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(57) 1. Cnonyka copmynu |

R2

| R,
Rl/\/N X/R4
¢opmyna | ,
ae

X BuGpaHui i3 rpynu, wo Bkno4vae -O-, -NH-, -S-, -
SO,-, -CHy-, -CH(F)-, -CH(OH)- Ta -C(0)-;
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R1 BnGpaHun i3 rpynu, Wwo BKIoYae deHin, Hesami-
weHun abo 3amiweHnin 1-3 rpynamu, He3amnexHo oa-
Ha Big ofHOI BMOpaHUMWK i3 rpynu, WO BKIOYAE BO-
O€eHb, rigpokcurpyny, C1-C4 ankin, Ci-
C,4 ankokcurpyny, ranoreH, 6eHaunokcu-, kapbokecur-
pyny, C;-C4 ankokcukap6onin, amigo-, N-(C;-
C,4 ankin)amigo-, cynboHinamigo-, uiaHorpyny, Tpu-
dhTOPMETUN, TPUPTOPMETOKCK-, HITPOrpyny Ta deHin,
He3amiweHun abo 3amiweHun C.-C4 ankinom, Ci-
C4 ankokcurpynoto, ranoreHoM, uiaHorpynoto abo
TpMdTOPMETUNOM; HadTUN, He3aMileHun abo 3ami-
weHun 1-2 rpynamu, He3anexHo oaHa Bi oAHOI BUG-
paHMMK i3 rpynu, WO Bkrovae BoaeHb, Ci1-C, ankin,
C,-C4 ankokcurpyny, rarnoreH, uiaHorpyny, TpudpTop-
MEeTWI Ta HiTporpyny; imigasonin; i pagukan, subpa-
HUIA 3

Rd Rd Re Rf
/Zx Rf Ta | 2
R™ Qi R& Q;

ae Qi BnbpaHun i3 rpynu, wo sknioyae -O-, -S- Ta -
NRg-, Ae Ry BUGpaHuii i3 rpynu, WO BKMOYae BOOAEHb
Ta C1-C4 ankin; i Qz —-N=; ge koxHuin 3 Ry, Re Ta R
HesanexHo BMOpaHW i3 rpynu, Lo BKIOYAE BOAEHD,
C1-C4 ankin, Cq1-C4 ankokcurpyny, ranoreH, uiaHorpy-
ny Ta TpucptopmeTnn, abo Ry Ta Re (abo oavH i3 Re),
pasom i3 atomamu, 3 SKUMW BOHU CMOMYYEHi, YTBO-
ptotoTb GeH30MbHE Kinble, He3aMiweHe abo 3amile-
He 1-4 3aMiCHMKamu, Hes3anexHo OAWH Bid OAHOro
BMOPaHUMM i3 rpynu, LLO BKIOYAE BOAEHD, MOPOKCUr-
pyny, C1-C4 ankin, C1-C4 ankokcu-, TpuTopMeToKCH-
, 2,2,2-TpudTOpETOKCUIpYNY, TPUMTOPMETUN, rano-
reH, kapbokecurpyny, Ci1-C4 ankokcukapboHin, amigo-,
N-(C1-C4 ankin)amigo-, amiHo-, (C;1-C4 ankin)amiHo-,
auunamidorpyny, oe 3ragaHa auurnbHa rpyna Bubpa-
Ha i3 rpynu, wo Bknoyae Cq1-C4 ankin Ta geHin; uia-
HO-, HiTpO-, cynbdoHinamigorpyny, ¢eHin, Hesami-
weHnn abo 3amiwenHun  Ci;-C4 ankinom, C;-
C4 ankokcurpynoto, ranoreHoMm, uiaHorpynoto abo
TpUdhTOPMETUNOM; DEHINOKCU-, BeH3unokeurpyny, -
NHS(O)2Rn, ae Rn BMGpaHuii i3 rpynu, WO BKIOYaE
C:-C4 ankin Ta denin; Ta -S(O)pRi, ae p— 0, 1 abo 2;
Ta R BubpaHwuii i3 rpynu, wo Bkntovae C1-C4 ankin Ta
deHin, HesamiweHnn abo 3amilieHunn C;-C,4 ankinom,
C1-C4 ankokcurpynoto, rarnoreHom, uiaHorpynoto abo
TpudptopmeTunom; Ta R¢ BMOpaHwun i3 rpynm, LWwo
BKMoyae BoaeHb, C1-C4 ankin, C;-C4 ankokcurpyny,
TpudpTOPMETUN Ta ranorex;

R2 BMGpaHu i3 rpynu, wWo Bknioyae BogeHb Ta Ci-
Cs ankin;

R3 BubpaHun i3 rpynu, Wo BKoYae BoAeHb, OTOp Ta
MeTun;

R4 BUOpaHwii i3 rpynu, LLO BKMOYae BoAeHb, anin, Co-
C4 ankin, ¢ropoBaHuii C,-C4 ankin, rekcun, deHin,
He3amileHun abo 3amiweHun 1-3 rpynamu, Hesarne-
XHO oAHa Big ogHOI BMOpaHUMMU i3 rpynu, WO BKIHO-
yae BoAeHb, rigpokcurpyny, C;-Cqankin, Ci-
C,4 ankokcurpyny, ranoreH, 6eHaunokcu-, kapbokcur-
pyny, Ci-C4 ankokcukapOoHin,  amigo-, N-(Ci-
C,4 ankin)amigo-, cynbdoHinamigo-, LiaHorpyny, Tpu-
dTOopMETUn, TPUPTOPMETOKCU-, HITPOrpyny Ta deHin,
HesamilleHnin abo 3amiweHun C;-C4 ankinom, Ci-
C4 ankokcurpynoto, ranoreHom, uiaHorpynoto abo
TpudptopmeTunom; HadpTun; deHincynboHin, npu-
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YoMy QPeHinbHa rpyna 3ragaHoro geHincynbdoHiny e
HesawmilleHow abo 3amilieHa 1-3 rpynamu, Hesanex-
HO ofHa Bif O4HOI BUOpaHMMU i3 rpynu, LLIO BKIOYae
BoAeHb, C1-C4 ankin, C;-C4 ankokcurpyny, ranoreH,
UiaHorpyny, TpudTOpMeTUr, HiTporpyny Ta deHin;
©eH3un, npuyomMy heHinbHa rpyna 3ragaHoro 6eHsu-
ny € HesaMmileHow abo 3amiweHa 1-3 rpynamu, He-
3anexHo ogHa Big oaHOI BMOpaHWMKM i3 rpynu, WO
Bkntoyae BoaeHb, Ci-C, ankin, C;-C4 ankokcurpyny,
uiaHo-, HiTporpyny, TpuTOPMETUI Ta ranoreH; i pa-
avkan, BubpaHuii 3

Qﬁ\\
6
R gf/ Ta R,TE ‘?*
/Q4 //Q6
Q: Qs
ae Qs BuGpaHwuii i3 rpynu, wo Bknovae -0O-,-S- Ta
-NRg-, Ae Ry BMbpaHui i3 rpynu, WO BKMNoYae BO-
AeHb Ta C;-C4 ankin; 1a Q4 i Qs — -CRy,, A€ KOXHWMIA 3
Rm HesanexHo BuMOpaHWiA i3 rpynu, IO BKOYaAE BO-
aeHb, C1-C4 ankin, ranoreH ta tpudTopmeTun; abo
oavH um obngea Q4 ta Qs € -N=; i oe oamnH abo obua-
Ba Qs € -N=, y Tol yac sk iHwi € -CRy; ge koxHuii R,
HesanexHo BMOpaHWi i3 rpynu, WO BKIOYAE BOAEHD,
C1-C4 ankin, C;1-C4 ankokcurpyny, ranoreH, LiaHo-,
HIiTpOrpyny Ta TpudTOPMETUN;
3a ymoBu, WO R4 He € deHincynbgoHinom y pasi,
konu X € -SO,-, -CH3-, -CH(F)-, -CH(OH)- abo -C(O)-;
Ta
hapmMaLeBTUYHO MPUAHATHI COMi LiET CNOMyKW;
3a YMOBM, LLO AaHa crosnyka He € 3-eTOKCUbeH3un-[2-
(4-eTokcudpeHin)etnnlamiHom; 3-eTokcnbeHsun-[2-(3-
eTokcudeHin)eTunlamiHom; 3-eTokcnbeHann-[2-(2-
eTokcudeHin)etunlamiHom abo N-[2-(3,4-
anmeTokcudeHin)eTun]-3-dpeHokeMbeH3nnamiHoMm.
2.Cnonyka 3an. 1, gpe X—-O-.
3. Cnonyka 3a ogHum i3 nn. 1 a6o 2, ne R; — BoAEHb.
4. Cnonyka 3a 6ygb-akum i3 nn. 1-3, ne R4 BMGpaHui
i3 rpynu, wo Bknovae dptopoBaHun Cy-Cg-ankin Ta
deHin, HesamilleHMIn abo 3aMilLleHNn OgHiE-TpboMa
rpynamu, HesanexHo ofHa Big ofHOi BMOpaHumu i3
rpynu, WO BKM4Yae BoAeHb, rigpokcurpyny, Ci-
C,4 ankin, C;-C4 ankokcurpyny, ranoreH, 6eH3nnokcu-,
kapbokcurpyny, Ci-C, ankokcukapboHin, amigo-, N-
(C1-C4 ankin)amigo-, cynbdoHinamigo-, uiaHorpyny,
TpudpTopMeTUn, TPUDTOPMETOKCU-, HITpOrpyny Ta
deHin, HesamiweHnn abo 3amiwieHun C,-Cy4 ankinom,
C;1-C4 ankokcurpynoto, ranioreHom, uiaHorpynoto abo
TpUTOPMETUITIOM.
5. Cnonyka 3a 6yab-skuMm i3 nn. 1-4, e Ry — deHin,
HesamilleHnii abo 3amilleHnin ofHien-TpboMa rpyna-
MU, HEe3anexHo odHa BiA OAHOI BUOpaHumM# i3 rpynu,
LLIO BKMOYae BogeHb, rigpokeurpyny, C1-C, ankin, Ci-
C4 ankokeurpyny, ranoreH, 6eHsunokcu-, kapbokeur-
pyny, C;-C4 ankokcukap6oHnin, amigo-, N-(Ci-
C,4 ankin)amigo-, cynbdoHinamigo-, LiaHorpyny, Tpu-
dTOpMETUN, TPUPTOPMETOKCU-, HITPOrpyny Ta deHin,
He3amiweHun abo 3amiweHun C.-C4 ankinom, C;-
C4 ankoKcurpynoto, ranoreHoM, uiaHorpynoto abo
TpUTOPMETUIIOM.
6. Cnonyka 3a 6ygb-skum i3 nn. 1-4, ne Ry — pagukan,
BMbpaHui 3
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Rd Rd Re Rf
ﬂ Rf Ta | >
R Q RQ;

ae Q; BubpaHun i3 rpymu, wo Bknwovae -O-, -S- 1a -
NRg-, Ae Ry BUBpaHuii i3 rpynu, WO BKMOYae BOAEHb
Ta C1-C4 ankin; i Q2 —-N=; ge Rq Ta Re (abo oavH i3
Re), pasom i3 atoMamu, 3 SKUMU BOHW CMOMyYeHi,
yTBOPIOKOTb GEH30MbHE Kinblie, He3aMmiweHe abo 3a-
MilLleHe 1-4 3aMicHMKaMu, He3arne)Ho oAuH Big ogHo-
ro BubpaHumu i3 rpynu, LLO BKINOYAE BOAEHb, MapOK-
curpyny, C1-C4 ankin, C,-C4 ankokcu-,
TpudpTopmMeToKkeu-, 2,2,2-TpudTOPETOKCUTPYNy, Tpu-
dTOopMETUS, ranoreH, kapbokcurpyny, Ci-
C,4 ankokcukapboHin, amigo-, N-(Ci1-C4 ankin)amigo-,
amiHo-, (C31-C4 ankin)amiHo-, auunamiHorpyny, ae
3raflaHa auunbHa rpyna BubpaHa i3 rpynu, Lo BKIto-
yae C;-C4 ankin Ta dpeHin; uiaHo-, HITpo-, cynbgoHi-
namigorpyny, ¢eHin, He3amiweHnn abo 3amilleHun
C1-C4 ankinom, C;-C4 ankokcurpynow, ranoreHom,
uiaHorpynoto abo TpudTOpMETMIIOM; (PEHINOKCU-,
6ensunokcurpyny, -NHS(O):Rn, ae Rn BuGpanui i3
rpynu, wo Bknovae C;-Cyankin Tta deHin; ta -
S(O)pRi, ae p— 0, 1 abo 2; Ta R; Bubpanwui i3 rpynu,
wo Bkntoyae C1-C4 ankin Ta dpeHin, HesamiweHun abo
3amiwteHnt  C1-C4 ankinom, C;-C4 ankokcurpynoto,
rarnoreHom, LjaHorpynoto abo TpudtopmeTunom; Ta
R BubpaHun i3 rpynu, wo Bkmovae BogeHb, Ci-
Cs ankin, C;-C4 ankokcurpyny, TpudptopmeTnn Ta
ranoreH.

7. Cnonyka 3a n. 6, ge R; — iHgon-3-in, He3amiweHun
abo 3amilweHnn 1-4 3aMiCHUKaMK, He3anexHo OoAuH
Bij 0HOro BUGpaHUMK i3 rpynu, WO BKIOYAE BOAEHD,
rinpokeurpyny, C1-C4 ankin, C;-C4 ankokcu-, TpudTo-
pmeToKcu-, 2,2,2-TpuddTopeTokeurpyny, TpudTopme-
T™n, ranoreH, kapbokecurpyny, Ci-
C4 ankokcmkapboHin, amigo-, N-(C1-C4 ankin)amigo-,
amiHo-, (Ci1-C4 ankin)amiHo-, auunamiHorpyny, Aae
3rafjiaHa aumnbHa rpyna BubpaHa i3 rpynu, Lo BKIto-
yae C;-C4 ankin Ta dpeHin; uiaHo-, HITpo-, cynbgoHi-
namigorpyny, deHin, He3amiweHun abo 3amilleHui
C1-C4 ankinom, C;-C4 ankokcurpynoro, ranoreHom,
uiaHorpynoto abo TpudTopmeTnnom; deHinokeu-,
6en3unokecurpyny, -NHS(O):Rn, oe Rn Bubpanun i3
roynu, wo Bknovae C;-C,ankin Ta deHin; ta -
S(O)pRi, ae p— 0, 1 abo 2 Ta R BuGpaHun i3 rpynu,
wo Bkntoyae C1-C4 ankin Ta cpeHin, He3amiweHun abo
samiweHnn  C1-C4 ankinom,  C1-C4 ankokcurpynoto,
rarnoreHom, uiaHorpynot abo TpudTOpMETUIIOM.

8. Cnonyka 3a n. 1, ska sBnse coboto N-(2-(6-cpTop-
1H-ingon-3-in)etun)-3-(2,2,3,3-
TeTpadTopnponoKkcm)beH3nnamiH.

9. Cnonyka 3a n. 1, ska asnse coboto rigpoxnopug N-
(2-(6-cpTOp-1H-iHgON-3-in)eTnn)-3-(2,2,3,3-
TeTpadTopnponokcm)beH3nnamiHy.

10. PapmaueBTU4HA KOMNO3ULidA, sika MICTUTb CMOMy-
Ky 3a n. 1 Ta dapmaLeBTUYHO NPUNHATHUIA PO3PiaXy-
Bau.

11. Cnoci6 nikyBaHHsi po3nagy, BubpaHoro i3 rpynu,
sika BKMYae po3nagu nisHaBarnbHOI 30aTHOCTI, pO3-
nagm naMm’aTi, Nncuxoswu, LWK3odpeHito, po3naaun, Lo
CYNpPOBOAXKYIOTLCA TPUBOrOl, Ta XBOpoOy AnbLrei-
Mepa, SKUIA BKIHOYaE BBEAEHHS MaUieHTy, WO noTpe-
Oye Takoro nikyBaHHsl, e(PeKTUBHOI KifTbKOCTi CMOSyKM
3an. 1.
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12. Cnonyka copmynu Il
RB
5
N
R7/\/
Y Rs
dopmyna (I1) '

ae
Y Bunbpanun i3 rpynu, wo sknoyvae O, NH ta NRo, e
Ry BMOpaHui i3 rpynu, wo Bknovae C,-C4 ankin Ta
deHin, HesamiweHu abo 3amiweHnn 1-3 rpynamm,
HesanexHo ofHa BiA4 OfHOI BUGpaHuMu i3 rpynu, Wwo
BKIOYae BoAeHb, rigpokeurpyny, Ci-C4 ankin, Ci-
C,4 ankokcurpyny, ranoreH, 6eHannokcu-, kapbokcur-
pyny, Ci-C4 ankokcukapboHin, amigo-, N-(Ci-
C,4 ankin)amigo-, cynbdoHinamigo-, LiaHorpyny, Tpu-
dTOpMETUN, TPUPTOPMETOKCU-, HITPOrPyny Ta deHin,
He3amiweHnn abo 3amiweHun C;-C4 ankinom, Ci-
C4 ankokcurpynoto, ranoreHom, uiaHorpynoto abo
TPUTOPMETUIIOM;

Rs Ta Rg—BOAeHb abo pasom 3 atomMamu, 3 SKUMMU
BOHW CMOMYyYeEHi, YTBOPIOIOTb OEH30MbHE KinbLe, 3a
ymoBH, Wo Rs Ta Rg — BogeHb, konu Y — NRy;

R7 BuOpaHwuiA i3 rpynu, Wo BKNoYae (eHin, Hesami-
weHun abo 3amiweHmin 1-3 rpynamu, He3anexHo oa-
Ha Bif OAHOI BMOPaHUMK i3 rpynu, LIO BKMOYAE BO-
OeHb, rigpokeurpyny, C1-C4 anin, C:-
C4 ankokeurpyny, ranoreH, 6eHsunokcu-, kapbokeur-
pyny, C;-C, ankokcukap6oHnin, amigo-, N-(Ci-
C,4 ankin)amigo-, cynbdoHinamigo-, uiaHorpyny, Tpu-
dTOPMETUN, TPUPTOPMETOKCU-, HITPOrpyny Ta deHin,
He3amiweHun abo 3amiweHun C.-C4 ankinom, C;-
C4 ankoKcurpynoto, ranoreHoM, uiaHorpynoto abo
TpMdTOPMETUNOM; HaTUM, He3aMileHnn abo 3ami-
LLIeHMI OJHIiE-ABOMA rpynamMm, He3anexHo ogHa Bia
O[HOT BUOpaHMMM i3 rpynu, WO BKMYae BogeHb, Ci-
C4 ankin, C;-C4 ankokcurpyny, ranoreH, uiaHorpyny,
TpudbTOPMETUIN Ta HITPOrpyny; i paavkan, BubpaHui 3

Rq

R AR
%Rf Ta

R™ Q RS Q;

ae Qi BnbpaHun i3 rpynu, wo sknioyae -O-, -S- 1a -
NRg-, Ae Ry BubpaHuii i3 rpynu, Lo BKMOYae BOAEHb
Ta C1-C4 ankin; i Qa2 — -N=; koxHun 3 Ry, Re Ta Rt He-
3anexHo BMOpaHWUM i3 rpynu, WO BKIHOYAE BOAEHb,
C1-C4 ankin, Cq1-C4 ankokcurpyny, ranoreH, uiaHorpy-
ny Ta TpucdptopmeTun, abo Ry Ta Re (abo oavH i3 Re),
pas3om i3 atomamu, 3 SIKUMW BOHM CMOMYYeEHi, YyTBO-
ptotoTb GeH30MbHE Kinble, He3aMiweHe abo 3amiwe-
He 1-4 3aMmiCHMKaMW, He3aneXHO OAWH Bid OAHOro
BMOpaHUMK i3 rpynu, LLO BKIOYAE BOAEHD, Mi4POKCUr-
pyny, C1-C4 ankin, C1-C4 ankokcu-, TpndTopMeToKCH-
, 2,2,2-TpudTOpeToKCUrpyny, TpudtopmeTun, rano-
reH, kapbokecurpyny, Ci1-C4 ankokcukapboHin, amigo-,
N-(C;1-C4 ankin)amigo-, amiHo-, (C;-C4 ankin)amiHo-,
auunamidorpyny, oe 3ragaHa auurnbHa rpyna Bubpa-
Ha i3 rpynu, wo Bkntoyae Cq1-C4 ankin Ta geHin; uia-
HO-, HiTpPO-, cynbdoHinamigorpyny, deHin, Hesami-
weHnn abo 3amiwenHun  Ci-C4 ankinom,  Cs-
C4 ankokcurpynoto, ranoreHom, uiaHorpynoto abo
TP TOPMETUNOM; (DEHINOKCU-, BeH3unmokeurpyny, -
NHS(O)2Rn, oe Rn BMOpaHuii i3 rpynu, WO BKOYae
C1-C4 ankin Ta deHin; Ta -S(O)pRi, Ae p— 0, 1 abo 2;
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Ta R Bubpanun i3 rpynu, wo Bknovae C1-C4 ankin ta
deHin, HesamiweHnn abo 3amiwieHunn C;-C,4 ankinom,
C1-C4 ankokcurpynoto, rarnoreHom, uiaHorpynoto abo
TpucptopmeTunom; Ta Ri BMOpaHui i3 rpynu, Lo
BKMoyae BoadeHb, C1-C4 ankin, C;-C4 ankokcurpyny,
TP TOPMETUN Ta rarnoreH;

Rg BubpaHui i3 rpynu, wo Bkntoyae BogeHb 1a C1-Cs
ankin; Ta

hapMaLeBTUYHO NPUMAHATHI CONi LliET CNOMYKN.

13. Cnonyka 3a n. 12, ge cknagosa

R

Y R,

npuegHaHa y 4 abo 6 NonoXeHHi.

14. Cnonyka 3a n. 13, ge Y - NRo.

15. Cnonyka 3a Oyab-skum i3 nn. 12-14, ne R; BubG-
paHui i3 rpynu, WO BKMYae ¢eHin, HesamiweHuin
abo samiweHnn 1-3 rpynamu, He3anexHo odHa Bif
OfHOI BUGpaHMMM i3 rpynu, WO BKIOYAE BOAEHD, Tig-
pokcurpyny, C;-C4 ankin, Ci1-C4 ankokcurpyny, rano-
reH, OeH3nnoken-, kapbokcurpyny, Ci-
C,4 ankokcukapboHin, amigo-, N-(Ci1-C4 ankin)amigo-,
cynbdoHinamigo-, uiaHorpyny, TpudTOopMeTUn, Tpu-
dTOpMETOKCK-, HITpOrpyny Ta peHin, HesamilleHuin
abo 3aMilLeHnn C;1-C4 ankinowm, Ci:-
C4 ankokcurpynoto, ranoreHoMm, uiaHorpynoto abo

TpudbtopmMeTUoOmM;  Ta  pagukan, BuOpaHui 3
R e
d Rd Rf
/ Rf Ta l Z
R 1 RS Q

ae Qi BubpaHui i3 rpynu, wWwo Bknoyae -O-, -S- Ta -
NRg-, Ae Ry BUBpaHuii i3 rpynu, WO BKAOYae BOAEHb
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Ta C1-C4 ankin; i Q2 —-N=; ge koxHun 3 Ry, Re Ta Ry
HesarnexHo BMOpaHWiA i3 rpynu, WO BKIMOYAE BOAEHb,
C1-C4 ankin, C1-C4 ankokcurpyny, ranoreH, uiaHorpy-
ny Ta TpucptopmeTun, abo Ry Ta Re (abo oavH i3 Re),
pas3om i3 atomamu, 3 SIKUMW BOHM CMOMYYeEHi, YTBO-
plotOTb GEH30MbHE Kinble, He3amiweHe abo 3amiwe-
He 1-4 3aMmicHMKaMW, He3aneXHO OAWH Big OAHOro
BMOpaHUMK i3 rpynu, LLO BKIOYAE BOAEHb, MOPOKCUr-
pyny, C1-C4 ankin, C1-C4 ankokcu-, TpndTopMeToKCH-
, 2,2,2-TpudTOpeToKCUrpyny, TpudtopmeTun, rano-
reH, kapbokecurpyny, Ci-C4 ankokcukapboHin, amigo-,
N-(C1-C4 ankin)amigo-, amiHo-, (C:-C4 ankin)amiHo-,
auunamiHorpyny, Ae 3ragaHa auunbHa rpyna subpa-
Ha i3 rpynu, wo Bkntoyae C1-C4 ankin Ta deHin; uia-
HO-, HiTpO-, cynbdoHinamigorpyny, deHin, Hesami-
weHnn abo  3amiweHun  Ci-C4 ankinom, Ci-
C4 ankokcurpyrnoto, ranoreHoM, uiaHorpynolo abo
TpudbTOopMETUIOM; heHinokcu-, GeHsunokcurpyny, -
NHS(O)2Rn, oe Rn BMOpaHuii i3 rpynu, WO BKMOYae
C1-C4 ankin Ta denin; Ta -S(O)pRi, oe p— 0, 1 abo 2;
Ta Ri BubpaHwun i3 rpynu, wo skntovae C1-C4 ankin Ta
deHin, HesamiweHnn abo 3amiwieHunn C1-Cy4 ankinom,
C1-C4 ankokcurpynoto, ranoreHom, uiaHorpynoto abo
TpudbTopMeTunom; Ta R; BMOpaHui i3 rpynu, wWwo
Bkntoyae BoaeHb, Ci-C, ankin, C;-C4 ankokcurpyny,
TpUTOPMETHUI Ta ranoreH.

16. ®apmaLeBTMYHaA KOMMO3ULis, ika MICTUTb Crony-
Ky 3a Oyab-akum i3 nn. 12-15 ta dapmauesTUyHO
NPUIRHATHUIA PO3pPiaXyBaY.

17. Cnoci6 nikyBaHHA po3nagis, BUOpaHuX i3 rpymnm,
O BKIOYAE pos3naauv ni3HaBarnbHOI 34aTHOCTI, LWK-
30cbpeHilo, posnagn, WO CynpoBOOXKYHOTbLCH TPUBO-
roto, Ta xsopoby AnbLreriMepa, SKUA BKIHOYaE BBeE-
OEHHs1 nauieHTy, wo notpebye Takoro nikyBaHHs,
edeKTUBHOI KiNbKOCTi cnonyku 3a n. 12.

Llen BuHaxig mae BigHoweHHsA Ao ranysi apma-
LEeBTMYHOI Ta OpraHiyHoi Ximii i CTOCYETbCA CMONyK,
SIKi € aHTaroHicTamum peuentopa 5-HTs.

Peuentop 5-HTs € uneHom cynepcimenicTBa pe-
LenTopiB CEpPOTOHiHY, cnony4veHux i3 -6inkowm, i, no-
AibHo peuentopam 5-HT, Tta 5-HT7, BiH no3uTuBHO
crnonyyaeTbes 3 ageHinartumknasowo [1]. PeuenTop 5-
HTe nautokiB Bneplue krnoHysanu y 1993 poui [2,3], a
Npo KIOHYBaHHS NIOACHLKOrO roMosiora, 3 kMM 3raja-
HU peuentop Mae 89% cninbHy iAEHTUYHICTL Nochi-
OOBHOCTI, 6yno nosigomneHo y 1996 poui [4]. Nokani-
3auito peuentopiB 5-HTs y ronoBHOMY MO3Ky nautokis
OOCNiAXyBanu  LMASIXOM  KiNbKICHOTO  BM3HAYEeHHS
MPHK 3a gonomorot HasepH-6roTuHry Ta nonimepa-
3HOI NaHLroBOi peakuii i3 3BOPOTHOK TPaHCKNpU-
Tasow (RT-PCR), imyHoricToxiMiyHMMK Ta ayTopagio-
rpacdiyHMMn  3acobammn [2, 3, 5, 6, 7, 8]. 3a
[OMOMOrol LMX METOAIB BUCOKI PiBHI 3ragaHoro pe-
LenTopa NoCTiHO 3HAaXOAWMMW Y HIOXOBUX LMOynunHax,
rinokamni, cmyractomy Tifi, npunernomy Sapi
(nucleus accumbens) Ta KOpTUKanbHWUX AinsiHkax. Y
nepuepnyHnx TKaHnHax peuentopu 5-HTs BigcyTHi
abo piBeHb iXHbOI MPUCYTHOCTI € OYyXe HEe3HAYHUM
[2, 3].

Ha cborogHi Hemae BigoOMUX BUCOKOAMiIHHUX, Ce-
NEKTUBHMX aroHicTiB peuentopa 5-HTs. Cam cepoTo-
HiH Mae nue NOMipHY CNopiAHEHICTb A0 peuenTopa
5-HTs (Ki=65HM). Hamnbinbli CenekTMBHWUIA aroHicT,
BigomMMn Ha uen Yac, N,N-gumetun-2-etun-5-
meTokeuTpunTamii, mae Ki=81HM i nuwe y 3,5 pasn
OinbLy CeneKkTUBHICTb BIQHOCHO peuenTtopa 5-
HT2a [9].

