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(57) 1.  4-amiHO-2-(4-meTunninepaavH-1-in)-5-(2,3,5-
TpuxropdeHin)nipumiguH Ta 1Moro corni NpuegHaHHA
KUCMOTK, WO Mae iHribyrovy aKTUBHICTb BUBINIbHEHHS
rnytamary.

2. Cnonyka 3a n. 1, wo sBnsie coboto papmaueBTny-
HO NPUMHATHY CiNlb NPUEOHAHHS KUCMOTU 4-aMiHo-2-
(4-meTunninepasutx-1-in)-5-(2,3,5-TpuxnopdeHin)ni-
puUMignHy.

3. Cnonyka 3a n. 2, wo siensie coboto Cinb, LWo yTBO-
peHa XxnopoBOAHEBOIO, HPOMOBOAHEBOIO, CipyaHolo,
TIMMOHHOI0, BWHHO, (POCEHOPHOI, MOJSIOYHO, Nipo-
BMHOrPagHo, OLTOBOK, OypLUTMHOBOW, dymapo-
BOI, MarneiHOBOW, LLABMEBOOLTOBOK KMCNOTaMMu,
METaHCYNb(OKMNCIIOTO, €TaHCYNb(OKMNCIOTO, na-
pa-TonyoncynedokmcnoTolo,  6eHaoncynedokmcno-
TOlo abo i3aTMHOBOIO KUCIOTOHO.

4. Cnonyka 3a n. 2, wo sBnse cobow me3unar 4-
amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-Tpmxnop-
deHin)nipyMiguH.

5. Cnoci6 ogepxaHHA 4-amiHo-2-(4-meTunninepasmH-
1-in)-5-(2,3,5-Tpmxnopdenin)nipumignHy abo noro co-
Ni NpUegHaHHA KUCNOTU, SIKUA BiAPI3HAETbLCA TUM,
LLIO BKMKOYae B3aemogito crionyku coopmynm (1):

Cl Cl
Cl
v
- , 0
Ae L aBnde sigxigHy rpyny Ta Y € uiaHo, i3 cnonykoto
dopmynu (I1):
HN —\
>—N N—CH,
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(I
abo ii cinnto, Ta BUAINEHHS] 00epPXXaHOro TakuM YMHOM
4-amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-Tpuxnop-
deHin)nipuMianMHy y BUrnsai BinbHOI OCHoBU abo y
BUrNSAi MOro corni NPUeELHAaHHS KUCNOTU.

6. Cnoci6 3a n. 5, ge L siBnsie (C1-Ca)ankokeu.

7. Cnoci6 3a n. 5 abo n. 6, Ae ykasaHy B3aemogito
30INCHIOTb Y HEBOOHOMY PO3YMHHUKY NpW nigBuLle-
Hi TemnepaTypi B IPUCYTHOCTi OCHOBM.

8. Cnoci6 3a n. 7, Ae ykasaHy B3aeMOZjt0 34iICHIOTb
NpW KUNiHHI i3 3BOPOTHUM XONOANIbHUKOM.

9. Cnoci6 3a n. 7 abo n. 8, Ae pPO3YMHHMK SIBMSIE CO-
6ot0 cnupr.

10. Cnoci6 3a n. 9, Ae PO34YMHHMK SBMsSiE COOOM
eTaHorn.

11. Cnocib 3a n. 10, ge 3a3Ha4yeHy B3aemogito 34jinc-
HIOIOTb Y HEBOAHOMY PO3YMHHUKY MPU KUMiHHI 3i 3BO-
POTHMM XONOAMITbHMKOM B NMPUCYTHOCTi OCHOBW €TOK-
cuay Hatpito.

12. ®apmaueBTMYHa KOMMO3ULis, WO Mae BNacTMBOC-
Ti iHriGITOPY BMBINbHEHHS ryTamarTy, i WO Mae akTuB-
HUI NoYaToK i noro papmaLeBTUYHO NPUAHATHUA HO-
Ciil, sika BiQpi3HAETLCA TUM, WO aKTUBHUM noyaT-
KOM, SIKUA MPUCYTHIA Y TepaneBTUYHO aKTUBHIN Kifb-
KOCTi, € 4-amiHo-2-(4-meTunninepaavH-1-in)-5-(2,3,5-
TpuxnopdeHin)nipumiguH abo 1oro gapmaueBTU4HO
NPUAHATHA CiNlb MPUEAHAHHS KUCIOTW.

13. ®apmaueBTU4Ha KOMMo3uLida 3a n. 12, sika Bigpi3-
HAETBLCA TUM, WO BOHA Mae popmy, 3pyyHy Ans opa-
TNbHOrO MpUnomy.

(13) C2
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14. dapmaueBTU4Ha KOMMo3uuida 3a n. 13, sika Bigpi3-
HAETLCA TUM, IO BOoHA Mae copmy Tabnetkn abo
yrnakoBaHa B Karncyru.

15. ®dapmaueBTUYHa KoMMo3uuis no n. 12, ska siapi-
3HAETLCA TUM, LLO BOHA Mae opmMy, 3pyyHy Ans na-
peHTepanbHOro BBEAEHHS.

16. ®apmaueBTU4Ha KOMMO3uLida 3a n. 12, sika Bigpi3-
HAETLCA TUM, LLIO BOHa 3pobrieHa y (hopmi 0 aNHUYHOI
0031, ynakoBaHoOl Y KOHTENHep.

OaHnin BuHaxig BiAHOCUTBLCS OO Knacy Cnonyk ni-
puMiguHa, aki npugaTHi ANg nikyBaHHS 3aXBOPHOBaHb
Ta po3napfiB LeHTpansHoi HepoBoi cuctemu (LIHC),
Hanpuknag, ans 3anobiraHHs uepebpanbHuX iemiy-
HUX ypaxeHb, A0 dhapMaueBTUYHMX KOMMO3ULiK, Lo
X MiCTATb, A0 X 3acCTOCyBaHHS MpW MiKyBaHHI Taknx
po3nafiB Ta 4o crnocobiB iX OTPUMaHHS.

FmytamaT € 30ymKyloUOol amiHOKMCIOTO, ska
Aie Ak HerpoTpaHeMmiTTep. NpoTe, AKWO Noro nosakni-
TUHHA KOHLIEHTPALjis JOCTaTHLO BMCOKA, rnyTamar gie
SIK CUNMbHUIA HEMPOTOKCWH, O 34aTHUA youBaTu Hen-
POHM B LIEHTparbHi HepBoBil cuctemi (Rothman and
Olney (1968) Prog. Brain. Res., 63, 69). HeiipotnyHa
Aia rmytamarta BKIioYeHa OO0 psiAy 3axBOptoBaHb Ta
po3nagis LeHTpansHoI HepBOBOI CUCTEMM, BKIOYalO-
4n LepebparbHe illeMidyHe ypakeHHsl, eninencio Ta
Taki XPOHiYHi HerpoaereHepaTuMBHI po3nagn siKk XBO-
poba Anumenepa, po3naau pyxanbHOi cUCTeMMU Ta
xopest XaHTiHrtoHa (Meldrum Clinical Science (1985,
68, 113-122). Okpim TOro, rmytamar GyB BKIOYEHWN
00 iHWKWX HemponoriYHMx posnagiB, Taki K MaHiaka-
NbHa genpecisa, genpeciq, WN3odpeHisi, HeBponoriy-
HUA CMHOPOM BMCOKOIO TUCKY, XPOHIYHMI Binb, Tpu-
remiHanbHa HeBparnrisi Ta MirpeHb.

B €Bponevicbkiii naTeHTHi 3asBui Ne 21121 pos-
puta rpyna 3,5-guamiHo-6-(3amilieHnin deHin)-1,2,4-
TpWasuHiB, SKi akTMBHI Npu nikyBaHHi LIHC 3axBopto-
BaHb, Hanpuknag, npu nikyBaHHi eninencii. OgHa 3i
Cronyk, LWo onucaHi y Ui 3assui, 3,5-guamiHo-6-(2,3-
anxnopdeHin)-1,2,4-TpuasmH-(NaMmoTpurnH) sk Gyno
noKasaHo, iHribye BMBIMbHEHHS 30Y/DKYHOUNX aMiHOKM-
cnot, rmytamata Ta acnaptata (Zeach et.al.,
Epilepsia, 27, 490-497, 1986, A.A. Miller et al., New
anticonvulsant drugs. Ed. meldrum and Porter 1965-
177, 1987).

ABTOpPM AaHOro BUHaxo4y BMHAMLLINW, WO pag 3a-
MilLleHUX CMOoMyK NipuMiganHa, SiKk BU3HA4YeHo y dop-
Myni |, € MNOTeHUiNnHWMK iHriGiTopamMn BUBINbHEHHS
rmyTamMaTa; Ui Cnonyku KOPUCHI Npu NikyBaHHI BULLe-
BKa3aHMX paHille 3axBOptoBaHb Ta po3nagiB LeHTpa-
nbHOI HepBOBOI cuctemu. Cnonyku nipumignHa dop-
Mynu | Takox € iHribiTopamu BUBINbHEHHS acnapTara.

TakvM 4MHOM, B NepLUOMY acnekKTi JaHOro BUHa-
X04y 3anpornoHOBaHO BMKOPWUCTaHHSA Cronyku dop-
Mynu | abo noro coni NpuegHaHHS KUCIOTW NPU BUrO-
TOBMEHHI MeguKaMeHTIB Ansi nikyBaHHa abo 3anobi-
raHHs 3axsoptoBaHb abo posnagis LIHC y ccasuis, e

R3 R4 R5

0
B chopmi |

R1 i Rz ogHakoBi abo pisHi Ta BUOGpaHi 3 BOAHIO,
ranoiga rigpokcu, ankokcy arnkina, ankinTio Ta rpynm
NRR", pe R'i R" ogHakosi a6o pisxi Ta BUGpaHi 3
BOAHIO, ankina, apuna Ta aparnkina abo pasom 3
aToOMOM a30Ty, A0 SKOTrO BOHMW MPUEAHAHI, YyTBOpPIO-
10Tb UMKNIYHE KinbLie, Lo HeOOOB'A3KOBO 3aMillieHe
ofHieto abo BinbLue ankinsHMMK rpynamm t1a Heobo-
B'A3KOBO MiCTUTb iHLLI reTepoaTomu;

Rs € BogHeMm, ankinom, wwo HeoboB'si3koBO 3aMi-
LeHnA ogHMM abo Ginblue ankinbHMMK pagukana-
Mun, abo € amiHo, ankinamiHo, guankinamiHo, uiaHo,
HiTPO, ranoigu, kapbamoin, rigpokcu, kapbokeu, ank-
oKkcy, ankinTio, ankinTioankin, S(O)rankin, an(ankin-
okcu)ankin, -C(R):NOH a6o -COR a6o -CO2R, ge R
€ BogHeM abo arnkinom, abo rpynoto CH2X, ne X €
riZIPOKCU, aInKOKCW, apuroKcy, apunarnkokcu, rasnoig,
uiaHo, -NR'R", ne R i R" maioTs BKasaHi paHiwe
3Ha4eHHs, S(O)q-ankin, ae n gopisHioe 1 abo 2, abo
SO.NRR";

KOoXHUM 3 R; oo Rg ogHakoBi abo pi3Hi Ta KOXHWN
BMOMpaloTb 3 BOAHIO, ranoiga, ankina, nepranoig-
arnkina, uiaHo, kap6amoin-kap6okcy, COR, HiTpo,
aMiHO, arkincynbgOoHINamiHO, aroKcw, SﬁO)n-anK-
ina, ge n gopisHoe 1 abo 2, abo SO,NRR" a60 R4
Ta Rs, abo Rs i Res pasom € rpynowo -CH€H -
CH€H - abo rpynoto -CHz-CH2-CH2-CH»-, Ta B
uboMy BuNagky obuasa Ry Ta Rg € BogHEM; Ta He-
060B'A3KOBO OAWH 3 aTOMIB @30Ty B MipMMiQVHOBO-
My Kinbui moxe 6yt N-ankinboBaHum abo Heobo-
B'sI3KOBO MoXe ByTn N-okcuaowm;

npuvyOMy BULLEBKA3aHi ankineHi rpynu abo cgparmex-
TV ankinBmicHMX rpyn matoTb Big 1 o 6 aTtomis Byr-
neulo, a apwrbHi rpynu abo apunbHi dparmeHTu
apuneMicHUX rpyn matoTb 6 abo 10 aTtomiB ByrneLyo.

Oesiki cnonyku chopmynu | € xipansHumu, Ta cnig

BpaxoByBaTH, L0 Yy UMX Bunagkax cdopmyna | BkIo-
Yyae fK paueMidHy Ccymill, Tak i iHauBigyanbHi eHaHTi-
oMepu Takux crnomnyk. Cnig BBaxaTu, WO SKLO OAUH
abo binbwe 3 R;, Rz i R3 € rigpokcy, BOHN MOXyTb Ta-
KOX iCHyBaTu B iX TayTOMepHUX popmax.

MMepeBaxxHMM Knacom cnonyk copmynu |, aki e

NOTEHLiHUMW iHriGiTopamu rnytamaTa, € Ti, B SKMX
oovH 3 R, i Rz € amiHo, a iHWu BMOMpaTb 3 amiHo,
rigpokcu, ranoig, mopdoniHo, ninepasuHin, N-ankin-
ninepasuHin, N,N-guankinamiHo, N-ankinamiHo a6o
ankinTio; Rs € ankinom, Wo HeobOB'A3KOBO 3aMilLie-
HWIA ogHMM abo BinbLue 3 ranoigHux pagukanis, abo e
ankinom, ankinTio, BOAHeM, FigpoKCK, ankokcu, ranoi-
nowm, kapboken, kapbamoinom abo rpynoto CHzX, e
X € rigpokcn, deHokcu, BeH3unokcu, ankokcu abo
ankinTio; oauMH 3 R4 i Rs € ranoigom, a iHLWKIA BUOUK-
patoTb 3 ranoiga abo BoaHo; Re € ranoigom, BogHeM,
HiTpO abo amiHorpynoto; R; € BogHeM, ranoigom, uia-
HO, arnkinTio, SOzNRlR”aJ'IKiJ'IOM, HiTpPO abo amiHO abo
MeTaHcynbdoHamigo; Ta Rg € BogHeM abo ranoigom.
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Y naHomy BuHaxogi

R, nepeBaxHo € rigpokcu, amiHo, N-ankinamiHo,
N,N-gunankinamiHo, mopdoniHo, ninepasuHinom, N-
ankinninepasvHinom;

R> nepeBaxHO € Xrnopowm,
AvarnkinamiHom abo ninepnanHom;

R3 nepeBaxxHO € BOOHEM, ankifioM, METOKCUMETH-
nom, TpudTOpPMETUIIOM,  BEH3NTOKCUMETMUIIOM,
deHoKcMeTMnom abo MeTUNTIOMETUIIOM;

Rs go Rg nepeBaxHO BMOMpaloTb 3 BOAHKO Ta
Xriopy.

MepeBaxHo, W06 ankinbHWi dparMeHT MiCTUB

Bid 1 40 4 aToMiB BYyrneLo.

BurigHo, wo6 y cdhopmyni |, npyHanmHi, oanH 3 R,
i Ry 6byB amiHOM, a iHWwWIA ByB amiHOM, ninepasuHi-
nomMm, abo N-metunninepasuHinom, N-ankinamiHo,
N,N-gnankinamiHom, Ta R3 € BogHeM, meTunom, Tpu-
dTopmeTnnom abo METOKCHMETUIIOM.

MepeBaxHot ocobnueicTio dopmynu | € Te, wWwo
aBa 3 R4, Rs i Ry € xnopom, 3okpema, nepeBaxHo,
wob Bci Rs, Rs i R7 6ynun xnopom. Taki cnonyku € Bu-
COKO MOTEHUIHUMWU iHriGiTOpaMun BUBINIbHEHHS rMyTa-
MaTa. MNepeBaxHi Nnpuknaau rpyn NRR" € amiHo, N-
metunamido, N-etunamido, N,N-gumeTtmnamido, nine-
pasuHinom, N-meTunninepasuHinom, ninepuanHinom
Ta MOpPONiHOM.

Hanbinbll nepeBaXXHMM Kracom crionyk dopmy-
mm | e Ti, B 9knx

R, BubupatoTb 3 amiHo, ninepasuHina, N-meTtunni-
nepasuHina, N-mopdoniHo, N,N-gumetunamiHo Ta
N-eTnnamiHo;

R2 € amiHorpynoto;

Rs BubupatoTe 3 TpudTopMeTuna, BogHoo, MeTu-
ny, 6eH3nnokcMMeTunNa, MeTokcMmeTnna Ta MeTun-
TioMeTuna;

R4 € xnopom; Ta npuHanimHi, oauH 3 Rs, Rs i R7 €
XropomMm, a iHWi BubmpatoTe 3 BOAHIO, XJIOpY Ta HiT-
porpynu; Ta

Rs € BogHem abo R4 i Rg 06maea € BogHeM, Rs i
R; obugsa € xnopom, a Rs BUBMpaoTe 3 BOAHIO,
XI0pY Ta HiTporpynu.

Y paHoMy BMHaxofi 3anpornoHOBaHO TakoX Mia-
Knac crnonyk cgpopmMynu |, siki xoya i € NoTeHUiNnHUMHK
iHriGiTopaMun BUBINbHEHHSA rMyTamaTa, JEMOHCTPYOTb
nuwe cnabki (TobTo 1450 MeHwe 20 Mkm) abo He3Hau-
Hi iHriGytodi edpekTn Ha depmeHT purigpodonartpe-
Aayktasy. BignosigHo, y nepeBaxxHOMY BapiaHTi AaHo-
ro BMHaxody 3anpornoHoBaHi crnonyku copmynu |, B
akmx R oo Rs mMaloTb BkasaHi paHille 3HayeHHs, 3a
YMOBM, LLO SKLLO

Rz € ranoigom, Togi

Rs € BogHeMm, nepranoigankinom, metunom abo
METOKCUMETUIOM i/abo

Re € HiTporpynoto i/abo

R € N-ankinninepasuHinom, mopdoniHo, N,N-gu-
MeTunamiHo, ninepasuHin ado N-eTunamiHorpynoto;
abo 3a yMOBW, LLIO SIKLLO

Res € xropowm, Togi

R4 € ranoigom, Ta R3 € BogHem, nepranoiganki-
oM, METOKUCMETWUNOM, MeTuriom abo ranoigom
i/abo R, € N-meTunninepasvHinoM, ninepasvHinom,
mMopdponiHo abo N,N-aumetunamiHo abo ll-eTun-
aMiHorpynoto.

Cronykn dopmynm | MoxHa BuMKOpPUCTOBYBaTU
npuv nikyBaHHi abo NpoinakTuLi rocTpux Ta XpoHiy-
HUX NOpPYLLEHb LieHTpanbHOI HEPBOBOI CUCTEMU CCaB-
uiB. 'ocTpi cTaHu BkMNoYaloTb LepebparnbHy ilemito,

amiHoMm, N,N-

SKa MOXe 3'ABNSATUCH i Pi3HUX NPUYKH 3 Pi3HUX BUNaa-
KiB, BKINOYaouM yaapu, 3yrnuHKy cepus, nicrnsionepa-
LifHI cTaHW, HeoHaTanbHY FiMOKCilo Ta rinornikemito; a
TakoX i3nyHi ypaxeHHst abo TpaBMu xpebTta abo
MO3Ky. XPOHiYHi HenpoereHepaTuBHi poanagu, sKi
MOXHa TniKyBaTW, BKIHOYaOTb XBOpoby Anumenepa,
XOpeto XaHTiHrToHa, ONnMBOMOHTOLepebpanbHy aTpo-
nito, po3naau pyxanbHol cuctemu. IHLi HeBPOMOrivHi
CTaHu, AKi MOXHa nikyBaTu crnionykamu dpopmynu |,
BKMOYaOTb Aenpecii, MaHiakanbHi genpecii, Lwn3o-
peHito, XpOHiIYHMI Binb, eninencito, TpuremiHanbHy
HeBpanrito Ta MirpeHi.

Y noganbLUOMy acnekTi AaHui BuHaxig 3abesne-
yye cnocib nikyBaHHa abo 3anobirHeHHs posnagis
abo 3axsoptoBaHb LIHC y ccaBuiB, Bkntovyarun mo-
OVIHY, NpU SIKOMY BBOOSTb CCaBLIO0 HETOKCUYHY edoek-
TUBHY KifnbkicTb cnonyku cpopmynu | abo 1ioro coni
NPUEAHAHHS KNCNOTHU.

3okpema, y AaHOMy BUWHaxogi 3anpornoHOBaHWUM
cnoci6b nikyBaHHs ccaBuiB, LLO NepeaymoBrieHi 4o abo
MaloTb HEMPOTOKCUYHI PiBHI MO3aKMiTUHHOrO rnyTama-
TY Yy UEHTpanbHii HepBOBi CUCTEMi, LLO BKMOYae
BBEOEHHS1 CCaBLSIM HETOKCUYHOI e(eKTUBHOI KiNbKOo-
cTi cnonyku cpopmynu | abo noro coni NpueaHaHHA
KMCIoTW.

Heski 3amiwleHi ceHinnipumiguHu gaHoro BuHa-
Xo4y BigoMi cneuianictam §K Ti, WO MaloTb NpoTUMa-
NApINHY aKTUBHICTb; AUB. Hanpwuknag, Brit. J. Pharma-
col, 6, 185-200 (1951); j ACS 73, 3763-70 (1951). IH-
wi deHinnipumiguHn Bigomi 3 Chem. Biol. Peridines
463-468 (1982) i Pharmacotherap. Budesinsky
p. 129-141 (1963), eo. Oldrich Hanc.

TvM nade, geski CNonNykn 4aHoro BUHaxoay € Ho-
BUMW, Ta, BIAMOBIAHO, Y AAaHOMY BUHaxodi 3anporo-
HoBaHi cnonykn cpopmynu | abo ix coni npuegHaHHSA
kucnoT, y akmx Ry 0o Rs MatoTb BkasaHi paHiwle 3Ha-
YeHHS1, 3a YMOBM, LLIO NpUHanMHi, oanH 3 Rs-Rs Bigpis-
HAETbCSA BiJ BOOHIO, Ta Aani, 3a YMOBM, WO SKWoO Ry i
R> obuasa € amiHorpynoto, abo skwo R, € rigpokcuy,
Ta R» € amiHorpynotw, a Rs € ankinom abo BogHeM, a
R7 € BogHem, Togj R4 Ta Rs 06uaBa € amiHorpynoto.

[HWMMKM HOBMMMW CMOflyKaMu JaHOTO BUHAaxoZy €
crnonyku, y gkux R go Rz Ta Rg MatoTb BkasaHi paHi-
LWe 3Ha4YeHHs, a oauH 3 R4 abo Rs Bigpi3HaeTbCA Bifg
BoAHO, Ta Ry € ranoigom, ankinom, nepranoigarnki-
oM, ujaHo, HiTpo, amiHo, ankinTtio, S(O)n-ankinom
abo SONRR".

TpeTiM Knacom HOBUX CMOMYK AaHOro BUHAxody €
Ti cnonykn copmynu |, B sikux R, € MmopdponiHo, nine-
pasuHin, N-ankinninepasuHin, N,N-guankinamido, N-
ankinamiHo abo ankintio, a R.-Rs matoTe BkasaHi pa-
Hille 3HaYeHHs.

YeTBepTM KNacom HOBWX CMOMYK AAHOTO BMHA-
xopy € cnonyku cdopmynu |, B akmx R; Ta Ro matoTb
BKasaHi paHiwe 3HayeHHs, a R € ankokcu, ankintio
abo ankinom, Lo 3amileHnin ogHuM abo bBinbLue an-
KinbHUMKM pagukanamu abo € rpynoto CH2X, ge X €
ankinTio, apunokcu, apunarkinokcu, arnkinokcu abo
rinpokcu; Rs-Rs ogHakoBi abo BigMiHHI Ta KOXHUIA BU-
OpaHui 3 BoAHI, ranoiga, nepranoigarkina, uiaHo,
HiTPO, amiHO abo ankinTio; R; € ranoigom, ankinom,
nepranoi,lu.ankinom, LjiaHo, HiTpo, amiHo abo rpyna
SOZN(R" 2, O R"¢ ankinom; a Rs € BogHem abo ra-
noigom.

M'aTum kKNacom HOBUX CMOMYK AaHOIO BUHAxody €
cnonyku copmynu |, y akmx R; Ta R, Ta Rs-Rg MatoTb
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BKasaHi paHille 3HayeHHs1, a Rz € ankokcu, apunokcu,
apunankinokcy abo ankinTio.

lMepeBaxHi HOBI CMOMyKM [OaHOro BUHaxody
BKI1I04AIOTb HWPKYEHABEAEHI, MPUYOMYy HOMEpPW Biano-
BidaloTb HOMepaM MPUKNaiB, Yy SIKMX BOHW 3'ABNS-
10TbCS:

Mpuknapg Ne:

1.  4-amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-
TpuxnopdeHin)-6-TpudpTopMmeTUnNipUMIANH.

2. 2,4-gnamiHo-5-(2,3,5-Tpuxnopdenni)-6-meTok-
CUMETUNNIPUMIONH.

3.  4-amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-
TpUxnopdeHin)-nipumMiamH.

2,4-gnamiHo-5-(2,3,5-TpuxnopdeHin)-6-tpu-

pTOPMETUINIPUMIONH.

5.  2,4-gnamiHo-5(4-HiTpo-2,3,5-TpmxnopdeHin)-
nipuMignH.

6. 2,4-gnamiHo-5-(2,3,5-TpuxnopdeHin)-6-metun-
nipuMignH.

7. 4-amiHo-2-N-mopdponiHo-5-(2,3,5-Tpuxnopde-
Hin)-6-Tpnd TOPMETUNNIPUMIANH.

8. 4-amiHo-2-N,N-gumeTnnamido-5-(2,3,5-tpu-
XrnopdeHin)-6-TpudTopMeTUNNIPUMIONH.

9. 4-amiHo-2-N-mopdoniHo-5-(2,3,5-Tpuxnopde-
HiM)-NipUMIanH.

10. 4-amiHo-6-meTun-2-(4-meTunninepasuH-1-in)-
5-(2,3,5-TpuxnopdeHin)nipumigmH.

11. 4-amiHo-6-meTun-2-(4-meTunninepasuH-1-in)-
5-(2,3,5-TpuxnopdeHin)nipumigmH.

14. 2,4-gnamiHo-5-(2,3-guxnopdeHin)-6-Tpu-
bTOPMETUNNIPUMIONH.

