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Y 3agBUi onucaHi cnocobu 3acTocyBaHHA gesdkux crnonyk dopmynu (1), (1) i (lll) gns cuHTesy

npomikHOro npoaykty dopmynu (1V), npusHayYeHoro Ansi CUHTEe3y iHCeKTULMAIB,
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y AKil 3aMIiCHVKN € TakumK, ik BU3HAYeHO Yy NyHKTi 1 dhopMynm BuHaxogy, cnocobu oaepxaHHA Lmx
Cronyk, cnocobu, y AKMX Ui CMOMykM 3aCTOCOBYKOTbCA ANA OAEPKaHHS MNPOMIKHMX MPOAYKTIB,
NpU3HaYeHnX ANs CMHTE3Y IHCeKTUUMAIB, | Aeski Hosi cnonykn dopmynu (1) i (111).
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Hanun BuHaxig BigHocuTbCa A0 cnocobiB 3acTtocyBaHHs Aeskux cnonyk dopmynu (1), (I1) i (1) sk
NPOMIKHI MPOAYKTWM, OO0 CrnocobiB odepXaHHS LMX Cnonyk, A0 CcnocobiB, y SKWMX Ui CAOnyku
3aCTOCOBYHOTbLCS A5 OAEPXKaHHSA NPOMiDKHUX NpoaykTiB dpopmynu (IV) ansa cuHTesy iHcekTuumnais, i 4o
aeskux Hosux cnonyk doopmynu (1I') i (117).

Cronyku, 3anponoHOBaHi y AaHOMY BMHaxofi, € NPOMPKHUMW NPOAYKTaMu, SIKi 3aCTOCOBYHOTHCSA
AN CUHTEe3y KapbamaTHMX iHceKTMUuMaiB, SK Uue PpOo3KpuTO, Hanpuknag, B EP 1661886 i JP
2006225340, i ons cuHTe3y bicamigHMX IHCEKTULNAIB, SIK Lie pO3KpUTO, Hanpuknag, B EP 1714958, JP
2006/306771, EP 1911751, EP 1916236 i WO 07/017075.

Cnocobun ogepxaHHs kapbamaTHMX iHCeKTMuMAiB i GicamigHMX iHCEeKTMUMAIB i AesKMX NpuaaTHNX
NPOMIXKHMX NpoayKTiB, Taknx AK 3-amiHO-N-[2,6-anmeTnn-4-(1,2,2,2-TeTpadptop-1-
TpudTOopMeTUneTun)-deHin]-6eHsamin i iHwi 3-amiHo6eH3amign, poskputi B EP 1661886, JP
2006225340, EP 1714958, JP 2006/306771, EP 1911751, EP 1916236 i WO 07/017075. Y uunx
nybnikauiax 3-amiHo-N-[2,6-aumeTnn-4-(1,2,2,2-tetpadtop-1-TpudpTropmeTuneTun)-ceHin]-6eHsamis
OZepXXyBanuv B Takui cnocit:

a) 3-HiTpOBEH30MHY KUCNOTY NepeTBoptoBany y 3-HiTpobeH3oinxnopua,

b) 3-HiTpoGeH3oINXnopuag yBOAWNM B peakuild 3 adiniHom, T06TO0 3 2,6-gMmeTtnn-4-(1,2,2,2-
TeTpadTop-1-TpNdTopMeTUNETUN)-EeHINamiHom, i ogepxysanu 3-HiTpo-6eH3amig, To6T1o 3-HiTpo-N-
[2,6-anmeTun-4-(1,2,2,2-tetpadTop-1-TprcTopmeTrneTnn)-eHin]-6eH3amia, i

c) 3-HiTpo-6eH3amia, TO6TO 3-HiTpo-N-[2,6-anmeTnn-4-(1,2,2,2-tetpadtop-1-
TpudpTopmeTuneTun)-erin]-6eH3amia, BigHOBNOBaNU M oAgepXyBanu LWykaHWA 3-amiHoOeH3amia,
TO6TO 3-amiHo-N-[2,6-gnmeTunn-4-(1,2,2,2-tetpadtop-1-Tpucptopmetnnetun)-denin]-6eHsamia.

OpepxyBanu iHWi 3-amiHOOeH3amign, Hanpuknag, LWNAXOM BUKOPUCTaHHS  3amiweHoi  3-
HITPOBEH30MHOI KMCNOTU, Takoi K 2-pTop-3-HiTpobeH30MHa KucnoTa, Ha cTagii a) i/abo iHworo
aHiniHy, Takoro K 2-etun-6-metun-4-(1,2,2,2-tetpadrop-1-TpudTopMmeTuneTun)-deHinamid, Ha
ctagii b). Xoua uen TpboxcTaginHWi CMHTE3 NPMBOAMTL A0 3aA0BINbHMX pesynbTaTiB y naboparopii,
ansa BMpoOHUUTBA KapbamMaTHuX iHcekTMuMaiB abo OGicaMigHMX iHCEeKTMUMAIB Yy MpPOMUCIIOBOMY
MacLuTabi HeobXigHU BinblUe KOPOTKUIA LWASX odepXaHHs 3-amiHOOeH3aMigiB.

HeoOxigHi HOBI 11 Kpawi cnocobu ogepxaHHs BicamigHMX iHCEKTUUMAIB i MPOMIDKHUX MPOAYKTIB i
ONA Uboro y AaHOMYy BWMHaxofi 3anpornoHOBaHi MPOMIKHI NpoAyKTW W BiANOBiAHI peakuii. JaHun
BMHaxig BiOQHOCUTbLCA OO0 anbTEPHATUBHOIO TPbOXCTAAiMHOrO CuHTE3y W [0 Oinblie KOpOTKOro
ABOXCTafiMHOrO CWHTEe3y, SKi kpalle Nigxo4aTb ANs OfepXaHHs KapbamaTHux iHcekTuumais abo
BicamigHux iHcekTMUMAIB Y npoMucnoBomMy macwitabi. ¥ uux cMHTe3ax He BUKOPUCTOBYIOTLCH peakLil,
WO MalTb HECMNpUATNMBI XapakTepUCTUKW (Hampuknag, OOpOori peareHTW HeCcrnpusTnuBi BHACNIgoK
BMCOKOI BApTOCTi, peakuii, Ans NpoBeAEHHS AKMX HEOOXigHUI ras, Takui SIKk BOOEHb, HECMPUATIIMBI 3
nornagy 6es3neku, peakuii, AN NpoOBedEeHHA SKUX HeOoOXiOHWN BaXKUW MeTan, Takui sk Xropua
onosa(ll), Hecnpuatnuei 3 norNaAy (€K0)TOKCUYHOCTI). 3aMiCTb LbOro y 4aHOMy BMHAxXo4i AN CUHTEe3y
NPOMDKHMX NPOAYKTIB 3anporoHOBaHi LWMSAXW 3 BUKOPUCTAHHSM peakuid, WO MalTb ChpUATUBI
XapaKTepUCTUKN (Hanpuknag, cynboHINxnopug € HeJopOruM peareHToM i He MOTPIOHMIA Hi ras, Hi
BaXKu meTan).

Tomy paHuiA BuHaxig BigHOCUTbCA [0 cnocoby 3acToCyBaHHS siK MPOMDKHMIA NPOAYKT AnA
ofepxaHHsa cnonyku popmynu (1V)

NH,

Al)QA4

2 2
A - G (v)
\Asj\f

AKIN

xl, A% A% i A* HesanexHO oauH Bif 0AHOTO 03HaualTh C-R® abo a3oT, 3a yMOBMU, WO He Binblue
neox 3 A', A%, A%i A* 03HaualoTb a30T;

R? 03Hauae BoaeHb, C;-Cy-ankin abo C1-C;-ankinkapboHin;

G® 03Havae k1ceHb abo Cipky;

koxHun R® HesanmexHO 03Hayae BOAEHb, raroreH, uiaHorpyny, Hitporpyny, C;-Cs-ankin, C;-Cy-
ranoreHankin, rigpokcurpyny, C;-Cs-ankokcurpyny, C,;-Cy-ranoreHankokcurpyny, Ttiorpyny, C;-C, -
ankintiorpyny, C;-C4-ranorenankintiorpyny, C,-C4-ankincynbdiHin, C;-C,-ranoreHankincynbgiHin, Ci-
C,-ankincynbdoHin, C;-Cy-ranorenankincynsdoHin, amiHorpyny, N-C;-C,-ankinamiHorpyny aéo N, N-
Ai-(C,-Cg-ankin)-amiHorpyny; i

Q2 0o3Havae cpparmeHT chopmynu (A) abo (B)
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{ v2 Y ]
® S @
5 3
Y . Y O N/ v
y SKin

Y1 i Y HesanexHo OAMH Bi4 OOQHOro O3Ha4yaloTb ranoreH, uiaHorpyny, TiouiaHaTHy rpyny, C;-Cy-
ankin, C;-Cy-ranoreHankin, C;-Cy-ankokci-C;-Cy-ankin, uiaHo-Ci-Cy-ankin, C,-Cs-ankinTiorpyny, Ci-
Cs-ranoreHankinriorpyny, C1-C-ankincynbinin, C,-Cs-ranoreHankincynbdiHisn, C,-Cs-
ankincynbdoHin abo C;-Cs-ranoreHankincynbqoHis;

Y® o3Havae C,-Cs-nepchtopankin, Ci-Cg-nepdropankintiorpyny, C;-Ce-nepdropankincynbdiHin
abo C;-Cg-nepdpropankincynbdoHin;

Y2 i Y* HesanexHo oavH Big OQHOMO 03HAYAKTH BOAEHb, ranoreH a6o C,-Cy-ankin;

Y® i Y° HesanexHo oauH Bif OAHOTO 03HAYalTb raroreH, uiaHorpyny, TiouiaHatHy rpyny, C;-Cy-
ankin, C;-Cg-ranorenankin, Ci-Cjz-ankokci-C,-Cy-ankin, uiaHo-C,-Cy-ankin, C,-Cs-ankintiorpyny, C;-
Cs-ranoreHankinTiorpyny, C;-Cs-ankincynbiHin, C;-Cs-ranoreHankincynbiHin, C;-Cs-
ankincynb@doHin abo C,-Cz-ranoreHankincynb@oHin;

Y® o3Hauae C;-Cy-ranoreHankokeurpyny, C,-Cg-nepdtopankin, C,-Cg-nepdptopankintiorpyny, C;-
Ce-nepdropankincynbdinin abo C,-Cg-nepdTopankincynbdoHis;

Y' o3Havae BoaeHb, ranoreH abo C,-C,-ankin;

abo rnoro N-okcuagy abo coni;

a) cnonyku cdoopmynum (1)

NH,

Al)Q

AIZI\A(JYGZ 0

OH
y AKin Al A% A3 A% i G? € TakuMu, SiK BU3HAYEHO Anis crnonyku coopmynu (IV); abo noro N-okcugy
abo coni; abo
b) cnonykn dopmynu (11)

1)§ 4 (I

Cl
y skin At A%, A’ A* i G® € Takumm, sik BU3HaAYeHo Ans cnonyku dopmynu (IV); aBo ioro N-okeuay
abo coni; abo
¢) cnonyku cpopmynm (Ill)

4
N

(i)

y SKin Al A% A% A%, R, G® i Q% € TakvMK, SIK BUSHAYEHO A11s crnonyku coopmynu (IV); abo roro N-
okcuay abo coni.