HewopaBHe 3auikaBneHHa peuentopom 5-HTg
GinbLUO Mipoto 06YMOBIEHE CMOCTEPEXKEHHSAM TOrO,
O AeKinbKa NCUXOTPOMHMX areHTiB € BUCOKOAMiHHK-
MW aHTaroHictamu nioacbkoro peuentopa 5-HTs [4,
10]. [Oo uux cnomyk HanexuTb amiTpunTumiH
(amitriptyline) (Ki=65HM) Ta aTunoBi aHTUNCUXOTUYHI
3acobu knosaniH (clozapine) (Ki=9,5HM), onaH3aniH
(olanzapine) (Ki=10HM) Ta kBertianiH (quetiapine)
(33HM). >KogHa 3 umx cnonyk, ogHak, He € CeneKkTuB-
Hoto. Mepwmnmn cenekTMBHUMKU aHTaroHicTamu peue-
ntopa 5-HTg, npo ski 6yno nosigomneHo, € Ro 04-
6790 Ta Ro 63-0563. MNpmaaTHICTb LMX aHTaroHIcTiB
obmexyeTbes iX noMipHow cnopigHeHicTio (Ki=50HM
Ta 12HM, BiANOBIOHO) Ta NOraHNMM PapMaKoKIHETNY-
HUMK xapaktepuctukamm [11]. Byno nosigomneHo
npo ps4 aHTaroHicTiB peuentopa 5-HTg, ocTaHHiM 3
Akmx € SB-271,046 [12]. Ls cnonyka Mae BUCOKY
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agiHHicTb (Ki=1,2HM), cenektuBHicTb (>200-kpaTHa
BigHOCHO >55 peuenTtopiB, )epPMEHTIB Ta iOHHMX Ka-
HaniB) Ta 80% 6iogocTynHicTe. Ona [ocnimKkeHHs
3B'A3yBaHHA NiraHdy, MiYeHOro pagioakTUBHUM i30TO-
nomM, Ta aBTopagiorpadiyHmx gocnigxeHb OyB BMKO-
PUCTaHWI CENEeKTUBHWUI Nirang, MiYeHui papioakTye-
HUM i3oTomom, [**°1]-SB-258,585 [13, 14]. Lii cnonyku
€ NpPUaaTHUMK IHCTPYMEHTaMn Ons nepenkmiHiuHmnX
pocnigpxkeHb peuentopa 5-HTe.

OcHOBHa npuyMHa BUKOPUCTAHHS CEMEKTUBHUX
aHTaroHicTiB peuenTtopa 5-HTs onsa nikyBaHHs nopy-
LWeHHA Mi3HaBarnbHOI 34aTHOCTI 6a3yeTbCs Ha TPbOX
PO3YMHUX NOSAACHEHHSAX: 30aTHICTb CENEKTUBHMX aHTa-
roHicTiB peuentopa 5-HTs mogynioBaTn XoniHepriyHy
Ta rnyramartepriyHy (yHKLUil0 HEPBOBUX KMiTWH, pe-
3ynbTaTy KMiHIYHUX [OCNIMKEHb BMNUBY aTUMOBUX
@HTUMNCUXOTUYHMX 3acobiB KrosaniHy Ta onaH3ariHy
Ha Mi3HaBarnbHy 34aTHICTb, aKTUBHICTb CEMNEKTUBHUX
aHTaroHicTiB peuentopa 5-HTe y pasi mogentoBaHHs
nisHaBanbHOI 30aTHOCTI Ha TBapUHaXx.

CenekTuBHI aHTaroHicTu peuenTtopa 5-HTs moay-
MNIOKTb  XOMIHEPriYHy Ta rryTamaTtepriyHy yHkuito
HepBOBMX KNITUH. XOMiHEPriYHi Ta rryTamaTtepriyHi
CMUCTEMW HEPBOBMX KNiTWH BigirpalTe BaXNUBY posb
y nidHaBanbHi yHKUii. Bigomo, wWo XxoniHeprivHi
HEWPOHHI WINAXN € BaXXMBUMU AN (DOPMYyBaHHS Ta
npouecy KoHconigauii nam'ati. AHTUXOMIHepPriYHi 3a-
cobu, Wo AiloTb Ha UeHTparnbHy HEepBOBY CUCTEMY,
NopyLYOTb Mi3HaBanbHy YHKUiI0 Y TBapuH Ta nig
Yac KMiHIYHMX OOCHiAXEeHb, i BTpaTa XOniHepriyHmx
HEeNpOHIB € OOHWM i3 FOMOBHUX CUMMTOMIB XBOpPOOWU
Anburenmepa. |, HaBnaku, BiAOMO, O CTUMYSOBAH-
HSA XOMiHepriyHoi yHKLiT noninwye nisHaBanbHy ak-
TMBHiCTb. OOMaBa 3 4BOX iCHYHOUMX Ha Liei Yac cxBa-
neHux  3acobiB  Ans  niKkyBaHHS  MOPYLUEHHS
nisHaBanbHOI 34aTHOCTI nNpu xBopobi Anburerimepa,
TakpuH (tacrine) Ta goHenesun (donepezil), € iHribiTo-
pamu aueTtunxoniHectepasn. Bigomo Takox, Lo rny-
TamaTtepriyHa cuctema npedpoHTanbLHOI 30HWM KOpWU
rOMOBHOMO MO3Ky € 3any4YeHot0 A0 Mi3HaBanbHOI yH-
Kuii [26, 27].

Byno nokasaHo, o 6rnoKkyBaHHA dyHKLUii peLen-
Topa 5-HTg BMKNMKae npoxoniHepridHi edhekTu in vivo.
BBepeHHsA (O cyAMH rONOBHOMO MO3KYy) mMautokam
aHTUCMUCIIOBUX ONIrOHYKNeoTuaiB, CNpAMOBAHUX Ha
nocnigoBHicTb peuentopa 5-HTe, Buknukano nosegi-
HKOBY peakLito (No3ixaHHsa Ta NOTAryBaHHs1), Ska 6mno-
KyBanacb XOIniHepriYHuM aHTaroHiCToM aTporiHoM
(atropine) [15]. CenekTMBHWI aHTaroHicT peuenTopa
5-HTs Ro 04-6790 BMKNUKaB MNOBEAiHKOBY peakLito
(noTAryBaHHs) Ao3o3anexHuM YmHoM. Lis noseaiHko-
Ba peakuis 6rnokyBanacb aHTUXOMIHEPriYHMMK 3aco-
6amwu ckononamiHom (scopolamine) Ta aTponiHOM, Lo
Ail0Tb Ha LeHTpansHy HEPBOBY CUCTEMY, ane He Me-
TunckononamiHom (methylscopolamine), y gosax, ski,
SK BiZoMO, € nepucpepnyHo cenektnsHumm [16]. Byno
nokasaHo TakoxX, o Ro 04-6790 6nokye noBeziHKOBY
peakuito (06epTaHHS), IO BUKMMKAETLCS BBEOEHHSAM
ckornonamiHy nawtokam 3 OAHOBIYHUMW MOLLKOAXKEH-
HAMW CipOi peyoBUHW MO3KY Ta cmyracTtoro Tina (6-
OH-DA). Llen 3aci6 He 6nokyBaB noBefiHKOBOI peak-
uii (obepTaHHs), WO BMKNUKanacb BBeAeHHAM L-
OO®A (L-3,4-giokcudpeHinanaHiH) abo amdeTtaminy
[17]. Ro 04-6790 peBepcyBaB BUKMMKaHi CkoOnonami-
HOM MOpYLUEHHS Ni3HaBanbHOI 30aTHOCTI Npu nNpoBse-
OEHHi TecTyBaHHA 3 po3nizHaBaHHA ob'ekTa, ske
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npeacTaensie cobol MoAenb nidHaBanbHOT YHKLIT.
IHWMIA CcenekTUBHUIA aHTaroHicT peuentopa 5-HTs,
SB-271046, nigcunioBaB NoBeAIHKOBY peakuito (nosi-
XaHHs1), WO BMKMNMKanacb iHribiTopom xoniHecTepasu
disocTurmiHom (physostigmine) [18]. PesynbTtati umx
OOCTNIAXXEeHb A03BOMSATb BUCYHYTU MPUMNYLLEHHS MPO
Te, WO eKkpaHyBaHHA peuentopa 5-HTs nonerwye
xoniHepriyHy nepegadyy. lig Yac gocnigxeHHs Mikpo-
Aianizy in vivo. SB-271,046 (10mr/kr, nigwkipHo) nig-
CUMIOE BUBINbHEHHS rnyTamaty Yy npedpoHTarnbHin
30Hi KOpW FONOBHOMO MO3KY 3@ NOCEPELHULITBOM Hep-
BOBOro MexaHi3my [25].

Pesynbtaty KniHiMHMX JOCRigXeHb BNMAvBY aTu-
NOBUX aHTUMCUXOTUYHUX 3acobiB Kno3aniHy Ta onaH-
3aniHy Ha nisHaBanbHy dyHKuilo. ObuaBa aTmnosi
aHTUMNCUXOTUYHI 3acobu, KrnosaniH Ta onaH3aniHi, €
BUCOKOAMIHHMMM, X04a | HECEeNEeKTMBHUMU aHTaroHic-
Tamu peuentopa 5-HTs [4]. 3 iHworo Goky, picnepu-
[OH (risperidone) Ta TMMNOBMI aHTUMNCUXOTUYHMWIA 3acib
ranonepugon (haloperidol) He mMatoTb 3Ha4HOI cnopi-
AHeHocTi 0o peuentopa 5-HTs. KniHivHi pisHuui, wo
crocrepiralTbCa y pasi unx HabopiB nNikapcbkux 3a-
cobiB, MOXyTb OyTW BigHECEHi Ha paxyHOK eKpaHy-
BaHHs peuenTtopa 5-HTs. MNonbabepr (Goldberg) Ta
iHWIi noBigOMNANM Npo BiACYTHICTb ©naroTBOPHOro
BMMMBY KNno3aniHy Ha nidHaBanbHy 34aTHICTb Mig vac
npoBefeHHs BUNPOoGYyBaHb i3 BUKOPUCTAHHSAM Kro3a-
niHy Ans nikyBaHHa Hesenukoi rpynu (N=15) Hesuni-
KOBHMX XBOPMX Ha wwwusodpeHito [19]. Y npotunex-
HicTb o uboro, Menbuep (Meltzer) Ta iHwi [20] nig
yac MpoBEAEHHS OOCMiMKEHb HA AELLO YMCIEHHILLIN
rpyni xsBopux Ha wwm3odpeHito (N=36) cnoctepiranu
NONIMNWEHHS AedKMX acnekTiB Hermpodi3ionoridHoi
dYHKUIT Yepes WiCTb TWXKHIB Ta LWICTb MicAuiB nicnsa
3anoyaTkyBaHHS MiKyBaHHsS KrnosaniHoM. Y HeBWniko-
BHUX XBOPUX Ha Wn3odpeHito, Wo He nigaaBanmcb
nikyBaHHto, KrosaniH 6yB O6inbl edeKkTMBHUM aHixX
nnaue6o Woao noninweHHs nisHaBanbHOI pyHKUiT 3a
Aekinbkoma nokasHukamu [21]. Llen edpekt cnoctepi-
ranM yepes LWIiCTb MicAUiB i BiH CTiko 36epiraBcs
BNPOAOBX 12-Mica4yHMX gocnigxeHb. EdekT onaHaa-
niHy, picnepvaoHy Ta ranonepuaony Ha nisHaBarnbHy
(yHKUi0 NopiBHIOBaNu nig 4Yac npoBeaeHHs GaraTo-
LLEHTPOBOro, MOABINHOrO CRINOro AOCNIAXEHHS Ha
XBOPMX Ha Wwun3odpeHito [22]. Mpyna, wo ogepxysana
onaH3aniH, NPOAEeMOHCTpyBana CTaTUCTUYHO 3Hauy-
e nominweHHs nidHaBanbHOI (OYHKLii MOPIBHSAHO i3
rpynamu, Wo ogepXyBanu ranonepugon abo picne-
puaoH. Llenn edekt 06y oueBugHum nicns  6-
TUXKHEBOTO IiKyBaHHA i 30epiraBca BnNpomoBX 54-
TUXKHEBOTO AOCNIAKEHHS. Pe3ynbTaTn AocniaxeHb Ha
TBapUHax [J03BOMSAOTb BUCYHYTU MNPUNYLLEHHS MPO
Te, WO Ui edhekT! MOXYTb ONOCEpPeaKOBYBATUCL BUBI-
NbHEHHAM  aueTUnXoniHy y npedpoHTanbHin 30Hi
KOPM roflIoBHOrO MO3Ky [23].

AKTMBHICTb CENEKTUBHUX aHTaroHiCTiB peuenTopa
5-HTs Ha TBapMHHUX Mogensax nisHaBanbHOI QYHKLIT.
3aBasikvM HelwoaaBHii po3pobLi CenekTUBHUX aHTaro-
HicTiB peuenTtopa 5-HTs, R0-04,6790 Ta SB-271,046,
3'ABMNOCL [Aekinbka MNOBiAOMMEHb LWOAO aKTUBHOCTI
LMX Cnomnyk y Moaensx nisHasanbHoi yHkuii. Cenek-
TMBHUI aHTaroHicT peuentopa 5-HTs SB-271046 no-
ninwysaB NisHaBanbHy aKTUBHICTb Y pasi TecTyBaHHS
Ha BoaHoMy nabipuHTi Moppica (Morris water maze)
[24]. Ui pesynbTaT cniBnagatoTb i3 AaHUMKU Npo Te,
LLIO MOCTiiHEe BBEAEHHSI aHTUCMUCIIOBMX OJliIrOHYKIeo-
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TNaiB, CNpsSMOBaHUX Ha MOCNIAOBHICTL peuenTopa 5-
HTe, OO CyOMH rOMOBHOrO MO3KY BWKIMKano nonin-
LEHHA OesKUX MOKa3HWKIB Nid3HaBanbHOT aKTUBHOCTI Y
pasi TecTyBaHHs Ha BogHoMy nabipuHTi Mopica [16].
Hacnigkom nikyBaHHss SB-271,046 Takox 6yno no-
NINWeHHs1 AesKNX NOKa3HMKIB Mi3HaBanbHOI aKTUBHO-
CTi CTapux MautokKiB Mig 4Yac NpoBeOEeHHsT NMOBEeniHKO-
BOr0O TeCcTy 3 BUPOBMNEHHSIM iHCTPyMEHTanbHOro
pednekcy npu 3MiHi IPOCTOPOBOro MOMOXEHHS [24].

Crnonyk1 3a UMM BMHAxoO4oOM € CENeKTUBHUMM,
BUCOKOAMDIHHMMKM aHTaroHictamu peuentopa 5-HTs i,
Takum YMHOM, 3abe3nedytoTb MOXNMBICTb LiHHOrO
nikyBaHHA po3nagjis, onocepeakoBaHUX peuenTopoMm
5-HTs.

Llen BuHaxig Hagae cnonyku dopmynu |:

R (\/EZ\/Q:XIE&

Gopmyna I

ne

X BubpaHui i3 rpynu, wo Bknovae -O-, -NH-, -S-,
-SO,-, -CH>-, -CH(F)-, -CH(OH)- ta -C(O)-;

R1 BnbpaHun i3 rpynu, Wwo BKNoYae daxkynbTatu-
BHO 3aMilleHni deHin, dakynbTaTUBHO 3aMilleHuni
HadTMn, akynbTaTMBHO 3aMilleHun 5-6-4neHHWN
MOHOLMKITIYHHUA apOMaTUYHUA FeTEepOoLMKIl, WO Mae
OOVH reTepoaToM, BMOpaHWi i3 rpynu, LIO BKMHOYae
as3oT, KNCeHb Ta CipKy, Ae 3ragaHui 5-6-4neHHun mMo-
HOLMKIMIYHUA apOMaTUYHUI reTepouunkn € dakynbTa-
TMBHO CKOHZEHCOBAHWM i3 6EH30MbHUM KinbLEM.

R> BMOpaHwui i3 rpynu, WO BKMOYaE BOAEHb Ta
C1-C3 ankin;

Rs BuOpaHMi i3 rpynu, WO BKOYAE BOAEHb,
TOp TA METUN;

R4 BUOpaHuii i3 rpynu, Lo BKMOYaE BOAEHb, anin,
C,-C4 ankin, dptopoBaHun C,-C4 ankin, dakynbtatu-
BHO 3aMmilleHuin eHin, dakynbTaTUBHO 3aMilleHui
deHin cynbgoHin, dgakynbTaTMBHO 3amilleHun 6eH-
3un Ta akynbTaTMBHO 3aMileHUn 5-6-4neHHUn Mo-
HOLMKITIYHUA apOMaTUYHUIA TFeTEepouMKr, WO Mae
oovH abo gBa retepoatoMu, BUMOpaHi i3 rpynu, Lo
BKIMOYaE a30T, KUCeHb Ta CipKy, 3a ymosW, o R4 He
€ (pakynbTaTMBHO 3amillleHuM deHINCynbdOHINoOM y
pasi, korm X - -SO;-, -CHz-, -CH(F)-, -CH(OH)- a6o -
C(0O)-; Ta

IXHi dhapMaLEeBTUYHO NPUIAHATHI COni.

Llen BuHaxig Takox Hagae cnonyku dpopmynu Il

8
o

Dopmyaa Il

ne

Y BuGpanuii i3 rpynu, wo Bkrtodae O, NH 1a NRqg,
ae Ro Bubpanun i3 rpynu, wo sknovae C1-C4 ankin Ta
hakynbTaTUBHO 3aMilLleHNn dheHin;

Rs Ta Rs - BoaeHb abo pa3om 3 atomamu, 3 siKu-
MU BOHW CMONYyYeHi, YTBOPKOOTL GEH30mbHE KinbLe,
3a ymoBu, Wwo Rs Ta Re - BogeHb, konm Y - NRy;

R7 BnbpaHun i3 rpynu, Wwo BkNoYae daxkynbTatu-
BHO 3aMilleHUn eHin, gakynbTaTMBHO 3aMilleHui
HadpTUN, pakynbTaTUBHO 3aMilleHun S-6-YneHHUn
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MOHOUMKIIYHMIA apOMaTUYHUI reTepoLnKn, WO Mae
OOWH reTepoaToM, BMOpaHWi i3 rpynu, LIO BKMHOYae
asoT, KNCeHb Ta CipKy, Ae 3ragaHui 5-6-4neHHun mMo-
HOLMKMIYHUIA apoMaTUYHUI reTepouukn € dakynbTa-
TMBHO CKOHAEHCOBAHWM i3 6EH30MbHUM KinbLUeM;

Rs BnGpaHui i3 rpynu, WO BKMOYae BOAEHb Ta
C1-C3 ankin; Ta

TXHi dpapMaLeBTUYHO MPUIHATHI COni.

Llen BuvHaxig Hagae TakoX HOBi (papmaueBTUYHI
KOMMNO3uLii, Lo BKMOYaloTb: cnonyky dopmynum | abo
Il Ta hapmaLeBTUYHO NPUAHATHUIA PO3pPiaXKyBaY.

Ockinbkn crnonyku copmynu | Ta copmyru Il €
aHTaroHictamu peuentopa 5-HTs, 3ragaHi cnonyku
dopmynn | Ta dopmynu |l € npyugaTtHAMK Ans niky-
BaHHS pi3HOMaHiTHMX po3nagis. Tak, 3a iHWwMM Bapia-
HTOM BTINEHHS, Lie BMHaxig Hagae cnocobu nikyBaH-
HA pos3nagiB, nos'a3aHux i3 5-HTs, WO BKMAOYaOTb:
BBEJEHHSI NaLieHTy, siknii noTpebye Lpboro, epeKkTus-
HOI KinbkocTi cnonyku cpopmynu | abo dopmynu 1.
To6To uen BuHaxig Hagae cnocib 3acTocyBaHHSA CMo-
nykn dopmynu | abo copmynu Il Ta ii bapmaneBTny-
HUX KOMMNO3MLi ANsA NiKyBaHHA po3nagis, NoB'a3aHmX
i3 5-HTs. KoHkpeTHiwe, uen BuHaxig Hagae cnocid
nikyBaHHSA po3nagis, BUOpaHux i3 rpynu, Lo BKMYae
poanagu nisHaBanbHOI 34aTHOCTI, po3naz nisHaearnb-
HOI 30aTHOCTI, NOB'A3aHWI i3 BIKOM, He3HayHe nopy-
LUEHHs Ni3HaBanbHOI 30aTHOCTI, AENPEeCcuBHI po3nagu
(y Tomy wuucni penpecito, MaHilo, MaHiakanbHo-
AenpecuBHi NCMxo3n), NCMXo3un (3okpema, Lmnsodgpe-
Hil0), po3nagu, WO CYNPOBOMKYTLCA TPUBOrow (y
TOMY 4MCIli, 30KpeMa, reHepani3oBaHui posnag, Lo
CYNpPOBOMXYETLCA TPMBOIOK, po3naj, Lo CynpoBO-
DXKYETbCA  MNaHiYHMM  cTpaxom Ta  obcecuBHO-
KOMNyNbCUBHUIA po3nag), igionatnyHy xBopoby Map-
KiHCOHa Ta xBopoby lMapkiHCOoHa, BUMKNMKaHy nikapcb-
KMMUK 3acobamu, eninencio, KOHBYMbCIi, MirpeHb (y
TOMY 4YMCAi MyMNbCYHOYUA FOnoBHUW 6Binb), CMHOPOM
CTPUMYBaAHHS Big MPUAHATTA HAPKOTUYHUX PEYOBUH
(y TOMy 4umcrni TakMx pEeYOBWH, SK oOniaTw, HiKOTWH,
TIOTHOHOBI BMpobW, ankoronb, 6eH3oaia3eniHuy, KokaiH,
cepatvBHi 3acobu, cHofiviHi 3acobu Towlo), po3naam
cHy (y TOoMy u4ucni Hapkonenciio), aediuut yBsa-
rm/cCMHAPOM TiNepakTUBHOCTI, po3nagu MNoBEAiHKN,
posnagu 34aTHOCTI A0 HaBYaHHsi, cnaboymcTBo (y
ToMy uncni xBopoby Anburenmepa Ta crnaboymcTso,
BuknukaHe CHI'om), xopeto M'eHTUHITOHA, NopyLUeH-
HS Ni3HaBanbHOI 34aTHOCTI YHacCMiAOK PeKOHCTPYKTU-
BHOi apTepianbHOi Xipyprii Ta TpaHcnnauTauii, iH-
cynbT,  uepebpanbHy  ilemito,  MOLUKOOXKEHHS
CMUHHOTO MO3KY, MOLUKOXXEHHSI TOJIOBHOMO MO3KY,
nepuHaTtanbHy rinokceMito, 3ynuHKy cepus Ta rinorni-
KEMiYHE MOLLKOKEHHSI HEPBOBUX KMiTWH, craboymcT-
BO YHacnigoK CyAWHHWX 3aXBOPKOBaHb, MOMiiHMapKT-
He cnaboyMmcTBo, GiyHMIA amioTpodiYHMI CKepo3 Ta
PO3CiSHWUI CKMepos, WO BKIOYAaE: BBEAEHHS NauieH-
Ty, SIKUA UbOro nNoTpebye, edpeKTUBHOI KinbKOCTi crno-
nykn cdopmMynu | abo edeKkTUBHOI KiNbKOCTI CMOMNyKx
dopmynu 1.

Ha popaTtok go uboro, Len BUHaxig Hagae Takox
cnocobu ofepkaHHsa crnonyk dopmynu | Ta dopmynu
Il Ta IXHIX NPOMIKHUX XiMiYHMX CNOMYyK.

HaBepeHi fani TepmiHn, Ski BUKOPUCTOBYIOTBHCS Y
LibOMY OMUCI, MaloTb TaKi 3HaYEHHS:

TepmiH " C1-C3 ankin" o3Hayae Hepoarany>xeHui
abo po3sranyxeHuin ankinbHW naHulor, Wo Mae Big
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OOHOro OO0 TPbOX aTOMIB BYIMELUO i BKIOYAE METWI,
eTun, Nponin Ta isonponin.

TepmiH "dakynbTaTVBHO 3amiweHun deHin"
O3Hauae pagukan copmynu

O

ae Ra Bkmoyae Big 1 rpynun o 3 rpyn, HesanexHo
BMOpaHUX i3 rpynu, WO BKMOYAE BOAEHb, TiOpPOKCUr-
pyny, C1-C4 ankin, C;-C4 ankokcurpyny, ranoreH, 6e-
H3WMokcu-, kapbokeurpyny, Q-Q ankokcukapboHin,
amigo-, N-(C;-C, ankin)amigo-, cynbdoHinamigo-,
LiaHorpyny, TpudTOpMeTUN, TPUPTOPMETOKCU-, HiT-
porpyny Ta deHin, dakynsTaTtBHO 3amieHun C1-Cy
ankinom, C;-C4 ankokcurpyrnoto, raroreHom, LiaHor-
pynoto Ta TpucpTopMeTUIOM.

TepmiH "cbakynbTaTMBHO 3amilleHun HadpTun"
03Hadvae paavkan chopmynu

C

ae Rc Bkntovae Big 1 rpynu o 2 rpyn, HesanexHo
BMGpaHuXx i3 rpynu, Lo Bkntovae BogeHs, C1-C4 ankin,
C;1-C4 ankokcurpyny, ranoreH, LiaHorpyny, TpudTtop-
MEeTUI Ta HiTporpyny.

TepmiH  "tbakynbTaTvBHO  3amiwieHun  5-6-
YNEHHWA MOHOLMKMIYHWIA apOMaTUYHUI reTepOLMKIT,
WO Ma€e oauH retepoaTom, BubpaHui i3 rpynu, wWwo
BKMOYae asoT, KMCEeHb Ta CipKy, Ae 3ragaHun 5-6-
YNEHHUI MOHOLMKNIYHUIA apoOMaTUYHUIA reTePOLNKN €
(bakynbTaTUBHO CKOHAEHCOBAHMM i3 GeH30MbHUM
Kinbuem" o3Havyae pagukanu popmynum

Ry R; R;
/Z/foTa l/
R™Q RSQ;

ae Qi BnbpaHun i3 rpynu, wo Bknovae -O-, -S-
Ta -NRg-, Ae Ry B1bpanHun i3 rpynu, O BKMOYAE BO-
peHb 1a C1-C4 ankin; i Qz - -N=, Ry, oe koxeH Re, Ta
Rt He3anexHo BMOpaHWiA i3 rpynu, WO BKIOYae BO-
aeHb, C;1-C4 ankin, C;-Cs4 ankokcurpyny, ranoreH,
LiaHorpyny Ta TpudTopmeTun abo Ry Ta Re (abo
oauvH i3 Re), pasom i3 atomamu, 3 AKMMU BOHWU CROny-
YeHi, yTBOPIOIOTb BeH3omnbHe Kinblue, fke dakynbTa-
TMBHO 3amillyeTbca 1-4 3amiCHUKaMK, He3anexHo
BUOpaHUMU i3 rpynu, WO BKIIOYAE BOAEHb, MNOpOKCUr-
pyny, C1-C4 ankin, C1-C4 ankokcm-, TpuTopMeTOoKCH-
, 2,2,2-TpudTOpeToKCUrpyny, TpudtopmeTun, rano-
reH, kapbokecurpyny, C;-C4 ankokcukapboHin, amigo-,
N-(C1-C4 ankin)amigo-, amiHo-, (C1-C4 ankin)amiHo-,
auunamidorpyny, ge 3ragaHa auurnbHa rpyna Bubpa-
Ha i3 rpynu, wo Bkntovae C1-C4 ankin ta deHin; uia-
HO-, HITPO-, cynbdoHinamigorpyny, derin, daxkynbTa-
TUBHO 3aMilLieHnn C.-C4 ankinom, C.-C4
arnkoKCWUrpyroto, ranoreHoM, LjiaHorpynol Ta Tpu-
dTopmeTunom; deHinokcu-, 6eHaunnokcurpyny, -
NHS(O)2Ry, oe Rn BMGpaHuii i3 rpynu, WO BKIOYaE
C1-C4 ankin Ta deHin; ta -S(O)pR;, ae p - 0, 1 abo 2
Ta R BubpaHwuii i3 rpynu, wo Bkmovae Ci1-C4 ankin ta
deHin, dakynbTatMBHO 3amiweHun Ci1-Cs ankinom,
C1-C4 ankokcurpynot, ranoreHom, LiaHorpynow Tta
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TpudbTopMeTUnom; Ta R; BMOpaHui i3 rpynu, wWwo
BKkntoyae BofeHb, C1-C4 ankin, C;-C4 ankokcurpyny,
TpudTOpMETUN Ta ranoreH. 3ragaHuin TepMiH, 30Kpe-
Ma, o3Hayae ypwn, TieHin, niponin, nipygun, GeH-
30cbypun, GeH30TieHIn, iHAoMIN Ta XiHOMIHIN; KOXeH 3
HUX aKynbTaTVBHO 3aMillleHWin 3a OMnWCOM, SKUI
Oyno HaBeAeHo BuLE.

TepwmiH "dbTopoBaHuii C,-C4 ankin" osHavyae He-
posranyxeHui abo posranyXeHuw ankinbHWM naH-
Lor, WO Mae Big ABOX OO YOTUPLOX aTOMIB BYreLo,
3amilleHnx ogHum abo gekinbkoma atomamu dTopy.
3ragaHun  TepMiH o3Havae 2-dpTopeTun, 2,2-
andTopetun,  2,2,2-tpudtopetun, 3-cpropnponin,
3,3-andpTopnponin, 3,3,3-tpudbTtopnponin, 2,2,3,3,3-
neHtadptopnponin, 2,2,3,3-tetpadtopnponin, 4,4,4-
TpudTopbyTUn, 3,3,4,4,4-neHtacpTopbyTrn TOLLO.

TepmiH "dhakynbTaTUBHO 3aMmiweHun deHincy-
NbOoHIN" 03Hayae pagukan chopmynm

%
/g\G‘RJ‘

Ae R; Bknioyae Big 1 rpynu o 3 rpyn, HesanexHo
BMGpaHuXx i3 rpynu, Lo Bkntovae BoaeHb, C1-Cy ankin,
C;,-C,4 ankokcurpyny, ranorex, uiaHorpyny, Tpudptop-
MeTun, HITporpyny Ta deHin.

TepMmiH "dakynbTaTMBHO 3amilleHnn deHin"
O3Ha4vae paagvkan cdhopmynu

O

ae Ry Bkntovae Big 1 rpynu go 3 rpyn, He3anexHo
BMGpaHuXx i3 rpynu, Lo Bkntovae BogeHs, C1-Cy ankin,
C1-C4 ankokcurpyny, LiaHo-, HiTporpyny, Tpudtopme-
TWUN Ta ranoreH.