15. 2,4-pgnamiHo-5-(2,3,-guxnopdeHin)-6-metna-
nipuMignH.

16. 2,4-gnamiHo-5-(2,3-guxnopdeHin)-6-meTnok-
CUMETUNNIPUMIONH.

25. 2,4-gnamiHo-5-(2,4-guxnopdeHin)-6-Tpu-
TOPMETUNNIPUMIONH.

26. 6-6eH3nnokcumeTnn-2,4-gnamiHo-5-(2,4-gu-
XNopdeHin)nipuMiamH.

27. 2-(metunninepasut-1-in)-4-amiHo-5-(2,4-gu-
XNopdeHin)nipuMiamH.

28. 2,4-gnamiHo-5-(2,5-guxnopdeHin)-6-tTpu-
TOPMETUNNIPUMIONH.

29. 2,4-gnamiHo-5-(2,3,5-TpuxnopdeHin)nipu-
MianH.

36. 4-amiHo-5-(3,5-gnxnopdeHin)-6-metnn-2-(4-
MeTunninepasuH-1-in)nipumianH.

58. 4-amiHO-2-N-eTunamiHo-5-(2,3,5-tpmxnopde-
HiN)MipuMiguH.

79. 4-amiHo-2-N-meTunamiHo-5-(2,3,5-Tpuxnop-
deHin)nipumiguH abo ix coni NpMegHaHHS KUCIOTK.

Coni npuegHaHHA KucnoT cnonyk dopmynu |, wo
niaxoaaTb, BKMOYAOTL Ti, SIKi YTBOPKOKOTLCA 5K 3 Op-
raHiYHUMK, TakK i 3 HeopraHiyHMMK Kucrnotamu. 3Bu-
YarHo Taki coni NpueaHaHHA KUCMOT hapmaLeBTUYHO
npuaatHi. Tak, nepeBaxHi coni BKMYaTb Ti, SKi
OTpMMaHi 3 consiHoi, GpPOMMUCTOBOAHEBOI, CipYaHoi,
TIMMOHHOI, BUHHOT, POCHOPHOI, MOMOYHOI, NiPOBUHO-
rpagHoi, ouToBOi, (bymapoBoi, LiaBenesoi, OypliTa-
neBoi, ManelHoBOI, OKCanoouTOBOl, MeTaHCynbdOK-
CMNOTK, €eTaHCyOoT(OKCUIOTW, Mapa-Tonyoncynbdo-
Kncnotu, 6eH3oncynboKNCNOTU Ta i3eTIOHOBOI KMUC-
not. Li coni MmoxHa oTpumaTu npu B3aemogil cronyk
y BUrMA4i BiflbHUX OCHOB 3 BiANOBIAHVMN KUCIIOTaMM.

Xoua cnonyku copmynu | MoxHa BBOOUTU Y BU-
rMSAI YUCTMX XIMIYHUX CMOMYK, NepeBaXHO BKHYaTu
X y dpapmaueBTnyHi komnosuii. Komnosuuii gaHoro

BUHaxo4y BKMOYaloTb HOBI cnonyku copmynu |, o
BM3HA4eHa paHile, abo ix hapmaLeBTUYHO NpuaaTHI
coni pa3oM 3 ogHMM abo GinbLue Hocismu, Ta Heobo-
B'A3KOBO iHWMMK TepaneBTUYHUMW iHrpefieHTaMu.
Hocili (Hocii) noBuHHI 6yTn "npmuaaTHi" y TOMy 3MicTi,
IO BOHMW MOBWHHI BYyTW CyMiCHi 3 iHLWUMW iHrpeaieH-
TaMM KOMMO3uLji Ta He MOBWHHI 3aBAaBaTW LUKOAU
TOMY, XTO iX NpUNMaE.

Lli komno3uuii BKMovaroTb Taki, ki npuaaTtHi ans
oparbHOro, NnapeHTepanbHOro (BKMYaym MigLLKipHi,
BHYTPILUHBOM'AI30BI Ta BHYTPILUHbOBEHHI iH'EKLi), pek-
TanbHOro Ta NOBEPXHEBOro (BKMIOYaYyM HaHECEHHS
Ha LWKipy, 4Yepe3 Hic abo nig A3WK) BBEOEHHs, Xo4ya
HanbinbL nigxoaswmin cnocib byae 3anexaTu Big BU-
Ay, CTaHy Ta CTyneHsl 3axBOptoBaHHA nauieHTa. Kom-
no3uuii 3BM4aMHO MOXXHA BUFOTOBUTM B OOVHUYHIN
[030BaHin opmi, Ta iX MOXHa oTpuMaTy nooumu
crnocobamu, wWwo Bigomi chapmaueBTam. Bci cnocobu
BKIIOYAKOTb CTagito crnonykn copmynu | abo 1oro
apMaLeBTUYHO NPUAATHOI COni MPUEQHAHHS KUCHO-
T ("aKTMBHOrO iHrpegieHTa") 3 Hociem, KM cknaga-
€TbCA 3 04HOro abo GinbLue JOMOMIKHUX IHFPESIEHTIB.
3BMYANHO KOMMO3ULii roOTylOTb peTenibHO nepemilly-
IOUN aKTUBHWW iHrpedieHT 3 pigkumy Hocisimu, abo
TOHKO NoApiOHEHUMK TBEpAMMU HocisMK, abo oboma,
a noTiM, Npu HeobXiaHOCTI Hagayn KOMNo3uuii no-
TpiOHy dopmy.

Komnoawuuii gaHoro BuHaxogy npugaTHi anst opa-
NbHOTO BBEAEHHS MOXYTb OyTW NpeacTaBneHi y auc-
KpEeTHOMY BWMMAgi, Hanpuknag, y Burmsgi kancyn,
nnacTiB abo TabneTok, NPMYOMY KOXHa MICTUTb MeB-
HY KiNbKIiCTb aKTUBHOrO iHrpedieHTa, y BUrnsaai nopo-
WKy abo rpaHyn; y BUrMsgi po3yuHy abo cycnexsii y
BOLAHOMY PO34MHHUKY abo y HeBOAHIM piauHi; abo y
BUrMsAAi pigkoi emynbcii Tuny onii y Boai, abo Boga B
onii; aKTMBHWI iHrpedieHT Moxe ByTn Takox npeacTa-
BMNEHWI Y BUrNSAAI WapWKiB, enekTyapis abo nacTw.

TabneTtkn MOXHa BUrOTOBNATY NpecyBaHHsM abo
3 posnnasy, HeobO0B'A3k0BO 3 oaHMMK abo GinbLue 3
OONOMDKHUX iHrpegieHTiB. MpecoBaHi TabneTkn mox-
Ha OTpMMaTK NpecyBaHHsM Yy MiAXO4SLLOMY NPUCTPOI
aKTMBHOTO iHrpefieHTa y opMi, Lo BifbHO nepecu-
NaeTbCH, Hanpuknag, y Burnsgi nopoLuky abo rpaHyn,
LLIO HEOBOB'A3KOBO Y CyMillli 3 areHTOM, Lo NOB'A3YeE,
3mallye iHepTHUM PO34YMHHUKOM, MOBEPXHEBOAKTUB-
HuM abo gucneprylouMm areHTom. TabneTtku 3 pos-
nnaBy MOXHa OTpMMaTW, PO3NMaBrsoyM y Bignosia-
HOMY MPUCTPOI CyMiLl NMOPOLLKONOAIOHOT cromnyku, Lo
3MOY€eHa iHEPTHUM PiOKMM PO3YMHHMKOM. TabneTku
MOXyTb OyTW HEeOGOB'I3KOBO 3 HaHECEHWM MOKPUT-
TAM, @ KOMMo3uLii MOXyTb OyTu Takumu, Lwob 3abes-
Me4ynTn MOBiflbHE Ta KOHTPOMbOBaHE BUBIMbHEHHS 3
HbOro aKTUBHOIO iHrpedieHTa.

Komnosuuii gna napeHTepanbHOro BBeAEHHA
BKIIOYalOTb BOAHI Ta HEBOAHI CTEPUIbHI PO3YMHK A4S
iH'EKLIN, SIKi MOXYTb MICTUTW aHTUOKCUOAHTU, areHTw,
wo OydepytoTb, GakTepiocTaTM Ta PO34YMHEHI pedo-
BUHM; SIKi HAOalTb KOMMO3MLiSIM i30TOHIYHOCTI 3 Kpo-
B'l0 MaLieHTa; Ta BOAHI i HEBOAHI CTepunbHi CycneHsil,
AKi MOXYTb BKMOMATU areHTW, Lo CycrneHAylTb Ta
3aryLytoTb. Taki KoMno3uuii MOXyTb iCHyBaTu y BU-
rMsai OAUMHMYHMX 403 abo B ynakoBkax Ans 6araTbox
003, Hanpuknag, y 3anasHux amnynax Ta npobipkax,
Ta MOXyTb 30epiratucsa y nioginisaoBaHmx craHax, siki
noTpebyloTb TiNbKM AOAABAHHA CTEPUIIBHOIO PiaKoro
HOCifl, Hanpuknag, Boau Ans iH'ekuin, 6eanocepenHso
nepen BUKOPUCTAHHSAM.
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[oBinbHi po3unHy Ans iH'eKUin Ta CycneHsii Mox-
Ha MpuUroTyeaTu 3i CTEPUMbHUX MOPOLLKIB, rpaHyn Ta
TabneTok TUNIB, O ONucaHi paHille.

Komnosawuuii ans pektanbHOro BBEOEHHS MOXHa
npurotyBaT y BUrNsadi Cyno3uTopiiB 3 Takumu 3Bu-
YaHUMK HOCIIMK SIK Ofist 3 Kakao abo nonieTunex-
rnikonb.

Komnosawuuii ona noBepxHeBOro HaHECEHHs, Ha-
npvknag, y pot abo nig si3uk, BKIOYaTb NnacTiBLyj,
WO MICTATb aKTUBHWUW iHrPedieHT 3 TakuMn CMaKoBU-
Mn gobaskamu, siK caxapo3a Ta akauisa abo Tpara-
KaHT, Ta NacTUmKK, WO MICTATb aKTUBHWUW iHrpedieHT
Ha 6a3i xemaTvHa Ta riuepuHy abo caxapos3u Ta
akauji.

MepeBaxHi KOMMO3ULiT OAMHUYHUX O03, MICTATb
edekTnBHY 03y, Ak byde BkasaHo gani, abo Ty, LWo
BignoBigae il YaCTUHI, akTMBHOIO iHrpeaieHTa.

Cnig BpaxoByBaTW, WO Yy AOMNOBHEHHI 4O BKa3a-
HUX KOHKPETHO paHille iHrpedieHTiB, KoMno3uLii Aa-
HOrO BUHAxXo4y MOXYTb BKMOYaATW 1 iHLI areHTu 3BK-
YalHO ANsl NPaKTUKM Ta CTOCOBHO TUMY KOMMO3WULl,
L0 pPO3AMBASETLCS, HAaNPUKad, KoMno3uuii Ansa opa-
NbHOTO BBEAEHHSI MOXYTb BKIHOMATV CMaKOBi areHTu
abo BiaayLku.

TabneTkn abo iHWi hopmMu, O 3anponoHOBaHi y
OUCKPEeTHOMY BUMMSA, MOXYTb MICTUTM TaKi KifbKOCTI
cnonykn cdopmynu |, aki edekTMBHI y Takmx Ao3ax
abo y KkpaTHMX M [03ax, TaKk Hanpuknag, O4VUHWUYHI
0031 MoXyTb cknagatu Big 5 go 500 mr, Ta 3BM4anHO
Big 10 go 250 wr.

Cnonyku cdopmynu | nepeBaxHO BMKOPUCTOBY-
10Tb ANs NiKyBaHHSA po3najiB Ta 3axeoptoBaHb LIHC
LUMSIXOM OparbHOro NpuMnoMy abo LUNAXOM iH'eKUin
(inTpanapeHTepanbHUX abo NigWKipHMX). TOYHI Kinb-
KOCTi CMonyku, Lo BBOAUTLCS, 3anexartb Big nikaps,
wo nikye. MNpote, [03a, WO NPONUCYETLCH, NMOBUHHA
3anexaTtn Big psgy ¢akTopiB, BKMAOYaluM BiK Ta
CcTaTb NauieHTa, TOYHWUIA jarHo3 Ta CTyMiHb 3axBOpto-
BaHHSA, WO nignarae nikysaHH. Tak, Hanpuknag, npu
niKyBaHHi XBOPOro eninencieto iHTepsan [03 NOBUHEH
OyTK, BiporigHO, iCTOTHO HWXYe, HK MpuW NiKyBaHHI
nauieHTa nicna ygapy Ans 3HATTS uepebpanbHux
iLleMiYHUX ypaxeHb. TOYHO TakoX Ta cnocib BBeaeH-
HS, BipOrigHO, MOBWHEH 3anexaTu Big CTaHy Ta Moro
BaXKOCTI.

Cnonyku dopmynmn | MoXHa BBOAMTW OpasibHO
abo wnaxom iH'ekuin y gosax Big 0,1 go 30 mr/kr Ha
[o0y. IHTepBan 0o3 Ans Aopocnunx 3BuYarnHo Big 8 0o
2400 mr/goby Ta nepeBaxHo Big 35 go 1050 mr/goby.
Heski cnonykn cdopmynu | € cnonykamu Tpusanoi i,
Ta MOXYTb BUSBUTUCb BaXMTMBUM NPUAHATA Y NepLUMI
AeHb nodvatkoBy gosy Big 70 go 2400 mr, a noTim
3HU3NTK JO3Y Y HacTynHi gHi Ao 20-1200 mr.

Mpuknagamy Takux cnonyk Tpusanoi Aji €:

2,4-pnamino-5-(2,3,5-TpuxnopdeHin)-6-TpudTop-

MeTUNNipuMianH
4-amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-Tpu-
xrnopdeHin)-6-TpudTopmMeTUNNipUMIanH; Ta
4-amiHo-2-(4-meTunninepasuH-1-in)-5-(2,3,5-Tpu-
XrnopdeHin)-nipumianH.

Cnonyku 3 TpuBamow Aieto 0COGNMBO BaXKNMBI
KNiHIYHO, OCKiNbKM 3 HMMM rnerwe npautosatn. [pu
XPOHIYHMX CUTYaLisxX X MOXHa BBOAWUTU 6e3 BNMBaH-
HSl, Ta TaKUM YMHOM 3BECTU OO0 MiHIMyMy MeduvHe
BTPYYaHHS; TaKOX i B FOCTPUX CTaHaxX 3acroKoiTw
XBOPOro, 3HWKyloun [obosy pfosy. Hanpotu, Taki
wBuagkodjtodi - cnonykn gk 2,4-guamiHo-5-(2,3,5-

TPUXITOdEHIN)-6-METOKUCMETMNMIPUMIANH  JO3BONS-
10Tb 3a0e3neunTn KniHiYHUA KOHTPOmnb 3a chapmako-
NOriYHO0 Aj€l0 CrMOMyKM 3 BUCOKOK TOYHICTHO, OCKifb-
KW Taki CrOmnyKu BUOAnsATbCA 3 LEHTpanbHOI HEPBO-
BOI CUCTEMMW LUBUAKO.

CronykM pQaHoro BMHaxo4y MOXHa OTpumaTu
nobum cnocobom, Lo BiAOMUI Ans aHanori4yHuX
cnonyk (gue. Y ACS, vol. 73 (1951) 3763-70).

Y naHoMy BUHaxoAi 3anponoHOBaHWUA TakoX Cno-
ci6 oTpumaHHs cnonyku dopmynu | abo woro coni
npueaaHHs KUCMOTKU, KU BKIOYAE 30IMCHEHHS Cro-
nykun coopmynu :

Rs
R, R,
R, Rq
R;
= Ny

- , ()
Ae Rz i Rg MaloTb BkasaHi paHilue 3HayeHHs, L € rpy-
noto, Wo BigwWwenmnoeTecs, a Y € LiaHo abo kapbokeu,
KapboHin, abo ankinokcukapOoHiNbHOK rpynoto, 3i
cnonykoto cbopmynu Il abo ii cinmo: NH

H,N—C R1’ (any
ge R, mae BkasaHi paHille 3HayeHHs, Ta BUAINSAYN
crnonyky cdopmynu | y Burnsgi BinbHoi ocHoBu abo ii
coni npuegHaHHA KWUCMoTW, Ta Heobo'A3koBO nepe-
TBOPIOIOYN OCHOBY Yy WMOrO Ciflb NPUEAAHHS KWUCMOTU
abo B iHWY Cinb NpuegHaHHa KUcnoTu, abo B iHWe
crnonyky c¢dopmynu | abo 1oro cinb nNpueaaHHst Ku-
crnoTu.

Cnig BpaxoByBaTu, WO Aeski crnomnyku ¢opmy-
nw lll, Hanpuknag, Tob6To y sikux R, 03Havae rigpokcu,
MOXYTb iCHyBaTW Y BiAMOBIOHUX TayTOMepHUX dop-
Max (Hanpwvknag, ce4oBuHa).

Y AKoCTi NpuKnazais B3acMonepeTBOPEHHS CNonykK
copmynu |, SKLWIO y NPOAYKTI ONMCaHoro BuLle Croco-
6y oanH 3 R;, R» abo R3 € rigpokcu, cnonyky MoxHa
ranoigysaTu, Hanpuknag, BUMKOPUCTOBYHOYM peareHT
Vilsmeier Haack abo okcuxnopug doccopy (POCIs),
00 BignoBigHOI ranoigHoi cnonyku. Lito cnonyky Mox-
Ha gani nepeTBoptoBaTh y crnonyky dopmynu |, ge Ry,
R> abo Rz € ankintiorpynoto, wwnsxom B3aemogii 3
BigNOBiAHMM ankinTionatom, abo y Bi,D,I'IOBiF,Hy amiHo-
cnonyky (R, Rz a6o Rs e npu usomy NR'R") npu B3a-
emofii 3 BigNOBIQHOK CMOMNYKOK Yy Takomy nigxoas-
LLIOMY PO3YMHHUKY SIK ankaHof, Hanpwknag, etaHor,
abo nepetBoptotoum y cnonyky, ae R;, Rz abo Rs €
arnkokcurpynoro, npu B3aemofii 3 BinoBigHUM ark-
OKCWAOM.

Akwo HeobxigHO oTpMmaTK cronyky copmynu |,
y akin R4-Rg € HiTporpynoto, i MoxHa oTpumaTtn 3
BignosigHoi cnonykn popmynu |, e oamH 3 R4-Rs €
BOOHEM, BMKOPMCTOBYIOYM CTaHOAPTHI YMOBMW HIiTpy-
BaHHSA, Hanpuknag, cipyaHy KMCMOTy Ta HiTpaT Kanito,
a notiM MepeTBOpOOYM Aani CTaHAapTHUM BigHOB-
NeHHAM Y BiONOBIAHI aMiHOCNONYKW, Hanpuknag, Bu-
kopucToBytoun PTO2, AcOH, Ha.
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Cnig BpaxoByBaTy, WO amiHO abo ranoig cnony-
KM MOXHa Aani nepetsoptoBath B R4-Rs, Sk BU3Have-
HO paHilwe, CTaHAAPTHUM B3AEMOMEPETBOPEHHSAM,
Hanpuknag, 4epes3 gia3oHosi coni. Akwo Rs € anki-
1IoM, 0ro MOXHa NepeTBopuTM Y nepranoigankin abo
ranoifoBaHun ankinbHUM dparMeHT npu B3aeMogji 3
BignoBigHMM ranoigom abo - N-ranoigcykumHiMiaom
(NXS) y Takomy nigxogsLoMe po34YMHHUKY, SK OLTO-
Ba KucnoTa.

Cnonykw, y skmx Rz € CH(OET), moxHa nepetso-
puTW y BIANOBIAHI anbAeriau riaponiaoM pPo34NHEHO
KMCroTo (Knucrnotamu) Ta Micns LpOro BiAHOBUTU A0
BiJMNOBIQHOrO CNMPTY CTaHOAAPTHWM areHToM, Lo Bia-
HoBmMioe (Hanpwknag, Goprigpuaom Hatpito NaBHa),
abo ix nepeTBOpHOOTL Y BiAMNOBIAHWMI okcuM (rigpo-
xnopuarigpokcunamMiHa B eTaHori), SKuiA, y CBO Yep-
ry, MoXHa nepeTBOpWUTU Y BigMOBIAHY LiaHOCMONYyKy,
BUKOPUCTOBYIOYN, Hanpuknag, TpudTOpOLTOBUIN aHri-
apvig (TFAA), a noTiMm y BignoBigHy amiHOCMOMyKy,
BMKOPWCTOBYIOYM KOHLEHTPOBaHY CipyaHy Kucroty. B
iHWOMy BapiaHTi, anbaerig moxHa okucnmt KMnOg4
(nepmaHraHaToMm Kanito) 0O OTPMMaHHS BignoBigHON
KMCIOTK, SIKy MOXHa, B CBOI Yepry, nigaatn B3aemo-
4ii 3i cnupToM A0 OTPUMaHHSA BiAMOBIAHOMO CKMagHoro
edipy.

Axwo y npoaykTi BULLEBKa3aHoro npouecy Rs €
rpynoto CHOR, ge R € ankinom abo apunarnkinom,
Len NpoaykT MoxHa neperBoputn B CH2X npu B3ae-
mogii 3 HX (X = ranoig), y, Hanpuknaza, ouTOBilN K1C-
noTi, Ta noro Aani NepeTBOPIOOTb Y BIAMNOBIAHY Uia-
HOCMONYKY, Hanpuknag, B pe3ynbTati o6pobku ujiaHi-
Aom Hatpito Ta IM®, abo y ptopmeTun B pe3ynbrari
06pobkn, Hanpuknaa, dgpropuaom Lesito (CSF), abo B
rpyny CH.NR'R" npu B3aemogii 3 BiANOBIAHNM ami-
HoMm. B iHwomy BapiaHTi, rpyny CH,OP moxHa gean-
KinysaTu OO OTpMMaHHS BiANOBIQHOMO CNMPTY, Hanpu-
knag, MesSil, a noro gani neperBopuT A0 PTOpME-
TMNa 3a Jonomorow TpudTopuaa AUETUNAMIHOCIPKA
(DAST).

Akwo R3z-Rg Mictate ankintiodparmMeHT, 1MOro
MOXHa OKMCNUTW OO BIiAMOBIOHOrO cynbdokcuaa Ta
cynbdoHa, BUKOPUCTOBYHOYM, Hanpuknag, MCPBA
(meTaxnopnepbeH30WHy KNCMOTY).

Cnig BpaxoByBaTW, LIO MOXHa NMPOBECTM W iHLLUi
B3aEMOMNEPETBOPEHHSA, AK ACHO creujanictam, y Bia-
NnoBiAHOCTI 3i CTaHAAPTHOK METOOOSIONIEH.

Mpuknagu nigxoaswux rpyn, WO BigLennoTb-
cs (L), Bknoyatots Cq4-ankokeu, ranoig, NR'R" sk Bu-
3Ha4yeHoO paHile, Hanpuknag, adifniHo, MopdoriHo,
Ci4-ankinamiHo, 6eH3nnamiHo abo ankintio. Mepe-
BaXkHO, W06 y cdopmyni Il R' OyB rigpokcu, ankokcu,
ankintio abo rpynoto NRR" sik Bu3HaueHo paHie.
BurigHo, wob R, 6yB amiHo, ankinamiHo, anankinami-
HO, ninepasuHin abo ll-meTunninepasuHinrpynoto.

MepeBaxHo peakuito cnonyku dopmynu | ta Il
BECTM B HEBOAHWX PO3YMHHMKAX, Hanpukniag, B anka-
HOni, HaMpuknag, B eTaHorni Npu NiaABULLEHUX Temne-
patypax (Hanpuknag, Mk 50 Ta 110°C) B ocHoBI, ne-
peBaXHO, anKkoHOKCKAi.

B iHwomy BapiaHTi cnonyka copmynu |, abo noro
Ciflb MpPegHaHHsi KNCNOTU MOXHA TaKoX OTpuMaTy nNpu
B3aemopji cnonykn cdopmynu Il 3i cnonykoto opmy-
v

° , (V)
ae R3-Rg i Y MaloTb paHille Bka3aHi 3HayeHHs. Peak-
L0 3BMYaNHO BedyTb Y HEBOAHOMY PO3UYMHHUKY, Ha-
npuknag, B ankaHonax, Taknx sk etaHon, Ta npv nig-
BUMLLIEHUX TemnepaTypax, NepeBaXKHO NP KUM'ATIHHI 3
XONOANNBHMKOM.

Cnonyku copmynum IV moxHa oTpumatu 3acoba-
Mu, ki Bigomi cneuianictam (JACS, 1951, 73, 3763-
3770).

Cnonyku dopmynu |l moxHa oTpumaTtn 3acoba-
MK, siki Bigomi cneuianictam (JACS, guB. BuLle), Ha-
npvknaga, npy B3aemopji cnonykn cgpopmynu IV 3 gia-
3omeTaHoM abo 3 ankinoptoedipom (JACS, 1952, 74,
1310-1313) un npu koHgeHcaLii 3 amiHOM.

B copmyni lll, akwo R' sBnsieTbes ninepasuHinom
abo ankinninepasuHinom, ix MoXHa oTpMMaTh CTaH-
AapTHUMK 3acobamu, Hanmpuknag, npv B3aemogii Bi-
aowmoi cnonykn dopmynu lll, ge R' € aninTio, 3 Bia-
nosigHMM amiHOM, Hanpuknag, N-meTunninepasvHom.
Lis peakuis npoTikae nepeBaXkHO Npu KiMHATHIN Tem-
neparypi y Bogi.

Cnony4yeHHs opmynun | MOXHa TakoxX oTpuMaTh
npv B3aemogii cronyku gopmynm V

R6
Rs R,
R, Rg
R3
Y
T
Rio R

: V)
ne V 1a Rz maloTb BENUYMHMK, WO 3a3HaYeHi Bulle, a
Ri0 Ta R11 siBRsitoTbCs ankinom, abo pasom yTBOpHO-
toTb rpyny (CR2)n, A€ N Mae 3HadeHHs Big 2 go 4, a R
aBnsietbca H abo ankinom, 3i cnonykoto cpopmynu lil.
BaxaHo, wob R 6yB amiHO, ninepasuHin abo metun-
ninepasuHin rpynot. baxaHo, Wwob peakuito NpoBo-
OWNU B HEBOAHOMY PO3YMHHUKY, HanpwKnag, etaHoni
npu KNM'ATIHHI 3i 3BOPOTHIM XONOAUNBHUKOM, BUKOPU-
CTOBYIOUM B SIKOCTi OCHOBW €TUNAT HaTpito.