Cnonykn dopmynn (1), (1), () i (IV) MOXyTb iCHyBaTM y BUMMSAAi Pi3HMX reoMeTpu4HuMx abo
ONTUYHMX i3oMepiB abo y pisHMX TayToMepHMx cdopmax. B obcar gaHoro BMHaxony BXOOSATb BCi Taki
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i3oMepu 1 TayToMepwm i iX Cymilli y BCiX CMiBBigHOLIEHHAX, @ TaKoX i30Tono3amilleHHi opmMu, Taki SK
AenTepoBaHi Cnonyku.

KoxHuin ankinbHuii dparMeHT, okpemMo abo y BUMMsAi 4acTMHM Oinblioi rpynu (Takoi sk
ankoKcurpyna, arnkokcukapOoHin, ankinkapboHin abo arnkineH), mae niHiiHWIA abo poaranyxeHun
NaHuor i 03Havae, Hanpuknag, MeTun, eTun, H-Nponin, npon-2-in, H-6yTun, 6yT-2-un, 2-meTunnpon-1-
in abo 2-meTtunnpon-2-in. AnkinbHi rpynu nepeBaxHo ABNSATb coboto Ci-Cg-ankinbHi rpynu, GinbLu
nepeBaxHo - C;-C,- i HanbinbLue nepeBaxHO - C,-Cs-ankinbHi rpynu.

"anoreH o3Havae dTop, xnop, 6pom abo nog.

anoreHankineHi rpynun (okpemo abo y Burnggi 4YactMHuM  Ginblwoi  rpynu, Takoi 4K
ranoreHankokcurpyna abo ranoreHankintiorpyna) sensitoTb cobol ankineHi rpynu, ki 3amiweHi
ogHuM abo OGinbLIOK KINbKICTIO OAHAKOBMX abo pi3HMX aTOMIB ranoreHiB i sBnsiloTb Co6Oolo,
Hanpuknag, TpudTopmeTun, xnopaudptopmetun, 2,2,2-tpudptopetmn  abo  2,2-gudptopeTun.
MepdTopankineHi rpynn  (okpemo abo y Burnsgai  vactmHuM  Binbwoi  rpynn, Takoi 4K
nepdTopankintiorpyna) asnsioTe coboto 0cobnMBUIN TUN ranoreHarnkinbHOI rpynu; BOHU SABASIOTb
coboto ankinbHi rpynu, siki MOBHICTIO 3aMilleHi atomamyn Topy, i ABNSOTL cOOOK, Hanpuknag,
TpudTOpMETUN, NEeHTadTOopeTH, renTadpTopnpon-2-in abo HoHadpTopOYT-2-M.

LliaHoankinbHi rpynn siBNsitoTb cob00 ankinbHi rpynu, siki 3amiweni ogHMM abo GinbLUOK KiNbKiCTo
uiaHorpyn, Hanpuknag, uiaHometun abo 1,3-guuiaHonponin.

Kpawi rpynn ans Al A% A% AT R?GEH R QP y Oyab-SIKin ixHin KomGiHaUii HaBedeHi HMxKYe.
MepeBaru BigHOCATLCA go crnonyk cpopmynm (1), (1), (1) i (IV) BignosigHo.

MepeBaxHo, sikwo A’ osHauae C-R>.

MepeBaxHo, skwo A oaHauyae C-R°.

MepeBaxHo, skwo A® oaHauae C-R°.

MepeBaxHo, skwo A* oaHauae C-R°.

lMepeBaxHO, AKLLO R? o3Havae BOAEHb, MeTun, eTun abo aueTun, BinNbl NepeBaxHO - BOOEHB,
mMeTun abo etun, e Binbl nepeBaxHoO - BoaeHb abo eTun, HanbinbLue NepeBaXKHO - BOAEHb.

MepeBaxHo, SKLIO G 03HAYAE KMCEHb.

MepeBaxHO, SKLIO KOKHUIT R® He3anexHo 03HaualoTb BOAEHb, ranoreH, LiaHorpyny, HiTporpyny,
C,-Cy4-ankin, C;-Cy-ranoreHankin abo C;-Cz-ankokcurpyny, Oinbll MepeBakHO - BOAEHb, rarioreH,
LiaHorpyny, HiTporpyny, metun, TpudTopmeTn abo MeTokcurpyny, wwe 6Ginbll nepeBaxHO - BOAEHb,
dTop, uiaHorpyny, HiTporpyny, TpudTopMeTUn abo MeTokcUrpyny, e Oinbl nepeBaXHO - BOAEHD,
dTOp abo uiaHorpyny, HanbinbLLEe NEPEBAXKHO - BOAEHb.

MepeBaxHo, SKLLO Q? o3Hauae dparmeHT cbopmynu (A).

[MepeBaxHo, £KLWO Y' osHauae ranoreH, UiaHorpyny, meTtun, etun, TpudTopmeTtun abo
MeToKcumMeTur, Ginbll nepeBaxHO - Opom, xnop, meTun, etmn abo meTokcumeTwn, we OinbL
nepeBaxHo - 6pom, meTnn abo eTnn, HanbinbLle NepeBaXKHO - METUI.

MepeBaxHo, AKLLO Y? 03Hauae BOAEHS, xnop, ptop abo meTun, HanbinbLie nepeBaxxHo - BOAEHb.

MepeBaxHo, SAKLLO \& O3Havae renTadpTopnponin, renTacgptopnpon-2-in,
rentadTopnponinTiorpyny, rentadTopnponincynbaiHin, rentadpTopnponincynbgoHin,
renTacpTopnpon-2-intiorpyny, rentadtopnpon-2-incynbgiHin, rentacgpTopnpon-2-incynbgoHin abo
HOHadTOpPOYT-2-1nN, GinblW nNepeBaxHO - renTadTopnpon-2-in abo HoHadTOpOYyT-2-Mn, HanbinbLe
nepeBaxHo - rentadgpTopnpon-2-in.

MepeBaxHo, AKLLO Y* 03Hauae BOAEHD, xnop, ptop abo meTun, HanbinbLie NepeBa)HO - BOAEHb.

lMepeBaxHo, AKLIO Y® o03Hauyae raroreH, UiaHorpyny, meTtun, etun abo TpudtopmeTnn, GinbLu
nepeBaxHo - Gpom, xmnop, MeTun abo etwn, we 6inbw nepesBaxHo - 6pom, meTun abo etun,
Hanbinblue NnepeBaxHo - MeTus.

MepeBaxHo, SAKLWO Y® o3Hauae ranoreH, uiaHorpyny, meTun, etun, Tpudtopmetnn abo
MeToKCuUMeTUr, Ginbll nepeBaxHO - Opom, xnop, meTun, etun abo meTokcumeTwn, e OinbL
nepeBaxHo - 6pom, MeTun abo eTun, HanbinbLLe NepeBaxXHO - METUI.

MepeBaxHo, AKLLO Y’ o3Hauae BoAeHb, xrop, dTop abo meTun, HanbinbLLe NepeBaxxHO - BOAEHb.

MepeBaxHo, KO \& O3Havae renTadpTopnponin, renTacgptopnpon-2-in,
rentadTopnponinTtiorpyny, rentadTopnponincynbaiHin, rentagTopnponincynbgoHin,
rentacpTopnpon-2-intiorpyny, rentadgptopnpon-2-incynbgiHin, rentacgpTopnpon-2-incynbgoHin  abo
HoOHadTOpPOYT-2-1n, GiNblW nepeBaxHo - renTadTopnpon-2-in abo HoHadTOpPOYT-2-Mn, HanbinbLwe
nepesaxHo - renTadpropnpon-2-in.

MepeBaxHO, sKkWoO Y~ o03Ha4ae rarnoreH, LuiaHorpyny, MeTun, eTtwun, TpudTopmMeTun abdo
MeTOKCUMETUIT, Oinbll nepeBaXHO - OpoM, XNop, MeTun, eTun abo MeToKkCcMMeTwn, we OinbL
nepeBaxHo - 6pom, meTnn abo eTnn, HanbinbLle NepeBaXKHO - METUS.

Y KpalLoMy BapiaHTi 3giiicHeHHst A, A’ A®, A? o3HayatoTb CH.

Y KpalLoMy BapiaHTi 3giiicHeHHst A* o3Hauae C-F i A>, A’i A? osHauatoTb CH.
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Y KpalloMy BapiaHTi 34iNCHEHHSA A o3Havae C-F i A A i A o3Havatotb CH.

Y KkpallomMy BapiaHTi 34iNCHEHHSA A o3Havae C-F i A A i A o3Havatotb CH.

Y KpawoMy BapiaHTi 30iNCHEHHS A* 03Hauae C-F i A", A i A 03Ha'-IaI-OTb CH.

Y KpawoMy BapiaHTi 30iMCHEHHS A’ o03Hauae C-CN |A A%i A* oanavatoTb CH.

Y KpalLoMy BapiaHTi 34iiicHeHHst A° 03Hauae C-CN i Al, A%i A® oanavatoTb CH.

Y KpalloMy BapiaHTi 34iNCHEHHS A3 o3Ha4vae C-CN i Al, A2 i A4 o3Ha4atoTb CH.

Y KpawoMy BapiaHTi 30iMCHEHHS A* 03Hauae C-CN i A!, A | A3 03Ha‘-|a}OTb CH.

Y KpawoMy BapiaHTi 30iNCHEHHS A o3Ha4vae C-NO, i A A i A o3HavatoTb CH.

Y KpallomMy BapiaHTi 34iNCHEHHSA A o3Havae C-NO, |A A i A o3Havatotb CH.

Y KpalLloMy BapiaHTi 34iNCHEHHSA A o3Havae C-NO, |A A i A o3Havatotb CH.

Y KpalLloMy BapiaHTi 34iNCHEHHSA A* 03Hauae C- NO, i A, A% i A% oanavatoTb CH.

Y KpalLoMy BapiaHTi 34iNCHEHHSA Q 0o3Havae 2,6-gumeTun-4-(rentadpTopnpon-2-in)-geHin.

Y KpalloMy BapiaHTi 34iNCHEHHSA Q 0O3Hauae 2-eTun-6-metun-4-(rentadgTopnpon-2-in)-geHin.
Y KpalloMy BapiaHTi 34iNCHEHHSA Q° 03Haqae 2,6-pietun-4-(rentadpTopnpon-2-in)-geHin.

Y KpaLloMy BapiaHTi 37iicHeHHs! Q° 03HauYae 2-MeTOKCUMETUN-6-MeTun-4-(renTadToprpon-2-in)-

doeHin.

Y KpalloMmy BapiaHTi 34iNCHEHHS Q o3Ha4ae 2-6pom-6-meTun-4-(rentadpropnpon-2-in)-geHin.

Y KpalloMmy BapiaHTi 34iNCHEHHS Q o3Havae 2-6pom-6-eTun-4-(rentacptTopnpon-2-in)-deHin.

Y KpawoMy BapiaHTi 34iNCHEHHS Q 03Havae 2,6-guxnop-4-(rentacdTopnpon-2-in)-geHin.

Y KpawoMy BapiaHTi 30iNCHEHHS Q 03Havae 2,6-gubpom-4-(rentadpTopnpon-2-in)-deHin.

Y Kpallomy BapiaHTi 34iNCHEHHS Q 03Havae 2,6-gumeTun-4-(HoHadpTopbyT-2-1n)-deHin.

Y Kpallomy BapiaHTi 34iNCHEHHS Q 03Havae 2-eTnn-6-meTun-4-(HoHadTopOyT-2-1n)-deHin.

Y KpalLoMy BapiaHTi 3aifcHeHHs Q7 o3Haqae 2,6-pieTun-4-(HoHadTOPOYT-2-UN)-deHin.

Y Kpalwomy BapiaHTi 34iNCHEHHS Q® o03Haua€e 2-MeTOKCUMETUN-6-MeTUN-4- (HoHadpTOPOYT-2-1)-

deHin.