TepmiH  "tbakynbTaTVBHO  3amiweHun  5-6-
YNIEHHUN MOHOUMKAIYHUA apoMaTUYHUA reTepoLnK,
o mae oanH abo gBa retepoatomu, BUOpaHi i3 rpy-
nu, WO BKIOYAE asoT, KUCEHb Ta CipKy" 03Hayae pa-
avkanu popmynu

Qs
Y m o
QI/Q ' o7

ne Qs Bubpanwui i3 rpynu, wo Bkno4vae -O-,-S- Ta
-NRg-, Ae Ry BMbBpaHuii i3 rpynu, LLO BKIOYae BO-
aeHb T1a C1-C4 ankin; Ta Q4 i Qs - -CRm, Ae koxeH Ry
HesanexHo BMOpaHWi i3 rpynu, WO BKIMOYAE BOAEHb,
C1-C4 ankin, ranoreH 1a TpudTopmeTin abo oanH uun
obuaea Q4 Ta Qs - -N=; i ae oguH abo obmaea Qs - -
N=, y Tolh yac sk iHwi € -CRy; oe koxeH R, He3anex-
HO BUOGpaHWiM i3 rpynu, wWo Bkrovae BoaeHb, C1-Cu
ankin, C1-C4 ankokcurpyny, ranoreH, uiaHo-, HiTpor-
pyny Ta TpudtopmeTun. 3ragaHuii TepMiH 30Kpema
O3Havae dypwn, TieHin, Tiasonin, nipasonin, imigaso-
nin, Tprasonin, okcasonin, Tiazonin, isokcasonin, Tioi-
30Kcasonin, nipuaun, nipyumigun, nipyamsadin Ta ni-
pasvauHinG  KOXeH i3 HUX  akynbTaTUBHO
3aMilLlyeTbCs 3a ONUCOM, SkuiA Byno HaBeaeHO BULLE.

Tepmin "C;-C4 ankin" o3Hayae Hepoarany>xeHuin
abo posranyXeHun ankinbHWiA naHulor, Wo Mae Big
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OQHOro [0 YOTMPbOX aTOMIB BYIMELO i BKIOYAE Me-
TWn, eTun, nponin, isonponin, 6ytun, BTop-6yTnn, i3o-
OyTun Ta TpeT-6yTunn.

Tepmin "C»-C4 ankin" o3Hayae HepoaranyxeHun
abo po3sranyxeHuin ankinbHWM naHulor, Wo Mae Big,
OBOX 00 4YOTMPbOX aTOMIB BYIMEL i BKIOYAE eTum,
nponin, i3o-nponin, 6ytnn, BTOpP-OyTMN, i306yTMN Ta
TpeT-6yTun.

Tepmin "C1-C4 ankokcurpyna" o3Havae Hepoasra-
nyXeHunii abo po3arany>XeHuin ankinbHWN naHuior, Lo
Mae BiJ OOHOro 10 YOTUPLOX aTOMIB BYrIeLo, Cromny-
YEHMX 3 aTOMOM KUCHIO, | BKIKOYAE METOKCU-, ETOKCU-,
NponoKcu-, i30-Nponokcu-, ByToken-, i30-6yToken-,
BTOpP-OyTOKCK- Ta TPET-byTOKCMIpYyNYy.

TepmiH "ranoren" osHavae atom xnopy, dTopy,
6pomy abo ony.

TepMiH "dapmaLeBTUYHO NPUAHATHA Cinb KNCIO-
TW" 03Hayvae Cinb KUCMNOTHU.

Cnonyku chopmynu | a6o cpopmynu Il Ta npomidkHi
XiMiYHi CMOMyKM, ONUC SIKMX HaBedeHO, YTBOPHOTb
hapMaLeBTUYHO NPUNHATHI CONi KUCNOT 3 HaWpi3Ho-
MaHITHILUMMMW OPraHiYHNMMK Ta HEOPraHiYHUMK KUCIO-
Tamu i BKMOYaTb Pi3i0NOriYHO NPUIHATHI Cori, SAKi
4acTO 3aCTOCOBYHOTLCH Y (hapMaueBTUYHIN Ximil. Taki
COMi TakoX CTaHOBMSATb YacTWHY LbOro BUHAaxony.
dapmMaueBTUYHO NPUAHATHI CONi OAepXylTb 3a Ao-
NoMorow hapmMaLeBTUYHO NPUAHATHUX KUCIOT, WO €
nobpe BigomuMm y Uin ranysi. [lo Takux conew Hane-
XaTb hapMaueBTUYHO NPUIHATHI coni, Nnepenik sKux
HaBegeHo y [Journal of Pharmaceutical Science, 66,
2-19 (1977)], wo € BigomMumKM JoceigvYeHoMy dhaxis-
uo. [lo TMNOBMX HEOpraHiYHMX KMCMOT, WO 3acToCco-
BYIOTbCS AONsl OAEPXaHHS Takux COmnen, Hanexarb
XNopuUcToBOAHEBa, OpoMMCTOBOAHEBA, MOAMCTOBOA-
HeBa, a30THa, cipyaHa, docdopHa, rinodpocdopHa,
meTadocdopHa, nipodocdopHa KMCNoTu Towo. 3a-
CTOCOBYBATUCb MOXYTb TaKOX COMi, ogepXaHi 3 opra-
HIYHUX KUCNOT, Hanpuknag, anipaTnyHMx MOHO- Ta
AVKapbOHOBMX KUCNOT, (PEHIN3aMmilLleHnX ankaHoBKX
KUCNOT, TigpoKciankaHoBOI Ta rigpokKciankaHaioHOBOI
KUCMOT, apoMaTUYHMX KUCNOT, anidpatuyHux Ta apo-
MaTU4HUX cynbgokuncnoT. [o Takmx dapmaueBTUYHO
NPUIRHATHUX COMEeWN, TakuM YMHOM, Hanexarb Xropua,
6pomia, rogwa, HiTpat, aueTtaT, deHinauertart, Tpu-
dTOopaueTar, akpunat, ackopbar, 6eH3oaTt, xnopbeH-
30aT, AVHITPOGEeH30aT, rigpokcnbeHsoar, MeTokcnbe-
H30aT, MeTunbeHsoar, 0-aLeTokcnbeHsoar,
i306yTupar, deHinbytupart, a-rigpokcubytupart, 6y-
TuH-1,4-gukapbokocunaT, rekcuH-1,4-gukapbokemnar,
KanpaT, Kkanpwunar, umHamaT, uuTpart, dopmiaT, dy-
MaparT, rmikondaT, renTaHoar, rinypaT, nakraT, manart,
mManeat, rigpokcumaneaT, ManoHaTt, mMaHgenart, me-
3unart, HIiKOTUHAT, i30HIKOTMHAT, okcanat, dTanar,
TeTpadTanart, nponionaT, nponioHaT, deHinnponio-
HaT, caniumnart, cebauar, cykumHaTt, cybepart, 6eH30-
ncynbdoHat, p-6pombeHsoncynbgoHaT, xnopbeHso-
ncynsgoHar, eTuncynbdoHar, 2-
rigpokcieTuncynbgoHat, meTuncynogoHaT, HadTa-
niH-1-cynbdoHaTt, HaddTaniH-2-cynbdoHaT, HadTa-
NiH-1,5-cynbdoHaT, p-TonyoncynbgoHaT, KCUMOoncy-
NbgoHaT, TapTpart i ToLO.

Ak i 3 Byab-aKoo rpynoto hapMaueBTUYHO aKTU-
BHMX CMOMyK, OeAKUM rpynam BigaaeTbcs nepesara
3a iXHIM KiHLEeBUM 3acTocyBaHHAM. BapiaHTu BTineH-
HS UbOro BMHaxoAdy, sIKMM Big4aeTbCA nepesara, Ha-
BOOATLCA ANsA cnonyk dopmynu | gani:
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MepeBara BigaaeTbecs cnonykam, ge X snbpaHum
i3 rpynu, wo Bkntovae -O-, -NH- Ta -S-, npuyomy 6i-
nblUa nepesara BigaaeTbecsa cnonykam, ae X - -O-.

Mepeeara BigoaeTbcs cnonykam, ae Ri - daky-
NbTaTUBHO 3aMilleHnidi deHin abo dakynbTaTuBHO
3aMilLeHN 5-6-4NeHHUIA MOHOLUMKIIYHMIA apoMaTuy-
HUA reTepoLMKn, WO Mae OAMH reTepoatoMm, BuOpa-
HWA i3 rpynu, WO BKMOYae asoT, KUCEeHb Ta CipKy, Ae
3ragaHuin 5-6-4neHHNn MOHOLMKNIYHUA apoMaTUYHNUIA
retepouukn € d¢akynbTaTUBHO CKOHOEHCOBaHUM i3
©€EH30MbHUM KinbLeMm.

Y pasi, konu R; € hakynbTaTMBHO 3amilleHuM
deHinom, 3amicHMKaMu, SIKMM BigfdaeTbCcsa nepesara,
€ Big 1 rpynu o 3 rpyn, He3anexHo BUbpaHux i3 rpy-
nu, Wo BKNtovae BoaeHb, C;-C4 ankin, ranoreH, 6exH-
3Unokeu-, kapbokeu-, C1-C,4 ankokcnkapboHinbHy rpy-
ny, amigo-, N-(C1-C4 ankin)amigo-, cynbcoHinamigo-,
UiaHorpyny, TpudTopMeTun, TpUudTOPMETOKCU-, HiT-
porpyny Ta deHin, dakynsTaTtMBHO 3amilleHuin C1-Cq
ankinoMm, C;-C4 ankoKcurpyrnoto, ranoreHoMm, LiaHor-
pynoto Ta TpUPTOPMETUIIOM.

Y pasi, konm R; € hakynbTaTMBHO 3amillleHuM
deHinom, 3amicHMKamu, sKMM BiggaeTbca bGinblia
nepesara, € Big 1 rpynu go 3 rpyn, He3anexHo Bub-
paHuX i3 rpynu, Wwo Bktoyae BoaeHb, C;-C4 ankin,
ranoreH, uiaHorpyny Ta TpudTopmMeTun.

Mepesara BigaaeTbca cnonykam, ge R; - BogeHb
abo dprop.

Y pasi cnonyku, ge Ri - dpakynbTatmBHO 3amille-
HUA 5-6-YNEHHWI MOHOUMKIIYHUIA apoMaTUYHWUA re-
TEPOLUMKN, WO MaE oauH retepoartom, BubpaHun i3
rpynu, WO BKMOYae a3oT, KUCEHb Ta CipKy, Ae 3raga-
HUA 5-6-YNEHHUN MOHOLMKIIYHMI apoOMaTUYHUN re-
TEepoLUMKN € hakynbTaTUBHO CKOHAEHCOBaHUM i3 6eH-
30M1bHUM KinbLem, nepeBara BiggaeTbCs Cronykam,
O € CKOHOEHCOBaHWMWU 3 GEH30MbHMM KinbLUeM, ae
nepesara BigaaeTbcs iHgoniny i we b6inblwa nepesara
BiAAaeTbca ingon-3-iny.

Y pasi, konu R - iHgon-3-in, rpynu, Skum Bigaa-
€TbCA nepesara, 300paxalTb SK pagukan, HaBede-
HUN HUXKYE:

N\

N
\
RO

a) R, BMBpaHui i3 rpynu, WO BKMHOYaE BOAEHb Ta
C1-C4 ankin, ge Ginblwa nepesara BigAaeTbCA BOOHIO;

b) Rp BUGpaHui i3 rpynu, WO BKOYaE BOAEHb Ta
Ci1-C4 ankin, ge Ginblia nepesara BigAaeTbCA BOOHIO;

C) Rq BMOpaHuii i3 rpynu, WO BKMOYaE BOAEHb,
C1-C4 ankin, C1-C4 ankokcurpyny Ta ranoreH, ge 6i-
nblua nepesara BigaaeTbCsl BOOHIO;

d) Rg BMBpaHWi i3 rpynu, WO BKIOYAE BOAEHb,
C1-C4 ankin, C;-C, ankokcu-, TpuUpTOPMETOKCU-,
2,2,2-TpudTopeToKCUrpyny, TPUOTOPMETUS, ranoreH
Ta -S(O)pRi, Ae p - 2 Ta R; - denin, dpakynsTaTNBHO
3amiweHnn C;-C4 ankinom, C;-C4 ankokcurpynoto,
TpudTopMeTUnom, ge Ginblia nepeBara BiogaeTbCst
ranorexy;

e) Ry BUOpaHuin i3 rpynu, WO BKIOYae BOAEHD,
C1-C4 ankin, C1-C4 ankokcurpyny, ranoreH, HiTpo-,
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uiaHorpyny, Tpudptopmetn Ta -S(O)pR;, Ae p - 2 Ta
Ri - deHin, dakynbtatmHo 3amiweHun C;-C, anki-
nowm, ge binblua nepesara BifAaETHCA ranoreHy; Ta

f) Rqw BUOpaHuii i3 rpynu, IO BKNOYae BOAEHD,
C1-C4 ankin, Cq1-C4 ankokeurpyny, ranoreH, Tpudgtop-
MEeTUn, UiaHo- Ta HiTporpyny, Ae nepesara BigaaeTb-
Cs1 BOOHIO Ta rarnoreHy.

MepeBara BignaeTbca cnonykam, ne Rs BubGpa-
HW i3 rpynu, wo Bkrtodae C,-Cy4 ankin, dptopoBaHuii
C,-C4 ankin Ta dhakynbTaTUBHO 3aMilLleHnii deHin.

Y pasi, konu Ry - C2-C4 amkin, rpynamu, sikum
BigAaeTbca ocobnvea nepesara, € nNponin, i3onponin
Ta 6yTun.

Y pasi, konn Ry - dptopoBanuii C,-C4 ankin, rpy-
namM, SkMM  BiggaeTbcs  nepeeara, € @ 2,2-
andptopetun, 2,2,2-Tpudptopetun,  3-gotopnponin,
3,3-gudpTopnponin, 3,3,3-tpucdTtopnponin, 2,2,3,3,3-
nentadptopnponin Ta 2,2,3,3-tetpadTopnponisn.

Y pasi, konm Rs € hakynbTaTMBHO 3amilleHuM
deHinom, rpynu, SKUM BiOAaETbCA nepesara, BKIHO-
YatoTb Big 1 rpynu 4o 3 rpyn, He3anexHo BubpaHux i3
rpynu, wo Bknoyae sogeHb, C1-Cy4 ankin, C1-C4 anko-
KCuUrpyny, ranoreH, uiaHorpyny Ta TpudTopmeTun.

BapiaHTu BTineHHA LbOro BMHaxoay, SKUM Bigaa-
€TbCS NepeBara, HaBOAATLCH Anst cnonyk cdopmynu 1l
aani:

Mepesara BiggaeTbcs cnonykam, ae Ry - daky-
NbTaTUBHO 3aMilleHuin deHin abo dakynbTaTMBHO
3aMileHnn 5-6-4neHHUA MOHOUMKNIYHWUIA apoMaTuy-
HUA reTepoLMKI, WO Mae OAMH retepoatoM, Bubpa-
HWIA i3 rpynn, WO BKIIOYaE asoT, KUCEHb Ta CipKy, Ae
3ragaHuin 5-6-4neHHNn MOHOLMKNIYHUA apoMaTUYHNUI
retepouukn € akynbTaTUBHO CKOHOEHCOBaHUM i3
6€H30MbHUM KinbLeM.

Y pasi, konm R; € hakynbTaTMBHO 3amilleHuM
deHinom, 3amicCHMKamMu, SIKMM Big4aeTbCA nepesara,
€ Big 1 rpynu o 3 rpyn, He3anexHo BubpaHux i3 rpy-
nu, Wo BKNtoyae BoaeHb, C;-C4 ankin, C1-C4 ankokcu-
rpyny, ranoreH, uiaHo-, TpUdTOpPMETOKCUrpyny Ta
TpudTOopMETUN.

Y pasi cnonyk, ae Rz - dpakynbTaTBHO 3amille-
HUN 5-6-YNEHHUN MOHOLUMKMIYHMI apOMaTUYHUIN re-
TEPOUMKN, WO Mae OAUH reTepoaToMm, BUMOpaHuWiA i3
rpynu, Lo BKIOYAE a3oT, KNUCEHb Ta CipKy, Ae 3raja-
HUA 5-6-4NEHHWN MOHOLUMKIIYHUIA apoMaTUYHWUA re-
Tepouukn € pakynbTaTUBHO CKOHOEHCOBAHUM i3 GeH-
30MbHUM KinbLeM, nepesara Big4aeTbCA CMosiykam,
IO € CKOHOEHCOBaHWMWU 3 GEH30MbHUM Kinbuewm, Oe
nepesara BigaaeTbcs iHaoniny i we Ginbwa nepesara
BigaaeTbca iHOoon-3-iny, ae Ginblia nepesara Bigaa-
€TbCA iHAon-3-iny, HaBegeHoMy Bulle Ans Popmy-
.

Cronykn cdopmynu |l, skvum BigaaeTbcsa nepesa-
ra, Lo MatTb TOYKW NPUELHAHHS, 300paXeHi HKYe:

5
L

8 ) \
i Ta :E Rs

R/\/ R/\/ Y

7 7

HesBaxawun Ha Te, WO nNpeacTaBneHi nuwe
cnonyku dopmynu |, cnonyku copmynu | Ta popmy-
nm |l ogepXyoTb 3@ ONUCOM, HaBedeHMM Ha Cxemi A
Ta CxeMmi B Hmx4ye. Ha cxemax, LLO HaBeOeHi HuxYe,
YCi 3aMiCHMKW, SIKLLIO He BKa3aHo iHLWe, BignosigawTb
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nonepeaHb0 HaBeAEeHOMY BU3HAYEeHHI, YCi BUXiOHI
MaTepianu Ta peakTMBu € go6pe BiJOMUMMU i Hanex-
HUM YMHOM OUIHEHMMM Y Ui ranysi Ta nerkogoctyn-
HAMKM abo Takumu, L0 OfepXykTb 3a crnocobamu,
HaBegeHUMW y LUboMy onuci. 3po3ymino, wo Ha Cxe-
Max, HaBefeHNX Hk4e, y pasi notpedbun MoxyTb BU-
KOPUCTOBYBATMCb TPYNU 3axuUCTy ANS OOEepXaHHSA
YacTuHu crnonyk cdopmynu | abo dopmynu Il. Bubip,
3aCTOCYBaHHS Ta BUAANEHHS BiAMNOBIAHUX rpyn 3axu-
CTy € pobpe BiJOMMM Ta HaNeXHUM YMHOM OLIHEHUM
y uin ranysi [Protecting Groups in Organic Synthesis.
Theodora Greene (Wiley-Interscience)].

CxeMa A

o /@RSR
RSNy OHC X
{1 (2)
cmrl'u%s R"\/@Ra
l
R/\/N X’R4

1

cTagid a dopmyia 1
R, v
Ry SCHO * HN 3R,

X
(3) (4)

Cxema A 306paxae anbTepHaTuMBHI crnocobu
ofepXaHHs cnonyk opmynu | wnaxom rigpoamiHy-
BaHHS.

3a ogHMM 3 anbTepHaTUBHUX BapiaHTiB Cxemu A,
cTagia a, npugartHa cnonyka dopmynu (1) KOHTaKTye
3 npugaTtHow cronykow dopmynu (2) y peakuii rig-
poamiHyBaHHA 3 ofepXaHHAM Crnonyku dopmynu |.
MpuaaTHoto cnonykoto chopmynu (1) € cnonyka, Ry Ta
R2 sikoi € BaxkaHMMK y KiHLEeBOMY NpoaykTi hopmynu |
abo Taka cnonyka, Lo 3abe3nevye ogepxaHHs rpyn,
BaxaHux y kiHUeBOMY npoaykTi popmynu |. MpuaaT-
Hoto crnonykoto dopmynu (2) € cnonyka, X, Rz Ta R4
AKOI € DaxaHnmu y KiHueBOMy npoaykTi dopmynm |
abo Taka cnornyka, Lo 3abe3nedye ogepXaHHs rpyn,
BaxaHux y KiHueBoMy NpoaykTi hopmynu .

3a iHWMM anbTepHaTMBHUM BapiaHToM Cxemu A,
cTagiqa a, npuaaTtHa cnonyka opmynu (3) KOHTakTye
3 npuaaTtHow cnonykoto dopmynu (4) y peakuii rig-
poaMiHyBaHHs 3 ofepxaHHAM cronykm copmynu .
MpuaaTHoto cnonykoto popmynu (3) € cnonyka, Ry Ta
Rz gkoi € BaxkaHumK y KiHLeBoMy npoaykTi dopmynu |
abo Taka cnonyka, o 3abe3nedye ogepXaHHs rpyn,
GaxaHux y KiHLUeBOMY npoaykTi popmynu |. MpuaaT-
Hoto cnonykoto dopmynu (4) € cnonyka, X, R3 Ta R
AKOT € DaxaHumun y KiHueBOMY npoaykTi dopmynu |
abo Taka cnonyka, Lo 3abe3nevye ogepxaHHs rpyn,
GaxxaHux y KiHLeBOMY NpoaykTi hopmynu .

lgpoamiHyBaHHsA, npeactaBneHe Ha Cxemi A,
cTafia a, MoOXe 34iACHIBATUCb 3a Pi3HOMAHITHUX
YMOB, Hanpvknag, LWsaxoM rigporeHisadii i3 3actocy-
BaHHAM npuaaTHOro katamisatopa abo npuaaTHOro
BiJHOBHMKA.

Hanpuknag, npugatHuidi amiH dopmynm (1) KoH-
TakTye 3 npuaaTtHuUM anbgerigom cdopmynu (2) (abo,
3a anbTepHaTUMBHUM BapiaHTOM, nNpWAATHUA amiH
dopmynun (4) Ta npugatHun anbgerig dpopmynu (3))
Ta npugaTHUM BiAHOBHMKOM 3 OAEPXaHHSAM Cronyku
dopmynu |. 3ragaHy peakuito 34iMCHIOIOTL Y Npuaat-
HOMY PO3YMHHUKY, Hampuknag, MeTaHoni, eTaHori,
TeTparigpodypaHi abo cymiwax metaHony abo eta-
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Hony Ta TeTparigpodypaHy, guxnopmetaHy Ta 1,2-
AnxnopeTaHy. 3ragaHy peakuilo MOXHa 3AiicHIoBaTH
Yy MPUCYTHOCTI CYLUMIIbHOTO areHTa, Hamnpuknag, cy-
nepaTy HaTpito, cynbdaty Migi abo MonekynsipHux
cuT. 3ragaHy peakuilo 34iINCHIOITb Y NPUCYTHOCTI BiA
npnbnmnsHo 1 oo 20 MONbHUX eKBiBaNEHTIB NpuaaTHO-
ro BiQHOBHMKa, Hanpuknag, boporigpugy HaTpito, uia-
Hoboporigpuay HaTpilo Ta Tpuauetokcuboporigopuay
HaTpito. lNepen AoOaHHAM NPUOATHOMO BILHOBHWKA,
KOPUCHMM MOXEe BWOATUCh OfepXaHHs LndoBUX
OCHOB. Y pasi 3acTocyBaHHSl LiaHoGoporigpuay Ha-
Tpito, KOPUCHUM MOXE BUMAATUCL KOHTPOIOBAHHA Ta
peryntoBaHHa pH nig Yac NpoxXomKeHHsA peakuii, Lo €
BiJOMMM Yy Ui ranysi. 3ragaHy peakuito, B3arani,
3[4iMCHIOTL Npy Temnepatypax Big 0°C oo Temnepa-
TYypy NeperoHkn po3vvHHuUKa. Baarani, peakuii noTpe-
OytoTb Big 1roa oo 72roa. MNpoaykT Moxe BUAINATUCH
Ta ounmwatucb crnocobamu, obpe BigomMumn y Ui
ranysi, Hanpuknag, @inbTpyBaHHSAM, eKkcTparyBaH-
HSIM, BMNapOBaHHAM, PO3TUPAHHSAM Y MOPOLLOK, XPO-
MaTorpadyBaHHAM Ta nepekpucTanisadieto.

Cxema A, dakynbTatuBHa ctagia b (He nokasa-
Ha), Ciflb KUCNOTK i cronykn chopmynu | ogepxytoTs i3
3aCTOCyBaHHAM (hapMaueBTUYHO MPUMAHATHOI KUCIO-
M. OpepxaHHSa conewn KicrnoT € aobpe BigomMuMMm Ta
HaneXHWMM YUHOM OLIHEHWM Y LR ranysi.

Cxema B
A ke
12+ R, & R
re Ny AoC xR Ry con HN xR
(1) (5) (7) (4)
crazid a cramis a
R R
N R
A S
o}
(6) (8)

\:Ta,lliﬂ b
PET
R N\ N X’R4

1

dopmyina [

Cxema B 300paxae anbTepHaTuBHI crnocobwu
ofepxaHHsa crnonyk copmynu | Wwnsxom ogepXaHHs
Ta BIOHOBMNEHHS amify.

3a ogHVM 3 anbTepHaTMBHUX BapiaHTiB Cxemu B,
cTagia a, npugartHa cnonyka dopmynu (1) KOHTakTye
i3 npugaTtHoto crnonykoto dopmynu (5) y peakuii oge-
pXXaHHA amigy 3 ogepXaHHsSIM Cnonyku cdopmynu (6).
MpuaaTHoto cnonykoto popmynu (1) € cnonyka, onuc
AKoi HaBegeHo Ha Cxemi A. MNpuaaTtHOK CMOMyKOH
dopmynu (5) € cnonyka, Ae A - akTuBytoda rpyna, Lo
npuiMae opmy ranoreHaHrigpuay, axkTMBOBaHOro
cknagHoro edpipy, akTMBoBaHoOro amigy abo aHrigpu-
ay, Ta X, Rz Ta R4 skoi € GaxaHnmu y KiHLEeBOMY
npoaykti dopmynu | abo Taka cnonyka, wo 3abesne-
Yye odepxaHHs rpyn, 6axaHux y KiHLeBOMY MPOAYKTI
dopmynu |.

3a iHWK1M anbTepHaTUBHUM BapiaHToM Cxemu B,
cTagia a, npugartHa cnonyka opmynu (7) KOHTaKTye
i3 NpyaaTHoto cronykow dopmynu (4) y peakuii oge-
pXXaHHA amigy 3 ogepXXaHHsAM cnonyku dopmynu (8).
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MpuaaTHoto cnonykoto chopmynu (7) € cnonyka, ae A
- aKTMByloMa rpyna, onuc siKkoi HaeegeHo Buue, Ta Ry
AKoi € GaxaHuM y KiHLeBOMYy npoaykTi cdopmynu .
MpuaaTHoto crnonykoto chopmynu (4) € cnonyka, onuc
sIKoi HaBegeHo Ha Cxemi A. lNpuaatHi cnonyku dop-
myrnu (4) Ta (7) €, B3arani, AOCTYMHUMW 3 KOMEpLin-
HUX [pKepen i IX MOXHa TaKoX ogepkaTu 3a Crnoco-
6amn, onuc gkux HaBegeHo TyT abo 3a crnocobamum,
BiJOMUMM Y LN ranysi.

Peakuis onepxaHHsi amigy, 306paxeHa Ha Cxemi
B, cTagis a, nerko 3aiNcHIOETLCA Y YUCTEHHI cnocobu,
nerko OOCTYNHi Ans AocBigyeHoro daxisusg, y ToMy
yucni y cnocobu, 4O AKkuX TpaguuiiHo BOAKOTbCA AN
CUHTE3yBaHHA nenTugiB. Taki cnocobu MoxHa 3ginc-
HIOBATU 3 KUCNOTOK, rarioreHaHrigpuaoM, akTMBOBa-
HUMU cKnagHUMK edpipamn, akTMBOBaAHUMKW amigamu
Ta aHrigpugamu.

[ns nonerweHHsa ogepxaHHsA amigy, Hanpuknag,
MOXYTb 3acTOCOBYBaTUCb [JoOpe BigOMi peakTnBu
CronyyeHHs, Hanpuknag, kapbogiimian 3 abo 6Ges
3acTocyBaHHA gobpe BigOMMX AOMILLOK, Hanpuknag,
N-rigpokcucykuuHimigy, 1-rigpokcnbeHsoTpurasony
TOWO. Y TakMX peakuisix CroslyYeHHs1 3aCTOCOBYHTb-
csl, SK npaBuno, npubnusHo 1:1,5 mMonbHi cnieBeigHO-
LEHHSA KWCMNOTW, aMiHy Ta peakTUBY CMONyYEHHS i
BOHM, 3aranbHONPUAHATHO, 34INCHIOIOTBLCS Y iHEPTHO-
My anpoOTOHHOMY PO34YMHHUKY, Hanpuknag, NipuauvHi,
avnmveTundopMamifi, AuxnopmeTaHi, Xrnopodopmi,
1,2-guxnopeTaHi, aueToHiTpuni, TeTparigpodypaHi
TOWO. Y Takux peakuisix Cnoy4eHHA KOPUCHUM MOXe
OyTn 3acTocyBaHHSA MpuAaTHOI OCHOBM, Hamnpuknag,
TpuetunamiHy abo N,N-giisonponinetunaminy. 3ra-
AaHy peakuito 3a BapiaHTOM, SKOMY BigAaeTbcs ne-
peBara, 34ilCHIOITL NPy Temnepartypi Big NpubnusHo
0°C po npubnmaHo 60°C o 3aBepLUeHHs peakLii, Lo,
AIK NpaBuno, BiabyBaeTbCcsa y Mexax Big 1rog Ao npu-
6nm3Ho 48roa. lNicna 3aBeplueHHS peakuii NpogykT
MOXe BUAINATUCH Ta ouvwatucb cnocodbamu, nobpe
BijOMUMU Yy Ui ranysi, Hanpuknag, QinbTpyBaHHSAM,
eKCTparyBaHHsM, BWMAPOBaHHSAM, PO3TUPAHHAM Yy
NMOpPOLLOK, XpoMaTorpadyBaHHAM Ta nepekpucTanisa-
Li€eto.