Cnonyku dopmynu | MoXHa Takox oTpumaTu 3
BiONOBIAHWX AMMiAPONIPUMIAMHIB, BUKOPUCTOBYIOUU
cTaHAapTHi ymoBW fAerigpyBaHHsa (Hanpwuknag, JCS
1956, 1019).

Taki gurigponipyMignHy MOXHa oTpumaTtu npu
B3aemopii cnonykn copmynu |, ae R3-Rs matoTb 3Ha-
YeHHs, WO BKasaHi Bulle, a L aBnseTbca BogHeMm, 3i
crnionykoto popmynu lll.

B npuknagax, siki 6yayTs HaBogMTUCH Aani, Lboro
BMHaxody, CKOPOYEHHS Ta MO3HaYeHHs1 XiMiYHWX Cro-
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NyK BiANOBIgalOTb 3aranbHOMPUNHATUM cepeq credi-
anicTiB, Ta MalOTb TaKi 3HAYEHHS:

NaBH.4 6opriapug HaTpito

CPCls3 xropocpopm

NaHCO3 GikapboHaT HaTpito

MgSO4 cynbdar marHito

PBrs; Tpubpowmig docdopy

OMF aumetundopmamig

KCN umaHig kanito

ET,0 avetnnosun edip

NaOETr eTunaT HaTpito

ETOH eraHon

H2SO4 cipyaHa kucnota

AcOH OLTOBA KMCoTa

MeOH MeTaHon

N2 asor

HCI consHa Kucnota

NaOH riApoKCHA, HaTpito

SiO2 [OBOOKUC KPEMHIIO

OMSO anmeTuncynbokeng

Na HaTpin

OME OMMeTOoKCMeTaH

Mel MeTtuniogua (MogmeTaH)

ETOAC eTMnauetar

CH.Cl, AnxnopmeTaH

ETsN TpuetTunamiH

MeNH: MeTunamiH

NH4OH rigpoKCua aMOHit0

SOCl» TioHiNxnopug

THF TeTparigpodypaH

NaH rigpua HaTpito

CcCl YOTUPUXITOPUCTUI BYrneLb

DHFR aurigpodponaTtpenykrasa

PtO, OKNCb nnaTtuHu (kaTanisatop
Apawmca)

NX N-ranoigcykumHumig

Xz ranoig

TFAA TpudTOpOLETHUI aHrigpva

CsF dTopna Lesito

MesSil TpumeTuncuniniogng

DAST TpUTOPU ANETUNAMIHOCIPKU

MCPBA MeTaxrnopnepbeH3onHa Kucnora

AIBN o, 0'-a30i300y TUPOHITPMN

(2,2'-a300bic/-2-meTun-
nponioHiTpun).

Mpuknag 1

OTpuMaHHsa  4-amiHo-2-(4-meTunninepas3unH-1-in(-
5-(2,3,5,-TpuxnopdeHin)-6-TpudTopmeTmnnipu-
MiguHa

1. OTpumaHHs rigpoioguaa N-meTunninepasuvH-
copmamignHy

10,8 r TiOCEYEBUHW, PO3UYMHAIOTL B aUETOHI
(250 mn) npn 50°C. Oopatote 10 mn iogmeTaHy, i pe-
akuinHy cymiw nepemiwyots npyu 50°C HanpoTasi
4 roguH. Ticna OXONOMMKEHHSI PO34YMH PO306aBnsATb
ecpipom (1 n) i BiAGINLTPOBYOTL Cinb MeTUNioanay,
npoMmnBaloTe edipoM Ta BUCYLLYIOTb Yy BaKyyMi, OT-
pumytotb 29,2 1, T.Nn. 113-115°C. 5 r coni meTunio-
anay posdnHsaTb Y Bodi, gogats 30 mn N-meTtun-
ninepasvHy. OTpYMaHWiA po3dnH NepemillyoTs, 6ap-
OOTyouM a30T Npu KiMHATHIA TemnepaTypi HanpoTA3i
24 rognH. PO34nH KOHUEHTPYIOTb y BakyyMi. 3anmLuok
nepemilyoTb 3 eTaHomnoMm, inbTpyTb Ta cylwaTtb y
BakyyMi. OTpumytoTb 4,98 r, T.nn. 230-242°C.

2. OTpumaHHs 2,3,5-Tpuxnop6eH3nnosoro
cnupTy

Jo posunHy 2,3,5-TpuxnopbeHsanbgerigy (Ald-
rich, 50 r) B eTaHoni (1,0 n) npu KiMHaTHIn Temnepa-
Typi popatote NaBH. (7 r) i oTpumaHy cymiw nepemi-
wytoTb HanpoTasi 3,5 roguH. Peakuito racate BOAOK i
PO3YMHHMK BMNAPOBYIOTb y Bakyymi nepeg TuMm, §K
po3ginuti 3anuwok Mk CHCIs i HacnyeHum po3sym-
HoM NaHCOs;. OpraHiyHy a3y npomuBaioTb pO3Co-
nom, cywate Hag MgSOs, dinbTpyloTb i PO3YMHHMK
BMMapoBYIOTb Yy BakyyMmi 4O OTPUMaHHSA TBephoi vac-
TuHU. OTpumytoTe 43,0 r. T.nn. 90-93°C.

3. OTpumaHHs 2,3,5-TpmxnopbeHsnnbpomigy

[o posunHy cnupTy B 6eH3zoni (400 mn) B atMoc-
depi a3oTy gogatotb PBrs (126,58 r), i oTpumaHy cy-
Miw nepemiwytoTe npu 55-60°C HanpoTsasi 3,5 roguH.
lMicnst oXonompKEHHS cyMill BUNMBaOTL Ha nopapibHe-
HUA nig (2 n) i BuginsaoTs 6eH3onbHUA Wwap. BoaHy
a3y npommBaoTe 6eH30M0M (x3) Ta 3'egHaHi 6eH3o-
NbHi eKkcTpakT npomuBaTs HacuveHuM NaHCO;
po34nHOM Yy Bofi, cywaTe Hag MgSOas, inbTpytoTh i
PO3YMHHMK BUMNApPOBYOTb A0 OTPUMAaHHSA KOpU4HeBa-
TOI pianHW, gka TBepaie npu cTtosaHHi, 37,5 r, T.nn. 40-
42°C.

4. OTpMaHHS 2,3,5-TpuxnopdeHinayeToHiTpuny

Bpomig cycnengyiote B AMF (130 mn) (Boaa
(86,67 mn) npu 0°C i nopuismu popatoTe KCN
(12,99 r). MNicna nepemiwysaHHa npu 30-35°C Hanpo-
TA3i 3 roguH cycneHsito po3baBnalTe BOAOK, | €KCT-
parytoTe Et;0. 3'egHaHi edbipHi ekcTpakTv npomusa-
10Tb BOAoO, cywaTb Hag MgSOQO4, inbTpytoTb i pos-
YMHHMK BMMApOBYIOTb Yy BakyyMi. [licrna xpomartorpa-
(iyHOi 0OpoOKM Ha cinikareni, BUKOPUCTOBYHOUM B
AKoCTi entoeHTa rekcaH o 20% edip-rekcaH, oTpu-
MYIOTb LiNbOBWUIA NPOAYKT Yy BUrMsAAi Ginoi TBepaoi pe-
yoBuHK, 18,52 r. T.nn. 60-61°C.

5. OtpumanHa 2(2,3,5-TpuxnopdeHin)-4,4,4,-
TpucpTOp-3-0KCOBYTUPOHITPUNY

o posunHy NaOEt (i3 1,04 r Na) 8 EtOH (60 mn)
npu KiMHaTHIA TemnepaTypi B aTMocdepi asoTy Oo-
patoTb 8,40 r HiTpuny, notim 6,57 r eTnnTpudTOpO-
auerarty, i oTpyMaHy CyMill nepeMillyoTb NpY KUn'sa-
TiHHI 3i 3BOPOTHIM XOMOAWMBLHUKOM HanpoTtasi 5 ro-
OvH. Tlicna OXONomKeHHs PO3YVMHHUK BUAAnNsATb Y
BaKyyMi, a 3anuLLOK po34YnHsaIoTb y Bodi. BogHy dasy
npomuBatoTs Et;O (BignpauboBaHMM) NigKUCNIOOTb
HxSO4 Ta ekctparytoTb Et,0. 3'egHaHi ekcTpaktn
Et,O npomuBatoTe Bogoto, cywate Hag MgSOa, dinb-
TPYIOTb | PO34YMHHUK BUMAPOBYIOTh Yy BaKyyMi 4O Mac-
na. Moro peTenbHO po3TupaloTh 3 NeTponeiHum edi-
pom, i TBepAy 4acTuHy BiAINbTPOBYIOTL i CyllaTb.
TBepgy 4YacTUHy a3eoTPOMNHO MeperaHsTb 3 Toryo-
nom (x5). OtpumytoTs 4,89 r, T.Nn. 160-163°C.

6. OtpumanHs 2-(2,3,5-TpuxnopdeHin)-4,4,4-
TpupTOpP-3-METOKCUBYT-2-€HOHITPUIY

[Oo posunHy TpudTtopmeTunketoHy B Et,0O
(39,62 mn) npwu kiMHaTHI TemnepaTypi AofdaloTb Aia-
3omeTaH (i3 8,55 r Diazald) B 79,62 mn Et;0, i oTpu-
MaHy CyMill BUTPUMYIOTb NPU KiMHaTHIN TemnepaTtypi
BMPOOOBX Houi. Hagnuuwok giasomeTaHy BUOansoTb
y Bakyymi B AcOH, i 3anuwiok posunHstoTs B Et;0, cy-
waTb Hag MgSO4, DiNbTPYOTL, | PO3YMHHUK BMNApO-
BYIOTb Y BakyyMi 0O OTPUMaHHs KOPUYHEBOro oriii,
520r.

7. OTpumaHHs 4-amiHO-2-(4-meTunninepasuh-1-
in(-5-)2,3,5-TpuxnopdeHin)-6-TpudTopmeTUnnipu-
MiguHy

[o posunHy NaOEt (i3 0,144 r Nla) B EtOH
(12,5 mn) popatots  N-meTnnnunepasMHOOpPMILNH-
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rigpoiogug (1,39 r). Micna nepemiwyBaHHA HaNPOTA3i
10 XBUNMWMH NpU KiIMHATHIN TemnepaTypi, PO34MH BU-
LesasHayeHoi npomikHoi cnonyku (0,85 r) B EtOH
(2,5 mn) pogatoTb, i OTpMMaHy CyMill NepemillyoTb
npyY KUN'ATiHHI 3i 3BOPOTHIM XOMNOAUMNBbHUKOM Hampo-
Ta3i 4,5 roguH. lNMicna oxonomKkeHHs cycneHsito inbT-
pyloTb, OTPUMaHUI inNbTpaT BUNAPOBYIOTE AOCyXa Y
BakyyMi. B pesynbTaTi xpomaTorpadiyHoi 00pobku Ha
cinikareni npu entotoBaHHi cymiwwo CHCIl3 - 4%
MeOH/CHCl3, oTpyMytoTb LifbHUIA NPOZYKT, KU pe-
TENbHO PO3TMPaTb 3 NETponenHuM edipom (T.Ku-
niHHg 40-60°C) i cywaTb y BaKyyMmi, OTpUMYIOTb
0,56 r. T.nn. 127-129°C.

8. 4-amiHo-2-(4-meTunninepasuH-1-in(-5-(2,3,5-
TpuxnopdeHin)-6-TpudpTopmeTnnnipumignH  MeTaH-
cynbgoHaTt

9,6 r ocHOBM (beHINNipMMIgUHY PO34nHAIOTL B ab-
CONIOTOBaAHOMY eTaHori, oxonogxytotb npu 0°C, go-
AatoTb MeTaHcynbdokucnoTy (2,14 r, 1,62 mn). MNicna
nepeMillyBaHHs Mpy KiMHaATHIA TemnepaTtypi Hanpo-
TA3i 2 roguH, OTPMMaHWN PO34YMH BUMAPOBYOTb AOCY-
Xa i 3anuoK peTtenbHo po3tupatoTb 3 Et,O, dinbT-
pyloTb i cyllaTb y BakyyMi, OTPUMYOUM TBEpAUN Npo-
AykT GexeBoro kombopy. Moro posumHsioTb y BoAi
(500 mn) i cywaTb BUMMOPOXYBaHHAM, OTPUMYHOUM
10,7 r TBepOooro NPOAyKTY >XOBTO-KOPUYHEBOrO KO-
nbopy. MeTaHcynboHaTHY Ciflb MOXHa Aari o4nMcTu-
TV peTenbHO poaTupaioun 3 'BUOH (30 mn), dinbT-
pytouM, PO3YMHSIIOYN Y BOLI | 3HOBY BUCYLLYHOYM BU-
MOPOXYBaHHSAM [0CYyXa, OTPMMYIOYM CNOyKy, WO 3a-
3HayeHa B 3arofioBKy, y Burnsgi 6pyaHo-6inoro Teep-
poro npoaykty, 8,33 r. T.nn. 145-7°C.

Mpuknag 2

OTpumanHa  2,4-gnamiHo-5-(2,3,5-Tpuxnopde-
Hin)-6-MeToKCMMETUN-NiPUMINHY

A. 2-(2,3,5-TpuxnopdeHin)-4-meTokcu-3-okco-0y-
TUPOHITPUN

o posuunHy etokcmgy HaTpito (i3 1,38 r HaTpito),
IO nepeMillyoTb NPU KUM'ATIHHI 3i 3BOPOTHIM XOMno-
ONNbHUKOM, B 25 MN eTaHony godatoTb 3a S5 XBUIMUWH
cymiw  2,3,5-TpuxnopdeHinaueToHitpuny (11 r) i
8,85 r etunmertokcu-auetaty B cyxomy OMF (25 mn).
Yepes 4 roguMHU OTpMMaHy CyMill OXOSOMKYHOTb Ha
Kpu13i i NiAKUCNIOITL MO KpanimMHam OLTOBOK KUCIO-
TOK (NpMBMM3HO 6 Mn), po36aBNsATb KPKAHOK BO-
poto (150 mm) i ekcTparyloTb OUXITOPMETaHOM
(2x100 mn). EkcTpakT OuMxnopmeTaHy cylwaTtb Haf
CcynbdaTtoM MarHito Ta KOHLUEHTPYIOTb, OTPUMYHOHM
TBEPAY PEYOBMHY XXOBTOMO KOMbOpY, Ky peTeribHO
po3TMpaloTb 3 HEBENUKOK KinbKicTio edipy i (inbT-
pytoTe. OTpumytoTb 8,6 I FOMOreHHOro 3a AaHWMM
TCX (19:1 CH2Cl2:MeOH).

B. OtpumaHHs 2,4-gnamiHo-5-(2,3,5-Tpuxnopde-
Hin)-6-MmeToKCMMETUNIPUMIANHY

CycneHsito HeounLeHoro aueToHiTpuny (8,5 1) B
100 mn edbipy oxomomkeHy Ha Kpusi 06pobnsoTh
HagnUWKOM po3ynHy giasomeTaHy B edipi (0,35 M),
wo He Mae crupty. Yepes rogmHy TCX (19:1
CHCl2:MeOH) Bka3ye Ha BigCyTHICTb BMXiQHOI peyo-
BUHWU. OTpUMaHWA PO34MH KOHLEHTPYIOTb A0 OTpu-
MaHHSI KOPUYHEBOT BOCKOMNOAIOHOI pevYoBUHU, SIKY BU-
KOpWCTOBYOTb 6€3 NoAAasnbLLOrO OYULLEHHS.

o po3uunHy eTokcuay HaTpito (i3 0,76 r HaTpito) B
etaHoni (30 wmn) popaTe ryaHigWMHrigpoxmopug
(2,9r). Yepes 15 xBMNMH JoOaOTh PO3YMH HEOYULLE-
HOro eHony B eTaHoni (25 mn), i oTpyMaHy CyMmiLl Ku-
N'aTATb 3i 3BOPOTHIM XONOAUMBHUKOM HanpoTAsi 4 ro-

AVH, OXONOMKYIOTb | KOHLEHTPYHOTb. 3anuLioK CTpy-
wytoTb 3 2M NaOH (150 mn) i TemHui TBepamin npo-
OYKT BiAMiNbTPOBYOTE, NPOMUBAIOTE BOAOK, CyllaTb
Ha nOBITPI | nNepekpucTanisoBylTb 3 eTaHony
(150mn). 5 r. T.nn. 214-216°C Tex (1:9
MeOH:CHsCl3) Rs npubnusHo 0,35.

C. 2,4-pgnamiHo-5-(2,3,5-TpuxnopmeHin)-6-metu-
OKCUMETUM-NUpMMIgUHETaHCYNbdaT

[o cycneHasii, Wo nepemiwyeTbes, eHinnipumi-
AvHy (2 1) B 75 Mn eTaHony gogarTb Mo KpannuHam
eTaHcynbdokucnoty (0,67 r) B etaHoni (10 mn). Mpu-
6nun3Ho vepes 30 XBUNMH PO34MH MyTHi€E. [Nepemiluy-
BaHHSA NpoAoBXytoTh wWwe 1,5 roguHu, nicna 4oro pos-
YMH KOHUEHTpYKTb npubnuaHo fo 20 mn. JopawoTb
edip, TBepay YacTuHy BiAdINbTPOBYIOTL | NpoMMBa-
ot Et2O nepep cywkowo y Bakyymi, OTpUMYLOTb
2,17 r, T.nn. 265-268°C.

Mpuknag 3

OTpumaHHsa  4-amiHo-2-(MeTunninepasunH-1-in(-5-
(2,3,5-TpuxnopdeHin)nnpumignHmesmnaty

1. OtpumaHHs 2-(2,3,5-TpuxiopdeHin)-3-okco-
NpPOoNioHITpUNy, HaTpieBol Ccori

Ho posuuHy NaOEt (3 0,803 r HaTpito) B eTaHoni
(55 mn), Wwo oxonomxeHWn Kpuroto B atmocdepi a3o-
Ty popaTb 1,3,5-TpmxnopdeHinaueToHiTpun (ams.
npuknag 1.4). OopaoTe etundopmat (5,1 mn) i oT-
pyuMaHy CyMill nepemillyoTb Npy KiIMHaTHIN Temnepa-
Typi HanpoTasi Hodi. [Micna nepemiwyBaHHA LWe Ha-
npoTA3i 2,5 rognH npu 50°C oTpumaHy cymill oxoro-
OXKyloTb | QinbTpytoTe. OTpumaHunin dinbTpaTt Buna-
pOBYIOTb Ta peTeflbHO po3TUpalTb 3 AUETUIOBUM
edipom i cywaTb (6,82 ).

2. OtpumaHHs 2-(-2,3,5-TpuxnopdeHin)-3-meT-
OKCU-aKkpinoHiTpuny

BulieBkazaHuin TBepAUN MPOAYKT PO3YMHATL B
OMF (36 mn) i popatoTe 2 mn meTuniognay. Peaktop
repMeTusyloTb nepeq TUM SIK MOro BMICT nepemilly-
toTb HanpoTasi 3 rogmH npu 40°C. TMoTiM pPO3UMHHMK
BMNAPOBYOTb. 3anULIOK PO34INstoTb MK BOAOH i
etunauetatom. OpraHiyHy a3y Npom1BaloTb BOAOHO,
cywaTtb Hag cynbdaTtoM MarHito i pO3YMHHUK BUMapo-
BYIOTb A0 OTPUMaHHS HEOYMLLEHOro NPOAYKTY Y BU-
rnsgi YepBOHO-KOPUYHEBOT ONil, sika TBepAie Npu cTo-
AHHI (5,04 ).

2. OTpumaHHs 4-amiHo-2-(MeTunninepasuH-1-in(-
5-(2,3,5-TpuxnopdeHin)nipumignHy

Ho posunHy NaOEt (3 0,21 r HaTpito) B eTaHoni
(20 mn) popatoTe N-meTunninepasvHdgopmamignHy
rigpoiogua (2,06 r) (ams. npuknag 1, 1). Micna nepe-
MillyBaHHS HanpoTasi we 10 xBunNuH godaroTb Cro-
nyky npuknagy 3.2 (1 r), i oTpumaHy cymiwl nepemi-
LWYOTb NPU KUN'ATIHHI 3i 3BOPOTHIM XONOAUINbHUKOM
HanpoTA3i 4 rognH. OTpyMaHy cyMmill 3anuiarTb BU-
CTOATUCA NPU KIMHATHIA TemnepaTypi HanpoTA3i Houi,
noTiM QinbTpytoTb. OTpUMaHMiA iNbTpPaT KOHLEHT-
pylOTb, @ 3anuLOK OYULLYIOTb XpomaTtorpadivyHo Ha
SiOy, enitotoun CHCI3 go 4% MeOH/CHCI3 go otpu-
MaHHs1 BKa3aHOI B 3arofioBKy Crosiyku y BUrnsgi Binb-
Hoi ocHoBwu. 0,89 r, T.nn. 162-164°C.

Motim 0,805 r BiNbHOI OCHOBM PO3YUHSOTL B
etaHoni (35 mn) i oXonogXylTb Ha KpwbkaHi BaHi.
Dopatotb meTaHcynbdokucnoty (0,21 r), i peakuinHy
CyMiLL nepeMillyloTb NPy KIMHaTHIN TemnepaTypi Ha-
npoTasi 2 rogunH. NoTiM pO3YMHHUK BUNAPOBYOTb, a
3avLLIOK PETENbHO PO3TMPalOTb 3 AUETUNOBUM edi-
poM, PiNbTPYIOTb, PO3YUHSIIOTE Y XOMNOAHIN BOdi i cy-
WaTb BMMOPOXYBaHHAM OO OTPMMaHHA BKa3aHoi B
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3aronoBKy cofi y BUrMNA4i TBep4oro NpoaykTy Gnigo-
3eneHoro konbopy, 0,98 r, T.nn. 143-146°C.

Mpuknag 4

CuHTes 2,4-gnamiHo-5-(2,3,5-TpuxnopdeHin)-6-
TpudTOopMETUNIPUMIANHY

Jo posumHy NaOEt (3 0,88 r Na) B EtOH (82 mn)
popatoTs 2,89 r ryaHiguHrigpoxnopuay. OTpumaHy
6iny cycneHsito nepemilyoTs Npy KiMHaTHIA Temne-
patypi HanpoTasi 10 xBunuH. JogalTs PO3YuH EHO-
nbHoro edipy (npuknag 1, 6) B 27 mn etaHony, i
OTPUMaHy CyMill NepemillytoTb Npu KUN'ATIHHI 3i 3BO-
POTHIM XonoauneHUKOM HanpoTasi 4,25 roguH. Micnsa
OXOMNMOMXEHHA CYCMNeH3ilo inNbTpyoTb, | OTPUMaHWi
(inbTpaT BUNApoBYOTb JOCYyXa Yy Bakyymi. Xpomarto-
rpacgis Ha cwunikareni npu entotoBaHHi CHCIls go
MeOH:CHCI3; gae uinboBMIin NpogyKT, KM peTenbHO
po3tupatoTs 3 EtO i cywats y Bakyymi, oTpumMyoTb
1,78 1, 1.nn. 226-227°C.

Mpuknag 5

OTpumanHa  2,4-gnamiHo-5-(4-HiTpo-2,3,5-Tpu-
XrnopdeHin)-nipumMianHy

Cnonyky npuknagy 29 po3umHs0Tb B KOHLEHTPO-
BaHil cipyaHin kucrnoTi (2,5 mn), gogaloTb HiTpaT Ka-
nito (25,8 mr), i oTpMMaHU Po34MH NepeMillyioTb Ha-
npoTa3i 3 roguH. MNoTiM po3YnH BUNMBAIOTL Ha KpUrY i
nigkucnoote 10H NaOH. OTpumaHuii NpodykT excT-
parytoTe eTunauetatoMm (x3), cywarts Hag MgSOs,
iNbTPYOTb | PO3UYMHHUK BUNapoBYOTb. [licna xpo-
MatorpadyBaHHs Ha curikareni Npu entoloBaHHI eTu-
nauetaTtom JOOTPUMYIOTb LinboBMI NpoaykT, 40,7 mr,
T.nn. 293-295°C.

Mpuknag 6

OtpumanHa  2,4-guamiHo-5-(2,3,5-Tpuxnopde-
Hin)-6-meTnnnipuMignHy

1. OTpumaHHs 2-(2,3,5-TpuxnopdeHin)-3-okcoby-
TUPOHITpUny

Ho posunHy NaOEt (i3 0,68 r HaTpilo) B eTaHoni
(20 mn) popatoTb 2,3,5-TpuxnopdeHinaueToHITpun
(5r) i etTunoauetar - (4,43 mn). OTpyMaHy cymill Ha-
rpiBatoTb NPY KUMN'ATIHHI 3i 3BOPOTHIM XONOAUNBHUKOM
B aTMocdpepi a3oTy Ha npoTasi 2,5 rognH. OTpumaHy
CyMilll 3anuLialoTb BUCTOBATUCL MPU KIMHATHIA Te-
MrepaTtypi Ha NpoTAsi Houi. [loTiM oTpumaHy cymill
KOHLIEHTPYIOTb, @ 3aNuLLIOK PO34UHSAIOTL Y BoAi. BogHy
¢ady npomuBaoTb edipoM, MNiAKUCIIIOTb KOHLEHT-
pPOBaHOK CipYaHOK KUCMOTOK Ta eKkcTparylTb edi-
poM. OTpuMaHi eKCTpakTV 3MiLLyloThb, CyllaTb Hag Cy-
nbdaTom MarHito Ta BUNapoTb, oTpuMyoTb 2,59 T.
T.nn. 134-135°C.

2. OTpumanHsa 2-(2,3,5-TpuxnopdeHin)-3-meTok-
cnbyT-2-eHoHITpUNa

o po3uunHy keToHa B edipi (100 mn) npu kimHaT-
Hin TemnepaTypi gogaioTb pgjasomeTaH (3 5,43 r,
Diazald) B edipi (50 mn) Ta oTpymaHy Cymill 3anu-
LIaTb BUCTOKOBATUCL MPU KIMHaTHIN TemnepaTypi Ha
npoTA3i Houi. [1oTiM oTpuMaHui edip BIArOHSOTb, OT-
pUMyIOTb LinboBUIA NPoaykT, 2,45 T.