Y KpalloMy BapiaHTi 34iNCHEHHS Q 03Havae 2-6pom-6-meTun-4-(HoHadTOpOYT-2-1n)-eHin.

Y KpalloMmy BapiaHTi 34iNCHEHHS Q 03Havae 2-6pom-6-eTun-4-(HoHadTOPOYT-2-U)-eHin.

Y KpawioMy BapiaHTi 34iNCHEHHS Q 03Havae 2,6-guxnop-4-(HoHadgTopbyT-2-1n)-deHin.

Y Kkpallomy BapiaHTi 34iNCHEHHSA Q° o3Havae 2,6- -Anopom-4-(HoHadTopOYT-2-1n)-deHin.

Mpuknagm cnonyk gopmynu (1), sKi iNtOCTPyOTb AaHWI BUHAXI4, HaBeaeHi B Tabnuui 1.

Tabnuus 1:

Y Tabnuui 1 HaBegeHi 13 cnonyk dpopmynu (1), y Akin G? 03Hauae kuceHb i 3HaueHHs X', X%, X2 i X*

€ TakMMu, sIK BU3HadeHo B Tabnuui 1.

NH,

(1

N

«

N

Cnonyka Ne X" X X X
1.01 H H H H
1.02 -F H H H
1.03 H F H m
1.04 H H F H
1.05 H H H F
1.06 -CN H H H
1.07 H -CN H H
1.08 H H -CN H
1.09 H H H -CN
1.10 -NO, H H H
1.11 H -NO, H H
1.12 H H -NO, H
1.13 H H H -NO,

Mpuknagu cnonyk doopmynu (1), siki iNntoCcTpyroTb AaHWIA BUHAXIA, HaBeAeHi B Tadnuui 2.

Tabnuus 2:
Y Tabnuui 2 HaBedeHi 13 cnonyk dopmynu (I1), y sikit G® 03Hayae KUceHb i 3HaudeHHs X', X%, X7 i

X* € TakMMK, SIK BU3HAYEHO B Tabnuui 2.
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Cl
Cnonyka Ne X" X* x° x*
2.01 H H H H
2.02 -F H H H
2.03 H -F H H
2.04 H H -F H
2.05 H H H -F
2.06 -CN H H H
2.07 H -CN H H
2.08 H H -CN H
2.09 H H H -CN
2.10 -NO, H H H
2.11 H -NO, H H
2.12 H H -NO, H
2.13 H H H -NO,

Mpuknagm cnonyk coopmynu (1), Aki intocTpyoTb AaHun BUHaxiA, HaBeaeHi B Tabnuusx 3-18.

Tabnuus 3:

Y Tabnuui 3 HaBegeHi 13 cnonyk dopmynu (), y qkin G” 03Havae kuceHb, R? 03HauYae BOAEH,
Q? osHauae 2,6-AMMeTUN-4-(renTadTopnpon-2-in)-deHin i sHaveHHs X, X2, X¥ i X* e Takumu, sk

BMU3Ha4yeHo B Tabnuui 3.

X Il
AZ\A3/JYGZ (1

RZ N\Qz

Cnonyka Ne X X x° X
3.01 H H H H
3.02 -F H H H
3.03 H -F H H
3.04 H H -F H
3.05 H H H -F
3.06 -CN H H H
3.07 H -CN H H
3.08 H H -CN H
3.09 H H H -CN
3.10 -NO, H H H
3.11 H -NO, H H
3.12 H H -NO, H
3.13 H H H -NO,

Tabnuus 4:

Y Tabnuui 4 HaBegeHi 13 crnionyk dopmynm (IIl), y sikin G* 03Hauae kuceHb, R® 03Hauae BogeHb,

Q® o3Hauae 2-eTUn-6-meTun-4-(rentacTopnpon-2-in)-ceHin i snadenHs X', X2, X i X* e Takumu, sik
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BM3HaYyeHo B Tabnuui 3.

Tabnuug 5:

Y Tabnuui 5 HaBegeHi 13 cnonyk dopmynu (lll), y skin G” 03Hayae kuceHb, R® 03Hauae BogeHb,
Q° o3Hauae 2,6-gieTun-4-(rentadpTopnpon-2-in)-cgeHin i 3Ha4yeHHs Xt X3 X® i X' e Takumu, sk
BM3Ha4YeHo B Tabnuui 3.

Tabnuus 6:

Y Tabnuui 6 HaBegeHi 13 cnonyk cdopmynu (), y skin G? o3Hauae kuceHb, R? o3Hayae BofEHb,
Q® o3Hauae 2-MeToKCumeTun-6-meTun-4-(rentadTopnpon-2-in)-geHin i 3HayYeHHs1 X x4 x¥ixte
TakMMU, SIK BU3HaA4YeHo B Tabnuui 3.

Tabnuuga 7:

Y 1abnuui 7 HasegeHi 13 cnonyk dopmynu (1), y akin G® o3Hauae KVICGHb R osHaqae BOJEHb,
Q o3Ha4vae 2-6pom-6-meTun-4-(rentacptTopnpon-2-in)-eHin i 3HaYeHHs Xt X2, X2 i X* e Takumu, siK
BM3HaYyeHo B Tabnuui 3.

Tabnuug 8:

Y 1abnuui 8 HaBegeHi 13 cnonyk dopmynu (1), y ki G? o3Hauae KMCGHb R 03Haqae BOAEHb,
Q 03Havae 2-6pom-6-eTun-4-(rentacpropnpon-2-in)-ceHin i 3Ha4YeHHs xh X2 X% i X* e Takumu, siK
BM3HA4YeHo B Tabnuui 3.

Tabnuusa 9:

Y 1abnuui 9 HaBegeHi 13 cnonyk dopmynu (1), y ki G? osHauae KMCGHb R 03Haqae BOAEHb,
Q 03Havae 2,6-guxnop-4-(rentacptopnpon-2-in)-cpeHin i 3HavyeHHs X X% X2 i X' e Takumu, sk
BM3HaAYeHo B Tabnmui 3.

Tabnuusa 10:

Y tabnuui 10 HaBegeHi 13 cnonyk dpopmynu (1), y akin G® 03Haqae KVICGHb R 03Haqae BOJEHb,
Q? o3Hauae 2,6- -In6pom-4-(rentacyTopnpon-2-in)-cheHin i sHauerHs X', X2, X2 i X' e Takumu, siK
BM3HaAYeHO B Tabnmui 3.

Tabnuusa 11:

Y tabnuui 11 HaBegeHi 13 cnonyk dopmynu (ll1), y skin G? 03Hauae kuceHb, R? 03Hauae BOAEHD,
Q2 0o3Havae 2,6-gnmeTtun-4-(HoHadTopOyT-2-1n)-heHin i 3Ha4YeHHs X X% X2 i X' e Takumu, sk
BM3Ha4YeHo B Tabnuui 3.

Tabnuusa 12:

Y 1tabnuui 12 HaBegeHi 13 cnonyk cpopmynu (1), y akin G® o3Hauae KnceHb, R 03Ha4ae BOAEHD,
Q? o3Hauae 2-eTun-6-mMeTun-4- (HOHaTOPBYT-2-1n)-cheHin i 3HaueHHs X, X2 x%i X* e Takumu, sk
BM3HaAYeHo B Tabnuui 3.

Tabnuusa 13:

Y tabnuui 13 HaBegeHi 13 cnonyk dpopmynu (1), y akin G® 03Haqae KVICGHb R® 03Haqae BOJEHb,
Q? osHauae 2,6-gieTUn-4- (HOHathTOPBYT-2-Un)-cheHin i 3HauveHHs X, X2, X2 i X' e Takumu, sk
BM3HaAYeHo B Tabnumui 3.

Tabnuusa 14:

Y tabnuui 14 HaBegeHi 13 cnonyk cpopmynu (1), y akin G’ o3Hauae K1ceHb, R 03Haqae Bop,eHb
Q O3Havyae 2-meToKCUMeTWUN-6-mMeTun-4-(HoHadTopOyT-2-Un)-heHin i 3HadYeHHs xh X2 x3ixXte
TaknMu, siK BU3Ha4eHo B Tabnuui 3.

Tabnuusa 15:

Y Tabnuui 15 HaBegeHi 13 cnonyk dopmynu (Ill), y akin G? 03Hauae kuceHb, R” 03Hauae BOAEHD,
Q? osHauae 2-6pom-6-MeTUn-4-(HoHadToPBYT-2-1n)-cbeHin i 3HavenHs X', X2, X% i X* e Takumm, sk
BM3Ha4eHo B Tabnuui 3.

Tabnuusa 16:

Y 1abnuui 16 HaBegeHi 13 cnonyk dopmynu (Ill), y akin G’ 03Hauae kuceHb, R” 03Hauae BOAEHD,
Q® o3Hauvae 2-6pom-6-eTun-4-(HoHaTOPBYT-2-un)-cbeHin i 3HaueHHs X', XZ, X* i X* € Takumu, sik
BM3Ha4YeHo B Tabnuui 3.

Tabnuua 17:

Y Ttabnuui 17 HaBegeHi 13 cnonyk cpopmynu (1), y akin G® oaHaqae cheHb R? 03Haqae BOJEHb,
Q O3Havae 2,6-gmxnop-4-(HoHadTopOyT-2-un)-heHin i 3Ha4YeHHs Xh X3 XP i X' e Takumu, sk
BM3HA4YeHO B Tabnuui 3.

Tabnuusa 18:

Y Tabnuui 18 HaBegeHi 13 cnonyk cdopmynu (Ill), y skin G? 03Hauae kuceHb, R” 03Hauae BOAEHD,
Q® o3Hauae 2,6-AMBPOM-4-(HoHapTopbyT-2-un)-cbenin i sHauenHs X', X% X3 i X* e Takumu, sk
BM3Ha4YeHo B Tabnuui 3.

Cxema A
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0 B
)N\HZ S\: S\\N
N
A,l, \A4 1)\ 4 1)§ 4
oo O ATSA ) AT
" 2 2
A3 —_— A2\ - Gz R — A\AS/JYG
A
OH N
() “ RQ7
Q)
(1
(3)‘ ’ %)
4) ATSA
AZ\AB/JYGZ
RZ/N\QZ

(V)

Ha cxemi A HasegeHi peakuii (1), (2), (3), (4) i (5), y sxkmx npomixxHuA npoaykT cdpopmynu (ll) ans
CUHTe3y iHCeKTUUMay OAepXXytoTb 3i cnonykm dopmynu (1), npomixkHun npogykt dopmynu (lll) ans
CUHTE3y iHceKkTMumMay odepxytoTb 3i cnonyku dopmynu (Il), npomikHui npogykt dopmynum (1V) ans
CUHTEe3Y iHceKkTUUMaY ofepxytTb 3i cnonyku cdpopmynu (lll), npomikHuin npoaykt dopmynu (1V) ons
CUHTEe3Y iHceKkTUUMaY ofdepXytoTb 3i cnonyku cdopmynu (1) i npomikHUn npoaykt dopmynu (lll) ona
CUHTE3Y IHCeKTULMAY oaepXyloTb 3i cnonykun popmynu (IV) BignosigHo.