3a anbTepHaTVBHMM BapiaHTOM, Hanpwvknag, y
Ui peakuii Moxe 3acTOCOBYBaTWUCb rarnioreHaHrigpua.
Moxe 6yTn KOpMCHMM 3acToCyBaHHSA MpuAaTHOI OC-
HOBM ANS BUOANEHHS! KUCMOTW, L0 YTBOPKETLCS Nia
yac peakuii; npuaaTHi OCHOBUM BKIOYalOTb, Hanpu-
knag, Tpuetunamid, N,N-giisonponinetunamin, N-
MeTUAMOPMONiH, NipUAMH Towo. AK npaBuno, 3acTo-
COBYOTb NpubnusHo 1:1,5 MonbHi CniBBigHOLLEHHS
ranoreHaHrigpugy Ta amiHy. 3ragaHa peakuis mMoxe
30iACHIOBATUCE Y PIBHOMaHITHUX IHEPTHUX anpoOTOH-
HUX PO3YMHHMKAX, HAMpUKNaga, y nipuaunHi, guxnopme-
TaHi, xnopodopmi, 1,2-guxnopeTaHi, TeTparigpody-
paHi Towwo. Peakuito 3a BapiaHTOM, SsKOMY BigoaeTbecs
nepesara, 34iMCHIOITL NPU TemnepaTypi Big Nnpubnu-
3Ho 0°C go npubnuaHo 60°C go ii 3aBepLUeHHs, sike,
SIK NpaBuno, BiabyBaeTbCca y Mexax Big 1rog Ao npu-
6nu3Ho 12rog. lMicna 3aBeplUeHHs peakuii npogykT
MOXe BUAINATUCb Ta ounwatucb cnocobamu, Aobpe
BiJOMMMM Y Ui ranysi, Hanpuknag, inbTpyBaHHAM,
eKCTparyBaHHsM, BWMapPOBaHHAM, PO3TUPAHHAM Yy
NMOpPOLLOK, XpomaTtorpadyBaHHsIM Ta nNepekpucTanisa-
Li€to.

3a anbTepHaTMBHMM BapiaHTOM, Hanpwuknag, ra-
fnoreHaHrigpna  MoXxe 3acTocoByBaTUCh Yy peakuil
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LWoTtTeHa-baymaHa. 3a ymoB npoBeaeHHs1 Takoi pea-
KUii, Ik npasuno, 3actocoByTb 1-10 MONbHUX €KBi-
BarneHTiB aMiHy. Y Takux peakuisix CNnofy4YeHHs, 3BK-
YaliHO, 3aCTOCOBYHTb NpuaaTHY OCHOBY — Ansi
BMAANEHHS KUCMOTU, WO YTBOPKETLCA Mg Yac peak-
Uii, Hanpvknag, rigpokcua HaTpito, TgpoKkeua Karnmito,
kapboHaT HaTpito, kapboHaT kanito, GikapboHaT Ha-
Tpito, OikapboHaT Kkanito Towo. 3ragaHa peakuis Moxe
30iNCHIOBATUCh Y PI3HOMAHITHUX CyMillaX PO3YMHHU-
KiB, Hanpvknazg, guxnopmertaHy, xrnopodopmy, eTu-
nauertaTy, TeTparigpodypaHy ToLlo; i Boaun. Peakuito
3a BapiaHTOM, AKOMY BiOAOAaeTbCA nepesara, 3fAinc-
HIOIOTb Npu Temnepartypi Big npubnusHo 0°C go npwu-
6nm3Ho 80°C po i1 3aBeplleHHs, sike, SIK NpaBuIo,
BinOyBaeTbCs Y Mexax Big 1rog oo npubnusHo 6roa.
Micns 3aBeplleHHA peakuil NPOAYKT MOXe Buaing-
TUCb Ta ounwaTncb crnocobamu, nobpe BigoMumun y
Ui ranysi, Hanpuknag, @inbTpyBaHHSAM, eKcTpary-
BaHHsIM, BUMApPIOBaHHSIM, PO3TMPaHHAM Y MOPOLLOK,
XxpomartorpadyBaHHsM Ta nepekpucTanisauieto.

3a anbTepHaTVBHWM BapiaHTOM, Hanpuknag, y
LiN peakuii MOXe 3aCTOCOBYBaTWUCb aHrigpva (cumeT-
pvyHMn abo 3miwaHui). Taki aHrigpnan ogoepXyrTb
YncrneHHMMM cnocobamu, BigoMUMM y Ui ranysi. Ak
npaBuIo, 3acToCOBYOTb npubnuaHo 1:1,5 MonbHi
CniBBiAHOLLEHHA aHrigpuay Ta amiHy. Moxe 6yTu ko-
PWCHUM 3aCTOCYBaHHSl MpWAaTHOI OCHOBWU ANs BuAaa-
NEHHs KMCMOTW, O YTBOPHETBHCA Mig Yac peakuii.
MpuaaTHi OCHOBM BKMOYalOTb, Hanpuknag, TpueTu-
namiH, N,N-giizonponinetunamix, N-metunmopdoni,
nipuanH, kapboHat HaTpito, kapboHaTt kanito, Gikap-
OoHaT HaTpito Towo. 3rajaHa peakuis Moxe 3g4inc-
HIOBaTUCL Y Pi3HOMaHITHUX po34MHHUKaX. Peakuito 3a
BapiaHTOM, SIKOMY BigAaeTbCs nepesara, 34INCHIOTb
npu Temnepartypi Big npnbnmaHo 0°C go npmbnusHo
60°C po ii 3aBeplUeHHs, sike, SK NpaBuno, Binobysa-
€TbCcAa y Mexax Big 1rog oo npubnusHo 12rog. Micna
3aBepLUEHHS peakuii NPOAYKT MOXe BUAINATACH Ta
ounwatnce cnocobamu, gobpe BigOMMMU Y Ui rany-
3i, Hanpuknag, @inbTPpyBaHHAM, eKCTparyBaHHAM,
BMNApHOBaHHAM, PO3TUPAHHAM Yy MOPOLLIOK, XpOMaTor-
padpyBaHHAM Ta nepekpucTanisauieto.

Ha Cxewmi B, ctagii b, npeactaeneHo BigHOBMNEH-
Hs cnonyku cdopmynu (6) abo cdopmynu (8) 3 ogep-
XaHHAM cnonyku copmynu |.

Hanpuknag, cnonyka cpopmynu (6) abo dopmynm
(8) kOHTaKTye 3 NpUAATHUM BIGHOBHUKOM 3 OepXKaH-
HAM cnonyku coopmynu |. NMpuaaTHUMK BiAHOBHUKaMKU
€ BiQHOBHWKMW, 30aTHi 4O BiAHOBMEHHA amigy A0 ami-
Hy, i 4O X 4yMcna HanexaTb GopaHoBi peakTuBM, Ha-
npuknag, komnnekc 6opaHy-aumeTuncynedigy, peak-
TUBM MEpPEHECEHHs1 Trigpuay, Hanpuknag, rigpua
anoMiHilo Ta antomorigpug nitito Towo. 3ragaHa pea-
KUisi 3AINCHIOETBCA Y PO3YMHHUMKY, Hanpuknag, TeTpa-
rigpodpypaHi abo gietunosomy edipi, i3 3actocyBaH-
HAM, €K npaBuno, Big 1 ekeiBaneHty po 10
€KBiBaneHTiB BifHOBHWKA. 3ragaHy peakuitio, sk npa-
BWIO, 3AIMCHIOTbL MpU Temnepartypi Big npvbnusHo
0°C po TemnepaTypu NeperoHkn BUBPaHOro po3yvmH-
HUKa, i il TpUBanicTb CTaHOBUTb, SIK NpPaBuUIo, Big 1roa
Ao npnbnuaHo 48roa. MNpoaykT Moxe BUAINATUCH Ta
ouymwaTncb cnocobamm, gobpe BijOMMMM y Ui rany-
3i, Hanpuknag, LWBWOKAM OXOSIOLXKEHHAM, inbTpy-
BaHHAM, €KCTparyBaHHsIM, BWMAPIOBAHHSAM, PO3TU-
paHHSM Yy MOPOLUOK, XpomartorpadyBaHHAM Ta
nepekpucranisawieto.
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3a cxemoto B (chakynbTaTvBHa cTagisi, He noka-
3aHa), Cinb KnucnoTu i cnonyku coopmynu | ogepxytoTb
i3 3acTocyBaHHAM hapmaLeBTUYHO MPUNRHATHOI Kuc-
notu. OgepxaHHs coneln kucnot € gobpe BinoMuMm Ta
HaneXHWM LUNAXOM OLiHEeHUM Y Uil ranysi.

3a Cxemamun A Ta B (dakynbTatuBHa cragis, He
nokasaHa), Wo Oyae HaneXHUM YMHOM OLHEHEe O0C-
BigYeHuM daxisuem, crnonyka copmynm |, ge Ry -
BOAEHb, MOXe arkinyBaTUCb 3 OfepXKaHHAM CMOINyKM,
ae R; He € BogHem. Cnocobu ankinyBaHHs Takux
BTOPVHHMX aMiHiB € obpe BigomMumu y Ui ranysi i
obrosoptotoTbes Ha Cxemi C, cTagis ¢, HUxXYe.

3a Cxemamu A Ta B, wo 6yae HanexHUM YMHOM
ouiHeHe [JocBigveHUm daxiBuem, 3a cnocobamu,
onuc siknx HaBedeHo Ha Cxemax A Ta B ogepxytoTb
TakoXx cnonyku copmynu Il i3 3acTocyBaHHAM CMOMyK
dopmyn (9) Ta (10), Huxue:

RS RS
CLL = 0K
HIO)C Y TR, A(0)C YR,

{9} (10)

MpupatHoto cnonykot copmynu (9) € cnonyka,
Y, Rs Ta Rg kol € GaaHumn y KiHLeBOMY MPOAYKTI
dopmynu Il, i npugaTtHoto cnonykoto cdopmynm (10) €
cnonyka, y skin A - akTuByl4da rpyna, sik onucaHo
Bulle, Ta Y, Rs Ta Re Koi € BaxkaHumn y KiHLeBoMy
npoaykti chopmynum Il.

BuxigHun maTepian ana Cxem A ta B ogepxytoTb
3a Cxemamu, HaBefeHMM HWXkKYe. Ha Cxemax, HaBe-
OEHUX HWXYe, YCi 3aMiCHMKW, SKLO He 0ByMOoBreHe
CynpoTUBHe, BiOMNOBIAaOTb paHiwe HaBedeHOMY BU-
3HaYeHHI0 | BMXiOHWIA MaTepian Ta yCi peakTuBu €
[o0pe BiJOMVWMMK Ta HaNeXHWM YMHOM OLHEHUMW Y
uin ranysi. Ha Cxemi C npegcrasneHi cnocobu ogep-
XaHHsa cnonyk dopmynm (1).

Cxema C
5
R{C(O)H Rl/-%_/NO2 R/\/N‘H
i cTagiqa b
(24) CTRMUAA (25) (1), me
R; — pomeHb
R R, cTanist c]
A~ NH, —= N :
Ry C(O)A + NH, ™ R; H —= po~MNay
cragisg d o cragisie
(7 (26) (27 (1}

Ha Cxewmi C, ctagia a, 306paxeHa peakuis npu-
AaTtHoro anbgerigy dopmynu (24) Ta HiTpoMeTaHy 3
ogepxaHHaM cnonyku dopmynu (25). MNpuaatHum
anbgerigom dopmynu (24) € anbperig, Ri skoro €
GaxaHum y KiHLUeBOMY npoaykTi opmynu |. Peakuis
aHioHy HiTpOMeTaHy 3 anbaerifamu 3 ofdepXaHHAM
HiTpoonegiHiB € 4oGpe BiAOMOIO Ta HANEXHUM YUHOM
ouiHeHoto y Uin ranysi. [Modern Synthetic Reactions,
H.O. House (2"d ed. The Benjamin/Cummings
Publishing Company 1972].

Hanpwuknag, npuoaTtHuid anbgerig opmynu (24)
KOHAEHCYIOTb i3 HITPOMETaHOM 3 OfePXXaHHSAM Crony-
kn cpopmynu (25). 3ragaHy peakuito, SK npaBuno,
30IACHIOTL Y MPUCYTHOCTI HaAMULLKY HITpOMEeTaHy.
Peakuito 34iMCHIOIOTL Y NpMAATHOMY PO3YMHHUKY,
Hanpuknag, TeTparigpodypaHi, HiTpomeTaHi Ta gume-
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Tuncynbsdgokecuai. Peakuito 3giicHIOTL i3 3acTocy-
BaHHAM Big npubnuaHo 1,1 4o NpubnmaHo 3 MOnbHMX
eKBiBaneHTiB npugaTHOI  OCHOBMW, Hanpuknag,
Gic(TpumeTuncunin)amigy HaTpito, TpeT-OyTokcuay
Kanito, rigpnay HaTpito, aueTaTy HaTpito, TpueTunami-
Hy, N,N-giisonponineTnnamiHy, conen amoHilo, Ha-
npvknag, auetaTy amoHito. Peakuito 3aiicHIOTL npu
Temnepartypax Big npubnuaHo -20°C go Temnepatypu
NneperoHkn BMOpPaHOro PO3YMHHUKA, i ii TpuBanictb
CTaHOBUTb, SIK NpaBuno, Big 6rog oo 48rog. Mpoaykr
peakuii cnony4eHHs MoXxe BUAINSATUCL Ta o4y aTUCh
cnocobamu, gobpe Bigomumu y UiA ranysi, Hanpu-
Knag, eKcTparyBaHHsAM, BUMaptOBaHHSM, XpoOMaTor-
pacbyBaHHsIM Ta nepekpucTanisauieto.

Ha Cxewmi C, ctagia b, 306paxeHo BigHOBNEHHS
crnonykn cdopmynu (25) 3 ogepxaHHaM crnonyku ¢o-
pmynu (1), ae Rz - BoaeHb.

Hanpuknag, npugaTtHa cnonyka dopmynu (25) ri-
OPOreHi3yeTbCA Haa BiAnoBiAHMM KaTanisaTopom,
Hanpuknag, Hikenem PeHea® abo nanagieBnm kata-
nisatopoMm. Y pasi 3actocyBaHHS Hikenio PeHes, 3ra-
AaHy peakuito 3AINCHIoTb Y NPUAATHOMY PO3YNHHU-
Ky, Hanpuknag, eTaHoni, MeTaHoni, BoAi Ta IXHiX
cymiwax. KopucHum moxe OyTu 34iicHEHHS rigpore-
Hi3auii 3a KMCNUX YMOB, Hampuknag, i3 3acTocyBaH-
HSIM XIOPUCTOBOAHEBOI abo cipyaHoi kucnotu. Y pasi
3acTocyBaHHA ManafieBoro kaTanisaTtopa, nepeBara
Big4aeTbCA nanagito Ha AepeBHOMY BYTinmi i peakuito
3[IACHIOTbL Y NpPUAATHOMY PO3YMHHUKY, Hanpuknag,
eTaHoni, meTaHoni, TeTparigpodypaHi, Bogi Ta iXHixX
cymiwax. BurigHum moxxe ©yTu 34iNCHEHHS rigporeHi-
3auii 3a KMCnMX yMOB, Hanpuvknag, i3 3aCTocyBaHHAM
XINOPUCTOBOAHEBOI, TpUgTOpOLTOBOi abo cipyaHoi
Kucnotu. Peakuito, Sk npaBuno, 34iNCHIOTL Npu Te-
MnepaTtypax BiJ TemnepaTtypy HaBKOMMWLLHBOTO cepe-
posuwa go 70°C. Peakuito 34iicHOOTb i3 BogHEM nifg,
TUCKOM Big 15cbyHT/At0M M> (103kMMa) ao
120beHT/,Eu0I7IM2 (827«lMa) y anapaTi, npusHayeHomy
ONSA 30iACHEHHs1 peakuin nig TUCKOM, Hanpuknag, y
rigporeHiszauinHin ycraHosui Mappa®. MNpoaykt moxe
BUAINATUCH LUMSAXOM PETENbHOro BuAaneHHs katani-
3aTopa QinbTpauieto abo BunaptoBaHHAM. [MpogykT
MOXE OYMLLATUCh EKCTparyBaHHAM, BUMAPHOBaAHHSM,
PO3TUPaHHAM Y MOPOLLUOK, XpoMaTorpadyBaHHsM Ta
nepekpucranisawieto.

3a anbTepHaTMBHMM BapiaHTOM, Hanpuknag,
npuaaTtHa cnonyka copmynu (25) KOHTakTye i3 npu-
AaTHUM BigHOBHMKOM. [0 npuaaTHWX BiOHOBHWKIB
HanexaTb peakTUBM MepeHeceHHs rigpuay, Hanpu-
Knag, rigpua antoMmiHito Ta anomMorigpua niTiv ToLo.
3ragaHa peakuis 3AINCHIOETBCA Y PO3YMHHUKY, Ha-
npuvknag, TetparigpodypaHi abo gietnnosomy eqipi,
i3 3acTOCyBaHHAM, K NpaBumo, BiA 1 eksBiBaneHTy Ao
10 ekBiBaneHTiB BigHOBHUWKA. 3ragaHy peakuilo, §K
npaBuIo, 34iNCHI0ITL NpU TemnepaTypi Big Npubnus-
Ho 0°C mo TemnepaTypu NEpPeroHkn BMOPaHOro pos-
YMHHMKA, | Ti TpMBanNiCTb CTAHOBUTb, AK NPaBuo, Big
1rog po npubnusHo 48rog. MpooykT Moxe BUAINS-
TUCb Ta ounwaTnck cnocobamu, nobpe BigoMumun y
Ui ranysi, Hanpuknag, LWBUOKAM OXOMOMXEHHSAM,
iNbTPyBaHHAM, €eKCTparyBaHHSM, BUMAPIOBAHHSIM,
PO3TUPaHHSAM Y MOPOLLUOK, XpoMaTorpadyBaHHsIM Ta
nepekpucranisadieto.

Ha popatok oo uboro, npuaatHa cnomnyka dop-
Mynu (25) moxe BigHOBMNOBATUCHL ABOMa CTadigMu o
crnonyku c¢opmynu (1). Hanpuknag, BiHinbHa rpyna
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crnonykn copmynu (25) moxe BigHOBMOBATUCH 3a
OOMOMOroK TakuMX peakTuBIB, sik Goporiapua HaTpito.
3rapgaHy peakLito 34iACHIOTb, SK NpaBuno, i3 3acTo-
CyBaHHSIM Hagnuwiky Goporigpuay y PO34YMHHUKY,
Hanpuknag, MeTaHorni, eTaHoni, i3onponaHoni, Bogj
Towo. NpomixHa XiMivyHa cnonyka, 2-HiTpoeTun, Moxe
BUAINATUCE Ta ouymwaTtucb cnocobamu, gobpe Bigo-
MUMW Y Ui ranysi, Hanpuknag, LWBWOKAM OXOflo-
DXKEHHAM, iNnbTpyBaHHAM, eKcTparyBaHHAM, Buna-
plOBaHHSAM, pPO3TUpPaHHAM y NMOPOLLIOK,
XpomatorpadyBaHHAM Ta nepekpuctanizadieto. llic-
NS Uboro MpomikHa XiMiyHa cnonyka, 2-HiTpoeTwn,
MOXe BiAHOBMNIOBATUChL 3a AOMOMOrOK Pi3HOMaHITHMX
cnoco6iB, Hanpuknag, WNaxoM rigporeHisadii abo i3
3aCTOCYBaHHSAM peakTMBIB NEepeHeceHHs rigpvay, Ak
obrosoptoBanock BuLle. Kpim Toro, npomixHa xiMivyHa
crnonyka, 2-HiTpoeTun, MoXe BiAHOBMOBATUCL 3a [0-
NOMOro MeTaniB, Hanpuknag, LUHKY, 3 o4epXXaHHAM
HeobXxigHoro amiHy dpopmynu (1), e Rz - BogeHb.

Ha Cxewi C, cTagis c, npeacraBneHo cakynbta-
TMBHe ankinysaHHsa cnonyku dopmynu (1), ae Ry -
BOAEHb, 3 oAepxaHHAM cnonyku cdopmynu (1), ae Rz
He € BOOHEM.

Hanpuknag, cnonyka cdopmynu (1), ge R, - Bo-
O€Hb, KOHTAKTY€E i3 NpuaaTHUM arnkinyBanbHUM areH-
ToM. lpuaaTHUM ankinyBanbHMM areHTOM € areHT,
Lo nepeHocutb rpyny Rz Ao kiHLeBoro npoaykTy ¢o-
pmynu |. [lo npuaaTHUX ankinysanbHWX areHTiB Ha-
nexatb C;-C3 ankinranoreHign. 3ragaHy peakuito
30JMCHIOTEL y NPMAATHOMY PO3YMHHUKY, Hanpuknag,
AiokcaHi, TeTparigpodypaHi, cymiwax TeTparigpody-
paHy/Boau abo aueToHiTpuny. Peakuito 34ifCHI0I0TL y
npucytHocTi 1,0-6,0 MOMnbHWX ekBiBaneHTiB npuaat-
HOi OCHOBW, Hanpuknag, kapboHaTty HaTpito, bikapbo-
HaTy HaTpito, kapboHaTy kanito, GikapboHaTy Kanito,
TpuetunamiHy abo N,N-giizonponinetunaminy. Peak-
Ljto, K NpaBuIo, 34iNCHIOITbL NpW TemnepaTypax Big
-78°C oo TemnepaTtypu NeperoHkn po3yuHHuka. Baa-
rani, TpuBanicTb peakuin cTtaHoBWTL Big 1rog Ao
72roa. TpoaykT MoOXe BUAINATACH Ta OYULLATUCH
cnocobamu, pobpe BigomMvMu Yy LA ranysi, Hanpu-
Knag, eKcTparyBaHHsIM, BWUMaploBaHHAM, pO3TUpaH-
HSIM Yy MOPOLLIOK, XpomaTtorpadpyBaHHsM Ta Nepekpuc-
Tanisauieto.

3a anbTepHaTMBHMM BapiaHTOM, Hanpwuknag,
cnonyka copmynu (1), ae R, - BoaeHb, migaaeTsca
rigpoamiHyBaHHIO 3 anbaerigoM abo KeToHoM, 3 ofe-
pXaHHam crnonyku cbopmynu (1), ae R, He € BogHeMm.
[o npuaatHux anbgerigis HanexuTb dopmanbaeria,
auetanbgerig, nponioHanegeria Ta aueToH. Peakuito
3[iNCHIOITb 3a OnuMcoM, HaBedeHUM Ha Cxemi A,
cTajgida a.

3a iHWUM anbTepHaTUBHWM BapiaHTOM, Hanpw-
knag, cnonyka cdopmynu (1), ae Rz - BogeHb, 06pob-
NSETLCS 3 OfepXaHHAM amigy abo kapbamarty 3 no-
JanblUMM  BiOHOBIEHHSAM 3 OfEepXXaHHAM  CMOSyKu
dopmynn (1), e R, He € BogHem. [Jo npuaaTHMX
anbgerigis Hanexnte dopmanbegeria, auetanbaerig,
nponioHanbAerig Ta aueToH. Peakuito 34iNcHIoTL 3a
onncom, HaBegeHUMm Ha Cxemi A, cTtagis a.

Ha Cxewmi C, ctagii d Ta e, 306paxeHo anbTepHa-
TMBHWI BapiaHT NigxoA4y A0 OAEepXaHHs crnonyk dop-
Mynu (1) LWNSIXOM OAEPXXaHHsI amidy i3 3acTocyBaH-
HAM nNpuaaTHoi cnonyku goopmynu (7) Ta NpuaaTHOro
amiHy cpopmynu (26) 3 ogepxxaHHAM amigy opmynu
(27) i3 nopanbluMm BiOHOBMEHHAM 3 OOEPXKaHHAM
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crnonyku copmynu (1). MpuaaTHoOK crnonykol ¢op-
Mynu (7) € cnonyka, onuc sikoi HaBeaeHo Ha Cxewmi B.
MpugatHM amiHom copmynu (26) € amiH, Wwo 3abes-
nedvye KiHueBy crnonyku cdopmynu | HeobxigHum Ro.
HoceigyeHomy chaxiButo 6yae 3po3ymino, wo Garato
amigis cpopmynu (27) € KOMepUiHO AOCTYNHMMMK Ta
OOCTYMHUMW Y Ui ranysi.

OpepxaHHa Ta BigHOBNEHHs amigy Ha Cxemi C
30iICHIOETLCA 3a ONMMCcoM, HaBeaeHMM Ha Cxewmi B.

Ha Cxemi D 306paxeHi crnocobu opgepkaHHs
cnonyk cpopmynu (1), ae Ry sBnsie coboto dakynbTa-
TUBHO 3aMilLleHn iHgon-3-in.

Cxema D

cragia d NHR,
cTanis ¢ ) ﬂ J
z N AN
—_— iH#on-3-in
CHO 2-NO,
N/ cTalis e H /
(30 (31)

Ha Cxewmi D, ctagis a, 3obpaxeHa aBocTagiiiHa
peakuis npugaTtHoro iHgony copmynu (28) cnoyatky
3 oKkcaninxnopugom, noTiMm i3 npuaaTtHNUM amiHoM do-
pmynu (26), RaNH,, 3 ogepxaHHaM cnonyku dopMmy-
nn (29). NpuaatHum iHgonom cdopmynu (28) € iHgon,
ae Z' 306paxae dakynbTaTMBHI 3aMiCHUMKM y MOMo-
XKEHHAX 2- Ta 4-7 iHgony, Wo € 6axaHum ans KiHue-
BOro npoaykty copmynu |. MNpuaatHun amiH dopmy-
nn (26) signosigae onucy Ha Cxemi C BuLLe.

Hanpwuknag, npuaatiun ingon cgopmynu (28) ko-
HTaKTye i3 NpubNu3HO 1-2 MONMbHUMK eKBiBaneHTamm
okcaninxnopugy 3 oaepXaHHAM MPOMDKHOI XiMiYHOT
CMONyKW, XnopaHrigpuay KeToKncnotu. 3ragaHy pea-
KUit0 30INCHIOTL Y NPUAATHOMY PO3YUMHHUKY, Hanpu-
knag, Aietunosomy edpipi abo TeTtparigpodypaHi.
Peakuito, sk npaBuno, 3AiNCHIOTL NpyU Temnepary-
pax Big 0°C go 40°C, i ii TpuBanicTb CTaHOBUTb, B3a-
rani, Big 6rog oo 48roa. MNpomixHa XimiyHa crionyka,
XNOpaHriapug KeTOKUCNOTW, MOXe BUAINATUCL Ta
oymwaTnce cnocobamu, gobpe BijOMMMM y Ui rany-
3i, Hanpuknag, ekcTparyBaHHsiM, BUMAPOBAHHAM,
XpomaTorpadpyBaHHAM Ta nepekpuctanisadieto. Baa-
rani, NpoMiXkHa XiMiyHa cronyka, XnopaHrigpug Keto-
KMCMNOTW, BMKOPUCTOBYETbCA Oe3nocepeaHbO nicrns
BuaineHHs. lpomikHa XimiyHa cnonyka, Xxropadrig-
pua KEeTOKUCMOTU, KOHTaKTye 3 npuaaTHUM amiHOM,
RoNH,, Ak BM3Hauyanocb Bulle 3a cnocobamu, onuc
saknx 6yno HaBeaeHo BuLLE.

Ha Cxewmi D, cragia b, 306paxeHo BigHOBNEHHS
crnonyku gopmynu (29) 3 ogepxaHHsIM Cnonyku ¢o-
pmyrm (1), ae Ri € chakynbTaTMBHO 3aMilLeHUM iH-
gorn-3-inom.

Hanpuknag, cnonyka cdopmynu (29) sigHoBnto-
€TbCA i3 3acTOCyBaHHAM MNPUAATHOrO BiAHOBHMKA,
Hanpuknag, anoMorigpuay nitito 3 ogepXXaHHsIM cro-
nykn copmynu (1), Ae Ry € dpakynbTaTMBHO 3amille-
HUM iHgon-3-inom. 3ragaHa peakuis 34iNCHIETLCA Y
PO34YMHHUKKY, Hanpuknag, TeTparigpodypaHi abo gie-

76451 26

TnoBoMmy edipi, i3 3acTocyBaHHAM, 9K NpaBuo, Big
1 0o 12 MonbHUX ekBiBaneHTiB BigHOBHMKA. 3ragaHy
peakuito, SK NpaBuno, 34iNCHIOTbL NpU TemnepaTypi
Big npubnusHo 0°C go TemnepaTtypu neperoHkn Bub-
paHoOro po3ynHHWKa, i TI TpUBaniCTb CTaHOBUTb, $IK
npasuno, Big 12rog no npubnusHo 48rog. MNpoaykT
MOXe BUAINATUCH Ta ouuwatucbk cnocobamu, nobpe
BiJOMUMMU Y LK ranysi, Hanpuknag, WeUaKUM OXOoso-
DXKEHHAM, iNnbTpyBaHHAM, eKcTparyBaHHAM, Buna-
ptOBaHHSAM, PO3TMPAHHSIM Yy MOPOLLOK, XpomaTtorpa-
dyBaHHAM Ta nepekpucTanisadieto.

Ha Cxewmi D, ctagia ¢, npyugatHun ingon cgopmy-
nu (28) dopMinyeTbcs 3 ogepXaHHAM Crnonyku gop-
myru (30). MpuaatHui iHgon dopmynu (28) Bignosi-
ae onucy, HaBeleHOMY Ha cTagii a, BuLLe.