3. OTpumaHHsa 2,4-guamiHo-5-(2,3,5-tpmxnopde-
Hin)-6-meTunnipumignHa

lNyaHiguHrigpoxnopug (3,87 r) gogaloTe 4O pos-
YMHy eTokcuga HaTtpito (3 1,01 r HaTpito) B eTaHoni
(80 mn). OTpumaHy 6iny cycneHsito nepemiyoTs Npu
KiMHaTHIN TemnepaTypi Ha npoTa3i 10 xBUNWH, a no-
TiM JofalTe OO PO34MHY eHorbHoro edipy (npu-
knag 6,2), (5,60 r) B etaHoni (20 mn). OTpumaHy cy-
MilLl nepeMillyoTb NPy KAM'ATIHHI 3i 3BOPOTHIM XOmo-
ONNBHUKOM Ha npoTasi 8 roanH B atMocdepi asoTy.

[Micna oxonomKeHHs CcycneHsito inbTpyoTb, Ta OT-
pumMaHuin pinbTpaT BUNApPOTbL [OCYXa Y BaKyyMi.
lMpn xpomaTorpadyBaHHi Ha cunikareni, enioyn
CHCI3 po 2% MeOH-CHCIl3z oTpumyoTb ULiNbOBWIA
NPOAYKT, KU peTenbHO po3TUpalnTb 3 edipoM Ta
cywaTb y Bakyymi. Buxig 1,70 r, 7.nn.236-238°C.

Mpuknag 7

OTpuMmaHHs 4-amiHo-2-N-mopdoniHo-5-(2,3,5-
TpuxrnopdeHin)-6-TpudTopmeTnnnipumiguHa

[o posunHy NaOEt (3 0,144 r Na) B 12,5 mn
EtOH popatote MopdoniHodopmamiguHrigpobpomis
(1,08 r) CuHTe3 naHkactepa. OTpumaHy 6iny cycneH-
3il0 NepeMillyoTb Npy KIMHaTHIN TemnepaTypi Ha Npo-
Ta3i 10 xBunuH. JoaaoTb PO3YMH €HOMbHOro eqipy
(0,85 r) (mpuknag 1,6) y 2,5 mn EtOH, Ta oTpumaHy
CyMiLL NepeMillyoTb NpU KUM'ATIHHI 3i 3BOPOTHIM XO-
noavneHuWkoM Ha npotasi 4,5 roguH. llicns oxoro-
PKEHHS CyCneHsito inbTpyoTb, Ta OTpUMaHui inb-
TpaT BMNaptoloTb gocyxa. [icna xpomaTtorpadyBaHHs
Ha cwunikareni i enitoBaHHsM CHClz oTpumytoTb LUi-
NbOBUA NPOAYKT, SKWUN PeTenbHO po3TUparoTb i neT-
poneriHuM edipom (T. kuniHHs 40-60°C) Ta cywaTb y
Bakyymi, 0,47 r. T. nnaBneHHsa 177-181°C.

Mpuknag 8

OTpuMaHHs 4-amiHo-2N,N-anmeTmnamiHo-5-
(2,3,5-TpuxnopdeHin)-6-TpudTopMmeTUNNipUMianHa

Oo posunHy NaOEt (3 0,144 r Na) B EtOH
(12,5 mn) popatotb 1,4 1 1,1-OMMETUNTYaHIONHCYMb-
daty (Aldrich). OtpumaHy 6iny cycneHsito nepemi-
WyoTb NPW  KIMHATHIA TemnepaTtypi Ha npoTsasi
10 xunuH.  JopaTe po3unH  2-(2,3,5-Tpuxnop-
deHin)-4,4,4-1pnpTop-3-MeTOKCUDYT-2-€HOHITPUNa
(ams. npuknag 1.6) (0,85 r) B EtOH (2,5 mn), Ta oT-
pyUMaHy CyMmill nepeMillyoTb NpW KUM'ATIHHI 3i 3BOPO-
THIM XxorogunbHUKOM Ha npoTasi 4,5 roguH. lNicna
OXOJTOKEHHS CYCMNeH3ilo PinbTpyloTb, Ta OTPUMAHUIA
GinbTpaT BUMNApOTL JOcyxa y BakyyMi. [licna xpo-
mMaTorpadyBaHHs Ha cunikareni npu enitoBaHHi CHCI3
OTpUMYIOTb LinboBuA npoaykt, 0,61 r, T.nn. 124-
126°C.

Mpuknag 9

CwuHTes 4-amiHo-2N-MmopdoniHo-5-(2,3,5-Tpu-
xnopdeHin)nipumigmHa

Oo posumHy NaOEt (3 0,21 r Hatpito) B 20 mn
eTaHona gopatTe MopdoniHodopMamiguHrigpobpo-
Mig (1,6 r), Ta OTpMMaHy CyMmill NepPEMILLYOTb NPU Ku-
N'ATiHHI  3i 3BOPOTHIM XONOAWUNBHUKOM Ha MpOTA3i
4 roguH. OTpyMaHy CyMmiLL 3anuLwaloTe BUCTOIOBATUCH
npy KiMHaTHIA TemnepaTypi Ha NPoTA3i HOYi, a NOTiM
dinbTpytoTh. OTpuUMaHuin inbTpaT KOHLUEHTPYHOTb,
Ta OTPMMaHWUI 3anu1LLOK OYMLLYIOTL XpomaTtorpadivuHo
Ha cinikareni, enitotoun CHCl3 0o oTpuMaHHs Linbo-
BOro npoaykty, 0,73 r, T.nn.168-170°C.

Mpuknag 10

OTpuMaHHs 4-amiHo-2-N,N-gumeTtunamiHo-5-
(2,3,5-TpuxnopdeHin)-nipumignHa

Ho posumHy NaOEt (3 0,21 r HaTpito) B eTaHoni
(20 mn) popawTs  1,1-gUMeTUnryaHiaMHcynbgar
(2,07 r). Nicnsa nepemiwyBaHHs Ha NpoTA3i 10 XBUMKH
AopatoTe agaykT npuknagy 3.2 (1 1), Ta oTpMMaHy cy-
MiLLl nepeMillyoTb NpU KAN'ATIHHI 3i 3BOPOTHIM XOro-
OUnNbHUKOM Ha npoTasi 4 roauH. Lo cymiw 3anuwa-
I0Tb BUCTOIOBATUCb MpM KiIMHaTHIN Temnepatypi Ha
NpoTsi3i HOYi, @ NOTIM hiNbTpytoTe. OTpUMaHUi ginb-
TPaT KOHLUEHTPYIOTb, Ta OTPMMaHUMA 3arULLOK OYULLlY-
I0Tb XpoMaTorpadivHo Ha cunikareni, enitotoun CHCI3
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[0 OTpUMaHHS LinboBoro npoaykty, 0,69 r, T.nn. 145-
147°C.

Mpuknag 11

OTpumaHHsa  4-amiHO-6-mMeTun-2-(4-amiHoninepa-
3uHin-1-in)-5-(2,3,5-TpuxnopdeHin)nipyumiguHa

Ho posuvnHa NaOEt (3 0,16 r HaTpito) B eTaHoni
(15 mn) gogaTe 1,6 r N-meTunninepasuHdopmami-
audrigpoxnopuga. lNicnsa nepemillyBaHHA Ha NpoTA3i
10 xsunuH JopaloTb eHomnbHuA eddip npuknagy 6,2
(0,82 r) B eTtaHoni (5 mn), Ta oTpMMaHy Cymill nepe-
MiLLYOTb NPY KUM'ATiIHHI 3i 3BOPOTHIM XONOAUINBHUKOM
Ha npoTasi 5 rogyH. OTpMMaHy CyMmill 3anuLaiTb BU-
CTOOBaTUCh NMPU KiIMHATHIM TemnepaTtypi Ha NpoTA3i
HOMi, a NOTIM QiNbTpyoTe. OTPUMaHWA iNbTPAT KOH-
LEHTPYIOTb, Ta 3aNuLLIOK OYMLLYIOTb XpomaTtorpadiy-
HO Ha cunikareni, enitotoun CHCl3 po 4%
MeOH/CHCIl3 go oTpuMMaHHs LifbOBOro MpOAyKTy,
0,31, T.nn. 156-159°C.

Mpuknag 12

OtpumanHsa  2,4-gnamiHo-6-metnn-5-(2,3,5-tpu-
Xnop-4-HiTpodeHin)-nipumiguHa

2,4-pnamiHo-6-metun-5-(2,3,5-TpuxnopdeHin)ni-
pumignHa (0,152 r) (npvknag 6) po3uYnMHSI0Tb Y KOH-
LLeHTPOBaHIN CipyaHin KACMOTi Ta AOAal0Tb HiTpaT Ka-
nito (50 mn). OTpMmMaHu po3yMH nNepemiwyoTb Npu
KiMHaTHIN TemnepaTypi Ha NPoTA3i HOYi, a MOTiM BU-
nuBealoTb Ha Kpury Ta nigkucnsatoTs 0,880 amiaky. Lien
NpPoAYyKT ekcTparyloTe eTunaueTatom, BUCUNaTb, Cy-
waTtb Hag cynbdatoM MarHito Ta BunapioTs. OTpu-
MaHWi 3anuok obpobrniooTe xpomaTtorpadiyHo Ha
cunikareni EtOAc go 8% MeOH/EtOAc no oTpumaH-
HSA UinboBoro npoaykty, 0,13 r, T.nn. 313-315°C.

Mpuknag 13

OtpumanHa  4-amiHo-2-(N,N-gnmeTunamiHo)-6-
mMeTun-5-(2,3,5-tTpuxnopdeHin)-nipumMignuHa

Ho posunHy NaOEt (3 0,16 r HaTpito) B 15 mn
eTaHony pgopawTts  1,1-aumeTtunryadigmHcynbdat
(1,6 r). Micna nepemiwyBaHHsa Ha npoTasi 10 XBUNWH
JofaTb eHonbHuUiA edbip npuknagy 6.2 (0,82 r) B
5 Mn eTaHony, Ta OTpMMaHy CyMiLL nepeMillyoTb npu
KMM'ATIHHI 31 3BOPOTHIM XONOAWUNBHUMKOM Ha MpoTA3i
5 roguH. OTprMaHy CyMmill 3anvLaTe BUCTOOBATUCH
npu KiMHaTHIA TemnepaTypi Ha NPoTA3i HOYi, a NOTiM
dinbTpytoTe. OTpUMaHuin hinbTpaT KOHLUEHTPYIOTh,
Ta 3anuvLoK OYMLLYIOTb XpoMaTorpadiyHo Ha curika-
reni, enitotoun CHCI3 oo oTpumaHHsi LinsoBoro npo-
aykty, 54 mr, T.nn. 151-153°C.

Mpuknag 14

OTpumaHHsa 2,4-gnamiHo-5-(2,3-gmxnopdenin)-6-
TpudTOpMETUNNIpUMIANHA

1. OTpumaHHs 2,3-AnxnopOeH3nnoBoro cnpTy

Ho posunHy 2,3-guxnopbeHsanbgeriga (Aldrich:
50 r) 8 800 mn cnupTy nNpu kiMHaTHIA TemnepaTypi 4o-
patote NaBH4 (8,54 r), Ta oTpumaHy cymiwl nepemi-
wytoTb Ha npoTasi 1,5 roguH. Peakuito racaTte Bogoto,
a PO3YMHHWMK BWMapIoOTb y BakKyyMi 4O PO3AiNeHHs
sanmwka Mk CHCl; Ta HacuM4yeHMM pO34MHOM
NaHCOs3. OpraHiyHy a3y npomuBaloTb PO3COSIOM,
cywaTtb Haj cynbdaToM MarHito, QinbTpyoTb, Ta Po3-
UYMHHUWK BUMapoTb Y Bakyymi OO OTpMMaHHs Ginoro
TBEpOoro npoaykry, 48,38 r, .nn. 87-87,5°C.

2. OtpuMaHHs 2,3-guxnopbeH3nnbpomiga

[o posunHy cnupTy B 6eHszoni (500 mn) B atMoc-
dhepi asoTy gopatotb PBrs (167,8 r) Ta oTpumaHy cy-
Miw nepemiwytoTb npu 55-60°C Ha npoTasi 3,5 roguH.
[Micna oxonomKkeHHA OTpMMaHy CyMill BUMMBaKOTb Ha
noapibHeHy kpury (2 n), Ta BUZINSAITL GEH30MbHUIA
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wap. BogHy ¢asy npommBaioTe GeH3onom (x3) Ta
ob6'egHaHi GeH30MbHI excTpakTM MpOMUBAalOTbL Hacu-
yeHMM NaHCOs posuvHoM y BOgi, cywate MgSO4
hiNbTPYOTe Ta PO3YUHHWK BUNAPIOOTb, 3anuLuaroym
KOpWYHEBATY piauHy, sika 3aTBEpPOXXYETbCA Npu CTO-
siHHi. OTpumytotb 37,53 1, T.Nn. 31-32°C.

3. OTpuMaHHs 2,3-guxropdeHinaueToHiTpuna

Bpomig cycnensytote B JMCO (155 mn) (Boaa
(105 mn) npu 0°C 1a KCN (20,24 r) gogatoTb nopuisi-
mu. Micns nepemiwysaHHsa npu 30-35°C Ha npoTasi
2 roguH, cycneHsito po3YnHAIOTL BOAOK Ta ekcTpary-
toTb Et20. O6'egHaHi edipHi ekcTpakTM npomMuBaloTb
BOAOI, CyllaTb Haf cynbdaTtoM MarHio, inbTpy-
I0Tb, Ta PO3YMHHMK BMUNApPIOOTb Yy Bakyymi 4O OTpu-
MaHHS TBepAoro npoaykty 6inoro koneopy, 27,52 r,
T.nn. 64-67°C.

4. OTpumaHHsa 2-(2,3-guxnopdeHin)-4,4,4-Tpu-
hTOp-3-0KCOBYTUPOHITPUNa

o posumHy NaOEt (3 1,48 r Na) B EtOH (25 mn)
npu KiMHaTHIA TemnepaTypi B aTMocdepi asoTy Ao-
paots 10,0 r HiTpuny, a notim 9,3 r etunTpudTop-
aueTaTta, Ta OTpMMaHy CyMmill NepemilwyoTe Npu Ku-
N'ATiHHI 30 3BOPOTHIM XONOAWUNBHUKOM Ha MpoTA3i
5 roguH. lMicna oxonomKeHHsS PO3YMHHUK BUAAMNSOTb
y BaKyyMi, a 3anuLLoK po34nHaTb Y Bodi. BogHy dasy
npomuBaloTs Et,O, 3nmBaoTe, MigKUCNOOTL Cipya-
HOW KucnoToto Ta ekcTparytoTe Et2O. O6'egHaHi ekc-
TpakTn Et20 npomuBaloTe BOOOW, CylwaTb Hag Cylb-
daTom MarHito, inbTpyOTb, Ta PO3YNHHUK BUNApHo-
l0Tb Y BaKyyMi [0 OTpuMaHHs onii. Moro peTenkHo
po3TupaloTb 3 NeTporenHUM edipom, BiadinbLTpoBy-
I0Tb TBEPAY YacTuHy Ta cywaTb. OTpumyoTs 9,56 T,
T.nn. 74-75°C.

5. OtpumaHHa 2-(2,3-guxnopdeHin)-4,4,4-tpu-
pTOpP-3-METOKCUDYT-2-eHOHITPMNa

o posunHy TpudptopmetunketoHa B Et,O
(90 M) nNpu KiMHaTHIN TemnepaTypi gogaloTb Aia3o-
meTaH (3 19,35 r Diazald) B Et,O (180 mn), Ta oTpu-
MaHy CyMill 3anuwialTb BUCTOOBATUCE MPW KiMHAT-
Hi Temnepatypi Ha npoTaAsi Hodi. oTiM Hagnuwok
JiasometaHa BugansaoTb y Bakyymi B AcOH, Ta 3a-
nMWokK posuunHsoTb B EtO,, cywate Hag cynbdaTom
MarHito, Ta (PinbTPyOTb, Ta PO3YUHHUK BUNAPIOOTL Y
BaKyyMi 0O OTPUMaHHSI KOPUYHYBaTOl TBEpAOi peyo-
BUHK, 6,44 T.

6. OtpumaHHs 2,4-gnamiHo-5-(2,3-amxnopde-
Hin)-6-TpudTOpMETUNNIPUMIAMHA

[o po3uuHy BULLIEBKA3aHOro eHonbHoro edipy B
etaHoni (37 wmn) popalTe ryaHiAMHIigpOXopya
(1,92 r), a notim po3unH NaOEt (3 540 mr Na) B EtOH
(90 mn), Ta oTpMMaHy CyMmill nepeMiwyoTb Npu Ku-
N'ATiHHI  3i 3BOPOTHIM XONOAWUNBHUKOM Ha MpOTA3i
3 roguH. lMicrna oxXonomKeHHs CycrneHsito inbTpyoTb,
Ta OTpUMaHW binbTpaT BUNAPIOIOTL AOCyXa Yy Baky-
ymi. Tlicns xpomatorpadpyBaHHa Ha cunikareni npu
enitoBaHHi CHCIz go 2% Me-OH-CHCI3 oTpumytoTb
LinboBUMA MPOAYKT, SIKUA peTenbHO po3TUPalTb 3
Et;O Ta cywatb y Bakyymi 4O OTpuUMaHHA 673 wr,
T.nn. 218-219°C.

7. 2,4-pnamiHo-5-(2,3-guxnopdeHin)-6-Tpudtop-
MeTunnipuMiaMHMeTaHcynbgoHaT

[o cycneHsii BinbHoi ocHoBu (100 Mr) B eTaHoni
AopatTe MeTaHcynbdokucnoTty (30 wmr), Ta oTpuma-
HUA NPO30PUA PO3YMH NEepeMillyloTb NpWU KiMHaTHIN
Temnepatypi Ha npoTasi 2 roauH. Llen po3uuH Buna-
ploloTb Jocyxa, a TBepAy YacTuHy, Lo BigcTosinach,
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peTenbHO po3TuparnTb 3 edipoM, PiNbTPYOTL Ta Cy-
watb y Bakyymi, 107 mr, T.nn. 253-256°C.

8. 2,4-pnamiHo-5-(2,3-guxnopdenin)-6-TpudTop-
MeTunnipuMiguHrigpoxnopva

[o po3unHy BinbHOiI ocHoBM (150 Mr) B MeTaHoni
JofatoTb edpipHMI PO3UMH XIOpUCTOro BogHto. llicns
nepemillyBaHHsl, PO34YMHHMK BWMapoOTb Jocyxa, Ta
OTPUMaHWIA TBEPAUM NPOOYKT peTeflbHO po3TuparTb
3 edpipoM, QINbTPYIOTL Ta cywaTtb y Bakyymi, 160 wmr,
T.nn. 233-236°C.

Mpuknag 15

OTpumanHs 2,4-gmnamiHo-5-(2,3-guxnopdeHin)-6-
MeTunnipumigMHa

Lito cnonyky OTpUMYIOTb aHarnoriyHo crosnyui
npuknagy 6 3 2,3-anxnopdeHinaueToHitpuna, T.nn.
245-247°C.

Mpuknap 16

OTpumanHs 2,4-gmnamiHo-5-(2,3-guxnopdenin)-6-
METOKCUMETUNMIpUMIANHA

1. OTpumaHHa 2-(2,3-amxnopdeHin)-4-meTokcu-
3-0KkcobyTUpoHiTpUna

Jo posunHy NaOEt (3 1,38 r Na) B EtOH (25 mn),
IO MepeMillyeTbCa Ta KUNUTL 3i 3BOPOTHIM Xoroau-
MbHVKOM, [JoJalTb CyMill eTurnMeTokcuaueraTa
(8,851) Ta 2,3-puxnopdpeHinaueToHiTpun  (Npuk-
napg 14.3) (9,3 r) posunHenun y 20 mn OME 3a 5 xBu-
nvH. Yepes 5 roguH 3'aBnseTbCs ocag (HaTpiesa Cinb
npoaykTy). OTprMaHy CyMmill OXONOMKYTb Ta inbT-
pyloTb, OTpUMaHUN iNbTpaT BUNaplTL Aocyxa Yy
BaKyyMi, Ta 3anvLIOK po3ainsalTb MK edipom Ta BO-
oo (edbipHy pasy 3nmBatoTb). BogHuii 3anuiuok nig-
kucrotoTe 2H HSO4 Ta ekctparytoTb edipom (x2).
O6'egHaHi ekctpaktn Et;O npomwmBaioTs BOAolo, Cy-
WwaTb Haf cynbdaTtoM MarHito, inbTPyOTb Ta BUMNa-
pIoI0Tb Y BakyyMi 4O OTPUMaHHS XXOBTOI TBepAol pe-
YOBUWHM (a). BuweBkasaHy HaTpiEBY CiMb PO34MHAIOTb
y BOJi, Ta pO34MH eKCcTparyloTb eipoMm Ta 3nnBatoThb.
BoaHun posunH nigkmcnsitote 2H HaSO4 Ta ekctpary-
10Tb edipom. EdipHi po3unHM npommBaoTb BOAOHO,
cywatb Hag cynbaTtoM MarHito, inbTpyoTs Ta BU-
naptoloTb y BaKyymi 4O OTPMMaHHS TBEPAOro npoayk-
Ty Ginoro koneopy (B).

BuweskasaHi npogykTu (a) Ta (B) 06'egHy0Tb A0
oTpumMaHHsa 10,4 1, siKi BUKOPUCTOBYOTL ©€3 nopans-
woi oumctkn. Ha TCX ogHa nmnama (19:1
CHCl,:MeOH) Rf 0,35.

2. OtpumaHHsa 2-(2,3-guxnopdeHin)-3,4-gumeT-
OKCUOYT-2-eHOHITpMNa

[o po3unHy BuLlEBKa3aHoro Hitpuny (9,4 r), wo
nepemillyetbcs, B edipi, AofdatoTb MnopuisMmu aiaso-
meTaH (0,4-0,45 M) B edpipi. CnoyaTky cnoctepiraetb-
csl IHTEHCUBHE CMiHEeHHS, Ta nicns AoAaTKoOBOro Ao-
AaBaHHA HeranHoi peakuii He BigbyBaeTbca. OTpyMa-
Hy CyMill 3anuLialoTb BUCTOKOBATUCH MPU Nepemilly-
BaHHi Npu KiIMHaTHI TemnepaTypi Ha NpPoTA3i 3 roavH,
Ta BunapwTe y Bakyymi B AcCOH o oTpvMMaHHs
€HOnNbHOro eqipy.

3. OtpumanHs  2,4-gnamiHo-5-(2,3-gmxnopde-
Hin)-6-meTokcMmMeTUNNipUMIgnMHa

o posumHy NaOEt (3 0,92 r Na) B EtOH (40 mn)
JofatTb ryaHiguHrigpoxnopua (3,44 r). JogatoTb BU-
LeBKa3aHW po34MH eHomnbHoro edipy B EtOH
(30 mn1), Ta oTpUMaHy CyMill KUN'ATATb 3i 3BOPOTHIM
XonoauneHMKom npubnmnsHo 3 rogunHu. lMicns oxono-
AXEHHS1 PO3YMHHWK BUMAapIOOTb Y Bakyymi Ta 3anu-
wok obpobntotoTs 5H NaOH (npunbnumano 50 mn). Yep-
BOHW PO34nH INbTPYOTe, PO34MHAT B AcOH
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(npubnunaHo 20 mn), po3baensaTe 40 mn Boaw, 06-
pobniotoTb AepeBHMM BYrinnsam ta dinbtpytots. OT-
pyUMaHuin hinbTpaT ((KOBTUMA PO3YUH) MiONYXKyOTb 2H
NaOH Ta 6inuin ocag BiadINbTPOBYOTL, CyliaTe Ta
nepekpuctanisosytoTs 3 EtOH, otpumyiots 4,39 T,
T.nn. 237-240°C.

Mpuknag 17

OTpuMmaHHs
avHa

Oo posunHy NaOEt (3 1,45 r Na) B etaHoni
(60 mn) npu kiMHaTHIN TemnepaTypi B aTmocdepi
asoty pgopaoTb  1-HadptunauetoHiTpun - (Aldrich,
10,02 r). Micna nepemiwyBaHHA Ha npoTasi 10 xBu-
nvH gogatoTe eTundopmart (8,88 r), Ta oTpumaHy cy-
MilLl nepeMillyoTb NpU KAM'ATIHHI 3i 3BOPOTHIM XOMo-
OWMbHUKOM Ha npoTs3i 5 roguH. OTpyuMaHy CcyMmiLl
OXOMNOAXKYIOTb, PO3YMHHWUK BWMApPOTb, a 3anuLLOK
peTenbHO po3tupatoTb 3 Et2O nepeg Tum, Ak dinbT-
pyloTb Ta cylaTte TBepay YacTuHy y Bakyymi (6,86 r).

OTpumaHy TBepAy 4YacTuHy po3yuHsiioTe B OM®
(45 mn), gogaTe MeTUnioAnAa, Ta peakTop repmeTu-
3yloTb nepeq nepemillyBaHHaM BMicTy npu 40°C Ha
npotasi 4 roguH. MNMoTiM PO34YMHHMK BUOANSIOTb y Ba-
KyyMmi, a 3anuwok posginsoTe Mk EtOAc Ta Bogoto.
OpraHiyHy a3y npoMuBalTb BOZON, CyllaTb Hag
cynbdaToM MarHito, Ta pO34YMHHUK BUMApIOOThL Y Ba-
KyyMi 0O OTPMMaHHS HEOYULLEHOro MPOAYyKTY y BU-
rnsAai B'A3koi YepBoHyBaToi onii (5,4 r).

Oo posunHy NaOEt (3 1,19 r Na) B etaHoni
(80 mn) pogatoTb ryaHigmHrigpoxnopug (4,94 ). Mic-
ng nepemillyBaHHA Ha NpoTA3i We 5 XBUNUH, BuULLe-
BKasaHy NPOMiXKHY CMOnyKy B eTaHoni AodatoTb, Ta
OTpUMaHy peakuiHy CyMill nepeMillyoTb Npu Kun'sa-
TiHHI 3i 3BOPOTHIM XONOAWMbLHUKOM Ha npoTasi 3,5 ro-
AvH. Tlicns OXONOMKEHHS1 PO3YMHHUK BUAAnNSATb Y
BaKyyMi, Ta OTPMMaHWA 3anuLloK po3ainsioTb MiXk
CHCI3; 1a Bogoto. OpraHiyHy cdasy npoMuBaloTb BO-
Joto, cylaTtb Hag cynbdaTom MarHito, inbTpyoTb Ta
PO3YMHHMK BMNAPIOOTb 40 OTPUMAaHHSI TBEPAOro npo-
oykTy 6nigo-xoBToro konbopy. Micns xpomatorpady-
BaHHA Ha cwnikareni npu enitoBaHHi CHCIl3 go 4%
CHCI3:MeOH, 3 HacTynHolo nepekpucTanisadieo 3
€eTaHomny OTPUMYIOTb LIiNbOBUIA NPOAYKT Yy BUrnsAi Gi-
noi TBepAoi pedoBuHK, 2,82 r, T.nn. 171-173°C.