Peakuii Tnny (1)

0
NH, S,
N
A1)§A4 SOCl, )\
2 2 = AYT A
AN pTNEC 5 )
A ANl 37 G
OH A
cl
0]

Q)

1) XnopaHrigpuamn kucnot cdopmynu () MoxHa ogepxatv 3 aMiHOKapOOHOBOI KUCIOTU hopMynn
() 3a m™eTogmkamu, BigoMuMMM daxiBUueBi Yy [OaHin obnacTi TexHiku, TakMMum sk 0Opobka
TioHiNxnopugom. Taka peakuis onucaHa, Hanpuknag, y nybnikauii Journal fuer Praktische Chemie
(Leipzig) (1937), 148, 161-169. Peakuito nepeBaxHO MOXHa NPOBOAMTU Y MNPUAATHOMY PO3YMHHUKY,
nepeBaxHo - B anpOTOHHOMY PO3YMHHUKY, Hanpuknag, npoctomy edipi (Takomy sik TeTparigpodypaH
abo pieTunoBuii edip), ranoreHoBaHHOMY BYINEBOAHI (TAakOMy $K AUXIIOpPMETaH, Xnopodopm,
TeTpaxnopug Byrneutw abo 1,1,1-TpuxnopeTaH), ranoreHoBaHHiM abo He ranoreHoBaHHin
apoMaTu4HIn cnonyui (Takin gk Tonyon abo xnopbeHson) abo B iXHiN CymiLi.

Peakuii Tnny (2)
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0
S Se
Al l 4 HNRG Af_j‘“\* !
A;\Aa’ 2 OCHOBa 2\A3/ 2
Cl R AN Q@

() ()

2) Cnonykn copmynum (lll) moxHa ogepxatu wnsxoM obpobku cnonykn cdopmynu (lI) amiHom
cdopmynm HNR?Q® 3 yTBOPEHHSM amifHOro 3B'S3Ky Yy Jy)KHOMY CepedoBuLli (Hanmpuknag, Y
NPUCYTHOCTI OpraHiyHOi OCHOBM, TaKol $K niPI/Ip,VIH, TpuetunamiH, 4-(aMMeTunamivo)-nipuawvH,
giisonponinetunamid, adbo HagnMwky amiHy HNR Qz, abo B MPUCYTHOCTI NornnHaya KUCNoTu, Takoro
AK kapboHaT HaTpito, rigpokapboHaT HaTpito, kapboHaT kanito abo rigpokapboHaT kanito). Peakuito
nepeBa)kHO MOXHa NPOBOAUTU Y NPUAATHOMY PO3YMHHUKY, NEPEBAXKHO - B aNPOTOHHOMY PO34MHHUKY,
Hanpuknag, npoctomy edipi (Takomy sk TeTparigpodypaH abo gietunosun edip), ranoreHoBaHHOMY
BYrneBOAHi (TakoMy siKk AuxropmeTaH, xrnopodopm, TeTpaxnopug Byrneuto abo 1,1,1-tpuxnopertaH),
ranoreHoBaHHin abo He ranoreHoOBaHHIN apomaTuyHii cnonyui (Takin sik Tonyon abo xnopbeHson) abo
B iXHiV CyMilLLi.

Peakuii Tnny (3)

S NH,

N 1)%4

PY H,0 ATSA
1 AN "
AT A RN
2 2 A3
A\ 3/ G
A N
29N 2
N. R Q
R N2
(v)

(1
3) Cnonyku cdopmynu (IV) moxHa ogepxatun wnsaxom obpobkn cnonykn copmynu (ll) Bogoto y
HeWTpanbHOMY, KMCrOMy abo mnyXHOMYy cepefoBuLli (NepeBaXxHO - Yy KUCNOMY CepedoBuLj,
Hanpuknag, y NPUCYTHOCTI pO3BEAEeHOro BOAAHOMO0 PO3YMHY XIOPUCTOBOAHEBOI Kucnotum). Peakuito
nepeBaXXHO MOXHa MPOBOAUTU Y NPUAATHOMY PO3YMHHKKY, NEPEBAXHO - B anNPOTOHHOMY PO34YMHHUKY,
Hanpuknag, npoctomy edipi (Takomy sk TeTparigpodypaH abo gietunosun eqdip), ranoreHoBaHHOMY
BYIMEBOAHI (TAaKkOMy sik AuXropmeTaH, xropodopm, TeTpaxnopug Byrneuto abo 1,1,1-TpuxnopeTtaH),
rarnoreHoBaHHi abo He ranoreHoBaHHiIN apoMaTUYHIN cnonyui (Takin sik Tonyon abo xnopbeH3on) abo
B TXHIiN cymiLi (Takir K cymill anxnopMeTaHy 1 TeTparigpodypaHy).
Peakuii Tnny (4)
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_ 5 —
e o
Peakuis BOAHA
J\ \ TANY (2) RES Y obpobka
AT o
1" ~ 2
Az\Aa’ : A \Aa
cl | R? N Q@@ -
2
(1 (1) Al
He BUAINATL A2 \'As 2
RZ /N \QZ
(V)

4) Peakuii Tuny (4) asnsawTb coboto kombBiHauito peakuii Tuny (2) i peakuii Tuny (3). Ockinbku
cnonykn dopmynu (lll) mMoxyTb nerko niggaBatuca rigponisy, iX 3pyd4HO He BuAINaTH, a
©e3nocepenHbo nepeTBoptoBaT Y cnonyku copmynu (IV), Aki 3BUYaANHO 3pyyHille BUKOPUCTOBYBATHU.
Kpim TOro, mpuv UbOMY KiNbKICTb CTafii peakuil 3MEeHLIYETbCS Ha OfHY, OCKINbKA OCTaHHE
NepeTBOPEHHS MOXHa Nerko MpoBecTu nig 4Yac oOpoOku BOAOK peakuiiHOi CyMilli, WO MICTSTb
crnonykn dopmynu (lll). Peakuis 3-cynbdiHinamiHobeH3o0inxnopmuay 3 nepByMHHUM amiHOM OnucaHa,
Hanpuknag, B EP 54,839. Peakuii 3-cynbdiHinamiHobeH30inxnopuay 3 aHiniHom, 2-MeTunaHiniHom i
2-MeTOKciaHiniHOM onucaHi, Hanpuknag, y nybnikauisx Deposited Doc. (1975), (VINITI 2561-2575),
(CAN 87:134385), Peakuia 2-cynbiHinamiHobeHsoinxnopugy 3 aHiniHoM onucaHa, Hanpwuknag, y
ny6nikadii Journal of Organic Chemistry (2001), 66(8), 2784-2788. OgHak y X0AHi i3 uux nybnikauin
He po3KpuTui npomikHuA npoaykt dopmynu (Ill). BignosigHo oo BuHaxogy 6yno nokasaHo, WO
crnonyka cdopmynu (Ill) aBnse coboto npamun NpogykT peakuii Tuny (2) i wo cnonyka dopmynu (l1)
noTiM rigponi3yeTbCs, Hanpuknag, nig Yac obpobku Bogoto. Peakuilo nepeBaxHO MOXHa NPOBOANTU Y
NpMaaTHOMY PO3YMHHMKY, NEPEBAaXXHO - B anpoOTOHHOMY PO3YMHHUKY, Hanpuknag, npoctomy eqipi
(Takomy sk TeTparigpodpypaH abo gieTunoBuii edpip), ranoreHoBaHHOMY BYINEBOAHI (TakoMy $K
AVXropMeTaH, xrnopodopm, TeTpaxnopug Byrneuto abdo 1,1,1-TpuxnopeTaH), ranoreHoBaHHin abo He
rariloreHoBaHHi apomaTuyHin cnonyui (Takiv sik Tonyon abo xnop6eH3on) abo B iXHin cymiLi.

Peakuii Tnny (5)

0
NH, S:
N
Al)QA‘1 SO,Cl
" 2 1 4
2 P 2 _— AT A
AN e G 2 2
A A\Aa/J\fG
RZ/N\QZ
RZ/N\QZ
(V) @Iy

5) Cnonyku dopmynm (lll) MmoxHa opepxaTu LWIAXOM OOpPOOKM MOXigHOro amiHokapboOHOBOT
kncnotn cpopmynm (IV) 3a metogukamu, BigoMmuMn axiBUEBi y AaHi obnacTi TEXHIKA, Takumu sk
0o6pobka TioHINxnopuaom. Peakuilo nepeBaXHO MOXHa MPOBOAUTU Y NPUOATHOMY PO3YMHHUKY,
nepeBaxHo - B anpoOTOHHOMY PO34YMHHUKY, Hanpuknag, npoctToMy edipi (TakoMy ik TeTparigpodypaH
abo pieTunoBuii edip), ranoreHoBaHHOMY BYINEBOAHI (TakOMy $K AUXINOPMETaH, Xnopodopm,
TeTpaxnopua Byrneut abo 1,1,1-TpuxnopeTaH), ranoreHoBaHHin abo He ranoreHoBaHHin
apomaTtunyHiv cnonyui (Takin Ak Tonyon abo xnopbeH3on) abo B iIXHiN CyMilli.

Hesiki cnonykn dhopmynm (Il) i (lll) € HoBUMM | sIK Taki yTBOPHOWTH LWEe OAMH OO'eKT AaHoro
BMHaxody. Tomy JaHui BUHaxig BigHocUTbCSA o cnonyku dopmynum (I1Y)
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l)QA“ (I

AKin

X\l, A% A’ A' i G® € Takumu, sIK BU3HaueHo ans cronyku coopmynu (1); abo ioro N-okenay a6o
coni, 3a ymosu, wo (II')Y He gaBnse coboro 2-xnop-5-cynbiHinamiHobeH3oinNxnopna, 4-meTokcu-3-
cynbiHinamiHo6eH30iNxnopua, 4-meTun-3-cynbdiHinamiHobeHsoinxnopua, 3-
cynbiHinamiHo6eH3oinxnopug, 2,3,4,6-teTpanono-5-cyneidinamiHobeHsoinxnopng abo 2,4,6-
Tpuiiogo-3-cynbdiHinamiHobeH3oinxnopug. Kpawumm 3Ha4veHHsSMn ansi Al A% A% AT G e Ti X
KpaLli 3Ha4YeHHs, SKi 3a3HayeHi Ans BignoBigHMX 3aMicHMKIB cnonyku popmynm (1).

Kpim Toro gaHuii BuHaxig BigHocuTbcst go cnonyku copmynm (1)

4

N

7z,

A am

AKIN

Xl, A% A% A* i G® € Takumu, SIK Le BU3HAYEHO AN cnonyku cdoopmynu (1); R? i Q% € Takumu, siK
BM3HayeHo ans cnonyku gopmynu (lll); abo noro N-okcugy abo coni. Kpawmmm sHavyeHHAMU ans A%,
Az, A3, A*i G%eTix Kpalli 3HayYeHHS, 9Ki 3a3Ha4veHi Ans BiANOBIgHMX 3aMiCHUKIB Cronykn opmynu
(). Kpawwmmn 3HayeHHsMn ans RZiQ%eTi x Kpalli 3HayYeHHd, 9Ki 3a3HadveHi ons BignoBigHUX
3amicHukiB cnonyku cdoopmynu (l11).

HaBeaeHi Hk4e Npuknaaun inlcTpyoTb, ane He 0OMeXyHTb JaHWIA BUHAXIA.

Mpuknagn ogep>aHHA Cronyk:

1. Peakuii Tuny (1)

Mpuknag 1.1: OgepxaHHsa 3-cynbdiHinamiHoGeH3oinxnopug

NH, S\\N
socl,

O

OH
Cl

TioHinxnopwua (95,17 r, 0,8 mons) gogaBanuy 4o po3dnHy 3-aMiHOGeH30MHOI kucnoTtu (27,43 1, 0,2
mMons) y Tonyoni (250 mn). PeakuiiHy cymill KAN'aTunu 3i 3BOPOTHUM XOMNOAUINBHUKOM MPOTAromM 2
rog. Hagnuuwok TioHinxnopuay " Tonyomny BiAraHAnuM npu 3HWXKEHOMY TUCKY. O4UMLLEHHSA 3arnuliky
npoBOAWMM 3a [OMOMOrOK MNeperoHkn 3 konbu B konby npu 167 °C y Bakyymi (0,40 mbap) i
opepxyBanu 3-cynbdininamiHobeHsoinxnopug (29,6 r, Buxig 73,4 %).