Hanpuwknag, npugaTtHun iHgon dopmynu (28) pe-
arye i3 npygaTtHMM peakTUBOM MepeHeceHHs hopmi-
ny, Hanpuknag, peaktnsom Binbcmanepa, wo ogep-
Xanu 3 gumetundopmamigy. Baarani, 3actocoByoTb
NpnMBnn3HO 1 MOMbHUIN eKBIBanNeHT peakTnBy nepeHe-
CeHHs copminy. 3ragaHa peakuis 34INCHIOETbCA Y
npvaaTHOMY PO3YMHHWKY, Hanpwuknag, ©eHsoni, gu-
MeTundopmamigi, TetparigpodypaHi abo gietTunoso-
My edipi. Peakuito 34iNCHIOOTL Npu TemnepaTypi Bif
npnbnmsHo -70°C go npmndnusHo 20°C, i ii TpuBanictb
cTaHoBUTL Big 1rog oo 6roA. MpoaykT peakuii moxe
BMAINATUCL Ta oumwiaTucb cnocobamu, nobpe Bigo-
MUMM Y Ui ranysi. [lo umMx cnocobiB HanexuTb eKcT-
paryBaHHsl, BUMNaplOBaHHA, XpoMaTorpadyBaHHA Ta
nepekpucranisauisi.

Ha Cxewi D, ctagis d, npugatHun ingon cdopmy-
nn (28) koHTakTye 3 (CH3),N-CH=CH-NO, 3 opgep-
XaHHam crnonyku copmynu (30). MpupatHuid iHgon
dopmynu (28) Bignosigae onucy, HaBe4eHOMY Ha
cTagii a, BuLLe.

Hanpwuknag, npyaatHui iHgon dopmynu (28) pe-
arye 3 1-gumeTtmnamiHo-2-HiTpoeTuneHom. Baarani,
3aCTOCOBYKOTb MPUMOMM3HO 1 eKBIMONAPHI KiNbKOCTI
peakTuBiB. 3ragaHa peakuis 3AiMCHIOETbCA Y npuaar-
HOMY PO34YMHHUKY, Hanpuknaa, TPUTOPOLITOBIA KNC-
noti abo guxnopmMeTaHi, KW BKINtoYae NpubnusHo 2-
15 ekBiBaneHTiB TPMOTOPOLITOBOI KMCNoTU. Peakuito
30iMCHIOTL NpW TemnepaTypi Big npubnusHo -70°C
0o npubnuaHo 20°C, i 1i TpuBanicTb, Ik npaBuIio,
cTtaHoBuUTb Big 1rog no 24roa. MpogykT peakuii moxe
BUAINATUCE Ta ouyumwatucb cnocobamu, aobpe Bigo-
MUMW y Ui ranysi. o unx cnocobiB HanexuTb eKcT-
paryBaHHsi, BUMapOBaHHA, XpoMaTorpadyyBaHHsA Ta
nepekpucranisawis.

Ha Cxemi D, ctagii e Ta f, 306paxeHa peakuis
anbaerigy dpopmynu (30) 3 ogepxaHHsIM HiTpoonedi-
Hy dopmynu (31) Ta BiOQHOBMEHHS HiTpoonediHy 3
oaepxaHHaM crnonyku dopmynu (1), ae Ry € dpakynb-
TaTUBHO 3aMilieHum iHgon-3-inom. Li cTagii moxyTb
3fiicHIOBaTMUCh 3a cnocobamu, onnc SIKMX HaBedeHo
Ha Cxemi C.

Ak 6yae HanexHWM YMHOM OLUiHEHe JOCBiAYEHUM
daxiBuem, Ha cTagisx, WO He nokasaHi, a3oT iHgony
crnonykn copmynu (1) Moxe 3amiwyBaTuch, 3a 6a-
XKaHHAM, i3 3aCTOCYBaHHSAM MpUAATHUX TPyn 3axucTy
amiHy 3 ofgepxaHHAM cnonyk, ae R; asnse coboro
OfHO3aMileHnn iHaon-3-in. Ak Takox Oyae Hanex-
HUM YMHOM OUiHEeHe focBiavYeHMM haxiBLeM, Ha CTa-
4isX, onuc siknx HaeefeHo Ha Cxewmi C, rpynn Ry, siki
He € BOOAHEM, MOXYTb BBOAMTUCH Pi3HUMWU CMOCO-
Gamn.
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Cxema E 306paxae cnocobu ogepxaHHs1 Crnonyk
dopmynu (2), ge X - -O-a6o -S-.

Cxema E
CTaJll}{ b
Qf a4
Br X’
(14) (1.5)
: cranist d
/@Ra ’ cramis b /@:Rs .
OHC X’ H(O)C > G
(13) (2)
l crajig a cTajuisg ¢ X € -O-
abo -S-
cramx b
«@R Y@@
(12} OR (13)

Ha Cxewmi E, crtagia a, 306paxeHO ogepXaHHS
auetanio npuaartHoi cnonyku dopmynum (11) 3 ogep-
XaHHaM cnonykn dopmynu (12). MpugaTtHoto crnony-
koto cpopmynu (11) € cnonyka, X Ta Rs sikoi € 6axa-
HUMKU Yy KiHUeBIn cnonyui dopmynn |. Taki peakuii
OflepXKaHHS aueTarnto Nnerko 3AiNCHITbL 3a cnocoba-
MU, fobpe Bigomnmu y win ranysi. [Protecting Groups
in Organic Synthesis. Theodora Greene (Wiley-
Interscience)].

Hanpuknag, cnonyka dopmynu (11) KoHTakTye 3a
YMOB KUCIIOTHOrO KaTanisy i3 npuaaTtHuM CrvpToM,
HOR. MpuaaTHUM cnvpToM € cnupT, sikuii 3abeane-
4Yye ofepXaHHsl aueTanto, wWo 36epirae CTikikicTb Y
peakuii Ha cTagii b i Mmoxe BuganaTMch Ha ctagii ¢ 3
ofepxaHHaAM cnonyku dpopmynu (2). Jo npuaaTHUX
CMMPTIB HanNeXuTb MEeTaHo, eTaHon, nponaHon, 1,3-
nponaHAion, eTUNeHrnikonb ToLwo.

Ha Cxewmi E, cragia b, npugatHa cnonyka dop-
myrnu (11), bopmynu (12) abo dopmynu (14) pearye 3
peakTMBOM nepeHeceHHsl rpynu R4, 3a notpeboto, 3
ofepxaHHaAM cnonyku copmynu (2), dopmynu (13)
abo cdopmynu (15), BignosigHo. MpuaaTtHUMK cnony-
kammn cpopmynu (11), dopmynm (12) Ta cbopmynm (14)
€ crnonykn, X Ta Rz Akux € 6axaHuMu y KiHUEeBOMY
npoaykTi popmynu |. JOoCTynHUM Ta npuaaTHUM Ang
peakuii, npeacTtaeneHii Ha Cxewmi E, € uinun psag pe-
aKTuBIiB, ki nepeHocsTb R4, 3a noTtpeboto, Ao KiHUe-
BOro NpoAykTy. [lo Takux peakTuBiB HanexaTb rano-
nipugnHu, N-okcuau ranonipuguHy, aninranoreHign,
C,-C4 ankaHonu, C,-C4 ankinranoreHign ta cynbdo-
HaTu, drtopoBaHi C,-C, ankaHonu, gtopoBaHi C,-Ca
ankinranoreHign Ta cynboHaT, dakynbTaTUBHO
3aMilleHnn deHin, Wo Mae LWoHanMeHLWw OAUH aToM
¢dTOpy abo xnopy, hakynbTaTUBHO 3aMilleHi eHin-
cynbdoHinranoreHign abo aHrigpyan Ta dakynbTa-
TUBHO 3aMilleHi 6eH3unranoreHigun.

Hanpuknag, y pasi, konv npugaTHUM peakTMBOM
nepeHeceHHs1 rpynn R4 € ranorexig, cynsgoHat abo
aHrigpug, npyugaTtHa crnonyka cdopmynu (11), dopmy-
nm (12) abo dopmynu (14) cnonydyaerbcs 3a OCHOB-
HUX YMOB 3 OfiepXXaHHAM crnonyku dgopmynu (2), do-
pmynu (13) abo dopmynu (15), BignosigHo. 3ragaHy
peakuilo 34iMCHIOITL Y MNpUAATHOMY PO3YUHHUKY,
Hanpuknag, aueToHiTpwuni, aumeTtundopmamigi, au-
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MeTunaueTamigi, TetTparigpodypaHi, nipuauHi Ta au-
MeTuncynbokeuai. Peakuito 34iNCHIOTb Y NPUCYT-
HOCTi NpnbnnsHo 1-3 MOMbHKX eKBiBareHTIB nNpuaaTt-
HOI OCHOBW, Hampuknag, rigpuay Kanito, rigpokcuay
HaTpito, rigpuay HaTpito, kapboHaTy HaTpito, kapboHa-
Ty Kanito, kapboHaTty uesito, N,N-
giisonponineTunamidy, TpueTunamiHy Towo. Peakuito
30JMCHIOTE Npu TemnepaTypi Big npubnusHo -30°C
0o npubnusHo 100°C, i ii TpuBanictb, Ak MpaBuIo,
cTaHoBUTb Big 6rog ao 48roa. MNMpoaykT peakuii Moxe
BMAINATUCL Ta oumwiaTucb crnocobamu, nobpe Bigo-
MUMM Y Ui rany3i. [lo umx cnocobiB HanexuTb eKcT-
paryBaHHsl, BUMNaplOBaHHA, XpoMaTorpadyBaHHA Ta
nepekpucranisauisi.

3BuyariHo, y pasi 3actocyBaHHs N-okcugy rano-
nipnanHy, N-okcug BuaansoTb LWASXOM BiGHOBIEHHS
3 ofepXaHHAM Ra, dkuii € BaxaHum y KiHLeBOMYy
npoaykti popmynu |. Taki BiAHOBNEHHSA nerko 3Ainc-
HIOKTbCA OOCBIAYEHUM baxiBLEM i BKIOYalOTh KaTa-
NiTUYHE BIOHOBMEHHS Hag NanagieBMMm KartanisaTo-
pom i3 3acTocyBaHHAM BOAHIO abo copmiaTy aMoHio
y NpUMAATHOMY PO3YMHHMKY, Hanpuknag, MeTaHoni,
eTaHoni, Bodi Ta iXHiX cymiliax.

3a anbTepHaTVBHMM BapiaHTOM, Hanpuvknag, y
pasi, Konv NpMaaTHUM pPeakTUBOM NEpPEHECEHHSs rpy-
nn R4 € ankaHon, Crony4yeHHss MoXe 34iNCHI0BaTUCh
3a gornomoroto peakuii MityHoby, sika € nobpe Bigo-
MO0 Y il ranysi TexHiku. 3ragaHy peakuito 34iNcCHIo-
I0Tb Y NPUAATHOMY PO3YMHHWKY, Hanpuknag, TeTpari-
apodypaHi Ta gieTnnosomy eqipi, i3 3aCToCyBaHHAM
dociny, Hanpuknag, TpudeHingocdiHy abo 3B'A3a-
Horo 3i cmonoto docdiHy Ta Aiankinasogukapbokcu-
naty, Hanpwvknag, gietunasogvkapbokcunary, giison-
poninasogunkapbokcunaty abo an-Tpet-
6ytunasogukapbokcunaty. Peakuito, sk npasuno,
30IACHIOITL NpU TemnepaTypi Big4 Temnepatypu Ha-
BKONMULIHLOrO cepepoBuwla o 60°C. Tpusanictb
peakuii, ik npaBuno, cTaHoBWTb Big 1rog o 12roa.
MpooykT mMoxe BMAINATMCL crnocobamu, nobpe Bigo-
MUMMU Y Ui ranysi, Hanpuknaz, ekcTparyBaHHsaM Ta
BMNaptoBaHHAM. [icns UbOro NPoAyKT MOXe ouulia-
TMCb cnocobamu, fobpe BigoMMMM y Ui ranysi, Ha-
npuknag, neperoHkow, xpomartorpadyBaHHsM abo
nepekpucranisawieto.

Ha Cxewmi E, ctagia c, 306paxeHo BigLenneHHs
3axucHoI rpynun auetanto dpopmynu (13) 3 ogepxaH-
HSAM cronyku dopmynu (2). Taki BigwenneHHs 3axumc-
HWUX rpyn Nerko 34iNcHIoITbLC 3a cnocobamu, Aobpe
BigomMMMM y win ranysi. [Protecting Groups in Organic
Synthesis, Theodora Greene (Wiley-Interscience)].

Hanpuknag, cnonyka dopmynu (13) KOHTaKTye y
NPUCYTHOCTi KUCMOTU Yy BOAHOMY CEepefoBuLLi 3 ofe-
pXaHHaM crnonyku copmynu (2).

Ha Cxewmi E, crapia d, cnonyka 6pomy cdopmynu
(15) cbopminyeTbcst 3 ogepXkaHHAM Cnonyku opmy-
nm (2).

Hanpuknag, cnonyka cdopmynu (15) metanyetb-
cs Wwnsxom 06pobkM MeTanyBanbHUM peakTUBOM,
Hanpwuknag, byTunnitiem. 3ragaHy peakuito 34iNcHI0-
I0Tb Y NpUAATHOMY PO3YMHHUKY, HanNpWkKnag, rekcaHi,
©eH3oni, Tonyoni, TeTparigpodypaHi abo gietunoso-
My edipi. Peakuijto, Sk npaBuno, 34iMCHIOTL Yy nNpu-
CyTHOCTi npubnnsHo 1-1,5 MONbHUX €eKBiBaNeHTIB
MeTanyBanbHOro peakTtuBy. Peakuia mMeTanyBaHHSA
30iCHI0ETLCS MpY TeMnepaTypi Big npubnusHo -70°C
0o npubnuaHo 20°C, i 1i TpuBanicTb, Ik npaBuIio,
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CcTaHOBUTb Bia 1rog Ao 6roa. Micnsa uboro meTtanoBaHi
pisHOBMAM 06po6NATL PeakTUBOM MNepeHeCeHHs
dopminy, Hanpuknag, AumeTundopmamigom abo
ankinxnopodopmiatoM, 3 ofepXKaHHAM Cronyku ¢o-
pmynu (2) abo ankokcukapBOHINbLHOI cnonyku, sika
MOXe NepeTBOPIOBATUCH Ha anbAeria 3a HaBeAeHUM
onvcom. MNpoayKkT peakuii MOXe BUAINATUCH Ta O4u-
waTunce cnocobamu, fobpe BigoMmumun y Ui ranysi. flo
Lmx cnocobiB HaNeXuTb eKkcTparyBaHHs, BUMaproBaH-
HS, XpoMaTorpadyBaHHA Ta nepekpucTanisadis.

Cxema F 306paxae cnocobu ogepxaHHSA Cnomyk
dopmynmn (2) 3 yHiBepcanbHOI MPOMKHOI XiMiYHOI
crnonykn (17), sy nerko oAepXytTb LUNSXOM Ofep-
XKaHHS aueTanto, 9K OnN1caHo BULLE.

Cxema F

/7 or
RO&R4CTMMg ROY@?R‘

OR (21) OH  Cramig h R (23) £

Ha Cxemi F, ctagis a, 306paxeHa peakuis 3ami-
LLEHHS1 apOMaTWYHOrO KinbUsi NpUAATHOI CNOMyKK
dopmynmn (17) Ta npugatHoro cnmpty (R4sOH) abo
npuagatHoro Tiony (RsSH) 3 ogepxaHHsaM cnonyku
dopmynmn (13), ae X - -O- abo -S-, 9k BU3HaA4YeHO BU-
we Ha Cxewmi E. MNpuaaTHoto cnonykoto popmynu (17)
€ Taka crnonyka, R3 sikoi € 6axxaHum y KiHLEeBOMy npo-
AykTi popmynu . R4 npupatHoro cnvpty (R4OH) abo
npugatHoro Tiony (R4sSH) € 6axaHum y kiHueBoMy
npoaykti dopmynu |, i oo HMx Hanexatb C,-C4 anki-
neHi cnuptn Ta Tionwn, dTopoBaHi C,-Cs ankinbHi
cnupTu Ta Tionu, akynbTaTUBHO 3aMilleHi deHonm
Ta TiodeHonn, hakynbTaTUBHO 3aMmilleHi GeH3WnbHi
crnvpTn Ta Tionw.

Hanpwuknag, npugatHa cnonyka chopmynu (17) Ta
npugatiuin  cnupt (R4OH) abo npupatHuin Tion
(R4SH) cnonyyatoTbest 3 ogepaHHAM crnonyku dop-
mynu (13). 3ragaHy peakuilo 34iicHIOTb Y NpuaaT-
HOMY PO3YMHHWKY, Hanpuknag, Aumetundopmamiii,
anmeTtmnaueTamigi Ta gumeTtuncynbsgokemai. Peak-
L0 34iNCHIOITbL i3 3acTocyBaHHAM npubnusHo 1,1-3
MOJbHMX eKBiBaneHTIB NpuaaTHoro cnupTy abo Tiony.
Peakuito 34iMCHIOTL Y NPUCYTHOCTI NpubnmsHo 1-6
MOJSIbHMX €KBiBaNeHTiB npuaaTHOI OCHOBMW, Hanpwu-
Knag, rigpvay Kanito, rigpokcuay Hatpito, kapboHaTy
Kanito, kapboHaTy HaTpito abo rigpugy Hatpito. Cno-
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NyYeHHS 30JINCHIOKTL i3 3aCTOCYBaHHAM NpUAATHOrO
KaTanisatopa, Hanpuknag, conen Migi. TpuBanicTb
peakLii cTaHOBUTb, SIK MpaBuno, Big 6rog ao 48roa.
MpooyKkT peakuii CnonyyYyeHHs MOXe BWUAINATUCH Ta
oumwaTcek cnocobamu, nobpe BigOMMMM Yy Ui rany-
3i. [lo uux cnocobiB HanNeXuTb eKCTparyBaHHs, BUNa-
pIOBaHHSA, XpomatorpadyBaHHS Ta MepekpucTanisa-
List.

Cxema F, cTtagii b-e, 306paxae psg peakuin npu-
AaTtHoi cnonyku chopmynu (17), nicnst MeTanyBaHHsI
3a onncom Ha Cxewmi E, ctagisa d, 3 ogep»xaHHsM cro-
nyk cdopmynu (18)-(21), signosigHo. Ha uux ctagiax
npuaaTHoO crnonykor dopmynu (17) € Taka cnonyka,
R3 Akoi € 6axxaHuM y KiHUeBOMY npoaykTi popmynu | i
Ha Ky He CMpaBnslOTb HEraTMBHOIO BMSIMBY YMOBU
MeTanyBaHHA 3rafaHol peakuii. Baarani, ui peakuii
30IACHIOITL Y PO3YMHHUKY Ta Npu TemnepaTypi, Lo
BMKOPUCTOBYIOTLCSI AN OAEPXKaHHSM MeTaroBaHUx
pisHoBMAiB. [poAyKTM UMX peakuin MOXYyTb BWUAiNs-
TUCb Ta ouyuwaTtuce cnocobamu, gobpe sigomumn y
Lin ranysi, y TOMy 4Yucni LUBUOKAM OXOMNOOXEHHSAM,
eKCTparyBaHHsM, BWMAPOBaHHAM, PO3TUPAHHAM Yy
NOpPOLLOK, XpomaTtorpadyBaHHsiM Ta nNepekpucTanisa-
Li€eto.

Hanpuknag, Ha Cxewmi F, ctagia b, metanoBaHa
cnonyka cdopmynu (17) KOHTaKTye i3 NnpuaaTHUM Ou-
cynbdinom (R4S-)2 3 oaepxaHHsIM Cronyku oopMynu
(18). MpupatHUM aucynbdigom € Takuin gucynbdia,
R4 siKoro € 6axaHnm y KiHLeBOMY NpoAyKTi hopmynu
| Ta sk 3abesnevye ogepxaHHsa cnonyk, ae X - -S-.
[o npupgaTtHnx gucynbgifnie Hanexatb Ci1-Cs4 ankia-
ancynbdign, dakynsTaTMBHO 3aMilleHi deHinaucy-
necign Ta dakynbTaTMBHO 3aMiweHi 6eHsungucy-
nbdign. 3ragany peakuito 30iNCHI0I0Tb i3
3aCTOCYBaHHSAM MpUONN3HO 1-2 MOMNbHUX €KBiBaneH-
TiB npugaTHoro aucynbdigy. Peakuilo, sk npasuro,
30JMCHIOTb Y TOMY CamMe PO3YMHHUKY, KU 3aCTOCO-
BYyBaBCS A5 MeTarnyBaHHS Ta Npu TemnepaTypax Big
npnbnusHo -78°C po npmbnusHo 50°C. TpuBanictb
peakuii cTaHOBUTb, SIK NpaBuIio, Big 12rog oo 48rop.

Hanpuknag, Ha Cxemi F, cTtagia ¢, meTanoBaHa
crnonyka dopmMynu (17) KOHTaKTye i3 NnpuaaTHUM Cy-
nboHingTopnaom (RsSO2F) 3 oaepxaHHsIM cnomnyku
dopmynu (19). MNpupatHum cynbgoHindTOopMaOM €
TakMn cynbdoHINdTOpMA, SKMN nepeHocuTb R, 3a
notpe6oto, A0 KiHLEBOro npoaykty dopmynu |, i akuin
3abes3neyvye opepxaHHsA cnonyk, ae X - -SO,-. [o
npuaaTHUX cynb@OHINTOPUAIB HanexuTs dakynb-
TaTVBHO 3aMilleHnin deHincynbgoHingTopua. 3ra-
OaHy peakuito 3ifCHIoTb i3 3acTocyBaHHAM Npub-
nm3Ho  1-3  MOMbHWMX  eKBiBaneHTiB  npuaaTHOro
cynbdoHindTopuay. Peakuiio, ik npaBuno, 34iNCHI0-
I0Tb Y TOMY CaMe PO3YMHHWUKY, SIKUA 3aCTOCOBYBABCS
Onsa MeTanyBaHHA Ta Npu Temneparypax Big npnbnu-
3HO -78°C po npubnusHo 0°C. TpuBanicTb peakuii
CTaHOBUTb, SIK NpaBuUIo, Big 2rog Ao 12roA.

Hanpuknag, Ha Cxewmi F, ctagia d, meTanoBaHa
cnonyka dgopMynu (17) KOHTaKTye i3 npuaaTHUM XJo-
paHrigpuagom (R4C(O)Cl) 3 opepaHHsIM Cnonyku
dopmynu (20). MNpuaaTHUM XMOpaHrigpuaAOM € Takum
XnopaHriapug, skun nepeHocuntb Ra, 3a notpeboto, oo
KiHLeBOro mpoaykty dopmynu |, i akun 3abesnevye
ofepxaHHa cnonyk, ae X - -C(O)-. o npuagaTHUx
xnopaHxrigpuaie Hanexatb C,-C4 ankinxnopaHrigpu-
an, dTopoBaHi Cp-Cs ankinxnopaHrigpuau, dakynb-
TaTUBHO 3aMillleHi deHinxnopaHrigpnan, dakynbTa-
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TMBHO 3amileHi 6eH3unxnopaHrigpyam Ta dakynbTa-
TUBHO 3aMilLleHi 5-6-4neHHi MOHOLMKNIYHI apoMaTuyHi
reTepouuKnoxnopaHrigpuan. 3ragaHy peakuito 3ainc-
HIOKOTb i3 3acTocyBaHHSM MpubnuaHo 0,8-1,2 mornb-
HUX ekBiBaneHTiB npuaaTtHoOro xropadrigpugy. Peak-
Lilo, SK MpaBuno, 3AINCHIKTL Yy TOMy came
PO34YMHHMKY, SIKUIA 3aCTOCOBYBABCA AN MeTanyBaHHA
Ta npv Temneparypax Big npubnusHo -78°C go npmb-
nmn3Ho 50°C. TpuBanicTb peakujii CTaHOBUTb, SIK Mpa-
BUNoO, Big 1rog go 12roa.

Hanpuknag, Ha Cxewmi F, ctagisa e, meTanoBaHa
cronyka copmynu (17) KOHTaKkTye i3 npyaaTHAM anb-
aerigom (R4C(O)H) 3 ogepxaHHaM cnonykun hopmynu
(21). MpuagaTHUM anbAerigom € TakMn anbAerig, aKun
nepeHocutb R4, 3a notpeboto, A0 KiHLEBOro NPOAYKTY
dopmynun |, i AkMn 3abe3nevye ofepKaHHs CMOMyk,
ae X - -CH(OH)-. do npuaaTtHux anbAeriaiB HanexuTb
C,-C4 ankinanbgeria, gpTtopoBaHun C,-C, ankinanb-
aerig, dakynbTaTMBHO 3aMilleHun deHinanegeria,
hakynbTaTMBHO 3amiweHuin BeHsunanbgeria Ta da-
KyNbTaTUBHO 3aMillleHUn 5-6-YneHHUA MOHOLMKMIY-
HUA apoMaTWMYHUI reTepouuknoanegeria. 3ragaHy
peakuito 34iNCHIOKTD i3 3aCTOCYBaHHAM NpUGN3HO 1-
3 MonbHMX eKBiBanNeHTiB NpuaaTHoro ansaerigy. Pea-
KUito, SK NpaBuno, 34iNCHIOKTL Y TOMY caMe PO34uH-
HUKY, SIKUA 3acCTOCOBYBaBCH [Nl MeTanyBaHHs, Ta
npu Temneparypax Big npnbnusHo -50°C go npubnu-
3Ho 50°C. TpwuBanicTb peakuii CTaHOBUTb, SK MpaBu-
no, Big 4rog oo 24ropn.

Ak Oyae HaneXHUM YMHOM OLjiHEHe OOCBigYEHUM
daxisuem, cnonykm copmynu (18)-(21) moxyTb nig-
4aBaTuCb psay iHWWX nepeTBopeHb, siKi 300paeHi
Ha Cxewmi F, ctagii f-i, 3 ogepxxaHHAM, KiHeub-KiHUIB,
crnonyk dopmynu |, aki matoTb pisHi rpynn Ha X. Li
nepeTBopeHHst € obpe BiAOMMMM i 3HaxoOsATbCst y
MexXax MOXNMBOCTEN gocigdeHoro dpaxisus. Lli ne-
pPEeTBOPEHHA BKMOYalOTb OKUCHEHHSA cynbaifie (cTa-
ais f), ake Moxe 34iiCHIOBATMCh 3a AONOMOroK nepo-
KCuay, HaaKUCNOT Ta iHWWX peakTuBiB, BiZOMUX Yy Uin
ranysi; BigHOBMNeHHst 6eH3nnoBoro cnupTy (cTagia g),
sIke MOXe 3ilCHIOBAaTUCh 3a LOMOMOrOK Linoro psagy
peakTuBiB, Hanpviknag, Tpuetuncuna-
HY/TPUPTOPOLITOBOI KUCIOTK; ranoreHyBaHHst 6eH3u-
NOBOro CNUpTY 3 odepxaHHAM dTopy (cTagia h) 3a
OOMNOMOroOK Takux peakTuBiB, AK TpudTopug aietu-
NaMiHOCIpKM Ta (PTOPYIOYMX areHTiB; BiAHOBNEHHS
KETOHY (cTagisi i) 3a AOMNOMOrOK Pi3HOMAHITHUX peak-
TUBIB MepeHeceHHs rigpuay abo OKMCHEHHS GeH3u-
noBoro cnvpTy (cTagis i), sike MoXe 34iACHIoBaTUCh
3a JOMNOMOrow Aiokcuay mapraHuto abo peakuii Cee-
pHa.

Ha Cxewmi F, ctagis j, cnonyku cdpopmynu (13) Ta
dopmynm (18)-(23) no3baBnsaOTLCA 3aXMCHOT rpynu 3
ofepxaHHAM anbaerigy dpopmynu (2), Sk onucaHo Ha
Cxemi E, cTagia c.

Cxema G 306paxae cnocobu ofepXaHHs CronyK
dopmynu (5).
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Cxema G, cragia a, cnonyka 6pomy dopmynu
(15) nipoaeTbcst KapOOKCUNYBAHHIO 3 OAEPXKaHHAM
cnonykun cpopmynu (5), e A - -OH.

Hanpuknag, cnonyka dopmynu (15) metanyetb-
cqa 3a onncom Cxemu E, ctagia d, nicnsa 4yoro meta-
noBaHui pisHoBMA 06pobnsTbL AIOKCUMAOM BYrMneLo
3 ogepxaHHAM crionyku cdopmynu (5), ne A - -OH.
MpooykT peakuii Moxe BUAINATUCbL Ta oO4MWATUCH
crnocobamu, pnobpe Bigomumu y uin ranysi. Jo umx
cnocobiB HanexwTb eKcTparyBaHHS, BUMaplOBaHHS,
xpomatorpadyyBaHHs Ta nepekpucTanisadis.

Cxema G, cragia b, cnonyka 6pomy dopmynu
(15) nmippaeTbca ankokcndopMinyBaHHIO i3 3acTocy-
BaHHAM npuaaTHoro xnopodpopmiaty abo kapboHaty
3 ogepxaHHaAM cnonyku cdopmynu (32). MpuaaTHUM
xnopodopmiatom abo kapboHaATOM € TaKuiA XITOpo-
¢dopmiaT abo kapboHaT, WO nepeHocuTb rpyny
RO(O)C-, pe R - meTun, etun abo 6eH3un.

Hanpuknag, cnonyka dopmynu (15) metanyetb-
cqa 3a onucom Cxemu E, ctapia d, nicns 4oro meta-
NOBaHWU pi3HOBMA 00OpobnsaTb NpMbnm3Ho 1-3 mo-
NbHUMK eKBiBaneHTaMu NpuaaTHoro xrnopodpopmiaty
abo kapboHaTy. Peakuijto, siKk NpaBumo, 34iACHIOTb Y
TOMY came PO34YMHHUKY, SIKMA 3aCTOCOBYBaBCsl AN
MeTaryBaHHsi Ta Npu TemnepaTypax Big NpubnusHo -
78°C po npubnusHo 50°C. TpueanicTb peakuii, Ak
npasuno, ctaHoBuTb Big 1rog o 24rop. MNpoaykr
peakuii MoXxe BMAINATMCL Ta ouMwaTmMcbk cnocobamm,
nobpe Bigomumn y Ui ranysi TexHiku. o uux cnoco-
6iB HanexnTb eKcTparyBaHHs, BUNaptBaHHS, Xpoma-
TorpadpyBaHHs Ta nepekpucTanisauis.