Mpuknag 18

OTpumanHsa 2,4-gnamiHo-5-(2,3-gnxnopdeHin)-6-
dpTOopMETUNNIpUMIANHA

1. 2,4-gnamiHo-5-(2,3-gnxnopdeHin)-6-(ameTok-
CUMETUIN)-NipUMianH

[o posumHy NaOEt (3 1,38 r HaTpito), Wo nepe-
MILLYETLCA NPU KUMiHHI 3i 3BOPOTHIM XONOAUMBHUKOM,
B 25 Mn eTaHony gopaloTb 3a 5 XBUINUH CyMilll eTun-
avetokcnauertata (13; 21 r, 75 mmonen) Ta (Npuk-
nag 14,3) 2,3-guxnopdpeninauetonitpun (9,3 ,
50 mmonew) y cyxomy gmmertokcueTaHi (20 mn). Ye-
pe3 4 rogvHN OXONo4XKy0Tb Ta BUNAPIOOTL Y BaKyyMi.
3anuwok po3ainstoTb Mk cogoto (100 mn) Ta echipom
(100 mn) Ta edbipHy hasdy 3nvBalOTb, a BOAHWUIA 3a-
NULWIOK nigkucnioTe IH cipyaHot kucrnoToto. [licns
ekctparyBaHHsi CHyCly, oTpumytoTh auunaueToHiTpun
(13,47 1), AkMn BuMKOpUCTOBYOTb 6e3 nopanbLioi
OYUCTKMU.

[o po3unHy BuLLEBKa3aHOro aueToHiTpuna, LWo
nepewmiwyeTtbcs, B edipi (100 mn), WO OXONOMXKeHU
Ha Kpu3i OodaloTb MopuisMm po3ynmH dia3zoMeTaHa
(npubnusHo 3 r) B edipi. Yepes 2 rognHu Lei po3ynH
BMMNapIolOTb Y BakyyMi 40 OTPUMAaHHS LiNlbOBOro eHo-

2,4-pnamiHo-5-(1-HadTin)nipnmi-
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NbHOro edipy y Burnsai onii, iKW BUKOPUCTOBYIOTb
0e3 noaanbLIOi O4YUCTKN.

Jo posunHy NaOEt (3 1,4 r HaTpito) B eTaHoni
(50 mn) popatoTb  ryaniguHrigpoxnopug (4,8 T,
50 mmonen). JogaioTs po34MH BULLIEBKA3AHOTO €HO-
nbHoro edipy B eTaHoni (20 mn) Ta oTpMMaHy cymilu
KMN'ATATL 3i 3BOPOTHIM XONOAUMBHUKOM Ha MpoTA3i
4 roavH, OXONOMKYITb, Ta KOHLEHTPYIOTb Y BaKyyMi
Ao npubnmaHo 30 MmN, Ta PO3YMHAIOTE BOAOK A0 OT-
pUMaHHs TEMHO-MYpPNypoBOI TBEpPOO! PEeYOBUHU, SKY
GinbTpytoTh, po3umHsaoTe B CH2Cly, npomyBatoTs Bo-
[010, CylaTb Haj CyfnbdaTom MarHito Ta BUNaplolTb
y BakyyMi. 3anuwok peTenbHO po3TupatoTs 3 50 Mn
eTaHony Ta BigdINbTPOBYOTb, OTPUMYHOUN LiNbOBUIA
npoaykT (8,4 r), KM BUKOPUCTOBYOTL ©e3 noaarb-
LWOi ovmncTku (T.Mn. 214-217°C).

2. 2,4-pnamiHo-5-(2,3-guxnopdeHin)nipumigmH-6-
kapbokcanbaerig,

Cymiw BuweBkasaHoro auetans (7 r) ta 0,4 M
HCI (150 mn) KMN'aTATb 3i 3BOPOTHIM XONOAUITEHUKOM
npu nepemillyBaHHi Ha NpoTA3si 1 rognHKU, OXONooXKY-
10Tb Ha kpu3i Ta HenTpanidytoTe 2M NaOH. OTpumaHy
CyMill iNbTPyOTb, MPOMMBAKOTL BOAOID Ta cyllaTb
Ha MOBITPi 4O OTPUMaHHsI LiNboBoro npoaykty (6,2 r),
KNI BUKOPUCTOBYIOTL 6€3 NoAasnbLUIOi OYNCTKN.

3. 2,4-pgnamiHo-5-(2,3-guxnopdeHin)-6-rigpokcu-
MeTUNNipUMianH

[o posunHy BulleBkasaHoro anbgerigy (2,8 r,
10 mmonen), Wo nepemiwyeTbes, y CyMmilli AMMETOK-
cvetaHa (15 mn) Ta etaHony (15 mn) gogaTb Nopui-
amu 6oprigpmg Hatpito (110 mr, 3 Mmons). Yepes
30 xBUnMKUH po34mH obpobntooTe Bogo (50 mm) Ta
[ofalTb AeKiflbka KpannuH OuTOBOI KUCMOTWM Ans
pyWHyBaHHS 3anuwikis Goprigpuaa. Micna ekctpary-
BaHHsi auxrnopmeTtaHoMm (2x50 mn), npoMuBaloTb BO-
00 Ta eKCTpaKT cylwaTb Haa cynbdaTom mMarHito. [li-
CNs BUMAPIOBaHHSA PO3YMHHMKA OTPUMYIOTb TBEpAy
PEYOBUHY POXEBOr0 KOMNbOpy, SKy PpeTeflbHO po3Tu-
patoTb 3 edhipom, dinbTpytoTe Ta cywatb (1,6 r). Mic-
nsi nepekpuctanisauii 3 metaHony (50 mn) oTpumy-
I0Tb UiNbOBUIA NPOAYKT Y BUMMsAAi TOHKMX Ge3Komnbo-
poBux kpuctanis; 0,65 r. T.nn. 173-176°C.

4. 2,4-gnamiHo-5-(2,3-guxnopdeHin)-6-dTopme-
TANMipUMIgNH

Ho cycneHsii 2,4-guamiHo-5-(2,3-amxnopdeHin)-
6-rigpokcumeTunnipuMignHa, WO  NepemillyeTbes,
(185 mr, 1 Mmonb) y cyxomy gnxriopmeTaHi (25 mn) B
aTmocdepi asoTty npu -70°C, gogatoTb NoO KpannuHam
TpucpTopua, guetunamiHocipku (263 mkn, 2 MMons).
OTpumaHin cymiwi garoTb Harpituce go 0°C, Ta nig-
TPUMYIOTb L0 TemnepaTypy Ha npoTtasi 4 roguH. [Mic-
nsi oxonomkeHHs Ao -70°C cymiw racats BogHUM Gi-
kapboHaToM HaTpilo, eKCTparylTb AWXIIOPMETAHOM
(2x50 mn), npoMMBalOTb HACUYEHNM PO3COSIOM Ta Cy-
waTtb Hag cynbgatoM marHito. icns KoHUEHTpyBaH-
Hsi oTpumytoTe BeskonmbopoBy cmony (0,2 r). [Micns
XpomartorpadyBaHHsi Ha cunikareni npu enitoBaHHi
0,01:1:19 EtsN:MeOH:CH.Cl, oTpumytoTb ULiNbOBKIA
NpoayKT, Skui petenbHo po3tupaiTs 3 CCls Ta cy-
waTtb y BakyyMi; oTpumytoTb 111 Mr, T. nnaBneHHs
224-226°C.

Mpuknag 19

2,4-pgnamiHo-5-(2,3-guxnopdeHin)-6-geHokcmme-
TMNNipUMIgNH

Jo posumHy NaOEt (3 1,38 r HaTpito) B eTaHoni
(70 mn) Npy KUNiHHI 3i 3BOPOTHIM XOMNOAUMBHUKOM J0-
AaTb 3a 10 xBunuH 2,3-amMxnopdeHinaueToHiTpuna
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(9,3 r) Ta etTndeHokcmaueTat (13,5 r) y cyxomy au-
meTokcueTaHi (50 mn). lMicna nepemiwyBaHHA Npu
KMM'ATIHHI 3 3BOPOTHIM XONOAWUNBHMKOM Ha MpoTA3i
3 roavH oTpvMaHy CyMilll OXONOMKYIOThb, (iNbTPYIOTL
Ta PO34YMHHUK BMNApPIOOTb Y BakyyMi. 3anuLloK pos-
YMHSOTL Y BOAiI, NPOMMBaOTbL edipoM (3NMBaroTb),
NiOKUCIIOITb 2H COMSAHOK KUCMOTOI Ta eKcTparyloTb
anxnopmeTtaHoMm. OB6'egHaHi ekcTpakTM NpoMMBalOTb
po3comnom, cylaTb Hag cynbdaToM marHito Ta Buna-
pIOIOTb Y BaKyyMi, OTPUMYKOUM KOBTO-KOPUYHEBMIA
TBEPOUA NPOAYKT (8 ), sikMiA BMKOPUCTOBYKOTb 0€3
noaanbLOi OYNCTKN.

[o cycneHsii HeouuLleHOro auunaueToHiTpuna
(8r) B 150 mMn ecbip pogatoTb NopuUissMy Hag IULLOK
po3uyunHy Adia3zomeTaHa B eqipi. [licns nepemilyBaHHA
Ha npoTAsi 1 roanHW Npu KiIMHaTHIN TemnepaTypi pos-
UYMH KOHUEHTPYIOTb Y BaKyyMi 4O OTPUMaHHS eHOrb-
HOro edqipy, siKMiA BMKOPUCTOBYKOTb 6e€3 noganbLuoi
OYMCTKN.

o po3unHy etokcmaga HaTpito (3 0,63 r HaTpilo) B
eTaHoni (25 mn) Npu KiMHaTHIA TemnepaTypi 4oaalTb
ryaHiguHrigpoxnopwug (2,39 r). Yepes 15 xsunuH go-
AaloTb PO3YMH BULLIEBKA3aHOrO eHonbHOro edipy B
eTaHoni (25 mn), Ta oTpUMaHy cymill NepemillyoTb
npy KUN'ATiHHI 3i 3BOPOTHIM XONOAMIMBHMKOM Ha Mpo-
Ta3i 4 roguH. lMicna OXOnoAXeHHs PO34YMHHUK BUNa-
ptotoTb Y Bakyymi. 3anuiiok cycneHaytoTe B 2H NaOH
(75 mn), inbTpyOTb, NPOMMBaKOTE BOAOH. CyllaTb
Ha MOBITPi Ta MepeKkpucTani3oByloTb 3 e€TaHony A0
OTPUMaHHS LiNMbOBOro NPOAYKTY y BUMMSAi 6e3konbo-
poBoro TBepgoro npoaykty. 3,82 r, T.nn. 211-213°C.

Mpuknag 20

2,4-pgnamiHo-5-(2,3-gnxnopdeHin)-6-metTuntiome-
TMANipUMIguH

o posumHy NaOEt, wo nepemiwyetses, (3 1,38 1
HaTpito) B 25 Mn eTaHoNy Npu KUM'ATIHHI 3i 3BOPOTHIM
XONOAWUMNBbHUKOM A0Aal0Tb 3a 5 XBUMMH cymiw 2,3-
anxnopdeHinaueTtoHitpuna (9,3 r) Ta 10,07 etunwve-
TunTioaueTata B 20 Mn cyxoro agumeTtokcueTtaHa. [li-
Ccng nepemillyBaHHA NpW KUN'ATIHHI 3i 3BOPOTHIM XO-
NnoannNbHUKOM Ha NpoTA3i 5 roAnH CyMill OXOMnoaxy-
I0Tb Ha KPW3i, MNIAKMCNIOITb OLITOBOKO KUCIOTO
(5 mn), BUNUBAIOTL Y XONOAHY BOAY Ta eKCcTparyloTb
anxnopmeTtaHoMm. OB6'egHaHi ekcTpakTM NMpoMMBaloTb
BOAOMO, CylwaTb Haf CynbaTom MarHito Ta KOHLEHT-
pylOTb OO OTPMMaHHS XOBTOI Onil, SIKYy BUKOPUCTOBY-
t0Tb 6€e3 noaanbLLOT OYUCTKN.

HeounweHnin auunaueToHiTpun HarpiBaloTe B
aTmocdpepi a3oTy 3 Tpuetunoptocgopmatom (40 mi)
npu 140-150°C Ha npoTa3i 4 roguH, BiArOHATL ner-
KOKMNAsSYy 4YacTuHy. Micns OoXOonomKeHHs OoTpuMaHy
CYMill KOHLEHTPYIOTb Y BaKyyMi 4O OTPMMaHHA Tem-
Hoi onii (15,2 r). Lo onito po3unHsitloTb B eTaHoni
(20 mn) Ta mogaoTh OO CyMilli ryaHiaMHrigpoxnopuaa
(4,8 r) Ta eTokucaa Hatpito (3 1,38 r HaTpito) B 50 mn
etaHony. [licna nepemiyBaHHS MpU KUN'ATIHHI 3
3BOPOTHIM XONMOAUIBHUKOM Ha NpoTA3i 4 roauH oTpu-
MaHy CyMilll OXONOMDKYIOTb Ta KOHLEHTPYIOTb y Baky-
yMi. 3anuwok BeTpsixytoTb 3 SM NaOH go otTpumaHHs
TEeMHOI onil, SIKy eKkcTparyloTb AUXNOpMeETaHOM, Npo-
MMBalOTb BOZAOK, CylaTb Haf CynbaTom MarHito.
KOHUEeHTpyloTb Y BakyyMmi, Ta OTPUMYIOTb TEMHY CMO-
ny. LinboBUM NpOAYKT KpUCTani3ylTb 3 eTaHony
(20 mn) y BUrnsai CBITNO-KOPUYHEBOrO TBEPAOrO NpO-
aykry, 0,57 r, T.nn. 205-207°C.
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Mpuknag 21A

OTpumanHsa 2,4-gnamiHo-5-(2,3-guxnopdeHin)ni-
pumignHa

a. 2-(2,3-guxnopdeHin)-3-okco-nponioHi TpuIn

Jo posuuHy NaOEt (3 3,63 r Na) B 500 mn eta-
Hony popaTb 2,3-guxropdeHinaueToHitpun (npu-
knag 14,3) B 150 mn etaHony. JogatoTs eTundopmat
(16,67 r), Ta OTpMmaHy CyMill MepeMilyioTb Mnpu
80°C Ha npoTasi 45 xBunuH, nepen goAaBaHHAM [0-
AaTtkoBoi nopuii etundopmara (2,78 r). lNicns nepe-
MiwyBaHHsa npu 80°C Ha npoTasi we 1,5 roguH ocag
BiAiNbTPOBYOTL Ta cywartb Yy Bakyymi. TBepaumn
NPOAYKT PO3YUHAIOTL Yy BOAi, PiNbTPYOTh, NigKMCNS-
10Tb KOHLIEHTPOBaHOIO COJSIHOIO KWCIOTOK Ta ocaf
BiAMiNbTPOBYOTE Ta cywatb y Bakyymi. 14,3 r, 45%
BUXia.

b. po3unH BuLeBkasaHoro npoaykty, 9,19 r etn-
neHrnikonto Ta 8,9 r napartonyoncynbOKUCIOTU B
100 Mn Tonyony nepemilyoTe NpU KUM'ATiHHI 3BOpO-
THIM XONOAUIBHUKOM, NPUYOMY BOZy 36MpatoTh Yy fo-
Bywky [iHa-Ctapka. [licns OXONOMpKEHHS pPO34UH
npommBatoTb Bogot, 1H NaOH Ta Bogoto nepep cyLu-
KO Haf cynbgaTtom MarHito. [licns BunaproBaHHSA
PO34YMHHMKA OTPUMYIOTL Onito (20,17 T), iKYy po34nHSs-
toTb B EtOh (70 mn). Micns BMCTOIOBaHHA Ha NpoTA3i
1 roavHun kpemonofibHui ocag BiAdINbTPOBYOTH Ta
cywartb y BakyyMi. OTpumytote 10,44 T.

c. [o po3umHy NaOMe (5,1 r) B eTaHoni (75 mn)
popatoTb 8,2 r ryaHiguHrigpoxnopuga. [llicns nepe-
MiwyBaHHA Ha npoTaAsi 30 xsunuH NaCl BigdinbTpo-
BYIOTb, [OAAl0Tb BULUEBKa3aHW aueTanb, Ta OTpu-
MaHy CyMill nepeMilyoTb NPU KUM'ATIHHI 3i 3BOPOT-
HiM XOnoAunbHUKOM Ha npoTasi 1 roguHu. MoTim pos-
YMHHMK KOHLIEHTPYIOTb, a OTPUMaHUA NpoayKT Biadi-
NbTpoBytOTh. [licna nepekpucTanisauji 3 eTaHony oT-
pVYMYyIOTb NPOAYKT y BUrMAgi 6inoro TBepaoro npogyk-
Ty, 7,67 r BUXxig, T.nnaeneHHsa 212,5-214°C.

OnamiHonipumiguH (6,12 1) po34mHsIIOTL B €TaHO-
ni (250 mn), fogaTb KOHLEHTPOBAHY COMSIHY KUCMO-
Ty (2,07 mn) Ta cycneHsito OXONOMKYHOTb Ha MPOTA3i
2 roguvH. Ocag BigdinbTpoBYOTL Ta CywaTte A0 OTpU-
MaHHs rigpoxnopuaHoi coni, 5,52 r.

Mpuknag 21 B

a. 2,3-auxnopgeHinouToBa KucrnoTa

100 Mn KOHLEHTPOBAHOI CONSIHOT KMCNOTU BUMK-
BaloTb Ha NoApibHeHy Kpury, Len po3ynH godalTe 40
2,3-puxnopdeHinaueToHitpuny (30,6 r), Ta oTpumany
CyMill KMN'ATATb 3i 3BOPOTHIM XOMNOAWUMbHUKOM Ha
npoTs3i 3 roguH. Micns oxonomkeHHs cyMmill po3bas-
naoTe  Bogoto (500 mn), ekcTparyioTb EtOAc
(600 mn), Ta opraHiyHy ¢hady NpoMMBalOTb PO3CONIOM
nepen TUM, SIK cylwlaTb Haf cynbgatomM MarHito. Micns
BMMaploBaHHA PO3YMHHUKA OTPUMYIOTe Ginnin TBep-
ann npoaykt, 31,3 .

b. ETun-2,3-amuxnopdeHinauerat

o cycneHasii kucrnotn B etaHoni (200 mn) goga-
I0Tb KOHLIEHTPOBaHy cipyaHy kucroty (1 mr), Ta oT-
pyUMaHy CyMill nepeMillyoTe NPW KUMiHHI 3i 3BOPOT-
HiM XonoAunbHUKOM Ha npoTa3i 3 roguH. licna oxo-
NOMKEHHS PO3YMHHUK BMMApIOOThb, @ 3anuwok obpo-
6ntotoTe KoHueHTpoBaHoto NHsOH (3 mn) B 50 mn
Bogn. OpraHiuHy ¢asy ekctparyiot B CHCl,, cy-
waTtb Haf cynbdaTtoM MarHito, Ta PO34YMHHUK BuMNa-
pIoI0Th, OTPUMYOUU NPOo3opy pianHy, 19,88 r.

C. Etun-2-(2,3-guxnopdeHin)-3-N-mopdonin-
akpunat

13

Ho cymiwi cknagHoro edipy, mopdoniHa (40,7 r)
Ta etunoptocopmarta (69,24 r) gogaloTb OLITOBUMA
aHrigpug (0,5 mn), Ta oTprMaHun G6nigo-XoBTUIA PO3-
YMH NepeMmillyloTb NpU KUN'ATIHHI 3i 3BOPOTHIM XOro-
ANNBbHUKOM Ha NpoTaAsi 3 roauH. MMicna oXonomKeHHs
CYMiLll KOHLEHTPYIOTb Y BakyyMi. [lousHae yTBoptoBa-
TMCb GinuMn ocap, Ta Moro BigQINLTPOBYOTL NeEpen
nopanbLWnM KOHLEHTPYBaHHAM inbTpaty 40 OTpu-
MaHHSl KOpuU4HeBOI npo3sopoi onii. lMicna BucToloBaH-
HA Yy BakyyMi Ha MpOTA3i HOYI OTPUMYHOTb XKOBTUN
TBEPANU NPoaykT, 34,34 T.

d. 5-(2,3-guxnopdeHin)isounTo3nH

[o BuLeBka3aHOro cknagHoro edipy AodaroTb
ryaHiguHrigpoxnopvg (26,6 r), Wwo cycneHgoBaHun y
2-meTokcmeTokeuai Hatpito (3 6,6 r Na) B 2-meTokeu-
etaHoni (150 mn), Ta oTpumaHy Cymill NnepemiLlyoTb
npy KUN'ATiHHI 3i 3BOPOTHIM XONOAMMBHMKOM Ha Mpo-
Ta3i Houi. lMicna oxonomkeHHs OTpUMaHy CyMill KOH-
LEeHTPYIOTb Yy BaKyyMi, po3unHstoTb Bogoto (100 mn),
a notim npomusatoTb Et20O (200 mn). BogHy dasy nia-
kucnotoTs AcOH, Ta ocag ¢inbTpyloTe Ta NpomuBa-
toTb EtOH, a notim Et;0 nepep cywikoio y Bakyymi.
OTtpumytoTe 13,48 T.

e. N'-(4-xnop-5-(2,3-anxnopdeHin-nipuMiguHin)-
NZ,NZ-AMMETMﬂ(bOpMaMi,D,VIH

[o cymiwi BkasaHoro isounto3vHa (14,4 1) B
CHCI (200 mn) gogatotb no kpannvHam 3a 30 xBu-
NVH cBiXMI peareHT Bincmariepa-Xaaka (3 2,75 ekBi-
BaneHTiB SOCI, Ta 2,58 eksiBaneHtis DMF), a notim
OTpPUMaHy CyMill KUN'ATATb 3i 3BOPOTHIM XONoAuIb-
HUKOM Ha NpoTA3i 6 roauH. icna OXONoMXeHHs1 NOoBi-
neHo gogatote 1H NaOH (250 mn). BogHy a3y npo-
musatoTe CH.Cl, Ta o6'egHaHi opraHiuHi ekcTpaktu
NPOMVBalOTb PO3COSIOM Mepes TUM, SK IX CyluaTb Hag
cynbaTtom MarHito. licnsa BunapoBaHHs PO34YMHHNUKA
Ta xpomaTtorpacpiyHoi 0O6pobkM Ha cwunikareni npwu
enitoBaHHi EtOAc otpumytots 13,6 1, T.nn. 113-115°C.

f. 2-amiHO-4-xnop-5-(2,3-guxnopdeHin)nipumignH

Io cdopmamignHy B EtOH (50 mn) gopatoTe eTa-
HonbHu MeNH, (8 eksiBaneHTiB) B EtOH (50 mn) Ta
OTpUMaHy CcyMmill repMeTusyoTb B peakTopi [lappa
nepeg TMM SK NepemillyioTb Npu KIMHATHIN Temnepa-
Typi Ha NpoTA3i 5 roguH. MNoTiM peakuiiHy CyMill KOH-
LEHTPYOTb Yy BaKyyMi, 3anmLiok amiwyoTe 3 1H NaOH
(75 mn), inbTPylOTh, NPOMUBAOTL BOAOKO Ta cyluaTb
y Bakyymi. OTpumytote 11,2 1, T.nn. 228-230°C.

g. 2,4-gnamiHo-5-(2,3-guxnopdeHin)nipumignH

Ho 2-amiHo-4-xrop-5-(2,3-guxnopdeHin)nipmmi-
AvHy (6,73 r) gogatoTb eTaHonbHMI amiak (30 eks. B
50 mn EtOH) ta oTpumaHy cymiw repmeTu3yoTb B
peakTopi MNMappa Ta HarpiBatoTe Ao 125°C Ha npoTasi
38 roauH. lNicna oXonomKEHHsT CyMilll KOHLEHTPYIOTb
y BaKkyyMi, a 3anuwok 3miwytoTe 3 1H NaOH (75 mn),
dinbTpyloTh, NPOMMBAaOTE BOAOK Ta CylaTb Yy BaKy-
ymi. 6,14 r. T.nn. 208-211°C.

Mpuknag 22

OTpumMaHHsa  2,4-amnamiHo-5-(2-xnopdeHin)-6-me-
TMRNipUMignHa

Lito cnonyky oTtpumytoTe 3a crnocobom j ACS
(1951), 73, 3763-70, T.nn. 225°C.

Mpuknag 23

OTpuMaHHs
MignHa

Lito cnonyky oTtpumytoTe 3a crnocobom j ACS
(1951), 73, 3763-70, T.nn. 125-128°C.

2,4-anamiHo-5-(2-xnopdeHin)nipu-
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Mpuknapg 24

OTpyMaHHs
eTunnipumianHa

OTpumytoTe 3a crnocobom npwuknagy 22, 3a Bu-
KIMIOYEHHSAM TOro, WO €eTUANPOMioaHT 3aMiHATb Ha
etunauetat. T.nn. 197-8°C.

Mpuknag 25

OTpumaHHs 2,4-anamiHo-5-(2,4-auxnopdeHin)-6-
TpudTopMeTUNNipUMiaMHa

Lito cnonyky oTpumMytoTb cnocobom, Lo aHanoriy-
HUM OTPUMaHHIO crnonyku npuknagy 14 3 2,4-guxnop-
deHinaueTtoHiTpuna (Aldrich), T.nn. 220,5-221°C.

Mpuknapg 26

OTpuMaHHsa 6-6eH3unokcumeTnn-2,4-amamiHo-5-
(2,4-pnxnopdeHin)-nipumignHa

Lito cnonyky oTpuMytoTb cnocobom, Lo aHanoriv-
HWA OTPUMAHHIO crnonyku npuknagy 16 3 2,4-guxnop-
deHinaueToHiTpuna Ta eTuneHbGeH3unokcuavlerTaTa,
3,77 r, T.nn. 171-172°C.

