-3-MeTUIIKCAH -
tuny (1) [1], 40 r (0,25 Mosb) M-TOJTiITOKCUMETUIOKCH -
pany, 2 mu N,N-agumetunbGeHzuaaMiny B 360 mu
MpoNaHoay-1 Kum’saTaThb MpU iHTEHCHMBHOMY IIepe-
MillyBaHHI MPOTSTOM 2 roj, oXoaomxkyioTh 10 10°C,
ocaj Bin(ibTPOBYIOTh, IPOMHUBAIOTh allETOHOM, BO-
noio, 1% po3umHOM aMOHiaKy Ta 3HOBY BOIOIO i
MePEeKPUCTATi30BYIOTh i3 BOAHOIO AMMETWI(hOpMaMimy.

8-Aminonoxingsi 7-B-rinpokcu-y-(3’-ToiI0KCH)Ipomii-
3-metuakcantuny (I1Ia-B) (Tadi. 2).

Cywmim 0,01 Moms 8-6pomonoxinHoro 11, 0,05 Monb
BilMOBiAHOTO amMiHy, 50 MJI e€TaHOJy HarpiBalTbhb Y
CTaJleBOMY aBTOKJIaBi mpoTaroM 5 rox mipu 150-160°C,
OXOJIOJIKYIOThb, PO3BOISATh Bomoto jgo 150 mi, ocan
BiA(iIbTPOBYIOTH, IIPOMMBAIOTh BOMIOIO i IepeKpucTa-
JII30BYIOTH i3 BOIHOTO JiOKCaHY.

8-Aminonoximsi 7-B-rinpokcu-y-(3’-TosiIoKcH)npomii-
3-metmakcantuny (IIIr-x, IVa-r) (ta6u. 2).

Cymimr 4,1 r (0,01 Monb) 8-6pomkcantuny (II),
0,03 Mo BignosigHoro aminy, 20 M1 Boau ta 40 M
JIOKCaHY KUIT’SITSITh MPOTSITOM 2 IO, OXOJOIXYIOTb,
PO3BOISITH BOAOIO, OCal Bil(iIbTPOBYIOThH, IPOMUBA -
I0Th BOJOIO i NMEPEKPUCTANI30BYIOTh i3 BOJHOTO Hdi-
OKCaHy.

ExcnepuMenTaibHa (papMaKoJIOriyHa 4YacTHHA

I'ocTpa TOKCHMYHICTh CMHTE30BaHUX CIIOJNYK OyJia
BUBYeHa 3a MeTogoM KepOepa [2] y mociigax Ha 6i1ux
muiax Barow 18-24 r. Ik BugHO 3 HaBeAeHUX y Ta0JI.
3 panux, JIJIs0 onepxxaHUX peYOBUH 3HAXOIUTHCS B
Meskax 185,0-856,4 mr/kr, TOGTO BOHU BiZHOCSIThCS
JIO TIOMipHO Ta MaJIOTOKCMYHUX. [ToTpiOHO 3a3HauM -
TH, 110 Opu 30UIbIIEHHI AOBXMHM Ta O0’eMy aj-
KUTBHOTO pauKary IPOIOPLIiAHO 30UIbIIYETHCS TOCTPa
TokcnyHicTb. Tak, N-metunbHe noxigHe (IIla) Bim-
pi3HseTbes noka3zHukoM JI 50 845,0 mr/kr, a N-i3o-
oyrunbHe (I1Ir) B3ke mokaszye JI/150 470,4 mr/kr. Cro-
JIVKY, 11O MIiCTSITh 3aJIMIIOK Te€TePOLMKIIYHOTO aMi-
HY, XapaKTepU3YIOThCS OLIBIIO TOKCUYHICTIO, IIPU-
yomy N-rekcameruieHiMmiHonoxinHe (IVB) € Haii-
OibLI TOKCMYHOIO crionykoro (185,0 mr/kr). BeeaeH-
HSl aTOMa KUCHIO MPUBOAUTH a0 3MeHIeHHs JIJ150,
Tak 8-N-minepnanHoKCaHTUH VO Mae TOKCUYHICTh
465,0 mr/kr, a N-MopdomiHoKcaHTHH IVr — 3HaYHO
MeHIIn nokasHuk — 560,2 mr/kr. [Ipu BBeneHHI
TiIPOKCUIIBHOIL TPYIH B ajdipaTUIHMUIA 3aJIUIIOK CITO-
CTEpiraeTbCs MaaiHHS TOKCUYHMX BJIACTUBOCTEH, a
came 8-N-(B-rinpokcietun)amiHokcantuH Ille B 1,5
pa3u MEHII TOKCUYHUM, HiX 8-N-eTul1aMiHOKCaHTUH
1116 (856,4 mr/kr Ta 590,0 mr/kr BinmosinHo). Cro-
qayka Ille TakoxX € HaliMEHIII TOKCUYHOIO CEepe JIO-
CIIIKYBAaHUX CIIOJYK.