Ha Cxewmi G, ctagisa c, npugaTtHa cnonyka dop-
Mynu (33) pearye 3 peakTMBOM MepeHEeCceHHs rpynu
R4, 3a noTpeboto, 3 oAepKaHHAM Cnonyku opmynm
(32). MpupatHoto cnonykoto copmynu (33) € cnony-
ka, X Ta R; Akoi € 6axaHumu y KiHLEBOMY NPOAYKTI
dopmynu |. Peaktneu, aki nepeHocatb R, Bignosi-
patoTb onucy Cxemu E.

Hanpuknag, y pasi, konv npugaTHAM peakTMBOM
nepeHeceHHs1 rpynu R, € ranorenig abo aHrigpug,
npyaatHa cnonyka copmynu (34) cnonyyaetbcs 3a
OCHOBHMX YMOB 3 OJEPXaHHsIM Cnonyku dopmMynm
(33). 3rapaHy peakuito 34iMCHIOITE Yy NpuaaTHOMY
PO34YMHHUKKY, Hanpuknag, gumeTtundopmamigi, TeTpa-
rigpodypaHi abo nipnanHi. Peakuito, sk npaeuno,
30JACHIOTb Y MPUCYTHOCTI NpuBNM3HO 1-3 MOMbHMX
eKBiBaneHTiB NpuaaTHOi OCHOBW, Hanpuknag, kapbo-
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HaTy HaTpilo, kapboHaTy kanilo, kapboHaTy uesito,
N,N-giisonponineTunaminy, Tpuetunaminy Towo. Pe-
akuito 34iNCHI0TL Npy TeMnepaTtypi Big NpubnmsHo -
30°C po npubnuaHo 100°C, i ii TpmBanicTb, Sk Npasu-
no, craHoBWUTb Big 6rog ao 48roa. lMpooykT peakuii
MOXe BUAOINSATUCH Ta ouMwaTtucb cnocobamu, nobpe
BigOMUMM Yy Ui ranysi. [Jo yux cnocobiB HanexuTb
eKcTparyBaHHs, BUMaploBaHHA, XpoMaTorpadyBaHHs
Ta nepekpucTanisadis.

3a anbTepHaTVBHMM BapiaHTOM, Hanpuknag, y
pasi, KonM NpMaaTHUM pPeakTUBOM NEPEHECEHHSs rpy-
nn R4 € ankaHon, Cnony4yeHHs MoXe 34iNCHI0BaTUCh
3a pgornomoroto peakuii MiuyHoby, ska € fobpe Bigo-
MO0 y UiV ranysi TexHikv i onuc sKOi HaBedeHO Ha
Cxewmi E.

Ha Cxewmi G, cragisa d, Big cknagHoro edipy ¢o-
pmynu (32) BigwennioeTbCA 3axucHa rpyna 3 ogep-
XaHHam crnonyku cdopmynu (5), oe A - -OH. Taki Big-
LWENMEHHsT 3aXUCHUX TPyn Ferko 34iACHIoTLCA 3a
cnocobamu, aobpe Bigomumu y Lin ranysi. [Protecting
Groups in Organic Synthesis. Theodora Greene
(Wiley-Interscience)].

Cxema G, ctagis €, cnonyka cdopmynu (5), oe A -
-OH, nepeTtBoploeTbes Ha cnonyky dopmynu (5), ae
A - aKTuBylova rpyna, Hanpuknag, ranoreHaHrigpua,
aKTMBOBaHWUI cKragHu edip, akTMBOBaHWi amig abo
aHrigpua. OpepxaHHs TakMx aKTMBOBaHUX MPOMIKHUX
XiMiYHMX cnonyk € fobpe BiAOMWMM Ta HanexHUm 4u-
HOM OLiIHEHUM Y Ui ranysi.

Hanpuknag, ranoreHaHrigpng MoXxHa ogepxaTw
3a JOMOMOroK UiNoro psagy peakTuBiB, Hanpuknag,
okcaninxnopugy, okcaninépomigy, TioHInNxnopuay,
TioHiN6pomigy, okcuxnopugy docdopy, Tpuxnopuay
docdopy Ta neHtaxnopugy docdopy; 3MilaHun
aHrigpng, 3amiweHoi ¢ocopHOI KMCNOTW, Hanpu-
Knag, giankindocdopHoi kucnotu, andeHindocdop-
HOI KMCNOTKU, ranoreHpocopHOI KUCNOTK, anidaTny-
HOi KapbOHOBOI KMCMOTW, Hanpuknag MypaLlunHOI
KMCINOTW, OLTOBOI KUCMOTKU, MNPOMIOHOBOI KUCINOTW,
MacnsiHOI KMUCMOTK, i30MacnsiHOi KMCMOTU, NiBanoBoi
KUCNOTU, 2-eTUIIMAacnsHOI KUCMNOTW, aKTUBOBaHWUN
cKnagHun edip, Hanpuknag, peHonbHUN cKnagHun
edip, p-HiTpOoeHONbHMIA  cknagHuin  edoip, N-
riAPOKCUCYKLMHIMIAHUA cKknagHumn eqip, N-
rigpokcudTanimigHnn cknagHun edip, 1-
rigpokcnbeH3oTprasonbHUn cknagHui edip abo ak-
TUBOBaHUW amif, Hanpuknag, imigason, gumeTtunni-
pason, Tpuasos, OAEPXywTb 3a cnocobamu, sk €
pobpe BiAOMi Ta HaNeXHUM YMHOM OLLHEHI Y Ui ra-
nysi. Taki akTMBoBaHi MPOMIXKHI XiMiYHiI CMONYKN MOX-
Ha oJepXyBaTu Ta BUKOPUCTOBYBaTU Be3nocepenHbo
abo ogepxyBaTu Ta BUAINATU nepen BUKOPUCTaHHAM
3a BULLEHaBeJEeHMY CXeMaMM.

Cxema H 3o06paxae cnocobu oaepxaHHs Cnomnyk

dopmynu (4).

76451 34
Cxema H
cramis a
@’\Rs R R,
Br X4
(15)
cTafig ¢ cTamis bl
cTanis e R,
H Nw/@R:’ ¥ \/@
2 X’
0 436 (4), ne
R2 — BogeHb

/@:Rs cranis ¢ d 2

A(O)C X'
(5) 0 (37)
l cTamig e
cranig f

/@RS R HN

H(0)C b eaRel
(2)

Cxema H, cragia a, cnonyky Gpomy dopmynu
(15) nepeTBOptOOTL Ha HiTpUN hopmynu (35).

Hanpuknag, cnonyky cdopmynu (15) o6pobnstoTb
uiaHigom wmigi (I) 3 ogepkaHHAM cnonyku dopmynu
(35). Lo peakuito 3giicHOLTE Yy NpuaaTtHOMY po3-
YMHHUKY, Hanpuknag, aumeTtundopmamigi. Peakuito,
SIK NPaBWo, 3AINCHIOITb Y NPUCYTHOCTI NPUONM3HO 1-
3 monbHUX ekBiBaneHTiB uiaHigy migi (l). Peakuito
30JMCHIOITL NpU Temneparypi Big NpubnusHo Temne-
paTypy HaBKONULLHBOIO cepefoBula A0 NpUGIM3HO
100°C, i ii TpuBanicTb, siK NpaBuUNO, CTAHOBUTb Bif
6rog oo 48roa. MNpoayKT peakuii Moxe BUAINATUCHL Ta
oumwaTncek cnocobamu, pobpe BijOMMMM y Ui rany-
3i. [lo uux cnocobiB HaNexuTb ekcTparyBaHHs, Buna-
ptoBaHHS, XpomartorpadpyBaHHS Ta nepekpucTanisa-
uis.

Cxema H, crapia b, cnonyky HiTpuny dopmynu
(35) BiAHOBNIOWOTL 3 OAEPKAHHSAM CMONYKN hopmynm
(4), oe Rz - BOOEHD.

Hanpuknag, cnonyky Hitpuny dopmynm (35)
BBOASITb Y KOHTAKT i3 BoporigpnaomM HaTtpito y npucyT-
HOCTi xnopuay kobanbTy. 3ragaHy peakLilo 34ilCH0-
H0Tb Y NPUAATHOMY PO3YMHHUKY, Hanpuknag, MeTaHo-
ni abo etaHoni. Peakuito, Ak npaBuno, 3giNCHIOTb
npu Temnepatypi Big npubnuaHo 0°C pgo 50°C. Tpu-
BanicTb peakuii, Sk NpaBuno, CTaHOBUTb Big 1rog Ao
72roa. TpoaykT MoOXe BMAINATACE Ta OYULLATUCH
cnocobamu, pobpe BigomvMu Yy LA ranysi, Hanpu-
Knag, LUNsSXOM eKCcTparyBaHHS akBOKWUCIIOTO, Buna-
ptoBaHHS, 3MillyBaHHSA, XpomaTorpadyBaHHst Ta ne-
pekpucTanisauii.

3a anbTepHaTMBHMM BapiaHTOM, Hanpuknag,
cnonyka HitTpuny cdopmynu (35) rigporeHisyeTbcsa Hag,
npuaaTHUM KaTanisatopoMm, Hanpuknag, Hikenem Pe-
HeaA®. Y pasi 3acTocyBaHHSA Hikento PeHea® sk kaTa-
nisaTopa, 3ragaHy peakuito 34iMCHIOTb Y NpuaaTHo-
MY PO3YMHHUKY, MPUYOMY MNpuUOATHIi  PO3YNUHHUKN
OyoyTb, SIK MpaBwuno, BKMOYaTM amiak, Hanpuknag,
eTaHon/rigpokcug amoHito. Peakuito, sk npaBuno,
30iACHIOTL MpU TemnepaTypax Big TemnepaTypwu
HaBKoNuWHbOro cepegoBuwa fo 50°C. Peakuito
30iMCHIOTL Nif, TVICKOM Big 15q3yHT/,Eu0VIM (103klMa)
ao 120¢>yHT/,q|0V|M (827«Ma) y anapari, npusHade-
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HOMY Ons 34INCHEHHA peakuin nig TUCKOM, Hanpwu-
Knap, y rigporeHrisauinHin yctaHosui Mappa. MNpogykTt
MOXe BUAINATUCH LUMSIXOM PETENbHOro BuAArNeHHs
KaTanizatopa inbTpauieto abo BMNapOBaHHSAM.
MpoaykT MOXe ouMLLaTUChL eKCTparyBaHHsIM, Buna-
PIOBaHHAM, PO3TUPAHHSAM Yy MOPOLLOK, XpomaTorpa-
byBaHHAM Ta nepekpucTanisadieto.

Cxema H, ctagis c, cnonyky HiTpuny copmynu
(35) nepeTBoptotoTb Ha amig opmynu (36).

Hanpuknag, cnonyky cdopmynu (35) o6pobnstoTs
KucrnoToo abo OCHOBOK 3a yMOB rigponisy 3 ogep-
XaHHam cnonyku dopmynu (36). 3ragaHy peakLito
30JIMCHIOITL Y NPUAATHOMY PO3YMHHUKY, Hanpuknag,
eTaHoni, isonponaHoni, AUMeTUncynb@oKCUai, KoXeH
3 9Kux BKrovae Boay. lNaponia apomaTtnyHoro Hitpu-
ny po amigy € pobpe BiJOMVMM Ta HaNeXHUM YMHOM
ouiHeHUM y Uuin ranysi. [poaykT peakuii moxe BuUAi-
NSATUCH Ta oumnLaTmcb cnocobamm, Aobpe BigoMUMK Yy
uin ranysi. [lo uux cnocobiB HanexuTb ekcTparyBaH-
HSl, BUNApOBaHHSA, xpomartorpadyBaHHsa Ta nepekpu-
cTanisauis.

Cxema H, ctagis d, 306paxae ogepxaHHa amigy
dopmynu (37) WwWNAxomM pearyBaHHS Cronyku hopmy-
nwn (5) Ta npugatHoro amiHy cpopmynu HaNR: y peak-
uii ogepxaHHa amigy. MNMpuaaTHUM amiHOM chopmynu
H.NR; € amiH, wo Hagae Ry, 3a notpeboto, 4o KiHUe-
BOro npoaykty dopmynu |. MNpuaaTHi cnocobu opep-
XaHHA amigiB € nobpe Bigomi y Lin ranyai i ixHin onuc
npeacTaBneHo Ha BuweHaBeaeHin Cxemi B.

Cxema H, ctagisa €, cnonyka amigy dopmynu (36)
abo (37) BigHOBMOETLCA A0 cnonyku copmynu (4).
Taki BigHOBMEHHSA amifgiB Jerko 34iNCHIOKTbLCA 3a
onvMcoMm Ha BuLeHaBegeHin Cxemi B i € Bigomumu y
Lir ranysi.

Cxema H, cragia f, cnonyka copmynu (2) Ta
npuaatHuin amin popmynu HaNR2 nigaatoTecs rigpo-
aMiHyBaHHIO 3 ofepXaHHAM cnonyku copmynu (4).
Take rigpoamMiHyBaHHsI nerko 34iMCHIETLCA 3a onu-
COM Ha BuLleHaBeaeHin Cxemi B Ta 3a gonomoroto
iHWMX cnocobiB, BiQOMUX Y L ranyasi.

Ak 6yae HaneXHUM YMHOM OLHEeHe JOCBIAYEHUM
daxisuem, crnonyku dopmynu Il nerko ogepxytoTb 3a
[0MoMorol cnocobis, aHanoriyHmMx 4o crnocobis, onuc
sIKMX Byno HaBeaEeHO BULLE.

Llen BvHaxia 0OOATKOBO iMOCTPYETbCA HaBede-
HUMK Aani npuknagamun Ta npenapartamu. Lli npukna-
On Ta npenapaty € BUKIIOYHO iNOCTPaTUBHUMM i He
npusHavYeHnMn Ans Oyab-siIKoro OOMEXEHHS LbOoro
BMHaxoay.

TepmiHu, SKi BUKOPUCTOBYIOTLCH Y MpuUknagax ta
npenapartax, MalTb CBOE 3BUYAMHE 3HAYEHHS, SKLLO
He BKasaHo iHwe. Hanpuknag, "°C" o3Havae rpagycu
3a Uenbciem; "N" o3Hayae HopMarnbHuii abo HopMa-
nbHicTb; "M" o3Havae MonsipHU abo MONSPHICT;
"MMonb" o3Havyae Minimonb abo minimoni; "r" osHavae
rpam abo rpamu; "Mn" o3Havae mininitp abo mininit-
pu; "T.Nn." 03Hayae TOYKy nnaBneHHs; “"poseon”
03Ha4a€e HaCUYEeHUN BOOHWI PO3YMH XITOPUAY HaTpIlo;
Towo. Y cnektpax ‘H AMP yCi XiMiYHi 3CyBM HagaHi y
0, SIKLLIO HEe BKa3aHo iHLLe.

Mpuknag 1

2-(3-(4-6TOpdeHokeun)dherin)-(1,3)aiokconaH

3wmiwatm 4-dpropceHon (3,0r, 227,8mmonsb), 2-(3-
6pomdeHin)-1,3-giokconaH (5,0mn, 33,3Mmonsb), kap-
OoHart kanito (6e3sogHun, 8,0r, 55,6MMonb) Ta cyxui
nipuauH (50mn). Harpitn go temnepatypu 90°C i go-
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aatu okema migi (5,5r, 69,5mMmonb). Harpieatu 3i 3Bo-
POTHUM XOSoAunbHUKOM. Yepes 24roa oxonoauTn 4o
KiMHaTHOI TemnepaTypu, po36aBuUTu OUXIIOPMETaHOM
Ta BigdinbTpyBaTn. KoHUeHTpyBaTM inbTpaT nig
BakyyMOM 3 OJEPXXaHHSIM Macra >KOBTOro KOmnbopy.
XpomatorpadpyBatv Macno Ha cunikareni 3 enoto-
BaHHAM cymiwwwio (95:5) rekcany:EtOAc 3 ogepxaH-
HAM LiNbOBOI CMOMYKN.

3a cnocobom lMpuknagy 1 opepxanu Taki cno-
nyKu:

a) 2-(3-(2-dTopdeHoken)deHin)-(1,3)aiokconaH;

b) 2-(3-(3-pTopdeHokcn)deHin)-(1,3)aiokconan;

C) 2-(3-(HadpT-2-inokcun)herin)-(1,3)aiokconan;

d) 2-(3-(HadpT-1-inokcun)dpeHin)-(1,3)aiokconan;

e) 2-(3-(nipna-3-inokcu)deHin)-(1,3)aiokconat;

f) 3-(nipnamnn-3-inokcn)beH3anbaeria;

g) 3-(nipumigunH-5-inokcn)beH3anbaeria; i

h) 3-(nipnanH-4-inokcn)6eH3anbaeria.

Mpuknag 2

3-[1,3]aiokconan-2-indeHin)derinamiH

3wmiwatn 2-(3-6pomdeHin)-1,3-giokconaH (0,7mn,
4,3mmonb), aHinid (0,4mn, 4,7MMonb), TpeT-6yTokeug,
HaTpito (0,6r, 6,0MMorb), BINAP (2,2"-
6ic(andenindocdin)-1,1'-6iHadpTun) (10,0wmr,
0,03monb), Pdz(dba)s (30,0mr, 0,01mMmonb) Ta Tonyon
(20mn). HarpiBatn npu Temnepatypi 80°C. Yepes
18rog oxonoauTn OO KiMHATHOI TemnepaTtypu, po3ba-
BUTU edpipoMm (40mn), BiAMDINLTPYBATN Ta KOHLEHTPY-
BaTW 3 ofepxXaHHaM 3anuwky. XpomaTorpadysaTtu
3anvWOK Ha curikareni 3 eniolBaHHAM CYMILLILLO
(9:1) rekcaHy:EtOAC 3 opepxaHHAM LinboBOI Cno-
nyKu.

3a cnocobom [Mpuknagy 2 ogepxanu Taki cnony-
Kn:

a) 6eH3un-(3-[1,3]aoiokconaH-2-indeHin)-amiu;

b) (3-[1,3]piokconaH-2-indgeHin)-nipnanH-3-
inamin;

C) (3-[1,3]miokconan-2-indgeHin)-nipuanH-4-
inamin; i

d) (3-[1,3]miokconaH-2-ingeHin)-nipnanH-2-
inamix.

Mpuknag 3

2-(3-gpeHincynbdaHindgeHin)-[1,3]-aiokconaH

3wmiwartun 2-(3-6pomdpeHin)-1,3-giokconaH (3,0mn,
20,0mmonb) Ta TeTparigpodypaH (100mn). Oxonogu-
TV 0O Temnepatypu npnbnusHo -78°C. dogatu kpan-
NS 3a Kpannew po3yvmH n-6ytunnitito, 1,6M po3unH y
rekcaHi (13,4mn, 21,0mmonb). Yepes 10xB goaatu
avncynbdia deHiny (4,3r, 20,0mmonsb) y Burnsgi pos-
ynHy y TeTparigpodypani (50mn). Yepes 1roa Harpi-
BaTM A0 KiIMHATHOI TemnepaTtypu BnpogoBX 1roA,
nicns 4Yoro peakuilo LIBUAKO MPUMUHWUTU OOL4AHHAM
xonogHoi Boan (150mn) Ta ekctparyBatn edipom.
EkctparyBat 06'egHaHi OpraHiyHi wapm nocnigoBHO
OVCTUNBbOBAHOK BOAOK Ta pPO3COMOM, MiCrs 4oro
Bucywntn (NapSO04), BigdinbTpyBaT Ta KOHLEHTPY-
BaTW 3 OAepXaHHsAM 3anuwky. XpomaTorpadysaTtu
3anMWoK 3 enlBaHHAM  cymiwiwo  (9:1) rekca-
Hy:EtOAC 3 ogepxaHHSAM LiNboBOi CNOMyKW.

3a crnocobom [puknagy 3 ogepxxanu Taki cno-
nyKK:

a) 2-(3-p-tonincynbdanindgeHin)-[1,3]-aiokconaH.

Mpuknag 4

2-(3-6eH3oncynbgoHingeHin)-[1,3]-giokconaH

3miwartum 2-(3-cpenincynbdanindgenin)-[1,3]-
piokconaH (1,0r, 3,6mmonb) Ta gnxnopmetaH (15mn).
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OxonoguTtn o temnepartypu npubnusHo -78°C. [o-
4aTtun cycneHsito m-xnoprnepbeH3omnHoi kucnotu (2,3r,
7,2vmMonb) y auxnopmetaHi (10mn). Yepes 30xB Ha-
rpiT Jo KiMHaTHOI TemnepaTypwu, nicna 4Yoro goaatu
1IN posuunH TiocynbdaTy HaTpito (20mn). Yepes 15x8
AofdaTn HacuyeHun posymH BGikapboHaTty HaTpito. Bi-
OOKPEMUTY OpraHiyHWI Lap Ta eKcTparyBatu BOAHWUM
wap guxnopmetaHoM. O6'eaHaTn opraHivHi wapm i
NocnigoBHO NPOMWUTY AUCTUMBLOBAHOI BOAOK Ta Po3-
cornom, nicns voro BucywmTtn (NaxSO,), BiadinbTpy-
BaTW Ta KOHLEHTPYyBaTU 3 OOEPXaHHAM 3aruLuKy.
Xpomatorpadpysati 3anuok 3 entotoBaHHAM EtOAC
3 04epXKaHHAM LinboBOi CNOMyKM.

3a cnocobom lMNpuknagy 4 ogepxanu Taki cno-
nyKu:

a) 2-(3-(Tonyon-4-cynbdoHin)-deHin)-[1,3]-
[JioKconaH.
Mpuknag 5

(3-[1,3]miokconaH-2-indeHin)deHinmeTaHon

3miwaTtun 2-(3-6pomdeHin)-1,3-giokconaH
(10,0mn, 66,0mmonb) Ta TeTparigpodypaH (100mn) i
oxonoauTn Jo temnepatypu npubnusHo -78°C. Kpa-
nnsa 3a Kpannew gogatv po3yvvH n-6ytunniTiio, 1,6M
po34uH y rekcaHi (44,0mn, 66,0mmonb). Yepes 10xB
3a JOMOMOroI0 KaHoni AoaaTv po3unH beHsanbaerigy
(7,6mn, 66,0mmonb) y TeTparigpodypaHi (50mn). Ye-
pe3 1roa HarpiTM Ao KiMmHaTHOI TemnepaTypu. Yepes
18rog peakuito LIBMAKO NPUNUHUTM OAOAAHHSAM XOMo-
OHOI BOAM Ta ekcTparyBatu guxnopmeTtaHom. O6'ea-
HaTW OpraHiyHi Wwapmn i NocnifoBHO NPOMUTU AUCTU-
NbOBAHOK BOAOK Ta PO3COMOM, MICASA YOro BUCYLLUTMH
(NazS0s), BigdinbTpyBaTH Ta KOHLEHTPYBATK 3 ofe-
pXaHHSAM 3anuliKky. XpomartorpadpyBatn 3anuiiok 3
entotoBaHHAM cymiwwio (7:3) rekcany:EtOAc 3 opep-
XKaHHAM LinboBOi CNOMyKMK.

Mpuknag 6

(3-[1,3]miokconan-2-indeHin)deHinmeTaHoH

3miwaTtun (3-[1,3]miokconaH-2-indeHin)-deHin-
meTaHon (5,0r, 18,5mmonb) Ta po3umH 18-kpayH-6
(160mr, 0,6mmonb) y anxnopmeTani. [logatn nepMax-
raHaT kanito (8,8r, 55,5mmonb). Harpitn o Temnepa-
Typu npubnusHo 40°C. Yepes 4rog oxonoautu Ao
KiMHaTHOI TemnepaTtypu, gogaTu Body Ta CipKOBO-
AeHb-HaTpin (6,0r). MigBnwmuTn ocHoBHiCTb 1N po3-
YMHOM rigpoKcuAay HaTpito (NpmbnusHo 60mn) Ta ekc-
TparyBatn auxnopmetaHoMm. O6'egHaTn  opraHivHi
Lwapw i NocnifoBHO NPOMUTU AUCTUITLOBAHOK BOAOKD
Ta poaconom, nicnga 4oro Bucywntn (Na;S0.), Biadi-
NbTPyBaTU Ta KOHLEHTPYBATU 3 OAEpXXaHHAM 3anuLu-
Ky. XpomaTtorpadyBaTy 3anuLIOK 3 erolBaHHAM
EtOAc 3 ogepxaHHsIM LIiNbOBOI COMYKMN.

Mpuknag 7

3-6eH3unbeHsanbaeria

3miwaTtun (3-[1,3]miokconaH-2-indeHin)-deHin-
MeTaHon (2,3r, 8,7Mmonb) Ta nogug Hatpito (5,3r,
35,0mmonb) y aueToHiTpuni (25mn). 3a gonomMoroto
wnpvua gogatv  auxnopmeTtuncunaH - (2,1mn,
17,4mmonb). Yepes 10xB posbasutu EtOAc Ta npo-
MUTW BOOOK, HaCMYEeHWM po34MHOM bikapboHaTy
HaTpito, 10% po3unHoM Tiocynbdarty HaTpito, NoTim
posconom. BucywmTtn opraniyHi wapu (NaS0.), Bia-
inbTpyBaTN Ta KOHLUEHTPYBATU 3 OAEPXKaHHAM 3a-
nuwky. XpomatorpadyBaTtu 3anvok 3 enioloBaHHAM
cymiwwwito (9:1) rekcaHy:EtOAC 3 ogepkaHHAM Linbo-
BOi CMONYKW.

Mpuknag 8

76451 38

2-(3-(o-dpTopbeHsun)deHin)-[1,3]-giokconaH

3miwartun (3-[1,3]miokconan-2-indeHin)-deHin-
meTaHon (2,3r, 8,9vmonb) Ta guxnopmetaH (50mn).
Oxonoantu go TemnepaTypu npubnusHo -78°C. Kpa-
nns 3a Kpannew goaatu po3yunH Tpudtopuay (gietu-
namiHo)cipkn (1,7mn, 12,9mmonek). Yepes 10x8 peak-
Lil0 WBMAOKO MPUNMHUTU OOLAAHHSM XONOAHOI BOAM Ta
eKkcTparyBat gumxnopmeTtaHoMm. OB6'egHaTn opraHidHi
Lwapw i nocnigoBHO NPOMUTU OUCTUIBLOBAHOK BOAOH
Ta poaconoM, nicng voro Bucywntn (NaS0.), Biadi-
NbTPyBaTU Ta KOHLEHTPYBATU 3 OAEpXKaHHAM 3anuLw-
Ky. XpomaTtorpacdyBaTv 3anuLIOK 3 EerolBaHHAM
cymiwwwto (7:3) rekcaHy:EtOAcC 3 ogepaHHAM Linbo-
BOI CMOYKMU.

Mpuknag 9

3-HiTpoaMGeH30dypaH

3miwatn gubensodypaH (20,0r, 0,11monb) Ta
outoBy kucnoty (80mn). Harpitn go temnepartypu
65°C. Oopatn 98% po3unH asoTHoi kucrotu (20,0r,
11,8monb). Yepes 3rog oxonogutu 40 KiMHATHOI Te-
MnepaTtypu 3 ogepxaHHAM TBepaoi pevoBuHu. Bigdi-
NbTpyBaTWM TBEPAY PEYOBMHY, MPOMUTU BOAOK Ta
BUCYLUWNTU 3 OOEPXKAHHAM LinbOBOI CNOMYKU.

Mpuknag 10

N-anbeHsodypaH-3-inamiu

3miwaTtun 3-HiTpOoaMbGeH30dypaH (22,0r,
0,1morb), Hikenb PeHes (2,75r) Ta eTaHon (365mn) i
rigporeHizyBaTi npu KiMHaTHIN TemnepaTypi Ta nig
TUckoM y 40cbyHT/roiim?® (276kMa). Yepes 18rog Bia-
inbTpyBaTU Ta KOHLUEHTpyBaTW inbTpat 3 oaep-
XaHHAM  3anuwiky. XpomaTorpacdyBaTu 3anuiiok 3
entooBaHHAM cymiwwio (9:1) rekcany:EtOAc 3 ogep-
XKaHHSAM LinNbOBOI CMOMNYKM.

Mpuknag 11

3-6pomanbeHsodypaH

3Mmiatun N-anbeHsodypaH-3-inami (2,0r,
10,8mmornb), Bogy (20mMn) Ta KOHLEHTpoBaHy BGpomu-
cToBogHeBy kucnoty (6mn). Oxonogntn Ao Temnepa-
Typn 0°C. [dopmatm pos3umH HiTputy Hatpito (0,7r,
10,8mmonb) y Boai (16mn). Yepes 15xB8 popatu Bu-
lwe3ragaHy cymiw Ao cymiwi 6pomigy migi (1,7r,
12,3mmonb) y Bogi (9,2mMn) Ta 6GpOMMUCTOBOOHEBOI
kucnoTtu (4mn). Harpitm oo TemnepaTypy HaBKOMMULL-
HbOro cepeposuwlia. Yepes 18rog gogatu Boay Ta
ekcTparyBatn amxnopmetaHoM. O6'egHaTy opraHiyHi
Lwapv i nocnigoBHO NPOMUTU AUCTUMBLOBAHOK BOAOHD
Ta posconom, nicnga yoro sucywntn (NaxS0.), Biadi-
NbTPYBaTK Ta KOHLUEHTPYBATU 3 OOEpPXXaHHAM 3anuil-
Ky. XpomatorpadyBaTtv 3anuiok 3 enoBaHHAM
cymiwiwio (8:2) rekcaHy:EtOAC 3 ogepxaHHAM Linbo-
BOI CMONYKW.