Mpuknapg 27

2-(4-meTunninepasuH-1-in)-4-amiHo-5-(2,4-
anxnopdeHin)nipumiguH

A) PosunH 55,7 1 (0,4 exB.) cynbdata S-metun-
izoTioce4yoBnHM B 280 M BoaM roTyoTb Ta 06epexHO
HarpiBaloTe Ha NapoBii 6aHi Npy nepemiwyBaHHi. NMo-
TiMm noBinbHO AokanytoTs 40 r (0,4 mons) N-metun-
ninepasvHa Jo po34unHy, NPOAYBaloyn Konby a3oToMm.
Ma3n, wo BuainsTbLCA, 30MpatoTb Y AeKinbKa nopuin
po3uunHy 132 r xnopuay ptyTi B 400 mn eTaHony, 9kumn
3MyLLyE MeTUNMepKanTaH ocamKyBaTuUCb Y BUrMAi
xnopuay mMetunpTyTi. [licna 3aBeplleHHa AogaBaHHSA
N-MeTunninepasnHa peakuitlo NPoAOBXYITb A0 TUX
nip, MOKN He 3aKiHYMTbCS OCaKEHHS Xnopugy me-
TMNPTYTi. [OTIM peakuinHy CyMmill KOHUEHTPYTb Y
BaKyyMi Ta OXONOMKYOTb, O NPU3BOAUTL OO KpWC-
Tanizauii N-metun-N'-amiHoninepasuHcynbgaTa, OT-
pumytoTb 50,79 .

B) Cymiw 76,3 r (0,356 mons) o-dopmin-2,4-
anxrnopdeHinaueToHiTpuna, 63,7 r i3oaminoBoro cru-
pTy, 0,36 r napa-tTonyoncynsgokucrnoTtn, 895 mn To-
nyony Tta 10 kpannuMH KOHLEHTPOBaHOI CipyaHol Kuc-
NoTW HarpiBaTb NpU KUM'ATIHHI 3i 3BOPOTHIM XOI0-
OnnbHUKOM Ha npoTa3i 20 roguH y NPUCYTHOCTI nacT-
kv OiHa-CTapka Ans BuaaneHHs BOAM, WO YTBOPHO-
€TbcA y npoueci peakuii. MoTiMm gogaTe piBHY nop-
Lit0 i30amMinoBoro cNMpTy Ta AeKinbka KpanmnuH cipya-
HOI KMCMOTW, Ta peakuiiHy CyMill HarpiBaloTb Lie
20 roauH Jo TUX nip, NOKK He 30epyTb TEOPETUYHY Ki-
NbKiCTb BOAW. PO3UMH OXONOMKYIOTh.

C) Mopuijto 8,2 r HaTpito po3unHAloTe B 500 mn
abcontotoBaHoro etaHony, gogatwts 50 r N-metun-
N'-amiHoninepasuHcynbdarta. OTpumaHy cymiw ne-
pemiwytoTb we 10 xBunuH. JogaoTs po3yunH B. Cy-
Mill KMO'ATATb NpU NepemillyBaHHi we 6 roguH, 3a-
NMWaTe BUCTOOBATUCh Ha NPOTA3i HOYi, Ta PO34MH-
HUK BMAansoTb y Bakyymi. 3anuwoK ekcTparyloTb
po36aBMeHO0 COMAHOK KWUCIOTOM, fKa PO3YnHsE Bi-
MblUy YacTUHY NpoAykTy. PO34MH Tpuui ekcTparyoTb
edipom, MoOTIM HenTpanisytoTe BOAHY ppakuito, fka
ocigae y BUrMsdi CMONW, sika 3aTBEPAXYETbCA Mpu
CTOsIHHI Ha npoTA3i Houi; Bara 30 r. [NpoaykT nosTOp-
HO KpucTanisytoTb 3 50% eTaHony 3 4epeBWHHMM BY-
rinnam, wo 3Hebapsnioe. Ons Toro, wob npowwna
KpucTanisauis HeobXigHO [OyXe MOoBiNbHE 0XOro-
oxeHHst; .nn. 137°C. PospaxosaHo anst C1sH17Cl2Ns:

C 58,27 H 5,07 N 20,71

3HangeHo: C 53,58 H 5,14 N 20,40.

2,4-nnamiHo-5-(2-xnopdeHin)-6-
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Mpuknag 28

OTpumaHHsa 2,4-gnamiHo-5-(2,5-gmuxnopdenin)-6-
TpudTOpMETUNNIpUMIANHA

Lito cnonyky oTpumytoTe 3a cnocobom Aans crno-
nydeHHs npuknagy 14 3 2,5-guxnopdeHsnnosoro
cnupTy (CuHTes JlaHkacTepa, 48,26 r) 4O OTPMMaHHS
BKa3aHOi y 3arofnoBKy Cronyku y kinbkocTi 3,85 T.
T.nnaeneHHs 215-217°C.

Mpuknag 29

OTpuMmaHHs
Hin)nipumiguHa

3,20 r ryaHiguHxnopuaa godalTb OO PO3UYUHY
eTokcuaa HaTtpito (3 848 mr HaTpilo) B 52 mn eTaHony.
OTpumaHy 6iny cycneHsito nepemillyioTb nNpu KimHaT-
Hin Temnepatypi Ha npoTtasi 10 xsunuH. [doparoTtb
eHonbHWIM edip 3 npuknagy 3,2 (4,40 r), Ta oTpumany
CyMiLL NepeMillyoTb NPU KUN'ATIHHI 3i 3BOPOTHIM XO-
noavneHWkoM Ha npotasi 3,5 roguH. llicns oxoro-
PKEHHS CyCneHsito inbTpyoTb, Ta OTpUMaHUi inb-
TpaT BUNaploTL Aocyxa Yy Bakyymi. [licna xpomarto-
rpacpiyHoi 0OpOGKM Ha cunikareni npu  enitoBaHHi
CHCIz go 3% MeOH-CHCIl; oTpumytoTb ULinbOBWIA
NPOAYKT, KU peTenbHO po3TUparnTb 3 edipoM Ta
cywatb y Bakyymi. Buxig 2,10 r. T.nnaBneHHa 246-
249°C.

Mpuknag 30

OTpumaHHa  4-amiHo-5-(3-6pomdeHin)-6-metun-
2-(4-meTunninepasuH-1-in)nipumigmHa

Ho posumHy NaOEt (3 0,92 r Hatpito) B 75 mn
eTaHony gopatoTe 3-6pomdeHinaueToHiTpun (Aldrich,
7,85 r) Ta etunauetar (3,52 r). OTpumaHy cymiwl Ha-
rpiBaloTb NPU KUM'ATIHHI 3i 3BOPOTHIM XONOANNbHUKOM
Ha nNpoTA3i 6 roauH. MNicns oXonoMKEHHsI CyMilll KOH-
LEeHTPYIOTb Ta 3anuoK po34nHATL Yy BoAi. BogHy
a3y npomusatoTe edipoM, nigkucnooTe 2H HCI Ta
ekcTparyloTe edipom. OTpumaHi ekcTpakTn 3nusa-
l0Tb, CyllaTb HaA CynbaTomM MarHito Ta BUNapoTb.
3,6 r. T. nnaBneHHs 97-103°C.

OTpumanuii keToH (3,7 r), eTuneHrnikone (5 mn)
Ta napatonyoncynbdokucnoty (100 mr) HarpiBaloTb
npy KAN'ATIHHI 3i 3BOPOTHIM XONOAUINBHUKOM B TOSyO-
ni (100 mn) B anaparti iHa-Ctapka Ha npoTasi 3,5 ro-
AvH. OTpyMaHy CyMill OXONMO4XY0Tb, KOHLEHTPYIOTb
Ta 0o 3anuwky gogaiTb Bogy. OTpyMaHuin NpoayKT
eKkcTparyloTb edpipoM, Ta OTpUMaHi eKCTpakTu 3nuBa-
l0Tb, CyllaTb HaA CynbaToM MarHito Ta BUNapowTb,
4,03, 1.nn. 68-75°C.

Oo posunHy NaOEt (3 0,28 r HaTpito) B eTaHoni
(30 mn) gopgaoTs N-meTunninepasvHohopMamignH-
rigpoiogua (2,7 r). MNicna nepemillyBaHHA Ha NpPoOTA3i
10 xBunuH gogatoTb ketanb (1,41 r), Ta oTpMmaHy cy-
MiLLl NepeMilLyoTb NpU KAMN'ATIHHI 3i 3BOPOTHIM XOmo-
OUnbHUKOM Ha npoTasi 4 roauH. lMicna oxonomxeHHS
cycneHsil Ti inbTpyoTb, Ta OTpUMaHW inbTpaT
KOHLIEHTPYIOTb. 3annLoK o4MLLaloTe XpomaTtorpadiy-
HO Ha cwunikareni, enitoTe 10% MeOH/CHCI; go
OTpUMaHHS UinboBoro npoaykty, 0,48 r. T. nnaenex-
Ha 120-121°C.

Mpuknap 31

OTpumaHHs 2,4-pgnamiHo-5-(1-HadTun)-6-Tpu-
dpTOpMETUNNIpUMIANHA

Lito cnonyky oTpuMytoTb CNocobom, Lo aHarnoriv-
HUA OTPUMaHHIO cnonyku 14 3 1-HadpTUNauUToHITpUNa
(Aldrich, 10 r), O OTpMMaHHS BKa3aHOi y 3arofoBKy
cnonyku 3 Buxogom 0,69 r, T.nn. 224-226°C.

2,4-pnamiHo-5-(2,3,5-Tpuxnopde-
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Mpuknap 32

OTpyMaHHs
auxnopnipumiavHa

1. ETvn-2,4-guxnopdeHinaverat

2,4-puxnopdeHinaueTtoritpun (27,9 r, 150 mmo-
ns) cycneHaytots B 2H NaOH (400 mn), Ta oTpumMaHy
CyMill KMMN'ATSATb 3i 3BOPOTHIM XOMNOAWINBbHUKOM Ha
npoTa3i 4 roanH. OXonoLKeHy peakLiiHy Cymill eKc-
TparytoTe edipom (2x200 mn), nigkucnoTs 4o pH 3,
Ta TBEpAMM NPOAYKT hinbTpyloTe Ta cywate (22 T,
70%).

20 r npoaykTy posuuHsoTe B EtOH (300 mn) Ta
KOHLEHTPOBaHy cipyaHy kucnoty (5 mmn) obepexHo
popatoTe. OTpuMaHy cyMmill KMN'STATb 3i 3BOPOTHIM
XONOAUNBbHVMKOM Ha MpoTasi 7 roguH. OxonomkeHy
peakuiinHy Cymill BUNApIoTb MNPU MOHWKEHOMY TUC-
Ky, Ta 3anuLwiok po3ginatoTte Mk CH2Cl, Ta Bogoto (no
30 mn koxHoro). OpraHiyHuiA wap ekcTparyloTe Hacu-
YeHUM po3ynHoM BikapboHaTta HaTpito (200 mn), npo-
MuBatoTb Bogow (100 mn), cywaTts Ta BUNapolTh Y
Bakyymi OO0 OTpUMaHHA  eTun-2,4-guxnopdeHin-
auetaTta y Burnagi onii (22,2 r, 89,5%).

2. QueTtnn-2,4-anxnopdeHinManoHat

Hatpin (1,86 r, 0,081 M) pogatoTb nopujisiMu B
abcontotoBaHui eTaHon (150 mn) npu nepemiwyBaH-
Hi. icna Toro, Sk BeCcb HaTpi PO3YMHUTLCS, AoKany-
10Tb PO34MH eTun-2,4-guxnopderinauertara (20 r) B
avetunkap6oHarti (50 mn). PeakuiHy cymiw HarpiBa-
I0Tb 4O TWUX Mip, NOKM He BiaroHuTeca EtOH. LBua-
KiCTb [OOaBaHHS KOHTPOMOIOTb TakMM YMHOM, LWO6
LLIBUAKICTb PO3roHKM Byna piBHOMipHot0. [icns 3aBep-
LeHHA OoAdaBaHHA peakuivHy CyMill HarpiBaloTb Ta
neperoHsiloTb We 4 rognHn. OXOonomKeHy peakuinHy
cymiw posgingaite Mk Bogot (300 mn) ta EtOAC
(300 M) Ta opraHiyHUIA Wap cyLiaTe Ta BUNapoTb Y
BaKyyMi [O OTpPMMaHHS onii XOBTOro Konbopy (21 T,

2-amiHo-5-(2,4-anxnopdeHin)-4,6-

85%).
3. 2-amiH0-5-(2,4-guxnopdeHin)-4,6-airigpokcu-
nipuMianH

Hatpin (4,52 r, 0,196 M) gopatoTe nopuisMmn Ao
etaHony (150 mn). lMicnsa Toro, sk PO3YNHAETECS BECH
HaTpii, AopalTb ryaHiavHrigpoxnopua (12,44 r,
0,13 M), a notim ametun-2,4"-guxnopdeHinmanoHart
(20 r, 0,655 M). OTpmaHy cyMill KUM'ATATL 3i 3BOPO-
THIM XONOAMITBHUKOM Ha npoTsasi 6 roguH, EtOH Bu-
AansTb Npy NOHWKEHOMY TUCKY, a 3anuLIOK po3gi-
naoTe Mk 2H NaOH (400 mn) ta EtOAc (400 mn).
BooHun wap nigkucnioTb KOHLEHTPOBAHOK COMs-
HOI KUCIIOTOK MpU OXOMNOMXKEHHI Ta ocad BiadinbT-
poBytoTb Ta cywaTtb (111, 62%).

4. 2-amiHo-5-(2,4-guxnopdeHin)-4,6-gnxnopde-
HinnipumignH

Cymiw 2-amiHo-5-(2,4-guxnopdoeHin)-4,6-gurigp-
okcunipumiguHa (10 r), docdopunxnopuga (100 mn)
Ta gumeTtunadiniHa (1,5 mn) kMN'ataTe 3i 3BOPOTHIM
XONOAMNBHUKOM Ha npoTAsi 6 roguH. OxonomkeHy
peakuinHy cymiw obepexHo AoaaroTb 0o noapibHeHOT
KpUrM Ta HEPO34MHHY TBEpAY YacTuHY iNbTPYOTh Ta
npomusatoTe 2H HCI, a notim Bogoto. TBepay 4acTu-
HY MOBTOPHO CyCMeHAylTb Y BOAiI, HEenTpanisyTb
(0,88 NH4OH) npun oxonogxeHHi, Ta OTpUMaHy CyMiLl
3anuualoTb Ha HiY Npu KiMHaTHIA TemnepaTypi. He-
PO34YMHHY YaCTUHY BiAdinbTPOBYIOTb, CyllaTe Ta O4M-
LaTb 3a Jonomoro xpomMaTtorpadii i MUTTEBUM BU-
napeHHAM 00 OTPMMaHHS CMOMyKW, WO BKa3aHa y 3a-
ronoeky (2,5 r, 22%), T. nnaBneHHsa 211-213°C.
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PesynbTatu mikpoaHanisy:

PospaxoeaHo: C 38,83 H1,6 N 13,59
3HangeHo: C 38,59 H 1,53 N 13,40
Mpuknag 33

OTpumaHHsa  2,4-gnamiHo-6-xrop-5-(2,4-guxnop-
deHin)-nipumignHa

Cymiw 2-amiHO-5+(2,4-guxnopdeHin)-4,6-aun-
xnopnipumignHa (0,5 r) (npuknag 32) EtOH Hacuue-
Horo amiakom (20 mn) Ta nopowky migi (0,05 r) Harpi-
BaloTb B aBToknaei npu 180°C Ha npoTaAsi 18 roguH.
OxonomkeHy peakuiiHy cyMmiw inbTpyloTb, BuUNa-
pIOIOTb Ta 3anuMLLIOK OYULLYIOTL Ha XpoMaTorpadiyHin
KOMOHUj 3 MMWTTEBMM BWNAPEHHSIM A0 OTPUMAHHS
cnonyku, Wo BkasaHa y 3aronosky (0,12 r, 25%).
T. nnaBneHHs 219°C. MikpoaHanis:

PospaxoeaHo: C 40,82 H 2,55 N 19,05
3HangeHo: C 41,27 H 2,46 N 18,74
Mpuknap 34

OTpumaHHa  2-amiHo-4-xrop-5-(2,4-anxnopde-

Hin)-6-meTunTionipymiguHa

Cymiw 2-amiHo-5-(2,4-guxnopdeHin)-4,6-ou-
xnopnipumignHa (0,5 r) (npuknag 32), THF (15 mn),
HaTpieBoi comi meTaHTiona (0,113 r), nopoLwKy Migi
(0,05 r) Ta TpUC-(2-(2-METOKCMETOKCH)-ETWIT)aMiHa
(0,1 r) HarpiBatoTb B aBTOKNasi nopu 180°C Ha npoTs-
3i 18 rognH. OxonomKeHy peakuiiHy cyMill inbTpy-
0Tb, BMMApPIOTb Ta 3aMLLIOK OYULLAI0Tb XpoMaTo-
rpacpiyHo 3 MUTTEBMM BUNAPIOBAHHAM 4O OTPUMAHHS
cnonyk, Wo BkasaHa y 3aromosky (0,262 r, 5%).

T.nnaeneHHs  201-202°C  (MOM'SIKWIYETbCA  NpM
196°C). MikpoaHarnis:
PospaxoeaHo: C 41,19 H 2,50 N 13,10
3HangeHo: C 41,10 H 2,52 N 12,77
Mpuknag 35

OTpumanHsa 2,4-gnamiHo-5-(2,4-gnxnopdeHin)-6-
mMeTunTionipumiaMHa

Cymiw  2-amiHO-4-x110p-5-(2,4-gnxnopdeHin)-6-
meTtunTionipumiguHa (0,5 r) (npuknag 32) EtOH Hacu-
YeHun amiakom (20 mn), nopowky wmigi (0,05 r) Ta
Tpuc(2-(2-meTokenetokeum(etmn)amina (0,01 r) Harpi-
BaloTb B aBToknasi npu 180°C Ha npoTaAsi 18 roguH.
OxonomKeHy peakuiHy cyMmiw inbTpyloTb, BuUMa-
pIOIOTb | @ 3anuLIoK ouuLalnTb XpomartorpadiyHo 3
MUTTEBUM BUMAapIOBaHHAM [0 OTPUMMAaHHS CrONyKu,
wo BkasaHa y 3aromnosky (0,11 r, 20,5%), T. nnas-
neHHs 191-192°C. MikpoaHanis:

PospaxoBaHo ans

0,2 rigpaTa: C 43,33 H 3,41 N 18,38
3HangeHo: C43,37 H323 N 18,33
Mpuknag 36

2-aMiHo-5-(3,5-guxnopdeHin)-6-metnn-2-(4-
mMeTunninepasuvH-1-in)-nipumignH

a. 3,5-auxnopdeHinaueToHiTpun

Cymiw 3,5-gnxnop6eHsunosoro cnupTty (Aldrich,
25 r), TioHinxnopuga (100 mn) Ta DMF (0,5 mn) ne-
pemMilyloTb Ta KMN'ATATb 3i 3BOPOTHIM XONOAUIbHU-
KOM Ha npoTasi 4 roguH. Micna oxonogXeHHs CyMill
KOHLIEHTPYIOTb Y BakyyMmi, 3anvoK MoMiwalTb B
ecip, npommBaloTs HacuyeHum BogHUM NaHCO; Ta
po3conom, cywaTb Haf Cynb(aToM MarHito Ta KOH-
LeHTPYIOTb Y BakyyMmi 4O oTpuMaHHsa 3,5-gnxnopbeH-
3unxnopuaa y BUrMadi CBITNO-XOBTOI TBeEpAOl peyo-
BMHM, Ky BMKOPUCTOBYIOTb 63 nodanbLuoi O4MCTKH,
28 r, 1.nn. 32-36°C.

Oo posumHy 3,5-guxnopbeHsunxnopuga (28 r),
LLIO iHTEHCMBHO Nepemillyetbes, B 150 mn gnxnopme-
TaHa gogatoTb cymiw KCN (27,5 r) Ta kicnoro cynb-
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daty TeTpabyTunamonis (2,38 r) y Bogi (110 mn). Ii-
Ccns nepemiwyBaHHA NpU KiIMHATHIA TemnepaTypi Ha
npoTasi 22 roguvH Cymill pOo3YMHAIOTbL AuXIopMmeTa-
HOM, OopraHiyHy ¢a3dy npoMuBaloTb BOLOI Ta KOHLEH-
TPYOTb Y BakyyMi 0O oTpuMaHHs onii. lMicna ¢inbT-
pyBaHHs1 Yepes cunikarenb 3 TOMyosloM, KOHLEHTPY-
BaHHSA Ta peTeNnbHOro po3TMpaHHs 3 rekcaHoMm OTpu-
MYIOTb LiNbOBUA NPOAYKT Yy BUMsiAi 6e3konbopoBoi
TBEpAoi pevoBuHK, 15,8 1, T. nnaBneHHst 31-32°C.

b.  4-amiHo-5-(3,5-gnxnopdeHin)-6-metnn-2-(4-
MeTunninepasvH-1-in)nipyumiamH

Jo posunHy NaOEt (3 0,69 r HaTpito), o nepe-
MilWwyeTbes, B eTaHoni (25 mn) npu KUN'ATiHHI 3i 3BO-
POTHIM XONOAMMBHUKOM, A0Aal0Th 3a 5 XBUMWH CyMiLl
3,5-guxnopdeHinaueToHiTpuna (9,3 r) Ta eTunauera-
Ta (3,3 r) y cyxomy gumeTtokcumetaHi (10 mn). lMicna
nepeMilllyBaHHsi NpWY KUN'ATIHHI 3i 3BOPOTHIM XOnoau-
NbHUKOM Ha npoTsasi 4 roguH, OTpUMaHy CyMill OXo-
NOMXKYOTb Ha KpW3i, NiAKUCNSIOTb OLTOBOK KWUCHO-
TOI0, BUNUBAIOTb Y XONOAHY BOAY Ta eKCTparyloTb an-
xrnopmetaHoM. O6'egHaHi eKCTPaKkTu NMPOMMBaIOTb BO-
000 Ta KOHUEHTPYIOTb 40 OTpuMaHHsa onii. lMicna pe-
TENbHOrO PO3TUPAHHS 3 reKCaHoOM OTpuMytoTb 2-(3,5-
anxnopdeHin)-3-okcobyTMpoHiTpun y Burnagi 6esko-
NbOPOBOro TBEPAOro NPoaykTy (4,15T).

Jo posunHy auunauetoHiTpuna (4,1 r) B8 100 mn
edipy godaloTb NOpLisiMM HAAMULLOK PO34KMHY Aia3o-
MeTaHa B edipi. Micna nepemiwyBaHHA Ha MNpOTA3i
2 rouvH nNpu KiMHaTHIN TemnepaTypi PO34YNH KOHLIEHT-
pyOTb Yy BakyyMi 0 OTPUMAHHS eHONbHOro edipy.

Ho posumHy NaOEt (3 0,72 r HaTpito) B eTaHoni
(25 mn) pogatote N-meTunninepasnHodopMaMignH-
rigpoiogua, (7,29 r). Yepes 10 xBunuH godatoTb pos-
YMH BULLEBKA3aHOrO €HOMbHOro edhipy B eTaHoni
(25 mn1) Ta NOTIM NepemiLLyloTb NPY KUM'ATIHHI 3i 3BO-
POTHIM XONOAUMBHUKOM Ha npoTasi 4,5 roguH. Micns
OXOMOOXKEHHS PO3YMHHUK BUMAPIOOTE Y BakyyMi, a
3anuwok BcTpsixytoTe 3 2H NaOH (50 mn). Teepay
YacTuHy inNbTPyOTb, NMPOMMBAOTE BOAOK, CyLIaTb
Ha MoBiTpi Ta 0bpobniooTb XxpomaTorpadiyHo (aBo-
okmc kpemtito 1:9 MeOH:CHCI3) go oTpumaHHs Ui-
NbOBOro NPOAYyKTy y BUMsAi 6e3KonbopoBoro TBep-
pgoro npoaykty, 1,6 r. T. nnaBneHHsa 164-166°C.

Mpuknag 37

OTpumanHs 2,4-gnamiHo-5-(2,5-gnxnopdenin)-6-
MeTunnipumiaMHa

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriy-
HUI cnocoby oTpuMaHHs npuknagy 6 3 2,5 guxnop-
©eHaunoBoro cnupTty (cuHTe3 JlaHkactepa). T. nnae-
neHHs 226-228°C.

TCX (SiO2: CHCI3/MeOH, 9:1) Rf=0,24.

Mpuknag 38

OTpumaHHsa 2,4-gnamiHo-5-(3,4-gmxnopdenin)-6-
TpudTOpMETUNNIpUMIANHA

Lito cnonyky oTpyMytoTb Ccnocobom, Lo aHanoriy-
HUI cnocoby oTpMMaHHS crnonyku npuknaga 4, 3 3,4-
anxnopdpeHinaueTtoHiTpuna (Aldrich), T. nnaBneHHs
252-254°C:

TCX (SiO2; metaHon/xnopodopm, 1:9) Rf=0,38.

Mpuknag 39

OTpumaHHsa  2,4-gnamiHo-5-(2,3-guxnopdeHin-4-
HiTpOdeHIN)NipumiguHa

Lito cnonyky oTpymMytoTb cnocoGom, Lo aHanoriy-
HWUIA crnocoby OTpUMaHHS crnonyku npuknagy 5 3 2,4-
AnamiHo-5-(2,3-gnxnopdeHin)nipumignHa (npwk-
napg 21). B pesynbTaTi peakuii oTpyMyloTb Cymill 4-
HITPO Ta 5-HITpONOXiOHWX, 3 AKUX BUAINSAOTb CMOMNYKY,
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Lo BKa3zaHa Yy 3arofioBKy, Ha XxpomartorpacdiyHin ko-
noHui (SiO2, EtOAC), 1.nn. 237-239°C. Takum xe 4u-
HOM BWAINATL 2,4-AnamiHo-5-(2,3-guxnop-5-HiTpo-
deHin)-nipumigunH, T. nnaeneHHs 264-6°C.

Mpuknag 40

OTpumaHHsa 2,4-gnamiHo-5-(2,4-gmuxnopdenin)-6-
(amnetokcumeTun)-nipumiguHa

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HUM crnocoby oOTpumaHHs  2,4-gnamiHo-5-(2,3-gu-
xropdeHin)-6-(auetokcumeTnn)-nipumignHa  (MpuK-
napg 18.1) 3 2,4-gpuxnopdeHinaueToHiTpuna, T. nnae-
nexHs 225°C.

Mpuknag 41

OTpumaHHsa 2,4-gnamiHo-5-(3,5-gmxnopdenin)-6-
MeTunnipumigmHa

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HUI cnoco®y OTPUMaHHS cnonyku npuknagy 6 3 3,5-
aunxnopdeHinaueToHiTpuna (Aldrich), T. nnaBneHHs
242-244°C.