BuBYeHHST NiypeTUYHO!I Mii OTPUMAHUX CITOJYK
MPOBOAWJIY Ha OiKX 1iypax 3a MeTonoM bepxiHa €.b.
[1]. CuHTe30BaHI CIOIYKM BBOAMIM BHYTPILIHBOOYE -
pPEBUHHO Yy BUISAAI 3-5% TOHKOI BOIHOI CYyCIEH3Ii,
crtabinizoBaHoi TBiHOM-80 3a 30 XB 1O BOIHOIO Ha-
BaHTaxeHHsl. K eTajoH MOpPiBHSIHHS BUKOPUCTOBY -
BaJli Timpoxiopriazug y A03i 25 Mr/kr. Sk BUIHO 3
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Tabmma 2
XapaKTepUCTUKM CUHTE30BaAHUX CIIOJIYK
CH,
OH
0
0
HN N:
/L\ | 4 )
) rld N
CH,
Cnonyka R Tnn, °C EmnipuyHa dopmyna Buxig, %
Il Br 206-8 C16H17BrN4O4 75,8
llla HN-CH3 257-9 C17H21N504 69,6
116 HN-C2Hs 238-9 C18H23N504 53,6
B N(CHs)2 169-70 C18H23N504 77,7
ir HN-C4Ho-i 212-4 C20H27N504 82,2
g HN-CH2CH2CH(CHz3)2 236-7 C21H29N504 81,8
llle HN-CH2CH20H 203-5 C18H23N505 82,2
llle HN-CH2CH2CH20H 230-2 C19H25N505 81,8
N_CH2C6H5
I | 175-6 C24H27N504 71,2
CH;
HN—(CH,;—N
I3 \\ | 140-2 C22H27N704 59,5
N
IVa N@ 213-5 C20H25N504 85,1
V6 N > 228-30 C21H27N504 82,2
VB NQ 189-90 C22H20N504 88,9
Ivr N 0 235-7 C20H25N505 53,0

HaBelIeHMX y Tabj. 3 maHuX, OUTBIIICTb CIIOJYK ITid-
cumioe miype3 Oinmux mypiB. Tpu cnonyku: 8-N-eTtu-
nmaminokcanTuH I116, 8-N-izoaminaminokcanTuH 111
Ta 8-N-i300yTunaMmiHokcaHTuH 11T HaBmaky MposiB-
JISIIOTh aHTUIIIYPETUYHY aKTUBHICTb. Y MOPiBHSIHHI 3
eTAJIOHHUM MperapaToM TinpoxiopriazunoMm (169,1%)
Tpu cuHTe30BaHi peyoBuHu — III6, IIlx Ta IVO
BUSIBJISIIOTh Maiixke OIHAKOBY akKTWBHIcTh (164,6%,
167,1% Ta 168,7%), a nBi — Ginbiry (crmoiayku I11a —
174,8% ta IVa — 188,8%). B Liiiomy MOXXHa BBaXaTH,
1[0 HAWOIBIINY MiypeTUYHY aKTUBHICTb MPOSIBISIOTH
CHOJIYKH, SIKi MIiCTSITh KOPOTKUI amipaTUUHUI paau-
Kajl a0 MaJIMil LIMKII.