Mpuknag 12

[nbeH3odypan-3-kapbanbaerig

3miwaTtun 3-6pomandeHsodypaH (0,5r, 2,0MMonb)
Ta TetparigpodypaH (30mn). Oxonogutn go Temne-
patypn npubnusHo -78°C. [opmatn po3uuH TpeT-
oytunnitito, 1,6M posumH y rekcaHi (2,2mn,
3,0mMorb), nicng 4oro HarpiBatm o TemnepaTypw
npnbnnsHo 0°C Bnpogorx 10xB. OxonoanTn o Tem-
nepatypu npubnusHo -78°C, i gogatn gumeTtundop-
mamig (0,5mn, 5,9mmonk). Harpitu o kiMmHaTHoi Tem-
nepatypu, LWBMAKO MNPUMNMHUTL peakuitlo AoAaHHSM
XOMNOAHOI BOOW Ta eKcTparyBatv AUXJSIOPMETaHOM.
O6'egHaTn opraHiyHi Wwapwn i NocnigoBHO MPOMUTK
OVCTUNBOBAHOI BOAOK Ta pPO3COMOM, MiCrs 4oro
Bucywmntn (NaxSO,), BiadinbTpyBaTn Ta KOHUEHTPY-
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BaTM 3 OJdEPXaHHSAM 3anuKy. XpomartorpadysaTtu
3anvWoK 3 €eniloBaHHAM  cymiwwo (8:2) rekca-
Hy:EtOAC 3 ogepaHHSAM LinboBOi CMOMyKW.

Mpuknag 13

3-(tiazon-2-inokcun)6eH3anbaeria

Y repmetu3oBaHii  npobipui  3miwatm  2-
©pomoTiason (2,0mn, 22,2mmonb), 3-
rinpokcubensansgerig (1,8r, 15,0mMmonb) Ta kapbo-
HaT kanito (2,1r, 15,0mMonb) y gumeTtundopmamiai
(20mn). Harpitu go Ttemnepatypu 100°C. Yepes
48ron oxonoauTu, BUnuTK y Boay (150mn) Ta ekctpa-
rysaTu npoctum edipom. O6'egHaTn opraHiyHi wapw,
i mocnigoBHO MpPOMUTW AUCTUBOBAHOK BOAOK Ta
posconom, nicng yoro sucywntn (NaSO0.), BigdinbT-
pyBaTM Ta KOHLEHTPYBaTU 3 OAEpXKaHHAM 3aruLlKy.
XpomaTorpadyyBati 3anuLLoK 3 enioloBaHHAM CyMi-
wuwio (9:1) rekcany:EtOAc 3 ogepkaHHAM UiNbOBOI

Cronyku.
Mpuknag 14
6-6pom-1H-iHaon
3miwartm 4-6pom-2-HiTpoTonyon (5,0r,

23,1mmonb), gumeTtundopmamig (50mn), aumeTvn-
dopmawmig-gumetnnavetans (9,0mn, 69,4mmons) Ta
niponiavH (2,0mn, 23,1mmonk). Harpitn oo temnepa-
Typu 110°C. Yepes 3rog oxonoguTn A0 KiMHATHOI
Temnepartypu, po3baButu npoctum edpipom Ta npo-
MuTK Bogot. O6'egHaTh opraHiyHi Wwapu, Ta KOHUEH-
TpyBaTK 3 odepxaHHaM 3anuwky. O6'egHaTtn 3anu-
wok Ta 80% BOAHUA PO3YMH OUTOBOI KUCNOTU
(120mn), i HarpiBaTn npun Temnepatypi 75°C. lMopuiga-
Mu gogatu uuHkosui nun (13,1r, 200,5mmons). Ha-
rpitm go temnepatypu 85°C. Yepes 2rog oxonoauTu
Ta BigdinbTpyBatn. Po3baButn dinbTpaTt npoctum
edipom, npomutn Boaoto, Bucywntn (NaxS0O4) i KOH-
LEeHTpyBaTM 3 ofepXaHHsSM 3anuiiky. XpomaTtorpa-
dyBaTh 3anuLIOK 3 eniooBaHHAM cyMilLo (9:1) rek-
caHy:EtOAcC 3 ogepaHHAM LinboBOT CMOMYKW.

3a cnocobom lpuknagy 14 ogepxanu Taki cno-
nyku: 4-6pom-1H-iHgon.

Mpuknag 15

1H-iHaon-6-kapbanbaerin,

3milaTtv npomMuTUIA rekcaHom rigpug kanito (1,3r,
10,7mmonb) Ta npoctun edpip (20mn). Oxonogntu oo
Temnepatypu npubnusHo 0°C, i gogatu po3uuH 6-
6pom-1H-iHgony (2,1r, 10,7mMMonb) y npocTomMy eqipi
(5mn). Yepes 15xB oxonoauTn A0 TemnepaTtypu npwm-
6nmnsHo -78°C, i popatn po3uMH TPEeT-OyTunniTito,
1,4M po3uuH y rekcaHi (14,0mn, 10,7mmonb). Yepes
10x8 gopmaTtn po3uuH avmeTtundopmamigy (1,7mn,
20,0mmonb) y npoctoMy edipi (5mn). lMoBinbHO Ha-
rpiTM 0o KiMHaTHOI TemnepaTypu, nicns 4Yoro BUNUTU
no xonogHoro 1M po3unmHy (TemnepaTypa TaHEeHHs
neoay) ocdopHoi kucnotn i ekctparysatn EtOAcC.
O6'egHaTtn opraHiyHi Wwapu, i NOcnifgoBHO MPOMUTH
ONCTUNBOBAHOI BOAOK Ta pPO3COSNOM, MiCNsA 4oro
Bucywntn (NapSO04), BigdinbTpyBaT Ta KOHLUEHTPY-
BaTU 3 OJepXaHHsM 3anuwky. XpomaTorpadysaTtu
3anvWoK 3 enloBaHHAM  cymiwwo  (9:1) rekca-
Hy:EtOAC 3 ogepxaHHSAM LiNbOBOi CNOMyKW.

3a cnocobom lMpuknagy 15 opgepxanu Taki cno-
nyku: 1H-iHoon-4-kapbanbaeria.

Mpuknag 16

1-¢peHin-1H-iHaon-6-kapbanbaerig

3miwatu y repmetnsoBaHii npobipui 1H-iHgon-6-
kapbanbgeria (0,9r, 6,2MMonnb), KOMMIEKCHY CMOMyKy
TpudptopmetaHcynbdar Migi () (0,2r, 0,3mmonb),

76451 40

deHatponiH (1,3r, 6,2MMonb), TpaHcAMbGeH3nnigeHa-
uetoH (0,1r, 0,3mmonb), kapboHaT uesilo (2,6r,
7,.9vmMonb) Ta nopgobeHson (1,6mn, 14,3mmonb) y
kcvnoni (40mn). HarpiBsatn npu Temnepatypi npubnu-
3Ho 110°C. Yepe3 24rog oxonogutn A0 KiMHATHOI
Temnepartypu, po3baBuTn OUXIIOPMETAHOM Ta Hacu-
YEeHUM PO3YMHOM XIOPWAY amoHitlo. Bigokpemntn
wapw, i ekcTparyBaT¥ BOOHUWI Lwap AWXITOPMETAHOM.
O6'egHaTy opraHiyHi Wwapy i NocnigoBHO MPOMUTH
OVUCTUNBOBAHO BOAOK Ta pPO3COMOM, Micns 4oro
Bucywntn (NaSO4), BigdinbTpyBaTh Ta KOHLEHTPY-
BaTW 3 ofepXaHHsaM 3anuwky. XpomaTorpadysaTtu
3anuwIoK 3 eniolBaHHAM cymiwwio (8:2) rekca-
Hy:EtOAC 3 ogepxaHHAM LinboBOi CMOMNYKK.

3a cnocobom [lpuknagy 16 ogepxanu Taki cno-
nyku: 1-ceHin-1H-ingon-4-kapbanegeria.

Mpuknag 17

3-beHineynbdaHinbeHsanbaerig

3miwartm 2-(3-cpenincynbdaHindgenin)-[1,3]-
piokconaH (0,3r, 1,1mMmonb) Ta aueToHiTpun (8,0mn),
aodatv  po3unH  xropuctoBogHeBoi  kucnotu (1N,
2,0mn). Yepes 18rog KOHUEHTPYBaTK Nig BakyyMOM i3
BUAANEeHHAM GinbLUoi YacTUHM aueToHiTpuny, po3ba-
BATU BOAOK Ta eKcTparyBaTu npocTum edpipom.
O6'egHaTy opraHiyHi WwWapwy i NpPOMUTM OAWH pa3 Hacu-
YeHUM po3ynHoM BikapOoHaTy HaTpito, NOTiM po3co-
nom. Bucywutn (Na2SO,) opraHiyHi wapwu, BiaginsT-
pyBaTh Ta KOHLEHTpyBaTW 3 OAEepXaHHAM UinboBOi
CMonykKu.

3a cnocobom lMNpuknagy 17 ogepxanu Taki cno-
NYKN:

a) 3-6eH3oncynbdoHinbeH3anbaeria;

b) 3-p-TonincynedaninbeHsansaeria;

c) 3-(p-To3un)beH3anbaeria;

d) 3-6eH3unamiHoGeH3anbaeria;

e) 3-peHinamiHobeH3anbaerig;

f) 3-6eH3oinbeH3anbaeria;

g) 3-(c-cbTOpOEH3UN)6eH3anbAEeria;

h) 3-(4-dpTopdeHokcm)beH3anbaeria;

i) 3-(2-cpTopdheHokecn)beH3anbaeria;

j) 3-(3-pTopdheHokcn)beH3anbaeria;

k) 3-(HadbT-2-inokcm)beH3anbaeria;

) 3-(HadT-1-inokcn)beH3anbaeria;

m) 3-(nipBauH-3-inamiHo)6eH3anbaeria;

n) 3-(nipuanH-4-inamiHo)6eH3anbaeria;

0) 3-(nipuauH-2-inamiHo)6eH3anbaeria,; i

p) 3-(nipBAnH-2-inokcn)beH3anbaeria.

Mpuknag 18
2-HadT-2-ineTunamin
3miwaTtun HadT-2-inaueToHITpun (1,0r,

6,0mmonb), rekcarigpat xnopugy Hikeno (Il) (0,7,
3,0mmonb) Ta TetparigpodypaH (30mn). Kpannsa 3a
Kpannet aopatum KOMMIEKC 6opaHy-
TeTparigpodypaHy, 1M po3udnH y TeTparigpodypaHi
(24,0mn, 24,0mmonb). Yepes 1rog Bunaputu 3 ogep-
XaHHAM 3anuwiky. Xpomartorpadysatu Ha cunikareni
3 enBaHHAM cymiwwio (8:2) EtOAc:MeOH + 2%
NH4OH 3 ogepaHHAM LinbOBOi CNOMYKM.

3a cnocobom lMpuknagy 18 ogepxanu Taki cno-
nyku: 2-HadT-1-ineTunami.

Mpuknag 19

5-meTaHcynbdOoHINTpMNTamiH

3miwartun 2-(3-xnopnponin)-(1,3)-aiokconaH
(6,69r, 44,5mmonb), rigpoxnopva (4-
MeTaHcynbdoHindeHin)rigpasuny (9,92r, 44,5Mmornb)
Ta Na;HPO4 (1,58r, 11,1mMmonb) y 300mMn cymiwi me-
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TaHony/Boau (1:1). HarpiBatu 3i 3BOpOTHMM Xxonoau-
nbHUKOM. Yepes 4,5rof oxonoauTtn 4O TemnepaTtypu
HaBKOMMULUHLOIO CepeaoBuLLa, NICNSA YOro BUNaputh 3
ofepXaHHAM 3anuwiky. PosunmHutu 3anuwok y 1N
po3unHi NaOH Ta ekcTparyBatv AMXIOPMETaHOM.
OG'egHaTtn opraHivHi Wwapu, NpoOMUTU PO3COSIOM, BU-
cywuntn (Na;SOg4), BigdinbTpyBaTn, MiCNS YOro KOH-
LeHTpyBaTW 3 OAepXaHHAM 3anuLuKky. XpomaTorpa-
dyBaTM 3anuLIOK Ha cwunikareni 3 eriBaHHAM
cymiwiwito guxnopmetaHy/2N po3uuHy NH; (meTaHon)
(84/16) 3 opepXaHHsIM LiNbOBOI CMOMyKW y BUrNSAAi
TBEPAOi PEYOBMHU CBITNO-6pyHATHOrO KONbOPY: T.NM.
134-138°C, MS (ACPI) (mac-cnekTpomeTpis 3 XiMiy-
HOMW iOHi3auielo nig atmocdepHum TUCKOM): mle
239,1 (M+1). Ananis gna Ci11H14N20,S: ob4ymcneHo:
C, 55,44; H, 5,92; N, 11,76; BctaHoBneHo: C, 55,33;
H, 5,97; N, 11,48.

Mpuknag 20

N-TpeT-6yTokcukapboHin-2-(6-xnop-1H-iHgon-3-
in)eTunamix

3miwaTtm an-TpeT-6yTnnamkapboHaTt (1,2r,

5,34mmonb), 6-xnopTtpuntamiH (866,4mr, 4,45Mmonb)
Ta NaHCO3 (598,2mr) y giokcani (50mn). Mepemiwy-
BaTWU Npu TemnepaTypi HABKOMMLLIHLOIO CepeoBMLLA.
Yepes 15rog BMnapuTtn 3 ogepXaHHAM 3anuLuky, po-
3MO4INMTU 3anuLLIOK MiXX BOAOK Ta AUXTOPMETAHOM.
Bipokpemntun wapwu i ekctparysaTn BOOHWUIM Wap AnX-
nopmetaHoMm. O6'egHaTv opraHivHi Wwapw, NPoMUTH
posconom, Bucywmntn (NaxSOi), BiadinsTpysaTty,
nicnst YOro BUNapuTn 3 OJEePXXaHHSM LinbOBOI Crony-
KW Y BUrNSAAI Macna CBIiTNO-XOBTOr0 KONMbopy.

Mpuknag 21A

N-meTun-2-(6-xnop-1H-iHgon-3-in)etTunamin

3miwatn N-TpeT-byTokcmkapboHin-2-(6-xnop-1H-
iHoon-3-in)etnnamin (1,3r, 4,41MMonb) Ta Cyxun TeT-
parigpodypaH (20mn), i Kpannsa 3a kpannetw goaatu
00 OXONOMXEHOi Ha NboAsiHii GaHi cycnensii LiAIH,
(1,0r, 26,5mmonb) y cyxomy TeTparigpodypaHi
(30mn). HarpiBatu 3i 3BOPOTHUM XONOAUITBHUKOM.
Yepes 2rog oxonogutu A0 TemnepaTypyu HaBKOMMLL-
HbOro cepefoBua i nepemiwysatn. Yepes 15roa
LWBMAKO MPUMNMHATL peakuitld JOAAHHSIM XONoOHOro
HacudeHoro po3unHy NaSOs (100mn/monk), nepemi-
LWyBaTK BNpoAoBX 1rog npu TemnepaTypi HaBKONMULL-
HbOrO cepefoBMLla, nicna Yoro BigdinbTpyBaTn Nig
Bakyymom. lpomuTtn ocap TetparigpodypaHom, Bu-
napvutu inbTpaT i NPOMUTN 3 OAEPXKaHHAM 3arnuLLKy.
XpomaTorpadyBaTu 3anuLoK Ha cunikareni 3 entoro-
BaHHAM CyMmiwwio auxnopmetaHy/2M posunHy NHs
(meTaHon) (84/16) 3 ogepxaHHAM LiNbOBOI CMOMYKU:
MS (ACPI): m/e 209,0 (M+1).

Mpuknag 21B

5-(4-dpTopdenin)-1H-iHaon

3miwartun 5-6pomingon (5,00r, 25,50mmonb) Ta
Pd(PhsP)s (1,471, 1,28uvmonb) y Ttonyoni (510mn).
Yepes 30xB Aoaatn po3yunH 4-pTopO6eH30160pOHOBOT
kucnotn (5,35r, 38,26mmonb) y etaHoni (153mn),
nicns 4oro godatM HacuveHun po3umH NaHCO;
(255mn). HarpiBatv 3i 3BOPOTHVMM XONOAUNBHUKOM.
Yepes 4roa oxonogutu A0 TemnepaTypu HaBKOMWLL-
HbOrO CepefoBuvLIa, BWAWUTU Yy HACUYEHUIN PO3YMH
NaCl (250mn) i BiookpeMuTn opraHiyHmn wap. Ekct-
paryBaTu opraHiyHun wap etunavetatom. O6'egHatn
OpraHiYHi eKcTpakTu, MPOMUTU PO3COSIOM, BUCYLLUTMH,
nicnsg 4yoro BMNaplOBaTW 3 OLEPXKaAHHAM 3arnuLLKy.
XpomaTorpadyBaTth 3anuLLoK Ha curikareni 3 entoto-
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BaHHAM CyMiwww eTtunauertaty/rekcady (10/90) 3
ofepxaHHAM UinboBoi cnonyku: T.nn. 84-89°C. MS
(ACPI): m/e 212,0 (M+1). Anani3 gnst C14H10FN: 06-
yucneHo: C, 79,60; H, 4,77; N, 6,63; BcTaHoBneHo: C,
79,33; H, 4,92; N, 6,64.

3a cnocobom lNpuknagy 21 ogepxanu Taki cno-
NYKN:

a) 5-deHin-1H-iHgon: 1.nn. 71-74°C. MS (ACPI):
m/e 194,0 (M+1). Anani3 ans Ci4H11N: obuymucneHo:
C, 87,01; H, 5,74; N, 7,25; BctaHoBneHo: C, 86,67; H,
5,82; N, 7,31.

b) 4-cpeHindpeHetTnnaminy rigpoxnopwua: (Buknio-
YyeHHs - XpomartorpadyBaTy 3anuLLIOK Ha cunikareni
i3 3aCTOCYBaHHAM CyMilli AnxropmeTaHy/2N po3ymHy
NHs; (metaHon) (90/10) 3 opepXaHHAM KiHLEBOro
npoaykTy. XnopucTOBOAHEBY Cinb ogepxanu y eTu-
nauetati: MS (ACPI): m/e 198,1 (M+1). Anani3 onsa
C14H16CIN: o6umncneHo: C, 71,94; H, 6,90; N, 5,99;
BcTaHoBneHo: C, 71,66; H, 6,90; N, 5,94.

Mpuknag 22

7-uiaH-1H-iHaon

3miwatun 7-6pomingon (4,72r, 24,0mmornb) Ta Ui-
aHig migi (4,30r, 48,1mMmonb) y 1-meTun-2-niponiavHi
(40mn). Harpitn go Temnepatypu 200°C. Yepes
2,5roq oxonoguTu oo KiMHaTHOI TemnepaTtypu, goaa-
TM cymiw Bogu-eTunauetaty (200mn, 1/1) 3 ogep-
XaHHAM TBepaoi peyoBuHW. lMpodinbTpyBaT Yepes
ueniT, ekctparyeatu dinbTpaTt eTunauderaTtom, ob'ea-
HaTW OpraHiyHi Wwapw, NPOMUTM PO3CONIOM, BUCYLUUTU
Haa Na;SOg, BiadineTpyBaTH Ta BUNapuTHh in vacuo 3
ofepXaHHAM 3anuwky. XpomartorpadysaTh 3anuLLoK
Ha cunikareni 3 enolBaHHAM  CYMILLLIIO  Tek-
caH:etunauetart (10:1) 3 ogepxaHHam (1,87r) uinbo-
BOi CMOMyKW y BUMMA4i TBEPAO! PeYOBMHU XKOBTOrO
KOnbopy: H AmP (300MI"y, DMSO-dg)) 6,64-6,66 (m,
1H), 7,17 (t, 1H, J=7,6l'y), 7,51-7,53 (m, 1H), 7,60-
7,62 (m, 1H), 7,94 (d, 1H, J=8,0H), 12,03 (br, 1H).

Mpuknag 23

3-popmin-5-uiaH-1H-iHaon

Kpanns 3a kpannet gopaTtun okcuxrnopug ¢oc-
dopy (11,76r, 76,67mMmonb) oo AumMeTundopMamigy
(24,3mn) 3 ogHOYaACHUM NiATPMMaHHAM TemnepaTtypu
Ha piBHi He Hxkye Hix 10°C. Harpitu go temnepartypu
HaBKONMULLHLOrO CcepefoBUlla Ta MNepemillyBaTu
BnpogoBx 15xB8 mpw TemnepaTypi HaBKONWULIHLOIO
cepenoBuwa. Kpannsa 3a kpannew gogatv po3yunH 5-
uiaHoingony (10,00r, 70,34mmonb) y gumeTundop-
mawmigi (30mn) 3 ogHOYacHVMM MiATPUMAHHAM Temne-
patypu Hwxuye 35°. Yepes 1roa BuUNWUTU peakuinHy
cymiw y cymiw Boau 3 nsogom (300mn), nicnsa yoro 3
nepemiwysaHHam gogatv SN posunH NaOH (54mn).
MoBinbHO gogaTv goAaTKoBY KinbkicTb 5N po3umHy
NaOH (19,7mn), nicns Yyoro HarpiBaT A0 Temnepary-
pu 90°C BnpogoBx 1xB, NOTIM OXONOAUTM OO TeMne-
paTypy HaBKOJULLIHLOIO CepeaoBMLIA 3 OAEPKAHHAM
ocaay. BiadineTpyBatn ocag, NpOMUTM BOAOIO i BU-
CYLUMTN 3 OfepPXXaHHSAM ULinboBOI CNOMyKW: T.nn. 248-
250°C. MS (ACPI): m/e 171,0 (M+1). AHani3 ans
C10HsN2O: o6umncneno: C, 70,58; H, 3,55; N, 16,46;
BcTtaHoBneHo: C, 70,41; H, 3,53; N, 16,33.

3a cnocobom [lpuknagy 23 ogepxanu Taki cno-
nyKK:

a) 3-copmin-5-(4-cbTopdpeHin)-1H-ingon; T.nn.
215-217°C. MS (ACPI): m/e 239,1 (M+1). AHani3 ans
Ci15H10FNO: obuncneHo: C, 75,30; H, 4,21; N, 5,85;
BcTaHoBneHo: C, 74,94; H, 4,17; N, 5,84;
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b) 3-dopmin-5-cbenin-1H-iHgon; T1.nn. >250°C.
MS (ACPI): m/e 222,1 (M+1). Anani3z gna CisH11NO:
obuncneHo: C, 81,43; H, 5,01; N, 6,33; BCTaHOBIEHO:
C, 81,04; H, 5,05; N, 6,36;

c¢) 3-copmin-6-metun-1H-iHgon; T.nn. 178-180°C.
MS (ACPI): m/e 159,9 (M+1). AHani3 gna CioHgNO:
o6umncneno: C, 75,45; H, 5,70; N, 8,80; BcTtaHOBnEHO:
C, 75,60; H, 5,78; N, 8,97;

d) 3-cdopmin-6-uian-1H-ingon; T.nn. 246°C. MS
(ACPI): m/e 171,0 (M+1). Anani3 anst C10HgN2O: 06-
yucneHo: C, 70,58; H, 3,55; N, 16,46; BCTaHOBNEHO:
C,70,51; H, 3,59; N, 16,40; i

e) 3-gopmin-6-TpuctTopmetokeu-1H-iHgon; T.nn.
189-192°C. MS (ACPI): m/e 230,0 (M+1). Anani3 ans
C10HeF3NO3: obuncneHo: C, 52,41; H, 2,64; N,6,11;
BcTtaHoBneHo: C, 52,31; H, 2,61; N, 6,09.

f) 3-cpopwmin-7-uian-1H-ingon; 1H AMP (300MI 'y,
OMSO-dg) 6 7,41 (t, 1H, J=7,6I"u), 7,80-7,82 (m, 1H),
8,42-8,50 (m, 2H), 10,02 (s 1H), 13,06 (br, 1H).

g) 3-copmin-6-6pom-1H-iHgon; T.nn. 197-200°C.
Ananis ana CgHeBrNO: obuncneHo: C, 48,25; H, 2,70;
N, 6,25; BctaHoBneHo: C, 47,87; H, 2,68; N, 6,17.

h) 3-copmin-7-dTop-1H-iHgon; T.nn. 211-214°C.
MS(ACPI): m/e 163,9 (M+1). Anani3 gna CyoHsFNO:
o6umncneno: C, 66,26; H, 3,71; N, 8,59; BctaHoBnEHO:
C, 66,12; H, 3,67; N, 8,56.

Mpuknag 25

3-(2-HiTpoBiHin)-5-uiaH-1H-iHgon

3miwatn  3-cdopmin-5-yiaHo-1H-iHgon  (10,60r,
63,32mMmonb) Ta po3unH auetaTy amonito (10,60r) y
HiTpomeTaHi (660mn). Harpitn oo temnepatypu 90°C.
Yepes 2rog oxonoguTtn 0O TemnepaTypu HaBKOMULL-
HbOrO cepefoBuLLa 3 ogepXKaHHAM ocaay. BiodinbT-
pyBaTu ocazg, npomuTtu cymiwwo (1:1) MeOH/Bogu
(500Mn) Ta BMCYLUMTW 3 OdEpXaHHSAM LinboBOi Crno-
nyku: T.nn. 247-251°C. MS (ACPI): m/e 214,0 (M+1).

3a cnocobom lMpuknagy 25 ogepxanu Taki cno-
nyKK:

a)  3-(2-HiTpoBiHIn)-5-(4-dbTOpdeHin)-1H-iHgon;
T.nn. 217-220°C. MS (ACPI): m/e 282.2 (M+1). AHa-
ni3 gna CisH10FN2O2: obuncneHo: C, 68,08; H, 3,93;
N, 9,92; BctaHoBneHo: C, 67,73; H, 3,92; N, 9,73;

b) 3-(2-HiTpoBiHiN)-5-beHin-1H-iHgon; MS
(ACPI): m/e 265,1 (M+1);

C) 3-(2-HiTpoBiHin)-6-meTun-1H-iHgon; MS
(ACPI): m/e 203,1 (M+1);

d) 3-(2-HiTpoBiHin)-6-uiaH-1H-iHaom; T.N0.
>250°C. MS (ACPI): m/e 212,0 (M-1). Anania gnsa
C11H7N30,: obumcneHo: C, 61,97; H, 3,31; N, 19,71;
BcTaHoBneHo: C, 62,09; H, 3,34; N, 20,06; i

e) 3-(2-HiTpoBiHin)-6-TpucdTopmeTokeu-1H-iHgon;
T.nn. 139-143°C. MS (ACPI): m/e 273,0 (M+1).

f) 3-(2-HiTpoBiHIN)-6-dpeHokcun-1 H-ingon: 'H AmP
(DMSO dg) 12,1 (s, 1H), 8,38-8,34 (d, 1H), 8,20-8,19
(m, 1H), 8,01-7,97 (m, 2H), 7,39-7,35 (m, 2H), 7,14-
7,07 (m, 2H), 7,02-7,00 (m, 2H), 6,95-6,92 (m, 1H).

Q) 3-(2-HiTpoBiHiN)-5-(nipuaunH-3-inokcn)-1H-
ingon: ISMS (mac-cnekTpomeTpis 3 pO3CitoBaHHAM
ioHiB) 282 (M+1); 'H AMP (DMSO-ds) 9,5 (bs, 1H),
8,36-8,32 (m, 2H), 8,26-8,24 (m, 2H), 7,98-7,95 (m,
1H), 7,79-7,78 (m, 1H), 7,55-7,53 (m, 1H), 7,34-7,31
(m, 1H), 7,27-7,24 (m, 1H), 7,02-7,00 (m, 1H).

h) 3-(2-HiTpoBIiHIN)-7-uiaH-1H-iHgon: 1H AMP
(300MIu, CDClg) 6 7,36 (t, 1H, J=7,7T"w), 7,76 (d, 1H,
J=7,2l"y), 8,09-8,14 (m, 1H), 8,36-8,46 (m, 3H); mac-

76451 44

CMEKTPOMETPIA 3  eNeKTPOpPO3NWUIIOBaHHAM, m/e:
212,1 (M-1).

i) 3-(2-HiTpoBIHIN)-6-6pom-1H-iHgon; T.nn. 210°C,
3 posknagoM. AHaniz ans CioHyBr*Or: o64yucneHo:
C, 44,97; H, 2,64; N, 10,49; sctaHoBneHo: C, 44,62;
H, 2,70; N, 10,49.

j) 3-(2-HiTpoBiHin)-7-gpTop-1H-iHgon; T.Nn. 176-
180°C. MS (ACPIl): m/e 207,1 (M+1). Anani3 gns
C10H7FN,0;: obuucneHo: C, 58,26; H, 3,42; N, 13,59;
BcTaHoBneHo: C, 58,01; H, 3,31; N, 13,26.

Mpuknag 26

3-(2-HiTpoeTun)-5-uiaH-1H-ingon

Hopatn 6oporigpug Hatpito (25,65r, 678Mmonb)
0O OXOrOOXXEHOro Ha nboAsHin 6aHi posunHy 3-(2-
HITPOBIHIN)-5-yiaHo-1H-iHgony (12,68r, 59,5Mmonb) y
cymiwi (1:1) MeOH/gumetundopmamigy (600mn).
Yepes 1,5rog popatu poseon (600mn), nicrns yoro
posectn pH oo npubnusHo 7 3a gonomoroto 5N pos-
ynHy HCI. Bunaputu nig 3HWKEHUM TUCKOM Ansi BU-
AaneHHs MeTaHony, nicnga 4Yoro ekcTparyBaTu AUXIo-
pmeTtaHoM. O6'egHaTy OpraHivHi eKCTpakTh, NPOMUTH
po3sconom, BucywmnTn (NaSO4), nicnsa 4oro Bunaputn
3 ogepXaHHAM 3anuwiKky. XpomaTtorpadysaTu 3anu-
LIOK Ha cunikaresi 3 enolBaHHAM ONXIIOPMETAHOM 3
OfepXXaHHAM, Nicns BUNaploBaHHSA, LiNbOBOI CNONYKN
y Burnsagi 6e3bapsHux npuam: T.nn. 132-136°C. MS
(ACPI): m/e 215,0 (M+1). Ananiz gnsa Ci1HoN3Og:
obuucneHo: C, 61,39; H, 4,22; N, 19,52; BctaHoBne-
Ho: C, 61,09; H, 4,10; N, 19,16.