Mpuknag 42

OTpumaHHsa 2,4-gnamiHo-5-(2,3-gmxnopdenin)-6-
TpucbTopMeTUnnipumiamnH-N-okcuaa

Lito cnonyky oTpumytoTb 3i cnonyku npuknagy 14
npu B3aemogii 3 MCPBA B CHCI3 npu KiMHaTHIA Tem-
nepartypi. T. nnaBneHHs 275-278°C.

Mpuknap 43

OTpumanHsa 2,4-gnamiHo-5-(2,3-gmxnopdeHin)-6-
TpubpommeTunnipumignHa

Lito cnonyky oTpumytoTe 3i cnonyku npuknagy 15
npu B3aemogii i HagnuwkoMm BpomMy Ta aueTaTty Hart-
pito B OLTOBIN KUCMOTi NPU KUM'ATIHHI i 3BOPOTHIM XO-
noguneHukoMm. Cnonyky, L0 BKkasaHa Yy 3arosioBky,
BUAINATL i3 cyMiwi 3i cnonykow npuknagy 15 Ha
xpomaTorpadiyHii konoHui. T. nnaeneHHs 210°C (3
po3Kr.).

Mpuknag 44

OTpumanHsa 2,4-gnamiHo-5-(2,4-gnxnopdeHin)-6-
MeTOoKCUMETUNNipuMianHa

Lito cnonyky oTpumytoTb Cnocobom, Lo aHanoriv-
HWUIA crnoco®y npuknagy 2, 3 2,4-guxnopdeHinaueTo-
HiTpuna, T. nnaeneHHs 183-185°C. Ha TCX opgHa
nnama.

Mpuknap 45

OTpumanHsa 2,4-gnamiHo-5-(2,6-gnxnopdeHin)-6-
MeTunnipumigmHa

Lito crnonyky oTpumytoTb 3a cnocobom, Lo aHa-
noriyHMn cnocoby npuknagy 6 3 2,6-guxnopdeHin-
aueToHiTpuna (Aldrich). T. nnaesnexHs 250°C.

Mpuknap 46

OTpumanHsa 2,4-gnamiHo-5-(2,4-guxnopdeHin)ni-
puyMiguH-6-kapbokcanbaeriga

Lito cnonyky oTpumyloTe 3i cnonyku npvknagy 40
cnocobom, Lo aHanoriyHuin cnocoby npuknagy 18.2.
T. nnaeneHHs GinbLe 350°C.

Mpuknag 47

OTpumanHsa  2,4-gnamiHo-5-(2,3-amxnop-4-HiTpo-
deHin)-6-meTnnnipumiguHa

Lito cnonyky oTpumMyloTe 3i cnonyku npuknagy 15
cnocobom, Lo aHanorivyHMm cnocoby OTpUMaHHS crno-
nykn 39, T. nnaeneHHs 265°C. Takox B pe3ynbTaTi

peakuii oTpumyloTb  2,4-gnamiHo-5-(2,3-guxnop-5-
HITPOEHIN)-6-MeTUN-NipUMIgUH.
Mpuknag 48

OTpumanHs 2,4-gnamiHo-5-(2,4-gnxnopdeHin)-6-
riapokcuiMiHoMeTun nipuMiaMHa
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Lito cnonyky oTpuMyloTb 3i cnonyku npuknagy 46
npu B3aeMopji rapoKCcUnamiHrigpoxnopuaom B eTa-
Honmi, T. NnaBneHHs 260-265°C.

Mpuknag 49

OTpumaHHs 2,4-anamiHo-5-(2,4-auxnopdeHin)-6-
rigpokcumeTunnipnumiguHa

Lito cnonyky oTpuMyloTb 3i cnonyku npuknagy 46
cnocobom, Lo aHarnoriYHWin cnocoby OTPUMaHHS cno-
nykw y npuknagi 18.3, T.nn. 169-171°C.

Mpuknag 50

OtpumanHa  2,4-guamiHo-5-(2,3,4-Tpuxnopde-
Hin)-6-meTunnipumignHa

Lito cnonyky oTpuMytoTb 3i cnonyku npuknagy 47
npw BigHoBrneHHi amiHy (PtO2, Hz, AcOH), oTpumaHHs
(ak y npuknagi 57). Cybnimyetbca npu 275°C. 3a ga-
HUMM TCX romoreHHo (meTaHon)xrnopodopm, 1:9)
Rf=0,36.

Mpuknag 51

2,4-gnamiHo-5-(2,6-guxnopdeHin)-6-meTokcume-
TURNipUMIanH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriv-
HUIA crnocoby OTpUMaHHSA cronyku npuknagy 2 3 2,6-

anxnopdpeHinauetoHitpuna  (Aldrich), T.nnm 204-
207°C.

Mpuknag 52

OTpumanHa  2,4-gnamiHo-5-(2,3,5-Tpuxnopde-

Hin)-6-TpyxnopmeTunnipuMigmHa

Lito cnonyky oTpuvmyloTb 3i CMOnyku npuknagy 6
npu B3aemogii 3 NCS B AcOH npu 100°C (kaTanisa-
Topa AIBN), T. nnaeneHHsa 226-227°C.

Mpuknag 53

2,4-gnamiHo-5-(2,4-gunxnopdeHin)-6-cdpTopmeTnn-
nipuMiamMH

1. 2,4-anamiHo-6-6pommeTun-5-(2,4-guxnopde-
HiN)nipumiguH

2,4-pnamiHo-6-6pommeTnn-5-(2,4-guxnopdeHin)-
nipumiguH (npuknag 26) (6,5 r) po3unHsaoTs B 47%
pO34MHi BPOMUCTO-BOAHEBOI KUCINOTU B OLTOBINA KUC-
noti (75 mn) Ta oTpuMaHy CyMmill nepemiwyoTe Npu
100°C Ha npoTasi 6 roguH. licna BUCTOlOBaHHSA Npu
KiMHaTHI TemnepaTypi Ha NpoTs3i Houi aurigpo6po-
MigHy cinb BiAdINLTPOBYOTbL, NPOMMUBAaOTL edipoM
Ta cylwartb Y Bakyymi, 6 T.

Jo posumHy gurigpobpomigHoi coni (0,43 r), wo
nepemilyeTbcs, B AumeTuncynbdokeugi (4 mn) go-
KanyoTb po3ynH GikapboHaTy HaTpito (0,84 r) B 10 mn
Boan. Yepes 30 xBunuH ocag BigdINbTPOBYIOTH,
npoMmnBaloTe BOAOKO, MOTIM edipoM Ta cywaTb y Ba-
Kyymi, 0,26 r, T.nn. 6inbwe 270°C (3 posknagaHHsMm).

2. 2,4-gpnamiHo-5-(2,4-guxnopdeHin)-6-dpTopme-
TANMIpUMIONH

Jo posunHy 2,4-gnamiHo-6-6pommeTnn-5-(2,4-
anxnopdenin)-nipumigmuHa (1,04 r) B TeTpameTuncy-
nboHi (4,5 mn) gogatoTb dTopug uesito (1 ). OTpu-
MaHy CyMmill nepemilwyoTe Ta HarpisaioTb npu 100°C
Ha MpoTaA3i 4 roguH, PO3YMHAKTE BOAOK Ta eKcTpa-
rytote xrnopodopmom. O6'egHaHi eKCcTpakTu npomu-
BalOTb BOAOI, CylaTb Hag cynbdartoMm MarHito Ta
KOHUEHTPYIOTb Y Bakyymi. 3anuwok o6pobntotoTb
XpomaTorpadidHo (aBookuc kpemHito 19:1,0,1 guxno-
pmeTaH/MeTaHon/TpueTunamiH) 4O OTPMMaHHS Cro-
nyKu, Lo BKa3aHa Yy 3arofoBKy, SKy nepekpucTaniso-
BytoTb 3 eTaHony 0,19, T. nnaeneHHsa 210-211°C.

Mpuknag 54

OTpumaHHsa 2,4-gnamiHo-5-(2-xnop-5-(N,N-gume-
TUncynbamoin)-ceHin)-6-metTunnipumiguHa
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1. 2,4-gnamiHo-5-(2-xnop-5-HiTpodeHin)-6-meT-
UnnipumiamMH

Jdo posunHy  2,4-gnamiHo-5-(2-xnopdeHin)-6-
mMeTunnipumigmHa (11,84 r) (npuknag 22) B KOHLEHT-
poBaHin cipyaHin kucnoti (100 mn), gogaoTb HiTpaTt
kanito (5,1 r). lMicna nepemiwyBaHHA NpW KiMHATHIN
Temnepatypi Ha npoTtasi 90 XBUMWH PO3YMH BUNMBa-
10Tb Ha Kpury Ta nignyxytots 10H NaOH. OTpumaHuii
NPOAYyKT eKcTparyloTb eTunaueTaTtoM, 3nuBaTb, Cy-
waTb Hag cynbdaTom marHito Ta BunaptotoTs, 13,9,
236-240°C.

2. 2,4-pnamiHo-5-(5-amiHo-2-xnopdeHin)-6-meT-
UnnipumiaMH

PosunH  2,4-gnamiHo-5-(2-xnop-5-HiTpodeHin)-6-
meTunnipumigmHa (13,9 r) B ouTosin kucnoTi (500 mn)
BiAHOBMIOOTb B aTtMocdepi BOAHIO B MPUCYTHOCTI
PtO2 (0,28 r). OtpumaHy cymiw dinbTpyloTb Yepes
hyflo, Ta oTpumMaHun dinbTpaTt KOHUEHTPYIOTb. 3anu-
LWIOK HEeMTpani3yloTb HAaCUYEHUM POo34YMHOM Gikapbo-
HaTa HaTpilo Ta OTPMMaHWI MPOAYKT eKcTparyloTb
eTunauetaTtom, 3MnvMBalOTb, CylwaTb Hag cynbaTtom
MarHito Ta BunaptoloTb. [licna xpomaTorpadyBaHHSA
Ha cunikareni npw entotoBaHHi CHCls go 40%
MeOH/CHCI3 oTpumytoTb uinboBui npogykt. K r,
T.nn. 117-121°C.

3.  2,4-gnamiHo-5-(2-xnop-5-N,N-gumetuncyne-
damoindeHin)-6-meTunnipumiguH

2,4-pnamiHo-5-(5-amiHo-2-xropdeHin)-6-metun-
nipumignHT (0,25 1) posunHsiote y Bogi (0,8 mn) Ta
koHueHTpoBaHoto HCI (0,5 mm). [o oxonogeHoro
po3uunHy (Hwxde 10°C) godatoTb PO3YMH HITPUTI HaT-
pito (0,07 r) y Bogi (0,5 mn). MNicna nepemilyBaHHA
npy KiMHaTHIN TemnepaTtypi Ha NpoTA3i 2 roAuH, po3-
YnH oxonogkyTe o 5°C. Hdopatotb xnopug migi
(0,05 ) Ta 5,14 M O, B ouToBIN kucnoTi (0,97 mn) Ta
peakuinHy cymiw nepemiwytote npn 5°C Ha npoTasi
Houi. Cymilw (pinbTpytoTb Ta NPOMMBAOTL BOAOK [0
OoTpUMaHHSs cynbgoHinxnopuaa, 0,23 r.

OTpumannii cynbgoHinxnopug (0,16 r) po3ynHs-
toTb B THF (2 mn), gogatotb 2 mn avetunamina. Mic-
Na nepeMillyBaHHA Ha NPOTA3i HOYI PO3YMH PO3YMHS-
I0Tb BOAOID, eKCTparyloTb eTunaueTaTtoM, 3nmBaroTb,
cywaTtb Hag cynbdaTtoM MarHito Ta BunaptotoTb. [lic-
ng xpomartorpadyBaHHs Ha cunikareni npu enitoBaHHi
2% MeOH/CHCI3; oTpumytoTe LinbOBUA MNPOAYKT
0,047 r, T. nnaBneHHs 283-285°C.

Mpuknag 55

OTpumanHsa 2,4-gnamiHo-5-(3,5-gnxnopdeHin)-6-
rigpokcunipumiguHa

1. ETun-2-uiaHo-2-(2,3-guxnopdeHin)-auetar

1,2 r HaTpito nopujismu gogaoTe Ao 50 mn eTa-
Hony npu nepemiwlyBaHHi. IMicna po3ynHeHHs1 HaTpito
JokanyloTe po3unH  2,3-auxropdeHinaueToHiTpuna
(9,4 r) B 25 mn gunetunkapboHaTa. PeakuinHy cymiw
HarpiBaloTb 4O TUX nip, NOKWN He BigroHsieTbcst EtOH.
LBmAaKicTb OoAaBaHHA PeryniolTb TakuM  YMHOM,
wob BoHa JopiBHIWOBana LWBMAKOCTI BigroHku. lMicns
3aBeplleHHs OOAaBaHHA peakuinHy Cymilw Harpisa-
I0Tb Ta BiAroHSIOTb Le Ha NpoTa3i 4 roanH. XonogHy
peakuinHy cymilw po3ginaioTe Mk Bogot Ta EtOAc
(300 mn koxHoro). OpraHiyHui Wap cywartb Ta Buna-
PIOIOTb Y BaKyyMi, @ 3anuLIOK OYMLLATb XpoMaTo-
rpadivyHo i MUTTEBUM BUMNAPIOBaAHHAM OO OTPUMaHHS
CNOMyKM, Lo BKkasaHa y 3aronosky (5 r, 39%).

2. 2,4-gpnamiHo-5-(2,3-gmxnopdeHin)-6-rigpokcu-
nipumianH
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Hatpin (1,2 r, 0,052 monsa) gogatoTe nopuisimu 4o
50 mn abcomoToBaHOrO €TaHONy MpW NepeMiwlysaH-
HA. [licna Toro, sIKk HaTpPIN PO3YMHAETLCS, OOOaTb
ryaHiguHrigpoxnopug (3,69 r, 0,039 mons), a noTim
eTtun-2-uiaHo-2(2,3-amxnopdeHin)aueTtar 5 r,
0,195 mons). OTpumaHy CyMmilw KMN'ATATb 3i 3BOPOT-
HiM XonoaunbHUKOM Ha npoTssi 8 roguH, EtOH Buaa-
NAI0Tb MPY NOHWXKEHOMY TUCKY, @ 3anuLIOK po3ains-
toTb Mk EtOAc Ta Bogow. EtOAc wap ekcTparyioTb
2H NaOH, Ta oTpyMaHuWin eKCTpaKT HEMTPani3yloTb 2H
HCI npu oxonompkeHHi. TBepauii ocaa BiodinbTpoBy-
10Tb Ta CywaTb A0 OTPUMAaHHS CMONyKM, Lo BKasaHa
y 3aronosky (0,22 r). T. nnaBneHHsi 275°C (3 poskna-
AaHHsM). MikpoaHanis:

PospaxoBaHo ans

0,25 rigparty; C 43,56 H 3,09 N 20,33
3HanaeHo: C43,76 H 3,09 N 20,03
Mpuknap 57

OTpumaHHsa  2,4-guamiHo-5-(2,4-TpuxnopdeHin)-
6-meTUNTPUMIANHA

a. OtpumaHHs
O6yTupoHiTpUna

PosuuH 2,4-pguxnopdeninauetonitpuna (30,0 r,
161 mmons) (Aldricb) y cyxomy etunauetarti (36 mn)
[oKanylTb A0 €TaHOMbHOro po3yMHy eTokcuaa Ha-
Tpito, WO OTpUMaHui in situ 3 MeTaniyHoro Harpito
(4,90 r, 213 mmons) Ta cyxoro etaHony (60 mn). Lo
peakuinHy CyMill KMN'ATSATb 3i 3BOPOTHIM XONoaunb-
HWKOM Ha MpOoTA3i ABOX FOAMH, 3anuwaloTe BUCTOHO-
BaTMUCb Ha NPOTA3i HOYi NPK KIMHATHIA TemnepaTypi Ta
eTtaHon BunaptoTe. OTpumaHy TBepdy PeqOoBUHY
PO34YMHAIOTE Y BOAi, 8 OTPUMaHWUIA PO34MH eKkcTpary-
I0Tb ABidi edipom. BoasHun wap oxonomxyioTe Ta
NiAKUCIOITL CONSAHOK KUCMOTOK. HeouuLleHni npo-
AYKT eKkcTparyloTe edipoM o oTpumaHHs 23,31 r 6i-
11I0ro TBEPAOro NPOAYKTY.

b. OtpumanHa 2,4-gnamiHo-5-(2,4-guxnopde-
Hin)-6-meTnnnipumignHa

Po3unH HeounweHoro 2-(2,4-guxnopdeHin)-3-
OKCO-OyTupoHiTpMna (23,24 r) y cyxomy TOoMyoni
(400 mn) kMN'ATATL 3i 3BOPOTHIM XOMOAWMBHWUKOM |
eTtuneHrnikonem (280 mn) Ta napaTtonyorncynbgokuc-
nototo (8,00 r, 42 Mmons) Ha NPOTA3i YOTUPLOX FOAWH
3 BUKopucTaHHsaMm nactkv HiHa-Ctapka. MNicns oxono-
OXEHHS opraHiyHy @asy MpoMMBalOTb HaCU4EHUM
po3sunHom NaHCOg, cywaTtb Hag cynbdaToM MarHito,
Ta PO3YMHHWK BUMApIOOTe OO OTPUMaHHS TBEPAOro
npoaykty (24,0 ).

ToHkonoapidHeHun ryaniguHrigpoxnopug (19,1,
200 mmonen) pojalTb A0 ETaHOMbHOMO PO3YMHY
eTokcMaa HaTpilo, Wo oTpMMaHui in situ 3 meTaniyHo-
ro Hatpito (5,0 r, 218 Mmonel) y cyxomy eTaHofi
(500 mn). o po3umHy ryaHigMHa [odatoTe PO34MH Ke-
Tans (25,0 r, 92 mmons) y cyxomy etaHoni (10 mn).
OTpumaHy cymilwl KMn'aTATb 3i 3BOPOTHIM XOnoawsb-
HWKOM Ha MpOTA3i ABOX rOgvH Ta 3anuwatoTe BUCTO-
I0BaTUCb Ha NPOTA3i HOYi NPW KiIMHATHIA Temnepatypi.
ETaHon BunaploloTe, a HEOYMLLEHUA NPOJYKT nepe-
KpUCTani3oByloTb 3 rapsvyoro aueToHy A0 OTPUMAaHHS
17,23 r npoaykTy, T. nnaBneHHsa 222-222,5°C.

c. OrtpumaHHsa  2,4-gnamiHo-5-(2,4-guxnop-5-
HiTpodbeHin)-6-meTunnipumignHa

ToHkonogpibHeHWn HiTpat kanito (6,5 r, 64 Mmo-
ns) gogarTb A0 PO3uuHy 2,4-gnamiHo-5-(2,4-amxnop-
deHin)-6-metunnipumignHa (17,23 r, 64 mmons) B
KOHLIEHTPOBaHin cipyaHin kucnoti (150 mn). OTpuma-
HY CyMill nepemilyioTe Npu KiMHATHIA Temnepartypi

2-(2,4-pnxnopdeHin)-3-okco-
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Ha npoTtasi 90 xBunuH. PeakuinHy cymiw goaarTb
noTim go GikapboHaTy HaTpito Ta kpurn. OTpuMaHui
NpoaykT eKkcTparyloTb eTunaueratom. [licna suga-
NeHHs eTunauetaTty OTPUMYIOTb >XOBTUWA TBepaun
npoaykT (30,85 r). YacTuHy LbOro Heo4MLLIEHOro Npo-
aykty (7,0 r) nponyckatoTb yepe3 xpomaTorpadiyHy
KOMNOHKY 3 cumikarenem 3 MUTTEBUM BUMNAPIOBAHHAM
Ta enitoyn eTmnaueTaTtom OTPUMYKOTe HEOUULLIEHWI
npoaykr (4,81 ).

d. OTpuMaHHs 2,4-pnamiHo-5-(5-amiHo-2,4-
anxnopdeHin)-6-meTunnipumignHa

2,4-pgnamiHo-5-(2,4-gnxnop-5-HiTpodpeHin)-6-me-
TunnipumignH (4,80 r, 15 MMonew) po34YnHSAIOTL Y Kpu-
XaHin ouToBiv kmcnoTi (18 mn). Llen posumH ta 10 mr
KaTanizatopa Agamca nepemillyloTb B aTMocdepi
BOAHIO NpW KiMHaTHIN Temnepatypi Ha npoTasi 4 ro-
OuH. KaTtanizatop BigdinbTpoOBYOTb, Ta OLTOBY KUC-
noty BunaptooTe. OTpUMyI0Tb 6E3KONLOPOBY PiANHY,
SIKY PO34MHSIIOTb B €TUNaueTati Ta NpPoOMMBa0Tb Tpui
Bogoto. [licna BunapioBaHHA eTunaueTaty OTpuUMy-
10Tb TBEPAUM Binui NpoaykT (2,64 r, 9 mmonew).

e. OtpumanHa 2,4-gnamiHo-5-(2,4,5-Tpuxnop-
deHin)-6-meTunnipumignHa

2,4-gnamiHo-5-(5-amiHo-2,4-gnxnopdeHin)-6-me-
TunnipumignH (1,95 r, 7 MMonelt) po3vnHAITL Y Cy-
MiLli KOHLEHTPOBaHOI consHoi kucrnoTtn (3,6 mn) Ta
Bogu (6 mn). Temnepatypy 3HuxytoTb Ao 10°C, otpu-
MaHy CyMiLl nepeMillyoTb NpK KiMHaTHIN TemnepaTy-
pi Ha NpOTA3i 2 roAWH, NOTIM OXONOAXKYTb Nepes Ao-
KanyBaHHAM XOIOAHOro po3duHy xnopugy migi (1,7,
17 MMonen) B KOHLEHTPOBaHi CONSHIN  KUCNOTI
(50 mm1). YTBOpIOETLCSA Cipuii ocag, ki BiadinbTpo-
BYIOTb Ta cywwaTb. HeounweHun npogykt (2,30 r) pos-
YMHAIOTb B eTUnaueTaTi Ta ABivi NPoOMMBalOTb PO3yn-
HOM rigpoKCuay amoHil0 Ta oAuH pa3 po3cornoMm. [lic-
Na BMNaploBaHHA eTunauetaTty OTpuMmyloTe OpydHo-
6iny peyosuHy (2,04 r). MNicna nepekpucTanisauii 3
10% meTaHomny y XnopodopM OTPUMYKTb UUCTUIA
npoaykt (0,55 r, 2 mmons), T. NnaeneHHst 262°C (3
po3KnagaHHsM).

Mpuknag 58

OTpumanHs 4-amiHo-2-N-eTunamiHo-5-(2,3,5-Tpu-
xnopdeHin)-nipyumiamHa

[o po3umHy NaOEt (3 0,1 r HaTpito) B 10 mn eTa-
Hony gofarTb eTunryaHiguHcynbdat (1 r) (Aldrich).
Micnsa nepemiwyBaHHA Ha NpoTa3i 10 XBUNWH, eHorMb-
Hun edbip (npuknag 3.2) (0,486 r) pogatoTb, Ta OTpU-
MaHy CyMill nepeMillyoTb NpuU KUM'ATIHHI 3i 3BOpOT-
HiM XONOAWMBHUKOM Ha NpoTaAsi 4 rogvH. PeakuinHy
CyMiLLl 3anuLialoTe BUCTOKOBATUCL MPU KiIMHATHIN Te-
MnepaTtypi Ha Hi4, a noTiMm inbTpytoTb. OTpUMaHMiA
dinbTpaT KOHUEHTPYIOTb, a 3aluvLIOK OYULLYOTb Ha
XpomatorpaciyHiin KOMnoHUi 3 cunikarenem, enitoryn
CHCI3; po oTpumaHHs uinboBoro npogykty, 0,11 r, T.
nnasneHHs 149-152°C.

Mpuknag 59

2,4-gnamiHo-5-(2,4-gunxnopdeHin)-6-LiaHomeTnn-
nipumianH

Lito cnonyky oTpumytoTb 3 2,4-gnamiHo-5-(2,4-gn-
xropdeHin)-6-6pommeTunnipumianHa (npuknag 53)
npu B3aemogii 3 uiaHigom HaTtpito B DMF npu kimHaT-
Hi TemnepaTtypi, T. nnaeneHHs 249-251°C.

Mpuknag 60

2,4-gnamiHo-5-(2,4-gnxnopdeHin)-6-gumeTnn-
aMiHOMeTUnNnipuMianH

Lito cnonyky oTpumytoTb 3 2,4-gnamiHo-5-(2,4-gu-
xropdeHin)-6-6pommeTunnipumianHa (npuknag 53)
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npv B3aemogii 3 AMMETUNAMIHOM B eTaHOoMi Npu Kim-
HaTHI TemnepaTypi, T. NNaenexHHs 170-172°C.

Mpuknapg 61

2,4-anamiHo-5-(2,4-guxnopdeHin)-6-LiaHonipu-
MianH

Lito cnonyky oTpyMytoTb 3i cnonyku npuknagy 48
npy B3aEMOZi i TPUMPTOPOLITOBMM aHrigpuaom B Mi-
puauHi, T. nnaeneHHs 249°C.

Mpuknapg 62

2,4-nnamiHo-5-(2-xnop-4-pTopdeHin)-6-meTun-
nipumianH

Lito cnonyky oTpumMytoTb cnocobom, Lo aHanoriy-
HUA cnocoby npuknaga 15 3 2-xnop-4-cTopdeHin-
aueToHITpUNa, SKUA caM OTPUMYOTb 3 2-xrop-4-
dropTtonyona (Aldrich), T. nnaBneHHs 238°C.

Mpuknap 63

2,4-gnamiHo-5-(3,4-gnxnopdeHin)-6-meTokcnme-
TURNipUMIanH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriv-
HUA cnoco®y oOTpuMMaHHa npuknaga 2 3 3,4-
anxnopdeHinaueToHiTpuna (Aldrich), T. nnaBneHHs
204-206°C.

Mpuknap 64

2,4-gnamiHo-5-(2,3-gnxnopdeHin)-6-etun-
nipumianH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriv-
HWUIA cnocoby oTpuMaHHsa npuknaga 15 3 eTunnponio-
HaTa, T. nnaeneHHs 228-230°C.

Mpuknap 65

2,4-gnamiHo-5-(2,4-gndTopdeHin)-6-metun-
nipuMianH

Lito cnonyky oTpymMytoTb cnocobom, Lo aHanoriv-
HUIA cnoco®y OTpMMaHHSA crnonyku npvknaga 6 3 2,4-
andTopdeHinaueToHiTpuna (Aldrich), T. nnaBneHHs
291-296°C.