Mpuknag 1.2: OgepxaHHs 3-cynbdiHinamiHo-4-6pombeH3oinxnopuay

10
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NH /)
Br SOCl, N
Br

O

OH

Cl

Tioninxnopwug (4,4 r, 37 mmonen) gogaeanu 4o po3vnHy 3-amiHo-4-6pom6eH301HOT kucnotn (2 T,
9,25 mmons) y Tonyoni (12 mn). PeakuiiHy CyMmill KAM'aTUNK 3i 3BOPOTHUM XONOAUSTbHUKOM MPOTAroM
2 rog. Hagnuwok TioHinxnopvay n Tonyony BiAraHsanu npu 3HWKeHOMY TUCKY. OYULLIEHHS 3anuLUKy
nNpoBOAMMM 3a AONOMOroK neperoHkn 3 konbu B konby npu 130 °C y Bakyymi (0,40 mbap) i
ofepxyBanu 3-cynbdiHinamiHo-4-6pombeHsoinxnopua (0,978 r, Buxig 48,9 %).

Mpuknag 1.3: OgepxaHHsa 3-cynbdiHinamiHo-4-uiaHobeH3oinxnopuay

O

Z

NH, S

socl, N
NC

NC

o

OH
Cl

TioHinxnopwa (4,4 r, 37 Mmonen) gogasanu 40 Po34YnHy 3-amiHo-4-UiaHo6eH30MHOoI kucnotu (2,0
r, 9,25 mmons) (npuknag 6.1) y tonyoni (12 mn). PeakuiiHy cymiw kun'atunu 3i 3BOPOTHWUM
XOMNOAWIBHUKOM MPOTArom 2 rod. Hagnuwok TioHinxnopuay n Tonyomny BiAraHsamnvM npu 3HMKEHOMY
Tucky. MpoaykT BukopuctoByBany 6e3 AoAaTKOBOrO OYULLEHHS.

2. Peakuii Tuny (2)

Mpuknag 2.1: OpepxaHHa  3-cynbdiHinamiHo-N-[2-eTun-6-meTtun-4-(1,2,2,2-tetpadtop-1-
TpudpTopmeTuneTun)-erin]-6eHsamigy

0
CH, Sy
HN
Sf) LF,
CH, CF,
3
HN
nipuauH X
Cl
CH, CF,

[o posunHy 3-cynbiHinamiHobensoinxnopuay (0,033 r, 0,165 mmons) (npuknag 1.1) y cyxomy
dewntepoxnopodopmi (0,5 mn) npu 25 °C npu nepemilyBaHHi jogaBanu po3vuH 2-eTun-6-metun-4-
(1,2,2,2-teTpadpTop-1-TpudTopmeTuneTun)-gerinaminy (0,050 r, 0,165 wmmonsa) (ogepxxysanu
BignoBsigHO Ao MeToamku, onucaHoi B EP 1,006,102) y pewntepoxnopodgopmi (0,5 mn). licns
nepemiwysaHHs npu 40 °C npotarom 14 rog. OO peakuinHoi cymiwi gogasanu nipuamH (0,013 r, 0,16
MMOrsl), nmoTiM cymiw nepemiwysanu npu 25 °C npotarom 60 rog. AmnikBOTY peakuiHOi CyMmiLli
po30aBnsnM Cyxum aueTOHITPUIIOM i BBOOUNU Y MaC-CMEKTPOMETP LUIISAXOM NPSAMOro YNopCKyBaHHS
(ymoBwu amB. Hmx4Ye). Po3paxoBaHa TouHa mMaca: 468; [M-H] 3HangeHa: 467,01.

Mac-cnektpometpuyHun (MC) aHani3: npsime ynopcKyBaHHA 3 BUKOPWUCTAHHSAM aLeToHITpUny sk
PO34MHHUK. LUBMAOKICTE MNOTOKY, WO BBOAMTLCS, CTaHoBuna 5 wkn/xB. Mac-cnektpomeTpuyHe
AeTeKTyBaHHA NpoBOAMMM Ha mac-cnekTpomMeTpi Quattro Micro i3 Tpboma KBagpynonbHUMU MiH3amMu

(Waters).
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Pexunm ckaHyBaHHS: KBagpynonbHe ckaHyBaHHS

MeTognka MC: loHizauis enekTpoposnuneHHam (IEP)

Pexum ioHisauii: [MO3UTKBHI iOHM HeratusHi ioHn
Hanpyra Ha kaninspi: 3,2 kB 3,2 kB

Hanpyra Ha koHyci: 20B 30B

Temnepatypa geconbBaTauii: 350 °C 350 °C
Temnepatypa 6noky axepena: 120 °C 120 °C

LWenakicTtb rasy npu geconbaaTadii:| 500 n/roa. 500 n/rog.
LLBnAKicTb rasy Ha KOHyCI: 50 n/roga. He BuKopucTOBYETHCS
[iana3oH ckaHyBaHHS: Bia 100 oo 1000 [a Bia 100 oo 1000 [a
Yac ckaHyBaHHS: 0,5c¢c 0,5¢c

Mpuknag 2.2: AnbTepHaTMBHa MeToaMKa oaepaHHs 3-CcynbdiHinamiHo-N-[2-eTun-6-meTtunn-4-
(1,2,2,2-teTpadTop-1-TpucpTopmeTrneTnn)-deHin]-6eHsamigy

0
S N
CH, N
o HN
s CF,
N - 0
CH, CF, CH,
HN
@]
CF,
Cl =
. CH, CF,

Ho posunHy 3-cynbdiHinamiHo6en3oinxnopuay (0,033 r, 0,165 mmons) (npuknag 1.1) y cyxomy
aevtepoxnopodopmi (0,5 mn) npu 25 °C npu nepemiwyBaHHi gogaBanu po3vvH 2-eTun-6-metun-4-
(1,2,2,2-tetpadTop-1-TpucptopmetuneTun)-ceninamiHy (0,050 r, 0,165 wmmond) (ogepxysanu
BignoBigHO OO0 meTogukn, onmcaHoi B EP 1,006,102) y pentepoxnopocdopmi (0,5 mn). Micna

10 nepemiwysaHHsa npu 25 °C npotsarom 60 rod. 3pa3ok peakuifiHOi Cymiwi aHanidyBanu 3a 4ONOMOro
cnekTpockonii 'H-AMP. Y peakuinHin CyMilli BUSIBMSANUW LLIYKaHY CNONyKy W He npopearyBasLUi BUXiOHI
pPEeyYoBMHU. |HTErpyBaHHA curHanie nokasyBano, WO MepeTBopeHHsA npouwno Ha 40 %. 'H-AMP
(CDClg, 400 Mr'u): 8,35 (s, 1H), 8,07 (d, 1H), 7,95 (d, 1H) 7,58 (t, 1H), 7,49 (s, 1H), 7,37 (s, 2H), 2,70
(g, 2H), 2,31 (s, 3H), 1,22 (t, 3H) yacT./mnH.

15 Mpuknag 2.3: AnbTepHaTuMBHa MeTOAMKa ofepXaHHA 3-cynbdiHinamiHo-N-[2-eTun-6-meTun-4-
(1,2,2,2-teTpadTop-1-TpudTopMETUNETUN)-EHIN]-OeH3amigy
e,
ok, S.
HN
0
Se Fy
- HN
2 eKB.
(2exs) ‘.
Cl
CH:.] CF3

[o po3uunHy 2-etnn-6-metun-4-(1,2,2,2-tetpadptop-1-tpudtopmeTuneTun)-cgpeHinamidy (0,100 r,

0,33 wmmons) (ogepxyBanu BignoBigHO 40 MeToauku, onucaHoi B EP  1,006,102) vy

20  pentepoxnopodopmi (1,0 mn) npu 25°C  npu  nepemillyBaHHi  [ofasanu  po3unH - 3-
cynbiHinamiHo6eH3oinxnopngy (0,033 r, 0,165 w~mmond) (mpuknag 1.1) 'y  cyxomy
aevitepoxnopodopmi (1,0 mn). Micnsa nepemiwysaHHs npu 40 °C npoTarom 8 rofd. 3pa3ok peakuiiHoi
CyMiLLi aHanidyBanu 3a JONOMOrOK CreKTpOoCKonii H-amP. Y peakuinHin CyMilli BUABMANMW LUYKaHY
CNOMyKy Ha niacTaBi MOro XapakTepUCTUYHUX CUrHanis (OMB. AaHi ChnekTpis 'H-AMP, HaBepeHi y
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npuknagi 2.2) i He npopearyBaBLli BUXiOHI PEYOBMHU. IHTErpyBaHHA cCurHanis nokasysarno, Lo
nepeTBOPEHHS NPonLo Ha 85 %. AnikBOTY peakuiiHOT cyMili po36asnsann Cyxum aueTOHITPUIIOM i
BBOOWUN Y MAcC-CMEKTPOMETP LUFISAXOM MPSMOro YNOpCKyBaHHS (Mpy yMOBaXx, aHanoridyHMx onnucaHuMm y
npuknagi 2.1). PospaxoBaHa To4uHa mMaca: 468; [M-H] 3HaiigeHa: 467,06.

Mpuknag 2.4: AnbTepHaTMBHA MeTOAMKA ofepXaHHsa 3-cynbdiHinamiHo-N-[2-eTnn-6-meTun-4-
(1,2,2,2-teTpadTop-1-TpudTopMeTUNETUN)-EHIN]-OeH3amigy

O
S N
CH, N
H2N
s’ CF,
N F 0
CH, CF, CH,
HN
0
K,CO, oF,

Cl E
CH, CF,

o cycneHsii 2-etun-6-metun-4-(1,2,2,2-tetpadtop-1-Tpucptopmetunetunn)-eninaminy (0,082 r,
0,27 mmons) (ogepxxyBanu BignoBigHO A0 MeToamkm, onncaHoi B EP 1,006,102) i ToHkonogpibHeHoro
kapboHaty kanito (0,112 r, 0,81 mmonsa) y pewtepoxnopocopmi (1,0 mn) npn 25°C npwu
nepemiwysBaHHi gogasanu 3-cynbdiHinamiHobensoinxnopug (0,055 r, 0,27 mmons) (npuknag 1.1),
po3uMHEHU y cyxoMy Aevitepoxnopodopmi (1,0 mn). PeakuinHy cymiw nepemiwysanu npu 40 °C
npotsirom 16 rog. 3pasok HagocadoBOi PiOVMHN aHani3yBanu 3a 4ONOMOrol CnekTpocKonii 'H-ampP. Y
PeakuinHin CyMilli BUSIBNANW LIyKaHy CMONYKY Ha MigcTaBi MOro XapakTepUCTUYHUX curHanis (ame.
AaHi cnekTpis 'H-AMP, HaBepeHi y npuknagi 2.2) i He npopearyBaBLUi BUXiOHI pe4yoBUHU. AMIKBOTY
peakuinHoi cymiwi po30aBnsanM CyXum aueTOHITPUIIOM i BBOAWMW Yy MacC-CNEKTPOMETP LUMSAXOM
NPSAMOro ynopckyBaHHs (NpW yMOBaXx, aHarnoriyHMX onucaHum y npuknagi 2.1). Po3paxoBaHa TO4Ha
mMaca: 468; [M-H] sHangena: 467,00.