AHajreTMyHa Misi CUHTE30BaHUX KCAHTWUHIB BUB-
YyeHa Ha Oimmx mrypax Baroio 160-210 r 3 BHKOpHMC-
TaHHSIM MOJEJ]i OLTOBUX KOpYiB, SIKi BMKJIMKAIOTh
BHYTPILIHbOOYEPEBUMHHUM BBeAeHHIM 0,75% posun-

Hy o1ITOBOI KMcaoTu. [IpoTn3amnanbHa aisi BUBYeHA Ha
0iTMX 1Iypax Ha MOJEJI TOCTPOTO aCeNTUYHOIO Ha-
OpsIKy, BUKJIMKAHOTO CyOIJIAaHTAPHUM BBEIEHHSM Yy
3aaHI0 Janky wypa 0,1 Ma 1% posunHy KapareHiny [3].
AK BUAHO 3 HaBeneHUX naHuXx (Tadji. 3), maitke
BCi CUHTE30BaHi CHOJIYKU TIPOSIBISIOTh AHAJITETUIHY
(3a BuHgaTkoMm III6 Ta IVO) Ta mpotuzanajibHy (3a
BuHsaTKoM IIlg ta Ille) akTuBHiCcTB, aje 3a LUMU
MOKa3HMKaMU CYTTEBO TMOCTYMNAlOThCS €TajJoHaM MO-
PIBHSIHHSI aHAJIbriHy Ta IMKJI0(eHaKy HaTpilo.
Haii6inbiy aHanreTUYHy aKTUBHICTh MTOKA3ylOTh
i-oyrunaminonoxigHe IIlr Ta N-mopdoniHokcaHTUH
(IVr) — 28,9% Ta 28,4% BinnosigHo. Haiibinbira
npoTU3anaibHa Ais BupaxkeHa y crionyku 1113 (36,1%).
Cepen LUKIIIYHUX CIIOJIYK CIIOCTEPIra€ThCs JIiHiMHA
3aJICKHICTh MiXXK pO3MipoM LIMKJYy Ta IpOoTU3amaib-
HOIO aKTUBHICTIO. Tak, 3i 3MEHIIIEHHSIM pO3Mipy LUK -
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Tabmmia 3
dapmakosoriuHa aKTUBHICTb CMHTE30BAHUX CIIOJIYK
Q/m
OH
0 &
0
HN N
A A
0 N N
H,
Crionyka R NAso (M+m), Hosa, Liypes 3a 4 rog, AHanrequHa I'Ip0T|(|3anaana
Mr/KF M /K B % [0 KOHTPOSIO nisa B % nia B %
llla HN-CH3 845,0+27,2 42,3 174,8 15,9 18,8
116 HN-C2Hs 590,0+18,6 29,5 164,6 — 28,3
lis N(CH3s)2 732,0+22,5 36,6 134,4 19,8 10,5
Iir HN-C4Ho-i 470,4+21,6 23,5 79,6 28,9 17,2
g, HN-CsH11-i 475,0+22,5 23,8 74,5 21,5 —
llle HN-CH2CH20H 856,4+36,7 42,8 70,1 25,9 —
llle HN-CH2CH2CH20H | 810,9+30,5 40,5 149,7 24,7 27,5
N—CH,C¢Hs
llix (|:H3 325,0+14,8 16,3 167,1 12,1 22,9
HN—(CH,);—N
I3 Q 642,1+27,4 32,1 148,0 20,4 36,1
IVa N@ 284,9+13,4 14,2 188,8 17,4 29,8
IV6 NC> 465,0+14,6 23,3 168,7 — 26,3
Ve NQ 185,049,8 9,3 118,2 25,7 16,0
IVr N/\:/\O 560,2+18,5 28,0 133,6 28,4 35,9
linoTiasua 25 169,1 — —
AunknodpeHak 8 — 46,4 42,9
AHanbriH 25 — 43,3 39,7