Mpuknap 66

2,4-gnamiHo-5-(2-HadTnn)-6-MmeTuninpUMianH

Lito cnonyky oTpymMytoTb cnocobom, Lo aHanoriy-
HUI cnocoby OTpUMaHHSA cronyku npuknaga 6 3 2-
HadTunaueToHiTpuna (Aldrich). T. nnaBneHHs 221-
222°C.

Mpuknap 67

2,4-gnamiHo-5-(1-HadTmn)-6-meTUNNipUMianH

Liilo crnonyky oTpuMyioTb CNocoboM OTpUMaHHS
cnonyks npuknagy 6 3 1-HadbTunaueToHiTpuna
(Aldrich). T. nnaBneHHs 224-225°C.

Mpuknap 68

2-rigpokcu-4-amiHo-5-(2,3-guxnopdeHin)ni-
pumignH

Lito cnonyky oTpuMytoTb 3i cnonyku npuknagy 21
npu B3aemogii 3 HiTpuTom HaTpito B 1H H2SO4 npu ku-
N'ATIHHI 3i 3BOPOTHIM XONOAUMBHUKOM A0 OTPUMAaHHSA
CYMilLLi CIONyKW, L0 BKa3aHa y 3arofioBKy, Ta CronyKu
npuknaga 21B.d. Cnonyky, Lo Bka3aHa y 3arorioBky,
BUAINATb Ha XpomaTtorpacdpiyHin konoHui. T. nnas-
nexHs 330-334°C.

Mpuknag 69

2-amiHo-4-eToKCK-5-(2,4-gnxnopdeHin)-6-metunn-
TionipumignH

Lilo crnonyky oTpumyioTb 3i CMONyKM MpuKna-
Ay 32.4 npun B3aemogil 3 HaTPIEBOKO CiNM0 MeTaHTIo-
na B eTaHoni. T. nnaBneHHs 123-124°C.

Mpuknag 70

2,4-pgnamiHo-5-(2,3,5-TpuxnopdeHin)-6-rigpokcu-
MeTUNNipuMianH
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Lito cnonyky oTpuMyloTb 3i CNONyku npuknagy 2
npv B3aemopii 3 TPUMETUNCUNINIOAMAOM B cynbda-
Honi npu 80°C. T. nnasneHHa 101-105°C.

Mpuknag 71

2,4-pnamiHo-5-(2,3,5-TpuxnopdeHin)-6-dpTopme-
TANMipUMIgNH

Lito cnonyky oTpyMytoTb cnocoGom, Lo aHanoriy-
HWUIA cnocoby OTpUMaHHsi crnonyku npuknaga 18 3 2,4-
AnamiHo-5-(2,3,5-TpuxnopdeHin)-6-rigpokcumeTun-
nipumiguHa. T. nnasneHHsa 215-217°C.

Mpuknag 72

2,4-pnamiHo-5-(2,4-guxnopdeHin)-6-kapbamoin-
nipuMianH

Lito cnonyky oTpuMytoTb 3i Cnonyku npuknagy 61
npy B3aeMOfii 3 KOHLEHTPOBAHOK CipYaHOK KUCIOo-
TOW Mpu KiMHaTHIN TemnepaTtypi. T. nnaesneHHs 298-
299°C.

Mpuknag 73

2,4-pnamiHo-5-(2,4-guxnopdeHin)nipumignH-6-
kapboHoBa kucnoTa

Lito cnonyky oTpuMytoTb 3i Cnonyku npuknagy 46
npv B3aeMofii 3 nepMaHraHaToMm Kanito, T. MraBneHHst
227°C.

Mpuknag 74

Etun-2,4-gnamiHo-5-(2,4-guxnopdeHin)nipmmi-
AVH-6-kapbokcunat

Lito cnonyky oTpvMytoTb 3i Cnonyku npuknagy 73
npw KNN'ATIHHI 3i 3BOPOTHIM XONOAUMBLHUKOM Y NpUcy-
THOCTiI KOHLIEHTpOBaHoOI cipyaHoi kucrnotu. T. nna.-
nexHs 177,5°C.

Mpuknag 75

2,4-pnamiHo-5-(2,3-guxnopdeHin)-6-guépomme-
TMNNipUMIgnH

Lito cnonyky oTpumytoTe 3i cnonyku npuknaga 15
npu B3aemogii 3 2H eksiBaneHtamm NBS B CCl4, a
AIBN B sikocTi iHigiaTopa. Cnonyky, Lo Bka3aHa Y 3a-
rornioBky, BUAINAOTL i3 cyMiwi cnonyku npvknaga 43
Ha xpomaTorpadiyHii konoHui. T. nnaeneHHs 270°C
(3 po3knagaHHsam).

Mpuknap 76

2-gumeTnnamiHo-4-amiHoO-5-(2,4-guxnopdeHin)ni-
pumignH

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HUI cnocoby oTpuMaHHs cnonyku npuknaga 10 3 2,4-
anxnopdeHinaueToHiTpuna (Aldrich). T. nnaBneHHs
151°C.

Mpuknag 77

2-gumeTnnamiHo-4-amiHo-5-(3,4-anxnopdeHin)-
6-meTUNnipuMianH

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HUI cnocoby OTpuMaHHs cnonyku npuknaga 13 3 3,4-
auxrnopdeHinaueToHiTpuna.

Mpuknag 78

2-N-ninepugnn-4-amiHo-5-(2,4-gnxnopdeHin)ni-
pumignH

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HWI crnocoby oTpMMaHHs cnonyku 76 3 1-ninepugu-
HinkapbokcamiguHcynbgata (Bader), T. nnaBneHHs
169°C.

Mpuknag 79

2-meTunamiHo-4-amiHo-5-(2,3,5-Tpuxnopde-
Hin)nipumiguH

Lito cnonyky oTpumytoTb Cnocobom, Lo aHarnoriv-
HWUI cnocoby oTpuMMaHHA crnonyku npuknaga 58 3 1-
mMeTunryaHiguHrigpoxnopuga (Aidrich), T. nnaBneHHs
155-157°C.
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Mpuknap 80

2,4-nnamiHo-5-(2-xnop-5-6pomdeHin)-6-meTun-
nipumianH

Lito cnonyky oTpumMytoTb cnocobom, Lo aHanoriv-
HUIA CNocoby OTpUMaHHs Cronyku npuknaga 54 npu
B3aeMofji Aia3oHieBoi coni 3 6pomigom migi. T. nnae-
neHHs 212-216°C.

Mpuknag 81

2,4-gnamiHo-5-(2-xnop-5-iogodeHin)-6-meTtun-
nipumianH

Lito cnonyky oTpumMytoTb cnocobom, Lo aHanoriv-
HWUIA Cnocoby OTpUMaHHsS Cronyku npuknaga 54 npu
B3aeMOfii Aia3oHieBol coni 3 ioguaoMm Kanito, T. nnae-
neHHs 232-234°C.

Mpuknapg 82

2,4-nnamiHo-5-(2-xnop-5-uiaHodeHin)-6-meTun-
nipumianH

Lito cnonyky oTpymMytoTb cnocobom, Lo aHanoriy-
HWUIA Cnocoby OTpUMaHHsS Cronyku npuknaga 54 npu
B3aeMOfii Aia30HieBOI coni 3 UiaHigom migi, T. nnae-
neHHs 239-241°C.

Mpuknag 83

2,4-gnamiHo-5-(2-xnop-5-dTopdeHin)-6-metun-
nipumianH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriv-
HUIA cnoco®y OTpPMMaHHS CNoNyku nNpuknaga 54 yepes
piasoHieBy cinb TeTpadTopbopaTa, T. MNMaBMEHHS
196-197°C.

Mpuknag 84

2,4-anamiHo-5-(2-xnop-5-meTunTiodeHin)-6-
MeTUNNipuMianH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriy-
HWUIA cnocoby OTpUMaHHsS Cronyku npuknaga 54 npu
B3aEMO/i [ia30HieBOI COMi 3 METaHTIONOM B MPUCYT-
HOCTIi MOPOLLKY Migi, T. nnasneHHs 194-198°C.

Mpuknag 85

2-amiHo-4,6-gn(meTunTio)-5-(2,4-guxnopde-
HiN)nipumiguH

Lilo crnonyky oTpumyioTb 3i CMONyKM MpuKna-
Aa 32.4 npv B3aeMogji T HaTpieBOIO CiNN MeTaHTiona
B MeTaHomni B MPUCYTHOCTI Tpuc(2-(2-meToKkcneTun)-
eTun)amiHa Ta MOPOLWKy Migdi, T. mnaBneHHs 164-
165'C.

Mpuknap 86

2,4-pgnamiHo-5-(2-xnop-5-meTaHcynbOoHis-
amiHodeHin)-6-meTunnipymigmH

Lo crnonyky oTpumyiloTb 3 2,4-guamiHo-5-(2-
xrop-5-amiHodpeHin)-6-meTunnipumignuHa 3 npuvkna-
Aa 54 npu B3aemogii 3 MeTaHCyNb(OHINXNoOpMaoM B
nipnavHi, T. nnaeneHHs 234-240°C.

Mpuknag 87

2,4-pnamiHo-5-(2,3-guxnopdeHin)-1-metTnnnipu-
MigunHin ioang,

Lito cnonyky oTpuMytoTb 3i cnonyku npuknaga 21
Ta MeTuniogmaa, T. nnaeneHHs 280-284°C.

Mpuknag 88

2-amiHo-4-MeTunamiHo-5-(2,3-guxnopdeHin)ni-
pumignH

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriy-
HUIA crnocoby oTpuMaHHsi crionyku npuknaga 21B.g,
npu B3aemopdii 3 MeTunamiHom B eTaHoni, T. nnaB.-
neHHs 233-237°C.

Mpuknag 89

2-amiHo-4-gnmeTnnamiHo-5-(2,3-guxnopdeHin)ni-
pumMiguHrigpoxnopug,

Lito cnonyky oTpyMytoTb cnocobom, Lo aHanoriy-
HUIA crnocoby oTpuMaHHsi crionyku npuknaga 21B.g,
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npv B3aemofii 3 AMMETUNaMiHOM B €TaHoNi i HacTyn-
HAM MEepPeTBOPEHHAM B XIIOPUCTOBOOHEBY Ciflb,
T. nnaBneHHsa 295-300°C.

Mpuknag 90

2-amiHo-4-x110p-5-(2,4-guxnopdeHin)nipumiguH

Lito cnonyky oTpyMytoTb CcnocoGom, Lo aHanoriy-
HUI cnocofy OTpUMaHHA cnonykv npuknaga 21BJ. 3
5-(2,4-gnxnopdeHin)isountosnHa, T. NnasneHHs 215-
216°C.

Mpuknag 91

2-amiHo-4-meTunamiHo-5-(2,4-guxnopdeHin)ni-
pumignH

Lito cnonyky oTpumyloTb 3i cnonyku npuknaga 90
npu B3aemopdji 3 MeTunamiHom B eTaHoni, T. nna.-
nexHHs 189-190°C.

Mpuknag 92

2-amiHo-4-gnmeTnnamiHo-5-(2,4-guxnopdeHin)ni-
pUMiguH rigpoxnopug

Lito cnonyky oTpumytoTb 3i cnonyku npuknaga 90
npu B3aemogji 3 AMMeTUnamiHoM B eTaHoni Ta nocni-
AOBHOMY NepeTBOPEHHI B rigpoXnopuaHy cinb, T. nna-
BneHHst 297-301°C.

Mpuknag 93

2-amiHo-4-ninepmanHo-5-(2,4-guxnopdeHin)nipu-
MiguHrigpoxnopuva

Lito cnonyky oTpumytoTe 3i cnonyku npuknaga 90
npv B3aemogii 3 ninepuaMHoM B eTaHoni Ta HacTyn-
HOMY MepeTBOPEHHI B rigpoxmnopuaHy Cinb, T. nna.-
nexHs 303°C (3 po3knagaHHaMm).

MepeaxHumn cepeq cnonyk dopmynm (1) € ni-
puMiavHU BuULeHaBedeHUX npuknagis 1, 2, 3, 4, 14
Ta 16 nopydy 3 ix consmu (3okpema, hapmaleBTUHHO
npugatHumm consimu). Lli cnonyku maioTb HacTynHy

[IBOMipHY CTPYKTYpY:

Mpuknag 1
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Mpuknag 16
Me0
¢ Ny M,
ZN
NH
o Y
1

Ta6nuus aaHux 'H AMP (8)

Hpukmnan No Po3unHHKK BiateceHHs
1 (BUIbHA CDCls 7.56(n, 1H), 7,18(n, IH), 4,65-
OCHOBA) 4.50(ump.c, 2H), 3,88(r, 4H), 2.5(1.
4H), 2.36(c, 3H)

2 DMSO-ds | 3,06 (c, 3H, -OMe), 3,8(n, 1H, J12.5T"w,
-CH,OMe), 39(n, I1H, JI2.5Tu, -
CH,OMe), 5,98(ummp.c, 2H, -NH,),
6.1(ump.c, 2H, -NH,), 7.,32(n, IH,
J12.5Tn, 6°-H), 7,78(m, 1H, J12.5Tu, 4°-
H)

3 (BinbHA DMSO-d, | 7.8(n, 1H), 7.65(c, 1H), 7,36(m, 1H).
OCHOBA) 6,33-6,23(ump.c, 2H), 3,68(tr, 4H),
2,32(r, 4H), 2,2(c, 3H)

4 DMSO-ds | 6,40(c, 2H), 6,55(c, 2H), 735(c, IH),
7,80(c, 1H)

5 DMSO-d; | 8,6(c, 1H), 7,49(¢c, 1H), 6,4-6,3(mmp.c,
2H), 6,25-6,15(mmp.c, 2H)

6 DMSO-d. | 1,70 (¢, 3H), 5,75(c, 2H), 5,90(c, 2H),
7.30(c, 1H), 7,75(c, 1H)

7 CDCl; 755(m, 1H), 7,18(n, [IH), 4,75-
4,58(mmmp.c, 2H), 3,9-3,7(m, 8H)

8 CDCl; 7,55(n, 1H), 7,18(m, IH), 4,56-
4,50(imp.c, 2H), 3,2(c, 6H)

9 DMSO-d, | 7,79(n, 1H), 7.67(c, 1H), 7,36(a, [H),
6,47-6,27(1ump.c, 2H), 3,72-3,57(m, 8H)

10 DMSO-d, | 7,78(n, 1H), 7,64(c, 1H), 7,35(m, 1H),
3,08(c, 6H)

11 CDCl, 751(a, IH), 7,17(a, 1H), 4,40-
4,22(mmap.c, 2H), 3,80(t, 4H), 2,48(t,
4H), 2,34(c, 3H), 2,0(c, 3H)

12 DMSO-d, |828(c, 1H),  6,18-6,04(mmp.n, 4H),
2,1(¢c, 3H)

13 CDCls 75a, 1H), 7,18(n, IH), 4736-
4,22(uump.c, 2H), 3,16(c, 6H), 2.0(c, 3H)

14 DMSO-d, | 6,10(c, 2H), 6.45(c, 2H), 7,15(n, 1H),
7,30(t, 1H), 7,55(n, 1H)

15 DMSO-d, | 1.70(c. 3H). 5,60(c. 2H). 5.80(c, 2H).
7.15(a, 1H)Y, 7.30(t, TH), 7.55(a, 1H)

16 DMSO-d, | 3,04(c, 3H, -OMe), 3,76(a, 1H, J12I'u, -

CH,OMe), 3.85(a, IH, J12ly, -
OCH,0OMe), 5.,84(wmp.c, 2H, -NH,).
6,05(mp.c, 2H, -NH;), 7,22(an, 1H,
J7.5,1.5Tn, 5°-H), 7,6(an, 1H.
J7.5,1.5Tu, 4 H)

21
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Ipuknan No PosunnHuk BinHeceHHs
17 DMSO-d, | 7,3-8,0(m, 8H), 6,0-6,1(ump.c, 2H), 5,2-
5, 4(mmp.c., 2H)
18 DMSO-d, |4,752xan, 2H, J47, 15Tu, -CH,F),

5.95(ump.c, 2H, -NH,), 6,15(mup.c, 2H,
-NH,), 7,25(an, 1H, J7.5, 1.0I'n, 6’H).
7,39(an, 1H, J7.5Tw), 7,64(nn, 1H, 17.5,
10rn)

19 DMSO-d, | 4.4(n, 1H, J12Fn, -CH,0Ph),
5,92(ump.c., 2H, -NH,), 6,12(mmp.c, 2H
-NH,), 6,69(zn, 1H, J7.5, 10I'u, 6°-H),
6,85(nn, 1H, 5T, 5°-H), 7,10-7,35(m,
5H, -OPh), 7,55(an, 1H, J7.5, 1.0I'y, 4°-

H)

21 DMSO-d, | 7,52(c, IH), 7,15-7,75(m,  3H).
6,02(mmp.c, 4H, 2x-NH,)

25 DMSO-ds | 6,07(c, 2H), 6,25(c, 2H), 7,25(n, 1H),
7,45(n, TH), 7,63(c, 1H)

26 DMSO-d;, | 3,88(n, 1H, J11Tw), 4,0(a, 1H, J11T 1),

4 3(c, 2H), 5,9(mmp.c, 2H), 6,1(ump.c,
2H), 7,05-7.2(m, 2H), 7,2-7,35(m, 4H),
74(nn, 1H, J8, 2.5Tm), 7,62(n, IH,

12.50n)

28 DMSO-d; | 6,25(c, 2H), 6,50(c, 2H), 7.30(c, 1H),
7,40(n, 1H), 7,50(x, 1H)

29 DMSO-d; | 5.85(c, 2H), 6,1(c, 2H), 7.25(c, 1H),
7.45(c, 1H), 7.7(c, 1H)

30 CDCl; | 7,53-7.12(m, 4H), 4,48-4 30(ump.c, 2H),

3,81(r, 4H), 2,46(t, 4H), 2,33(c, 3H)
2,03(c, 3H)

3

32 CDCl, 7,38(a, 1H), 7.2(nn, 1H), 7,08(n, 1H),
8,2(tmup.c, 2H)

33 DMSO-ds | 7,7(n, 1H), 7,29(a, 1H), 6,45(mmp.c 2H),
6,2(1up.c, 2H)

34 CDCl; 7.5(a, 1H), 7.35(an, 1H), 7.18(a, [H).
5.25(wmp.c, 2H), 2,44(c, 3H)

3s CDC(ls 7.52(a, 1H), 7,32(zn, 1H), 7.21(a, 1H).
5,08(mmp.c, 2H), 4.66(ump.c, 2H).
2.42(c, 3H)

36 DMSO-d, | 1,9(c, 3H, 6-CHj), 2,2(c, 3H, N-Me).

2,25-2,40(m, 4H, -N N-), 3,55-3,75(m,
4H, -N N-), 585(2H, wmmp.c, -NH,),
7.2(n, 2H, J1.5Ty, 2°, 6°-H), 7.52(na,
1H, J1.5T'y, 4’-H)

56 DMSO-de | 7,58(an, 1H), 7,45(nn, 1H), 7,35(a, 1H),
7,24(ump.c, 1H), 3.35(mmp.c, 2H),
3,96(ump.c, 2H)

57 DMSO-de | 1,8(c, 3H), 5,8(c, 2H), 5.95(c, 2H),
7,53(c, 1H), 7,92(c, 1H)

58 DMSO-d, | 7,78(a, 1H), 7,59(c, 1H), 7,36(a, 1H),

6.60-6, 47(ump., 1H), 6,25-6,03(mmp.c,
2H), 3,25(xs, 2H), 1,1(1, 3H)

Y BuleHaBedeHii Tabnuui CKOPOYEHHs MatoTb S = cuHrnert (c), d = gy6ner (a), dd = gybnet gy-
HACTYMHi 3HAYEHHS: 6nertiB (aa), t = Tpunnert (1), q = kBagpynnet (kB), br.s
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= LUMP. CUHIMET (WKp.c), m = MynbTUNNET (M). br.t =
LUMPOKUIA TPUNNET (LUnp.T.)

dapMakonoriyHi akTMBHOCTI

IHribyBaHHA BWBINbHEHHS rnyTamarta Ta iHriby-
BaHHs DHFR nediHkn nautokiB

Cnonykn copmynu (l) TecTyBanu Ha npegmeT ix
edeKTUBHOCTI Ha BMBIMbHEHHSA rnyTamata 3i 3pisiB
MO3KYy NaLoKiB, O BUKMMKaHe BepaTpuHOM, 3a npo-
TOKofom, skui onucaHun B Epilepsia 27[5:490-497,

1986. lNMpoTokon AnA TecTyBaHHA iHrOyBaHHS aKTuB-
HocTi DHFR € moaundikauieto cnocoba, Wo onvcaHui
B Pharmacology, vol. 20, pp. 561-574, 1971.

OTpuMmaHi pesynbTaT HaBegeHi B Tabnuui, npu-
YoMy ICso € KOHLEHTpaui€elo Cromyku, Lo BUKIUKaE
50% iHribyBaHHs (@), WO BMKIUKaHe BepaTpUHOM BU-
BiNlbHEHHA rnyTamarta, Ta (0) aKTMBHOCTI hepPMEHTY
DHFR.

Tabnuus
Cnonyka ICs (MKM) ICs (MKM)
[lpuknanaNe | BuginsHens riayramara | DHFR neuinku namokis
(P95 mexa) (P95 mexa)
1 1,18 (0,50-2,60) >100
2 0,56 (0,23-1,37) 33 (27,00-40,00)
3 2,15 (0,90-5,10) >100
4 0,33 (0,196-0,566) >30<100
5 3,50 (1,10-10,40) ca.100
6 0,70 (0,40-1,50) 0,51 (0,36-0,73)
7 <10,00 >10,0
8 <10,00 >10,0
9 <10,00 >100,0
10 <10,00 >100,0
11 4,80 (2,30-10,20) >100,0
12 <10,0 >100,0
13 <10 >100,0
14 3,1(2,1-4,6) >100,0
15 2,7(1,0-7.2) 8,7(5,2-14.7)
16 3,2 (1,7-6,1) >100
17 2,4 (1,00-5,80) 4.9 (3,90-6,20)
18 <10,00 Ca.100
19 2,6 (0,80-8,50) >100
20 4,2 (1,20-15,30) 17,50 (9,80-31,40)
21 11,5 (4,80-27,60) 16,01 (12,05-21,282)
22 2,80 (0,80-9,80) 23,800 (9,00-61,00)
23 8,70 (2,60-29,10) 20,940 (9,00-61,00)
24 2,10 (0,90-4,80) 15,10 (11,0-20,70)
25 4,10 (1,10-15,50) >100,00
26 ca.3,00 ¢10,00
27 ca.10,00 >100,00
28 4,6 (1,160-13,30) 46,10 (14,30-148,90)
29 1,57 (0,94-2,62) 0,53 (0,348-0,812)

Mpuknag Ha TOKCUYHICTb

Cnonykv npuknaga 1 BBOAATb BHYTPiLLHLOBEHHO
rpyni 3 6 camuiB Ta 6 caMok nautokie wtamy Bictap
pa3 Ha goby npu piBHi o3 Maike go 15 mr/kr/goby.
Josoto, npu sikin He cnocTepiranocb edekty byna
2,5 wmr/kr/noby.

Cnonyky npuknagy 2 TecTyBanu K Ha nautokax,
Tak i Ha cobakax. [na nautokiB Jo30t0, NpU AKIN He
cnocTepirascs edpekT, byna gosa 2,5 mr/kr/goby, a
ansi cobak BoHa cknagana 14 mr/kr/oo6y.

Mpuknag papmMaueBTUYHOT KOMNO3NLT

Tabnetku

IHrpegieHTn
A. Cnonyka npuknaga | 150 mr
JlakTo3a 200 wmr
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KykypyasaHuin kpoxmans 50 mr
MonigiHinmiponigoH 4 mr
Creapat MarHito 4 mr

(BmicT Ha TabneTky)

MpenapaT 3MilyloTe 3 NaKTO300 Ta KpoxXmarnem
Ta rpaHyniolTb 3 pPO34yMHOM MoniBiHiNNiponigoHa y
BoAi. OTpMMaHi rpaHynu cyliatb, 3MillyloTb 3i cTea-
paToM MarHito Ta NpecyoTb 4O OTPUMaHHsS TabrneTok.

B. IH'ekuii (1)

Cinb cnonyku dopmynu | po3unHsAloTbL y cTepu-
NbHIN BO4j ANs iH'eKUiNn.

Komnosuuis ans BHYTpilWHbOBEHHNX iH'exuin (I1)

AKTUBHWI iHTpegieHT 0,20r
CrepunbHuin 6e3niporeHHui
docatHum 6ydpep (pH 0) Ao 10 mn
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Cnonyky copmynu | y BUrnagi coni po3unHsoTb y
BeNuKin YacTtuHi docdatHoro 6ydepa npu 35-40°C,
noTiM AoBoAAaTb A0 noTpibHoro ob'emy, Ta dinbTpy-
10Tb Yepes CTEPUNbHUIA MIKPONOPUCTUIN QINbTP Y CTe-
punbHi 10 M cknsaHi amnyny (Tun 1), Ski 3aKkpuBaroTb
CTepunbHUMK NpobkaMun Ta repMeTUsyoThb.

Y HWXuyeHaBedeHUX Npuknagax y skocTi akTUBHOT
CMOMyKN MOXHa BUKOPUCTOBYBaTU Ntoby cronyky do-
pmynu (1) abo i papmavneBTU4HOI coni

C: Komnosuuii ansa kancyn

Komnoswuuis ana kancyn A

Komnosuuito ans kancyn A MOXHa oTpumaty,
3MiLLYOUN IHrpedieHTn Ta 3anoBHIOYY TBEPAi Xena-
TUHOBI Kancynu, WO CKNagalTbCs 3 OBOX YaCTWH,
OTPMMAHOIO CYMILLILLIO.

Mmr/kancyny
(a) akTMBHUW iHrpedieHT 250
(b) NNakTo3a B.P. 143
(c) HaTpinkpoxmManbriikonatr 25
(d) Cteapat marHito 2
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AN "YkpaiHCbKWI iIHCTUTYT NPOMMUCOBOI BnacHocTi" (YKkpnaTeHT)
Ykpaina, 01133, Kuie-133, 6ynbB. Jleci YkpaiHku, 26
(044) 295-81-42, 295-61-97

MignucaHo oo opyky 2002 p. dopmat 60x84 1/8.
O6ecsar o6n.-eug. apk. Twupax 50 npym.  3am.

YkpIHTEI, 03680, Knie-39 MCIT, Byn. Nopbkoro, 180.
(044) 268-25-22
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