3. Peakuii Tvny (3)

Mpuknapg 3.1: OpepxaHHs 3-amiHo-N-[2-eTun-6-metnn-4-(1,2,2,2-tetpacrop-1-
TpudTOopMeTUNeTUn)-deHin]-6eHsamigy
0
S\\ H2

BoaHWIA po34mH HCI

1s =

HN
HN
3
3
CH, CF,
CHa CFa
Po3unH 3-cynbgiHinamiHo-N-[2-eTun-6-metnn-4-(1,2,2,2-tetpadtop-1-TpudropmeTnneTun)-

deHin]-6ensamigy (0,111 r, 0,237 mmons) (Hanpuknag, npuknag 2.1) y guxnopmetadi (2 mn) i
TeTparigpodypaHi (2 mn) 06pobnsnm 2 H. BOOSHUM PO34YMHOM XITOPUCTOBOAHEBOI KMcrnoTu (1 mn) i
nepemiwysanu npu 25 °C npotsrom 30 xB. OpraHiyHi pO34YMHHUKM BUOANANN 3 peakUinHOT cymilli npu
3HWKEHOMY TUCKY. 3anuLok HerlTpanisyBanm HacCu4eHUM BOASHUM PO3YMHOM rigpokapboHaTy HaTpito
M ekcTparyBanu guxnopmeTtaHoM. OpraHiyHy dasy cywmnu Hag cynbdaTom HaTpilo 1 BMNaproBanu v
ofepxyBanu wykaHy cnonyky. ‘H-AMP (CDCls, 400 MIy): 7,44 (s, 1H), 7,38 (s, 2H), 7,30-7,20 (m,
3H), 6,89 (d, 1H), 3,85 (bs, 2H), 2,69 (q, 2H), 2,32 (s, 3H), 1,22 (t, 3H) yact./mnH.

4. Peakuii Tuny (4)

Mpuknag 4.1: AnbTepHaTMBHa MeToAMKa ofepXaHHs 3-amiHo-N-[2-eTun-6-meTtun-4-(1,2,2,2-
TeTpadTop-1-TpucbTopmeTuneTunn)-deHinl-6eHsamigy

13



10

15

20

25

30

UA 100862 C2

H,
p CH,
S\\ HZN | AN
~ Fa
3
CH, CF, HN
cl nipuanH s
CH, CF,

[o posunHy 2-etnn-6-metun-4-(1,2,2,2-tetpadptop-1-tpudptopmeTuneTun)-geHinaminy (2,09 r,
6,9 mmons) (ogepxyBanu BignoBigHoO A0 MeToamku, onucaHoi B EP 1,006,102) y auxnopmetani (30
M) npu 25 °C npu nepemillyBaHHi nocnigosHo gogasanu nipuavH (0,8 mon, 9,9 mmons) i po3ymH 3-
cynbiHinamiHobeHsoinxnopugy (1,39 r, 6,9 mmonsa) (npuknag 1.1) y guxnopmetadi (7 mn).
PeakuivHy cymiw nepemiwysanu npu TemnepaTypi HaBKOMWULLIHBLOIO cepefoBuLlla NpoTsrom 6 rog,.
Peakuito 3ynMHANM LWNSXOM OOAABaHHS 2 H. BOASIHOTO PO34YMHY XINIOPUCTOBOAHEBOI KUCIOTU (4 Mn) i
CyMill eHeprinHO nepemiwyBanu npotarom 20 xB. Cymiw posbasnanu Bogoto (20 mn) i dasm
pos3ginsanu. BogHy a3y agivi ekctparysanu etunauetatoMm. O6'egHaHi opraHiyHi pasm nocnigoBHO
NpoOMMBanyM HacuU4eHUM BOAAHVMM PO3YMHOM rigpokapboHaTy HaTpilo W pO3CONOM, CYLWMWnM Hag
cynbaToM HaTPIl0 N KOHUEHTPyBanu. 3anuvLoK oymLanu 3a JONOMOro KOMOHOYHOI XxpomMaTorpadii
Ha cunikareni (entoeHT: eTunaueTart/umknorekcad Big 1:4 go 3:2). lNicna BunaptoBaHHA PO3YMHHUKIB
XKOBTE Macrno po3Tupanu 3 rekcaHoM i Npuy LbOMy BOHO KpucTanidysanocs. LUykaHy cnonyky Buainsnm
y Burnsgi 6inux kpuctanis. T. nn. (Temnepatypa nnaenenHs): 143-145 °C. [lani *H-AMP 36iratoTbes 3
HaBegeHMMK y npuknagi 3.1.

Mpuknag 4.2: OpepxaHHs 3-amiHO-N-[2-meTun-4-(1,2,2,2-TeTpadpTop-1-TpudTtopmMeTnneTun)-6-
TiouiaHaTodeHin]-6eH3amigy

0 CH, H,
) Hﬂé\i
Y e,
3
N N ':’/S CF, HN
/

— e -

Fs

cl nipnauH //S
N7 CF,
[o po3unHy 2-meTtun-4-(1,2,2,2-tetpadtop-1-TpucdtopmetTunetun)-6-TiouiaHaTodeHinaminy (3,00
r, 9,05 mmons) (npuknag 6.2) y 6e3sogHomy guxnopmetani (80 mn) npu 20 °C nocnigoBHo gonasanu
po3unH 3-cynbdiHinamiHobeHsoinxnopugy (2,74 r, 13,58 mmons) (npuknag 1.1) y 6essogHomy
anxnopmeTtadi (10 mn) i posunH mipuamnny (2,15 1, 27,15 mmons) y 6e3sogHomy auxnopmeTaHi (10
mn). PeakuinHy cymiw nepemiwyBanv npu TemnepaTypi HaBKONWULWIHBOIO cepefoBuwia npoTtsroMm 1
rog. Peakuito 3ynuHsanu wnsaxom pgopaBaHHa Bogu (50 wmn). lNicna noainy das BogHwWi Lwap
ekcTtparyBanu gumxnopmeTtaHoMm. OG6'egHaHi opraHiyHi asv cywunu Hag cynbdatoM HaTpilo 1
KOHLIEHTpYBanu. 3anuwoK ouuwann 3a OOMOMOroK KOJIOHOYHOI Xpomatorpadii Ha cunikareni
(entoeHT: eTunaueTtat/umknorekcaH 2:3) i ogepxysanu 3-amiHo-N-[2-meTun-4-(1,2,2,2-TeTpadTop-1-
TpudcpTopmeTuneTun)-6-TioyiaHatodeHin]-6eHsamia (2,3 r, Buxig 56,3 %). 'H-amP (CDCl3, 400 MrIu):
7,95 (s, 1H), 7,45 (s, 1H), 7,29-7,28 (m, 3H), 6,92 (m, 1H), 5,73 (s, 2H), 2,59 (s, 6H) yacT./mMnH.
Mpuknag 4.3: OpepxaHHs 3-amiHo-4-6pom-N-[2,6-gumeTnn-4-(1,2,2,2-tetpadtop-1-
TpucpTopmeTuneTun)-erin]-6eHsamigy
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[o posuuHy 2,6-gumeTtun-4-(1,2,2,2-tetpadtop-1-Tpudptopmetunetun)-peHinamiHy (0,31 r, 1,1
MMons) (oaepxyBanu BiANOBIAHO OO0 MeToauku, onucaHoi B EP 1,006,102) y 6essogHoMy
TeTparigpodypaHi (2 mn) npu 20 °C nocnigoBHo gogasanu nipuguH (0,174 r, 2,2 mmonst) i po3dnH 3-
cynbdiHinamiHobeHsoinxmopngy (0,25 r, 0,86 wmmons) (npuknag 1.2) y 6GessogHoMmy
TeTparigpodypaHi (2 mn). PeakuinHy cymiw nepemiwyBanu npu TemnepaTtypi HaBKOMWULIHbLOIO
cepepoBwuLla npotarom 3 rog. Peakuito saynuHanu wnsxom goaasanHa soam (5 mn). Micna noginy das
BOOHWIA LWap ekcTparyBanu eTtunauetatom. O6'egHaHi opraHivHi gasmu cylwmnm Hag cynbdaTtom
HaTpilo 1 KOHUEHTpyBanu. 3anuuoK ouuliani 3a [OMNoMOrot KOSIOHOYHOI XpomaTorpacdii Ha
cunikareni (entoeHT: eTunauetat/umknorekcaH 1:3) i ogepxxyBanu 3-amiHo-4-6pom-N-[2,6-gumeTnn-4-
(1,2,2,2-TeTpacbTop-1-TpuchTopmeTuneTun)-beHin]-6ensamia (0,235 r, Buxia 78 %). ‘H-AMP (OMCO-
ds (aumeTuncynoscokeung), 400 Mlry): 7,53 (d, 1H), 7,44 (s, 2H), 7,38 (d, 1H), 7,10 (q, 1H), 5,6 (s, 2H),
2,24 (s, 6H) yact./mMmnH.

Mpuknag 4.4: OpepxaHHs 3-amiHo-4-6pom-N-[2,6-auxnop-4-(1,2,2,2-teTpadTop-1-
TpudTOopmMeTUNneTUn)-deHin]-6eHsamigy

D i B §
r
s, AN
oF,
Br cl |
CF, HN
nipuavH 3
cl Cl

CF,4

Jo posunHy 2,6-guxnop-4-(1,2,2,2-tetpadtop-1-Tpudtopmetunetun)-deHinamivy (1,02 r, 3,1
mMons) (npuknag 6.3) y 6essogHomMy gumxnopmetadi (25 mn) npu 20 °C nocnigoBHO gogasanu
nipnavH (0,74 1, 2,0 mmons) i 3-cynbdiHinamiHobexsoinxnopug (0,94 r, 9,30 mmons) (npuknag 1.2).
PeakuinHy cymiw nepemiwysanu npuv TemnepaTtypi HaBKOMULIHBOrMO cepefoBullia npoTtarom 1 rop.
MoTim peakuinHy cymiw HarpiBanu npu 50 °C npotarom 16 roa. PeakuiiHin cymiwi pasanu
OCTYyOMTUCA OO0 TemnepaTypy HaBKOJIMLLHBOIO cepefoBulla W NoTiv godasanu anmetundopmMamia
(50 mn). OuxnopmeTaH BigraHanu W peakuiiHy cymiw Harpisanu npu 130 °C npotarom 16 rop.
Peakuito 3ynuHANW WNSXOM AOAaBaHHSA HAaCUYEHOro BOASIHOrO PO34uMHY rigpokapboHaty Hatpito (10
mn). Micns noginy das BogHWIA Wap ekctparysanu etunavetatoM. O6'egHaHi opraHiyHi dpasm cywmnm
Hag cynbcaTtoM HaTpito N KOHUEHTpyBanu. 3anuwiok ouuwianyM 3a [JOMOMOro  KOJTIOHOYHO!
Xpomarorpadii Ha curnikareni (eneHT: eTunauertat/umknorekcaH Big 1:5 go 1:0) i ogepxyBanu 3-
amiHo-4-6pom-N-[2,6-gumeTnn-4-(1,2,2,2-teTpadptop-1-TpucptopmetuneTun)-eHin]-6eHsamig
(kinbKicHWiA Buxig, 100 %). *H-AMP (CDCl,, 400 Mrw): 7,73 (m, 3H), 7,27 (m, 3H), 6,91 (m, 1H), 3,9
(s, 2H) yact./mnH.