JIy 301JTBIITYETHCS BIUTMB PEYOBMHM Ha Tepedir acer-
TUYHOI'O HAOpsKy, IO MiATBEPIXYETbCS MaHUMU
Tabi1. 3 (rekcameruneHiminonoxigne IVe (16,0%), mi-
nepuanHonoxigHe 1V6 (26,3) ta mipomignHomnoxigHe
IVa (29,8)). HasBHicTb aTOMa KUCHIO B MOp(doIiHO-
Bomy ¢parmenti (IVr, 35,9%) wmaiike B 1,5 pasu
30UIbLIIMIIA TIPOTU3ANAIbHY aKTUBHICTH IO BiIHOIIEH-
HIO 10 TinepuauHonoxigHoro 1V6 (26,3%).
ITinOuBaouM MigCyMOK MPOBEACHUX TOCIIIXKEHD,
MOXHa 3 YMEeBHEHICTIO CKa3aTu, 10 MOIIYK Aiype-
THKiB, aHAJITETUKIiB Ta MPOTU3aNaJbHUX 3aC00iB cepeln

MOXiTHUX KCAHTUHY € JOCUTh IEPCIIEKTUBHUM Ha-
MPSIMKOM CydacHoi apMariiii.

BUCHOBKMH

1. Po3pobiieHi mOoCTyIHiI 1ab0paTOpHi METOAUMKM
CHUHTe3y 8-aMiHOMOXimHuX 7-B-rimpokcu-y-(3’-MeTui-
(beHOKCH ) TPONiIKCaHTUHIB.

2. BuBueHi 6i010TiUHiI BJIaCTUBOCTI CHHTE30BaHUX
CHOJIYK, V Pe3yJbTaTi YOro BCTAHOBJIEHO, 110 OTPU -
MaHi CIIOJIYyKM € TIOMipHO- YU MaJOTOKCUYHMMM Ta
BUSIBIISIIOTb BUPAXEHY AiypeTUYHY, aHAJTCTUYHY Ta
MPOTU3AIAIbHY [Iil0.
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YAK 547.857.4:547.293

CUHTE3 Y BUOJJOTMYECKUE CBOMCTBA 8-AMWHO-
SAMEHIEHHBIX 7-3-TUAPOKCHU-y-(3-METUJI®EHOKCH)
MPOITNJI-3-METUJIKCAHTUHA

A.C.1lIkoma, H.U.Pomanenko, M.b.Camypa, b.A.Camypa, A.}O.Camn-
pOHOBa

Pa3pabGotaHbl ipenapaTUBHbIE METOIbI CUHTE3a He OMUCAHHBIX
paHee §8-aMMHO3aMEUIEHHBIX 7-B-Tuapokcu-y-(3'-metundeH-
OKCH)TIPONWII-3-MeTUJIKCAHTUHA. [l CUHTEe3MPOBAHHBIX CO-
eIMHEHUI M3ydyeHa OCTpasi TOKCUYHOCTb, AMYypeTUdecKas,
aHaJIbreTyeckasi ¥ IpOTUBOBOCTIANIUTEbHASI AKTUBHOCTb.

UDC 547.857.4:547.293

THE SYNTHESIS AND BIOLOGICAL PROPERTIES OF
8-AMINOSUBSTITUTED OF 7-B-HYDROXY-y-(3'-ME-
THYLPHENOXYPROPYL)-3-METHYLXANTHINE
A.S.Shkoda, N.I.LRomanenko, I.B.Samura, B.A.Samura, A.Yu.Sap-
ronova

The preparative methods of synthesis of 8-aminosubstituted of
7-B-hydroxy-y-(3'-methylphenoxypropyl)-3-methylxanthine pre-
viously unknown have been developed. The acute toxicity,
diuretic, analgesic and anti-inflammatory activity have been
studied for the compounds synthesized.