Mpuknag 4.5: OpeprxaHHs 3-amiHo-4-uiaHo-N-[2,6-gumeTnn-4-(1,2,2,2-tetpadtop-1-
TpudpTopmeTuneTun)-erin]-6eHsamigy
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[o po3uuny 2,6-gumeTtun-4-(1,2,2,2-tetpadptop-1-tpucdtopmetunetun)-geninaminy (0,19 r, 0,69
MMons) (oaepXXyBanu BignoBigHO A0 mMeToauku, onucaHoi B EP 1,006,102) y TeTparigpodypaHi (3
mn) npu 20 °C nocnigoBHo gogdasanu nipuaunH (0,145 1, 1,84 mmons) i po3umH 3-cynbdiHinamiHo-4-
uiaHobeH3oinxnopuay (0,150 r, 0,92 mmons) (npuknag 1.3). Yepes 2 rog. peakuito 3ynUHANK LUNAXOM
AOAaBaHHS CyMillli HAaCU4EHOro BOAAHOro pPo34mHy rigpokapboHaty kanito 1 Bogm (1:1, 10 mn). lMicna
nodiny das BOAHWM Liap ekcTparyBanu etunauetatom. OpraHiyHi dasu cywmnu Hag cynbdgaTtom
HaTpil0 M KOHUEHTpyBanu. 3anulioK ouulianyi 3a [OOMNOMOrol KOMOHOYHOI xpomaTorpadii Ha
cunikareni (enteHT: eTunaueTtart/umknorekcaH Big 1:1 go 1:0) i ogepxyBanu 3-amiHo-4-uiaHo-N-[2,6-
aumeTun-4-(1,2,2,2-tetpadtop-1-TpudbTopMeTuneTun)-denin]-6ensamin (0,049 r, Buxia 16,4 %). H-
AMP (CDCls, 400 MIlw): 7,54 (s, 1H), 7,49 (d, 2H), 7,36 (m, 3H), 7,15 (q, 1H), 2,3 (s, 6H) yacT./mMnH.

5. Peakuii Tvny (5)

Mpuknag 5.1: AnbTepHaTMBHa MeToAMKa oaepaHHs 3-cynbdiHinamiHo-N-[2-eTun-6-meTunn-4-
(1,2,2,2-tetpadTop-1-TpudptopmetuneTunn)-deHin]-6eHsamigy

0
S N
NH, N
S socl
2 0]
CH, — - CH,
HN HN
CF, CF,
F F
CH, CF, CH, CF,
CycneHasito 3-amiHo-N-[2-eTun-6-meTnn-4-(1,2,2,2-tetpadtop-1-TpudropmeTuneTmn)-deHinl-

6ensamigy (0,100 r, 0,237 mmons) (npuknag 4.1) y TeTpaxnopugi Byrneuto (1 mn) Harpisanu npu
50 °C po ogepaHHSA NpO30poro po3ynHy. [logasanu po3dnH TiOHINXNopuAy y TeTpaxnopugi Byrnewo
(1,68 M) (0,725 mn, 1,218 mmons) i cymiw Harpieanu npu 80 °C npoTtarom 1 rog. PeakuinHy cymiw
BMNaploBanM npu 3HWKEHOMY TWUCKY W 3anuwoK po3Tupanu i3 uuknorekcaHoM. CycreHsito
QinbTpyBanu 1 TBeEpAy PEYOBUHY CYLLIUNU Yy BUCOKOMY Bakyymi. LlykaHy crnonyky ogepxysanu y
Burnagi 6inux kpuctanie. T. nn.: 100-108 °C. OaHi 'H-AMP 36iratotbes 3 HaBedeHUMU Yy npuknagi 2.2.
Mac-cnekTpomMeTpuYyHUI aHanis: yMOBW, aHarnoriyHi onucaHum y npuknagi 2.1. PospaxoBaHa TouHa

Maca: 468; [M-H] 3HangeHa: 467,06.

6. CHTE3 NPOMIXKHUX NPOAYKTIB
Mpuknag 6.1: OgepxxaHHsA 3-aMiHO-4-LiaHOBEH30MHOT KUCITOTU
NH, NH

Br ZnCN NC
Pd(PPh,),

- (@)

0]

OH
OH

[o po3unHy 3-amiHo-4-6pombeH301HOI kmucnotn (6,0 r, 276 mmonen) y gumeTtundopmamigi (30
MI) Npu TemnepaTtypi HaBKOMULIHBOIO CepeaoBMLLa MOCMIAOBHO AoAaBanu UiaHig umHky (11,66 T,
99,4 mmons) i TeTpakic(Tpudenindgocdin)nanagin (9,57 r, 8,28 mmons). Cymiw Harpisanu npu 100 °C
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npotsarom 14 roa. PeakuivHii cymiwi pgaBanu ocTyguTUCa [0 TeMnepaTypu HaBKOMULLIHLOMO
cepepoBulla, nNOTIM Mpu  TemnepaTypi HaBKONMULLIHLOTO CcepefoBullia MOCNIAOBHO [oAaBanu
AoOaTKoBY KiNnbKicTb uiaHigy uuHky (0,65 r, 5,54 mmons) i TeTpakic(TpudeHindgocdin)nanagio (1,9 ,
1,64 mmons). Cymiw Harpieanu npu 100 °C npotarom we 1 rog. PeakuivHin cymiwi gasanu
OCTyAMTUCHA OO0 TeMNepaTypy HaBKOMLIHBOTO CEPEefoBMLLA N peakLilo 3yNMHANN LASIXOM 004aBaHHS
CyMiWi Tonyony W BOASHOrO po3ynHy amiaky (1M). ®asm pos3ginanu 1 BOOHUIA LWIap ekcTparyBanu
Tonyonom. O6'egHaHi opraHiyHi hasm cywmnmn Hag cynbaTtoM HaTpito N KOHUEHTpyBanu. 3anuLiok
ouunwanm 3a [ONoOMOroto KOJSTOHOYHOT Xpomartorpadii Ha cunikareni (entoeHT:
eTunaueTtaTt/umknorekcaH Big 1:2 pno 1:0) i ogepxyBanu 3-amiHo-4-UiaHOGeH30MHY kucnoty (2,94 r,
BuXig 67 %).

Mpuknag 6.2: OpepxaHHs 2-metun-4-(1,2,2,2-tetpadtop-1-tpudpropmeTnneTnn)-6-
TiouiaHaTobeHinamiHy
CH, CH,
H,N Br,, KSCN H,N
—_——
CF, S CF,
F = F
CF, N CF,

o posumHy 2-metun-4-(1,2,2,2-tetpadptop-1l-tpucptopmetuneTtun)-deninamivy (5,0 r, 18,20
MMons) (ogep>KyBanu BignoBigHO Ao meTtoaukn, onncaHoi B EP 1,006,102) B ouTosin kucnoti (30 mn)
aodaBany po3yuH TiouiaHaTy kanito (7,25 r, 74,62 mmonst) B outoBin kucnoti (20 mn). Po3uumH
oxonogxyeanu go 5 °C, notim gogasanu 6pom (3,2 r, 1,03 mon) B outosin kucnoti (10 mn).
PeakuivHin cymiwi paBanu Harpitucs [Jo TemnepaTypy HaBKOMULWIHBOMO cepegoBuwa W
nepemiwyBanu npv TemnepaTypi HaBKOMWLWIHBLOIO cepefoBuwia npotarom 3 rog. Peakuito aynuHanu,
BunmBaoun cymiw y sogy. Cymiw ekctparyBanu etunauetatom (3x100 mn). OG'egHaHi opraHiyHi
€KCTpaKTW MOCiAOBHO MPOMUBANM BOASIHUM pPO34MHOM rigpokcuay HaTpito (10 r/n, 100 mn), Bogoto
(100 mn) i poscoriom (100 mn), cywumnu Hag cynbdaTtoMm HaTpito W KOHUEHTpyBanu. 3anuiiok
ounwanu 3a [0NoMOroto KOJTOHOYHOT Xpomartorpadii Ha cunikareni (entoeHT:
eTunauetat/umknorekcad 1:3) i ogepxysanu 2-meTtun-4-(1,2,2,2-tetpadptop-1-TpuddTopmeTuneTnn)-
6-TiouiaHaTtodeHinamin (3,7 r, Buxig 61,2 %). 'H-amP (CDCl3, 400 MI'y): 7,68 (s, 1H), 7,33 (s, 1H),
5,73 (s, 2H), 2,59 (s, 6H) yacT./mnH.

Mpuknag 6.3: OgepxaHHs 2,6-guxnop-4-(1,2,2,2-tetpadtop-1-TpuddTropmeTuneTun)-deHinamivy

Cl

H,N
NCS H,N
CF,
CF,
F Cl
CF3 F

CF,

Ho posunHy 4-(1,2,2,2-teTpadtop-1-TpucptopmeTuneTtun)-ceHinamivy (10 r, 38,30 mmons)
(opepxyBanu BignosigHo Ao metoauku, onucaHoi B EP 1,006,102) y guxnopmetaHi (150 mn) npu
20 °C popasanu N-xnopcykuuHimig ("NCS") (21,48 r, 160,8 mmons). PeakuiriHy cymiw nepemiwiysanm
npu TemnepaTypi HaBKOSMLUHLOIO CcepefoBulla MpoTAroM Hodi. Peakuito 3ynuHANM  WASXOM
AoJaBaHHA 2 H. BOASIHOIO PO34MHY rigpokecuay HaTpito 1 dhasu po3dinanu. BogHun wap ekctparysanm
anxnopmetaHoMm. O6'egHaHi opraHivHi asv cywumnu Hag cynbdaTtoM HaTpilo W KOHLUEHTPyBamnw.
3anvwoK ouuwanM 3a [JOMOMOroK  KOMOHOYHOI  Xxpomartorpacdpii Ha cunikareni  (€neHT:
eTunaueTaT/umMKnorekcaH 1:4) i oAepKyBanm 2,6-guxnop-4-(1,2,2,2-tetpacdTop-1-
TpudTOopMeTUneTun)-deHinamix (7,6 r, suxig 60,1 %). 'H-amP (CDCl3, 400 Mlu): 7,41 (s, 2H), 4,77
(s, 2H) vact./MnH.
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POPMYJIA BUHAXOLY
1. 3acTtocyBaHHs cnonykn coopmynu (1)
NH,
N N
I
A2 G2
A

OH |

y SKin Al A% A%, AYi G? € TakuMu, SiK BUBHAUYEHO HIDKYe Anst cnonyku chopmynu (1V), abo ii N-okcngy
abo coni gk NPOMIKHOIO NPoAyKTy ANnst ogepXaHHsA cnonyku doopmynu (1V)

NH,
AT Sat
|
2 2
AZ G
A
N

'~ 2

R Q% v
y SKin

A, A% A% i A* HezanexHo OJVH Big OOHOro 03Ha4arwTb C-R® abo a3or, 3a YMOBMU, WO He Binblue ABOX
3 A', A% A%i A" 03HaualoTb a3oT;

R? 03Hauae BoaeHb, C,-C4-ankin abo C1-C,-ankinkapboHin;

G? 03Hauae K1ceHb abo CipKy:

KoxHUIn R® HesanexHo oO3Hayae BOAEHb, rariore, uiaHorpyny, Hitporpyny, C;-Cs-ankin, C;-Cy-
ranoreHankin, rigpokeurpyny, C;-C4-ankokcurpyny, C;-Cs-ranorenankokcurpyny, Tiorpyny, C;-Cs-
ankintiorpyny, C;-C4-ranorenankintiorpyny, C;-Cy-ankincynbdinin, C;-C4-ranoreHankincynsditin, C;-
C,-ankincynboHin, C;-Cy-ranoreHankincynbdoHin, amiHorpyny, N-C,-Cz-ankinamiHorpyny aéo N-ai-
(C;-Cs-ankin)amiHorpyny; i

Q? o3Havae pparmeHT dopmynu (A) abo (B)

Y1
v?2 Y°
Y7
AN
Y y? |
A Y N/
» (A)

Ve (B)

Y SAKin

Yt i Y° HesanexHo OVIH Big OOQHOrO O3HA4alOTb ranoreH, wiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranorenankin, C;-Cy-ankokci-C1-C,-ankin, uiaHo-C,-Cy-ankin, C,-Cs-ankinTiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cs-ankincynbgiHin, C;-Cs-ranoreHankincynbsdidin, Ci-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynboHir;

Y?® o3Hauae C,-Cs-nepdpropankin, C;1-Cg-nepdropankintiorpyny, C;-Ce-nepdTopankincynbginin abo
C;-Ce-nepdpropankincynbgoHin;

Y2 i Y* HezanexHo OJVH Big ogHOro o3Ha4valoTb BofeHb, ranoreH abo C;-C,-ankin;

Y® i Y° HesanexHo OVH BiJ OQHOro 03HA4aloTb ranoreH, LiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranoreHankin, C;-Cy-ankokci-C;-Cs-ankin, uiaHo-C,-Cy-ankin, C;-Cz-ankintiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cz-ankincynbediHin, C;-Cs-ranoreHankincynosdidin, C;-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynboHir;

Y® o3nauae C;-C,-ranoreHankokeurpyny, C,-Ce-nepdropankin, C,-Ce-nepdropankintiorpyny, Cq-Ce-
nepdTopankincynbdiHin ado C-Ce-nepdTopankincynbdoHis;

Y’ 03Hauae BoaeHb, ranoreH a6o C;-C,-ankin:

abo ii N-okcuay abo coni.

2. 3actocyBaHHs cnonyku cpopmynu (1)
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y SKin A', A%, A AYi G? € TakuMK, SIK BUSHAYEHO HIDKYE ANS crnonyku opmynu (1V);
abo ii N-okcuay abo coni ik TpOMIXKHOrO NpoAyKTY ANS OAepXaHHs cnonyku opmynu (1V)

NH,
AT a4
[l
2 2
Az G
A
N

N 2

R Q% v
y SKin

A, A% A% i A* HezanexHo OJVH Big OOHOro 03Ha4arwTb C-R® abo a3or, 3a YMOBMU, WO He Binblue ABOX
3 A', A% A%i A" 03HaualoTh a3oT;

R? 03Hauae BoaeHb, C,-C4-ankin abo C1-C,-ankinkapboHin;

G? 03Hauae K1ceHb abo CipkKy:

koxHUi R® HesanexHo o3Hauae BOAEHb, ranore, uiaHorpyny, Hitporpyny, C;-Cz-ankin, C;-C4-
ranoreHankin, rigpokeurpyny, C;-C4-ankokcurpyny, C;-Cs-ranorenankokcurpyny, Tiorpyny, C;-Cs-
ankintiorpyny, C;-C4-ranorenankintiorpyny, C;-Cy-ankincynbdinin, C;-C4-ranoreHankincynsdiin, C;-
C,-ankincynbdoHin, C;-Cy-ranoreHankincynbdoHin, amiHorpyny, N-C,-C-ankinamiHorpyny a6o N-ai-
(C1-Cy-ankin)amiHorpyny; i

Q? o3Havae pparmeHT dopmynu (A) abo (B)

v
y? y®

Y7

AN

3
y y |
A Y N/
» (A)

Ve (B)
Y SAKin
Yt i Y° He3anexHo OVIH BiJ OOQHOrO O3HA4alOTb ranoreH, wiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranorenankin, C;-Cy-ankokci-C1-Cs-ankin, uiaHo-C,-Cy-ankin, C,-Cs-ankinTiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cs-ankincynbginin, C;-Cs-ranoreHankincynbsdidin, Ci-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynboHin;

\& O3Havae C,-Cg-nepcbTopankin, C,-Ce-nepdropankinTtiorpyny, C.-Cs-
nepdtopankincynbgiHin abo C;-Cg-nepdropankincynbgoHin;
Y2 Y* HezanexHo OVH Big ogHOro o3Ha4valoTb BofeHb, ranoreH abo C;-C,-ankin;
Y® i Y° HesanexHo O[lMH BiJ OQHOMo 03HA4aloTb ranoreH, LiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranoreHankin, C;-Cy-ankokci-C1-Cs-ankin, uiaHo-C,-Cy-ankin, C;-Cz-ankintiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cz-ankincynbediHin, C;-Cs-ranoreHankincynosdiHin, C;-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynboHin;
Y® o3nauae C;-C,-ranoreHankokeurpyny, C,-Ce-nepdroparnkin, C,-Ce-nepdropankintiorpyny, Cq-Ce-
nepdTopankincynbdiHin ado C;-Ce-nepdTopankincynbgoHis;
Y’ 03Hauae BoaeHb, ranoreH abo Cy-C,-ankin:
abo ii N-okcuay abo coni.
3. 3acTtocyBaHHs crionyku dopmynu (l11)
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7N

2 N~2

Q™

y SKin A, A% A% A G? i Q7 € TakuMU, SIK BU3HAYEHO HUKYEe OIS crnonykn cdopmynum (IV); abo ii N-
okcuay abo coni ik TPOMIKHOIO NPOAYKTY AN oAepxaHHs cnonykun dopmynu (1V)

R

NH,
AT Sat
|
2 2
Az G
A
N

2 N2

R Q% v
y SKin

Al A%, A®i A* HesanexHo oavH Bif ogHoOro o3HauaTb C-R® abo a3oT, 3a YMOBMU, O He BinbLue ABOX
3 A, A% A%i A? o3HaualoTb asor;

R? 03Hayae BoOEHb, C,-Cy-ankin abo C,-Cy-ankinkapboHin;

G? 03Hauae K1ceHb abo CipkKy;

KoxHUIn R® HesamexHo oO3Hayae BOAEHb, rariore, uiaHorpyny, Hitporpyny, C;-Cs-ankin, C;-Cy-
ranoreHankin, rigpokecurpyny, C;-C4-ankokcurpyny, C;-Cs-ranorenankokcurpyny, Tiorpyny, C;-Cs-
ankintiorpyny, C;-C4-ranorenankintiorpyny, C,-Cy-ankincynbdiHin, C;-C,-ranoreHankincynsdidin, Ci-
C-ankincynbgoHin, C,-Cs-ranoreHankincynbdoHin, amiHorpyny, N-C,-C-ankinamiHorpyny a6o N-ai-
(C1-Cy-ankin)amiHorpyny; i

Q? o3Havae pparmeHT dopmynu (A) abo (B)

v
y? y®
Y7
AN
3
v v |
A Y N/
 (A)

e (B)

Y SAKin

Yt i Y° He3anexHo OVIH Bi4 OQHOrO O3HA4alTb ranoreH, wiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranoreHankin, C;-Cy-ankokci-C;-Cs-ankin, uiaHo-C,-Cy-ankin, C;-Cz-ankintiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cz-ankincynbediHin, C;-Cs-ranoreHankincynosdiHin, C;-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynbgoHin;

Y?® o3Hauae C,-Cs-nepdpropankin, C;1-Cg-nepdropankintiorpyny, C;-Ce-nepdTopankincynbginin abo
C;-Ce-nepdpropankincynbgoHin;

Y2 i Y* HezanexHo OVH Big ogHOro o3HavatoTb BofeHb, ranoreH abo C;-C,-ankin;

Y® i Y° He3anexHo OVIH BiJ OOQHOrO O3HA4alOTb ranoreH, wiaHorpyny, TiouiaHatHy rpyny, C,-Cs-ankin,
C;-C,-ranorenankin, C;-Cy-ankokci-Cq1-C,-ankin, uiaHo-C,-Cy-ankin, C-Cs-ankinTiorpyny, C;-Cs-
ranoreHankintiorpyny, C;-Cs-ankincynbgiHin, C;-Cs-ranoreHankincynosdidin, Ci-Cs-ankincynbgoHin
abo C;-Cs-ranoreHankincynboHin;

Y® o3nauae C;-C,-ranoreHankokeurpyny, C,-Ce-nepdropankin, C,-Ce-nepdropankintiorpyny, Cq-Ce-
ngpd)TopanKincyan)iHin abo C;-Cg-nepdpTopankincynbdoHisn;

Y' o3Havae BoaeHb, ranoreH abo C,-C,-ankin;

abo ii N-okeungy abo coni.

4. Cnocib ogepxaHHs crnonyku dopmynu (1)
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RY Dq? 1)
y SKin A, A% A A* G i Q% e TakuMK, SIK BUSHAUYEHO yn 1,
wnsaxom ob6pobkn cnonykm dopmynu (1)

Cl
» (I1)
5 y SKin Al AZ, A3, A'iG%e TakMMK, SIK BU3Ha4veHo y n. 1,
amiHoOM chopmMynu HNR?Q?, y SKin R? i Q% € TaKMMW, SIK BU3HAYEHO y n. 1, y ny>KHOMy cepeaoBuLL;.
5. Cnocib ogepxaHHa cnonyku dopmynu (1V)

NH,
AT Nat
|
A2 — G2
A
N
2 N 2
R™ Q% qy

y SKin Al, AZ, A3, A4, Rz, Gi Q2 € TakMMmu, K BU3HaveHo y n. 1,
10 wnsaxom ob6pobku cnonyku dopmynm (lll)

//O
S
N
N
A
I
NG G2
Yy
N
~
RY Dq? iy
Y SAKin Al, Az, A3, A4, Goi Q2 € TakMmu, sK BU3Ha4eHo y n. 1,
BOZOH0.

6. Cnocib ogepxaHHs cnonyku coopmynu (1V)
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A)%A“
[l
A2 — GZ
A
N
2 N2
R Q" v

y SKin Al, AZ, A3, A4, Rz, G%i Q2 € Taknmu, K BU3HaveHo y n. 1,
Lwnsxom ob6pobku cnonyku popmynu (I1)

5 y SKin A, A%, A A*i G? € TakuMK, SIK BUSHAYEHO yn 1,
amiHoMm chopmynn HNRZQZ, y SKin R? Q2 € TaKnMK, 9K BU3HaA4YeHo y n. 1, y nNy>kHOMYy cepeaoBuLLi, 3
HacCTyMHO 0OpOBKOD MPOMIXKHOIO MPOAYKTY BOAOM.
7. Cnonyka cpopmynu (1)

S

Cl (I
10 y SKin Al Az, A3, A5 i G% ¢ Takumu, sik BU3Ha4veHo y n. 1; abo ii N-okcmg abo cinb, 3a ymOBHM, O
crnonyka copmynu (ll) He aBnse coboro 2-xnop-5-cynbdiHinamiHobeHs3oinxnopua, 4-meTokcu-3-
cynbiHinamiHobeHsoinxnopua, 4-meTun-3-cynbdiHinamiHobeHsoinxnopua, 3-
cynbiHinamiHobeHsoinxnopug, 2,3,4,6-TeTparnon-5-cynbdidinamiHobeH3oinxnopug abo  2,4,6-
Tpunoa-3-cynbdiHinamiHo6eH3oinxnopua.
15 8. Cnonyka dpopmynu (lil)

//O
S
N
N
A
Il
A2 G2
A
Z/N\ 2

R™ Q%

y sikiit AL, A%, A° A* G%i Q% € Takumu, sik BU3HaYeHO y n. 1;
abo ii N-okcng abo cinb.
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