3a cnocobom [lpuknagy 26 ogepanu Taki cno-
nyku: a) 3-(2-HiTpoetun)-7-uiaH-1H-ingon; 1H AMP
(300Ml'u, DMSO-ds) 3,39 (t, 2H, J=6,9I'y), 4,87 (t,
2H, J=7,0ly), 7,17 (t, 1H, J=7,4T"y), 7,38 (m, 1H),
7,63 (d, 1H, J=7,4T'u), 7,99 (d, 1H, J=7,9I"y), 11,96
(br, 1H). Mac-cnekTpomeTpisi 3 eneKTpopo3nuNoBaH-
HAM, m/e: 214,1 (M-1).

Mpuknag 27

5-uiaHoTpunTamiH

Hopatn umHkoBun nun (16,22r, 248,1mMmonb) Yo-
Tmpma nopuisgmu ao 2N posymHy HCI (300,0mn). Kpa-
nnsi 3a kpannetw goaatun 3-(2-Hitpoetun)-5-uiaHo-1H-
iHoon (2,25r, 10,5Mmonb) y BUrNsai po3vnHy y meta-
Honi (300,0mn). Harpitn go kuniHHS. Yepes 2,5ron
OXONoAWMTU A0 TeMnepaTypu HaBKOMULIHLOIO cepe-
posuwa, gosectm pH go 11 i3 3actocyBaHHaAM 5N
posymHy NaOH, npoginbTpyBaTv Yepes wap uenity,
NPOMUTK BOAOIO, MICMSI YOro ekcTparysaTtn ineTpar
anxnopmeTtaHoM. O6'egHaTU OpraHiyHi  eKcTpakTw,
npomutn po3scoriom, BucylwmTtn (NaSO4), nicnsa yoro
BUMaApUTU 3 OAEpXaHHAM LiNbOBOI CMOMyKW: T.MM.
102-105°C, MS (ACPI): m/e 186,1 (M+1). AHani3 ana
C11H11N3: obuucneHo: C, 71,33; H, 5,99; N, 22,69;
BcTtaHoBneHo: C, 71,03; H, 5,91; N, 22,64.

3a cnocobom lMpuknagy 27 ogepxanu Taki cno-
nykn: a) 3-(2-amiHoeTtun)-7-uiaH-1H-ingon; H AMP
(300Ml'y, DMSO-ds) 2,76-2,82 (m, 4H), 7,15 (t, 1H,
J=7,6l"u), 7,31 (s, 1H), 7,58 (d, 1H, J=7,4I'y), 7,91-
7,94 (m, 1H), 11,80 (br, 1H); mac-cnekTpomeTpis 3
enekTpopo3nunioBaHHam, m/e: 186,1 (M+1), 1841
(m-1).

3a cnocobom lMpwuknagy 27 ogepxanu Taki cno-
nyku: a) 6-6pomtpuntamin; T.nn. 114-116°C. Anani3
ana CioH11BrN2: obumcnero: C, 50,23; H, 4,64; N,
11,72; BctaHoBneHo: C, 49,96; H, 4,49; N, 11,47.

Mpuknag 28
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N-TpeT-6yTOoKCMKapOoHin-2-(5-uian-1H-iHgon-3-
in)eTunamix

3miwaTtu gu-TpeT-6yTunankapboHaT Ta po3uymH 5-
uiaHotpuntaminy (1,33r, 7,15mMmonb) i 2N posuunH
NaOH (4,2mn) y TeTtparigpodypaHi (60mn). Yepes
3roa npu TemnepaTypi HaBKONULWIHLOTO cepeaoBuLLa
BMNApUTV 3 OdEpPXKaHHAM 3anuwky. Po3uynHuth 3a-
NUWOK y BOAi Ta eKcTparyBatu OUXIIOPMETaHOM.
O6'eqHaTtn opraHiyHi eKCTPaKkTM, NPOMUTK PO3COIIOM,
Bucywntn (Na;SO4) Ta BUNapuTu 3 ofepXXaHHAM 3a-
nuwky. XpomaTorpadysaTu 3anuLloK Ha cunikareni 3
€rioBaHHAM CyMILULLIKD AnXropMmeTaHy/2K posynHy
NH3 (mMeTaHon) (97/3) 3 ogep>aHHAM LinboBoi Crnony-
kv: T.nn. 129-132°C. MS (ACPI): m/e 286,2 (M+1).
Ananiz gna CigHigN3O2: obuucneHo: C, 67,35; H,
6,71; N, 14,73; BctaHoBneHo: C, 67,16; H, 6,68; N,
14,46.

3a cnocobom lMpuknagy 28 ogepxanu Taki cno-
nykn: a)  N-TpeT-6yTOKcukapboHin-2-(6-uiaH-1H-
iHgon-3-in)eTunamix.

Mpuknag 29

N-TpeT-6yToKcukapboHin-2-(5-amigo-1H-iHgon-3-
in)eTunamix

3wmiwartun Boay (64,0mn) Ta NaOH (8,53r) i oxo-
noauTn Oo temnepatypu npubnmaHo 5°C Ha nboasHin
6aHi. [Jogatn po3uuH N-TpeT-GyTokcMkapboHin-2-(5-
uiaHo-1H-ingon-3-in)etunaminy (1,85r, 6,50mMmonb) y
etaHoni (128,0mn), nicnst Yoro gogaTn 4O OXONOMXe-
Horo po3unHy. Kpanns 3a kpanneto gogatn 30% pos-
4YnH nepokcuay (6,4mn) 3 ogHOYacHUM MNiATPUMYBaH-
HAM TemnepaTypu Ha piBHi Hmwk4e 5°C. Yepes 30xB
HarpiTy 4o TemnepaTypu HaBKOIMULLHBOIO CEpefoBU-
wa. Yepes 22rof po3knacTv HaaNULIOK nepokcuay
wnaxom gopaHHa 20% posunHy GicynbdiTy HaTpito
(45,0mn) 3 nepemiwyBaHHAM. Yepe3 30x8 Bunaputu
nig 3HWKEHUM TUCKOM Ans BWAANEeHHs eTaHony Ta
eKkcTparyBat ogepXaHun BOAHWWA PO3YUMH eTunave-
Tatom. OG6'egHaT OpraHiYHi  eKcTpakTu, npoMUTK
po3sconom, BucywmnTn (NaS0O4), nicnsa Yoro Bunaputn
3 oflepXXaHHaM 3anuLiKy. Xpomartorpadysatu 3anu-
LIOK Ha cunikareni 3 enioloBaHHAM CYMILILLIKO AUXITO-
pmeTaHy/2M posunHy NHs (MeTaHon) (96/4)) 3 onep-
XaHHAM, Micns  BMNaploBaHHSA, LUiNbOBOI  CMOMYKK:
1.nn. 65-68°C. MS (ACPI): m/e 304,2 (M+1). Axanis
ana CqieH21N3O3: obuncneno: C, 63,35; H, 6,98; N,
13,85; BcTtaHosneHo: C, 63,26; H, 6,99; N, 13,71.

3a cnocobom lNpuknagy 28 ogepxanu Taki cno-
nyKu:

a) N-TpeT-6yTokcmkapboHin-2-(6-amigo-1H-iHgon-
3-in)etunamin: MS (ACPI): m/e 302,3 (M-1).

Mpuknag 30

5-amigoTpuntamin

PosunHutn  N-Tpet-6yTokcmkapboHin-2-(5-amigo-
1H-ingon-3-in)etunamix (1,83r, 6,04mmonb) y aiokca-
Hi (25,0mn). Kpannsa 3a kpanneto gogatv 4M posuumH
HCI y piokcaHi (7,5mn). Yepes 18rog BiadinsTpyBaTtn
TBEPAY PEYOBUHY i MPOMUTU AieTUNOoBUM edipoMm 3
OAepXXaHHAM, NIiCNs BUCYLIYBaHHS, LiNbOBOI CMOMNYKN
y Burnagi rigpoxnopuay: T1.nn. 192-195°C. MS
(ACPI): m/e 202,0 (M+1).

3a cnocobom lMpuknagy 30 ogepxanu Taki cno-
nykn: a) 6-amigotpuntamiH: T.nn. 169-173°C. MS
(ACPI): m/e 204,1 (M+1).

Mpuknag 32

5-(4-cpTopdeHin)Tpuntamin
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3miwatu LiAlH, (2,66r, 70,17mmonb) Ta 6e3Boa-
HWIA TeTparigpodypaH (70,0mn) i oxonoguTh cycnex-
3il0 Ha NboasHii OaHi. Kpannsa 3a kpanneto gopatu
po34nH  5-(4-dbTopdheHin)-3-(2-HiTposiHin)-1H-iHgony
(3,30r, 11,69mmonb) y cyxomy TeTparigpodypaHi
(30,0mn1). HarpiBatn 3i 3BOPOTHUM XONOAWUIBHUKOM.
Yepes 1rog oxonoguTtn 0O TemnepaTypu HaBKOMULL-
HbOrO cepepoBuwa i nepemiwysaTtn. Yepes 15rog
LWBMAKO MPUMMHATL peakuilo JOAAHHSIM XONoOHOro
HacuyeHoro po3ynHy NaSO4 (100mn/monb), i nepe-
MillyBaTK Npu TemnepaTypi HaBKOMNULIHLOIO cepeno-
BuLa. Yepes 1rog npodineTpysatn. Npomutn ocag
TeTparigpodypaHom, Ta BMNaputu inbTpaT 3 ogep-
XaHHAM 3anuuky. XpomarorpadyBaT 3anuwiok Ha
cunikareni 3 enioBaHHSAM CYMILLLIIO AUXJIopMeTa-
Hy/2N po3unHy NHs (metaHon) (80/20)) 3 opepxaH-
HSM LinboBOiI crnonykn. Ogepxatu XIopUCTOBOOHEBY
cinb y gietunosomy edipi: T.nn. >250°C. MS (ACPI):
m/e 255.0 (M+1). AHani3 ans C16H16CIFN2: obuncne-
Ho: C, 66,09; H, 5,55; N, 9,63; BcraHosneHo: C,
65,78; H, 5,48; N, 9,58.

3a cnocobom lMpuknagy 32 ogepxanu Taki cno-
NYKN:

a) 5-deHinTpunTtamiv; T.NN. 244-246°C. MS
(ACPI): m/e 237,1 (M+1). Ananiz gna CisH17CINg:
obuncneHo: C, 70,45; H, 6,28; N, 10,27; BcTaHoBIe-
Ho: C, 70,75; H, 6,33; N, 10,27, (B1aineHo sk rigpox-
nopug);

b) 6-metunTtpuntamiv; T.Nn. 139-141°C. MS
(ACPI): m/e 175,0 (M+1). AHani3 gns Ci1H14N2: 06-
yncneHo: C, 75,82; H, 8,10; N, 16,08; BctaHOBMEHO:
C, 76,05; H, 8,26; N, 16,12.

¢) 6-tpucbtopmeTokcTpuntamid; MS (ACPI): m/e
245,0 (M+1). AHania gnsa CiiH11F3N2O: obumcneHo:
C, 54,10; H, 4,54; N, 11,47; BctaHoBneHo: C, 53,92;
H, 4,50; N, 11,06.

d) 7-cptoptpuntamiv; MS (ACPI): m/e 179,0
(M+1). Ananiz gna CioH11FN2: obumcneHo: C, 67,40;
H, 6,22; N, 15,72; BctaHoBneHo: C, 67,06; H, 6,11; N,
15,48.

Mpuknag 33

6-eTokcukapboHin-1H-iHgon

3miwatn  6-kapbokcu-1H-iHgon Ta  eTaHon
(110mn) i oxonoamntn oo Temnepatypu 5°C. Kpanns
3a Kkpannew fogatM KoHueHTpoBaHy H>SO, (96%,
11,08mn1) 3 ogHOYaCHUM NIATPMMaHHAM TemnepaTypu
Ha piBHi Hwk4e 10°C. HarpiBatu 3i 3BOpPOTHUM XOno-
aunbHukoM. Yepes 4rog oxonoauTtn Ta BUNUTU OO
cymiwi nboay/Boaun, posectn pH go npubnusHo 9 Ta
ekcTparyBatn etunauetatom. OG6'egHaTn opraHiyHi
eKCTpakT1, NnpoMuTn poscornoM, Bucywntn (Na;SOa),
nicns 4Yoro KOHUEHTPYBATW 3 OOEPKAHHSAM 3aruLlKy.
XpomatorpadpyBaTti 3anuLLIOK Ha cumikareni 3 enoto-
BaHHAM XIOpOodOpMOM 3 OAepXaHHAM, Micns Buna-
PIOBaHHSA, LUiNboOBOI cnonyku: T.nn. 72-75°C. MS
(ACPI): m/e 189,9 (M+1).

Mpuknag 34

3-(2-HiTpoBiHiN)-6-eTOKCUKAPOOHIN-1H-iHaON

3miwatn 1-gumeTunamiHo-2-HitpoetuneH (1,93r,
16,58mmonb) Ta TpudTopouToBy kucnoty (10,0mn) i
nepemilyBatm OO  pO34uHeHHs. [Hogatm  6-
eTokcukapboHin-1H-ingon (3,14r, 16,58mmonsb), i
nepemillyBatu npu TemnepaTypi HaBKONULIHLOTO
cepepoBuwa. Yepes 1rog BUNUTU peakuiHy Cymill
40 cyMiwi neoay/Boan, ekcTparysaT eTunauetaTom,
nicns 4oro BMNapuTK 3 ogepXXaHHsaM 3anuLuky. Mepe-
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MiLIaTN 3anuLLIOK y TENIoMy eTaHori, OXonoauTn Ao
TemnepaTypu HaBKONWLUHLOIO CepefoBuLa, MNOTIM
BigdiNnbTpyBaTV Ta BUCYLUNTU 3 OAEPXKaHHSAM Linbo-
BOI CMOMyKN y BUrMs4j NMOPOLLKY TEMHO-)KOBTOMO KO-
neopy: 1.nn. 241°C. MS (ACPI): m/e 261,1 (M+1).
Ananiz gna Ci3Hi12N2O4: obumcneno: C, 60,00; H,
4,65; N, 10,76; BctaHoBneHo: C, 59,99; H, 4,63; N,
10,59.

Mpuknag 35

3-(2-HiTpoeTun)-6-eTokcmkapboHin-1H-iHgon

3miwatn  3-(2-HiTpoBiHIN)-6-eToKCUKAPOOHIn-1H-
iHgon (4,0r, 15,37mmonb) Ta NaBHs (726,7wr,
19,21mmonb) y  100mn  cymiwi TeTparigpodypa-
Hy/meTaHony (9:1) i nepemiwyBaT Npu Temneparypi
HaBKONULLHBOrO cepepoBula. Yepes 1,5ron KOHLUEH-
TpyBaTU 3 OAepXaHHsaM 3anuwiky. Posnoginutn 3a-
NVLWOK MK pO3CONOM Ta eTurnaueTaTtom, NpoMUTH
posconom, ob'egHaT oOpraHiyHi Lwapu, BUCYLUWUTU
(NazS0g4), noTim BUNapUTN 3 OJepXKaHHSAM LinboBOI
CMOMNyKN y BUrNsiAi NOPOLLKY XOBTOrO KOMbOpPY: T.M.
124-127°C. MS (ACPI): m/e 263,0 (M+1). AHani3 ana
Ci13H14N204: obumncneHo: C, 59,54; H, 5,38; N, 10,68;
BcTaHoBneHo: C, 59,40; H, 5,36; N, 10,53.

3a cnocobom lMpuknagy 35 ogepxanu Taki cno-
nyKK:

a) 3-(2-HiTpoeTun)-6-uiaH-1H-iHoon: m/e 214,1
(M-1). Ananiz gnst C11HgNsO2: o6umcnero: C, 61,39;
H, 4,22; N, 19,52; BctaHoBneHo: C, 61,05; H, 4,09; N,
19,19.

b) 3-(2-HiTpoeTun)-6-6pom-1H-iHgon;

¢) 3-(2-HiTpoeTnn)-6-meTaHcynbdoHIN-1H-iHgon;
T.nn. 162-164°C. MS (ACPI): m/e 269,1 (M+1).

d) 3-(2-HiTpoeTnn)-6-6eH3oncynbdoHin-1H-iHgon
(BuHATOK: Byno BukopuctaHo 75mn THF).

Mpuknag 36

6-eTOKCUKapOOHINTpUNTaMiH

3miwatn PO (440mr) Ta  po3uuH  3-(2-
HiTpOeTWn)-6-eToKcnkapboHin-1H-iHgony (3,55r,
13,54mmonb) y eTunauerari 21 00mn). lMpgporeHisysa-
v nig Tuckom 60cyHT/Aonm (410kMMa) Ta npy Tem-
nepaTypi HaBKONMULIHLOrO cepefosulia. Yepes 4rog
npodinbTpyBaTN Yepes wap LeniTy, i KOHUeHTpyBaTu
dinbTpaT 3 ogepXaHHAM 3anuliky. Xpomartorpady-
BaTW 3anuvLIOK Ha cunikareni 3 enoBaHHAM CyMilLl-
wio guxnopmeTtaHy/2N  posdunHy NHs (metaHon)
(85/15) 3 opepxaHHsIM MiCnsa BUMAPIOBAHHS LiNbOBOI
CMONyKN y BUMMSAAI MOPOLLKY He 30BCiM 6inoro konbo-
py: T.nn. 127-131°C. MS (ACPI): m/e 233,0 (M+1).
Ananis gna Ci3HigN.O»: obuucneHo: C, 67,22; H,
6,94; N, 12,06; BctaHoBneHo: C, 66,87; H, 6,86; N,
11,86.

3a cnocobom lMpuknagy 36 ogepxanu Taki cno-
nyKK:

a) 6-uiaHoTpunTamiH: T.Nn.  144-147°C. MS
(ACPI): m/e 186,0 (M+1). AHani3 ans Ci1H11N3: 06-
yucneHo: C, 71,33; H, 5,99; N, 22,69; BcTaHOBMNEHO:
C,71,10; H, 5,89; N, 22,38.

b) 6-metaHcynbdoHinTpunTamin: - T.Nn.  149-
153°C. MS (ACPI): m/e 239,17 (M+1). AnHani3z gns
C11H14N>05S: obumcneHo: C, 55,44; H, 5,92; N,
11,76; BctaHoBneHo: C, 55,12; H, 5,82; N, 11,97.

C) 6-6eH3oncynbdoHinTpunTamiy:  T.Nn.  169-
172°C. MS (ACPI): m/e 301,0 (M+1).

Mpuknag 38

6-TpudpTopmeTokcn-1H-ingon
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3miwartun 1-meTnn-4-TpucpTopMeToKCMBGEH30N
(5,44r, 30,87mmonb) Ta HSO4 (96%, 30,9mn). Oxo-
noauTn oo temnepatypu npnbnusHo 0°C. Kpanns 3a
Kpanneto nopatu anmnsayy HNO3 (2,06r,
32,72mMonb) 3 OAHOYACHUM MNIATPUMYBaHHAM TeM-
nepatypu Ha piBHi Hmx4e 10°C. lNicna 3aBepLueHHSA
OOOaHHA HarpiTm go TemnepaTypu HaBKOJIULIHBOIO
cepeposuLLa. Yepes 2,5roq BUnNuTK ogepkaHy Cymill
y CyMill nboay/Boam, ekcTparyBatv OUXIIOPMETaHOM.
O6'egHaTy opraHiYHi ekcTpakTh, NPOMUTX PO3COSIOM,
Bucywntn (NapSO4), micnst 4oro KOHUEHTpyBaTu 3
ofepXaHHAM 3anuwKy. XpomartorpadysaTu 3anuLLoK
Ha cunikareni 3 enolBaHHAM CYMILLLIIO rekca-
Hy/eTunaueTtaty (75/25) 3 ogepXaHHAM nicns Buna-

proBaHHA 1-meTun-2-HiTpo-4-
Tpudptopmetokenbensony:  MS (ACPI): m/e 220,1
(M-1).

3miwartu 1-MeTnn-2-HiTpo-4-
TpudtopmeTokcnbenson (3,73r, 16,86mmonsk), nipo-
nigvH (1,32r, 18,55mMmonb), N,N-
anmvetundopmamigammeTunauetanb (6,03r,

50,58mmonb) Ta cyxun gumetundopmamig (35mn).
Harpitn po TemnepaTypu npubnusHo 105°. Yepes
19rog BMaanuTu guMmeTundopmamia nig 3HKEHUM
TMUCKOM 3 Of€PXXaHHAM MaCNSHUCTOro 3arnuLuky. 3mi-
waTtu 3anuwoK Ta eTunaueTar, NnpoOMUTU PO3COSIOM,
Bucywntn (NapSO,4), micnst 4oro KOHUEHTpyBaTu 3

ofepXaHHAM N,N-aumeTun-2-(2-HiTpo-4-
TpudTopMeTOKCUdEHIN)BIHINAMIHY.
3miwartm N,N-gumeTtun-2-(2-Hitpo-4-

TP TOPMETOKCUGEHIN )BIHINAMIH

(4,64r, 16,8MmMonb) Ta Hikenb Perea® (900mr) y
etaHoni (100mn). TigporeHidyBatn nig  TUCKOM
60cpyHT/atoitm? (410kMMa) Ta Npu TemnepaTypi HaBKo-
nMWHbLOro cepeposuwia. Yepes 18rog npodinbTpy-
BaTW Yyepes wWap UeniTy, KOHUeHTpyBaTn inbTpaTt 3
OofepXaHHAM 3anuLLKy i XxpomaTtorpadyBaTtu Ha cuni-
Kareni 3 enBaHHAM CyMiLLLLIKO rekca-
Hy/eTunaueTtaty (30/70) 3 ogepxaHHAM nicna Buna-
pIOBaHHA LiNbOBOI CMNOMYKN Yy BUIMAAi MOPOLUKY He
30BciM Ginoro koneopy: T.nn. 59°C. MS (ACPI): m/e
200,0 (M-1).

Mpuknag 39

2-theHindeHeTnnamiH

3miwatn  2-deHindeHinaueToHiTpun (4,69r,
24,26mmonb) Ta aietunosun edpip (10mn) i kpanns 3a
Kpannet gogatn Ao oxonomxkeHoro (-10°C) posunHy
LiAIHs (2,76r, 72,81mmonb) y AgietunoBomy edipi
(100mn). Harpitv oo Temnepatypu HaBKONMULIHLOTO
cepepoBua. Yepes 2roa WBMOKO MPUMUHUATUA peak-
Lilo [OoOAHHAM XOMIOAHOr0 HAaCUYEHOrO PO34YMHY Cy-
nbegpaty Hatpito (100mn/monk). Ocap BigdinbTpyBa-
M, ogepxaHun inbtpaTt Bucywntn (NaxSO.),
npoginbTpyBaTN | KOHUEHTPYBaTM 3 OAEPKaHHSAM
3anuwky. XpomartorpadpyBaTu 3anuvLIoK Ha cunikareni
3 enIOBaHHAM CyMILLLLIIO AnxnopmMeTaHy/2N po3ynHy
NHj3 (meTaHon) (95/5) 3 ogepXaHHSAM LinbOBOiI crony-
KM y BUMSAAi Macna >xoBToro kombopy. Opepxatwu
XNOPUCTOBOAHEBY Cinb y AieTunosomy edipi: T.nn.
197-199°C. MS (ACPI): m/e 198,1 (M+1). AHani3 gns
C14H16CIN: o6umncneHo: C, 71,94; H, 6,90; N, 5,99;
BcTaHoBneHo: C, 72,15; H, 6,84; N, 6,09.

Mpuknag 40

7-xnop-1H-iHaon

3a cnocobom J. Med. Chem. (1990, 33, 2777),
Kpanng 3a Kpannew [oAaTM PO3YUH 2-XropaHiniHy
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(5,8r, 45,45mmonb) y 6e3BogHoMy Tonyoni (80mn) ao
xonogHoro 1M posunHy BCls (50mn) y AvxnopmeTaHi.
Micna 3aBeplUeHHA [oAaHHs, MepemilwyBaTu peak-
LinHy cymiw npu Temnepatypi 0°C Bnpogosx 10xBs.
Yepes 10xB npu temnepatypi 0°C, 5 piBHUMK nopui-
AMM  BNpOAOBX 45xB popatn  XropaueToHIiTpun
(13,72r, 11,53mn, 181,8mMmonb, 4€ekB.) Ta TpUXNopua
antominito (6,67r, 50mmonb, 1,1ekB.), micns 4Yoro Ha-
rpiBati 3i 3BOPOTHUM xonoausbHUKkom (65°C). Yepes
6rog oxonogutn A0 KiMHaTHOI Temnepatypu. Yepes
16roq 0XonoaMTU peakuinHy CyMmill Ha NboasaHi GaHi,
popaty 2N posdmH HCI (61,4mn), nicns Yoro Harpitu
peakuiiHy cymil o kuniHHA. Yepes 45xB oxonoantu
Ha nbogsaHin baHi, HewTpanidyBatn kucnoty 2N pos-
ynHom NaOH i3 nigTpumMyBaHHSAM TemnepaTtypu peak-
LiMHOI cymiwi Ha piBHi Hwk4e 15°C, gokn piBeHb pH
He pocsirHe npubnumaHo 5. MNMepeHecTn peakuiniHy cy-
Mill 4O AINUABHOI NiMKKW | BUOANUTU OpraHivyHMi wap.
EkcTparysatm  BOgHWWA  Wwap  OUXIIOPMETaHOM
(2x200mn). O6G'egHaTv oOpraHivHi Wwapu, BUCYLUWATU
Hag MgSO,, npodinbTpyBaTh | BUAANUTA PO3UYUHHKK
in vacuo 3 ogepxaHHaM 1-(2-amiHO-3-xnopdeHin)-2-
XINOpEeTaHoHY, SKWM MOXHa BUMKOpUcTOBYBaTM 6e3
000aTKOBOIO OUULLLEHHS.

Po3unnHntn 1-(2-amiHo-3-xnopdeHin)-2-
xnopetaHoH (7,0r, 34,30mmonb) B 10% BoaHOMY po3-
ynHi 1,4-piokcany (75mn). O6epexHo gonatn NaBH,
(2,6r, 68,6mMmonb, 2ekB.) y BArMAAI TBEpOOI peyoBu-
HW. Harpitn go kuniHHA. Yepes 4rog oxonoguTtu go
KiMHaTHOI TemnepaTypu, po3basuTu Bogoto (300mn)
Ta ekcTparysaTu amxnopmeTtaHom (2x200mn). O6'en-
HaTW opraHiyHi Wwapw, sucywmntn Hag MgSO,, npodi-
NbTPyBaTK Ta BUOANUTM PO3YMHHMK in vacuo 3 ogep-
XaHHAM y konbi mMacna CBiTNO-6pyHATHOrO KOMbOPY.
Ounctntn macno 3acobamm BUCOKOE(EKTUBHOI pi-
OVHHOI xpoMaTorpadii (cunikarenesa pyxoma casa:
100% rekcaH:50% po3umH EtOAcC y rekcaHi BnpoaoBx
50xB) 3 opepXaHHAM UinNbOBOI CMOMykn y BUrNSAi
Macna 6pyHaTHOro Konbopy: 'H amP (300Mrlu, de-
DMSO-ds): 5,16 (m, 1H), 5,39 (d, 1H), 5,70 (bs, 1H),
6,59 (t, 1H), 7,09 (m, 2H); MS (ES+) (mac-
CMEKTPOMETPIS 3 MPY>XHUM PO3CitoBaHHAM): m/z 154,
152 (M+H)".

3a cnocobom lMpuknagy 40 opepxanu Taki cno-
NyKK:

a) 5-6pom-7-etun-1H-iHgon: 1H AMP (300MIy,
de-DMSO-de): 1,25 (t, 3H), 2,85 (m, 2H), 6,41 (m, 1H),
7,02 (M, 1H), 7,36 (m, 1H), 7,55 (m, 1H), 11,28 (bs,
1H); MS(ES+): m/z 224, 226 (M+H)"; awanis ans
Ci10H10BrN: obuucneno; C, 53,60; H, 4,50; N, 6,25;
BcTtaHoBneHo; C, 53,50; H, 4,34; N, 6,22.

Mpuknag 42

6-TpucptopmeTmn-1H-ingon

3miwaTtun 2-6pom-5-TpudpTopmeTundeHinamiH
(27,06r, 112,74mmonb) Ta 200mMn nipuguHy. Oxoro-
ONTY Ha nbofasHin 6aHi Ta gogatn eTunxnopodopmi-
at (18,35r, 169,11mn, 1,5eks.). llicna 3akiH4eHHA
AOAaHHA BUTPUMATU peakuinHy Cymill i3 NoBiNbHUM
HarpiBaHHsSM [0 KiMHATHOI Temnepatypu. Yepes
18rog BuMapuTh in vacuo 3 ogepXaHHAM 3anuLuky.
Po3umHnT 3anuwok y cymiwi Et,O/Boaa i nepeHecTtu
00 AinunbHoT ninku. BigokpemuTu wapw, ekctparysa-
Tn BoaHui wap Et,O (2x300Mmn), 06'eaHaTh opraHiyvHi
wapw, sucywmntn Hag MgSO,, npodinsTpyBatM Ta
BUMapUTK in vacuo 3 odepxaHHsM eTunoBoro edipy
N-(2-6pom-5-TpudptopmeTndeHin)kapbamiHoBoi
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KMCMOTW, SIKA MOXEe BUKOPUCTOBYBaTuUChb 6e3 gopar-
KOBOIO OYMLLIEHHSI.

3a npouenypoto, onuc sikoi HaeegeHo y J. Org.
Chem. 1997, 62, 6507, amiwatu etunosun edip N-(2-
6pom-5-TpuchTopmeTUndeHin)kapbamiHoBOi  KMCNOTH
(34,33r, 110mmonb), Tpuetunamin (300mn), guxnop-
Bic(Tpndenindocain)nanagin (I1) (5,4r, 7,7mmonb) Ta
noamg migi (1) (1,47r, 7,7mmonb). Buganutn po3yuH
TEMHOro Konbopy, Agivi 3anoBHUTU Ny, nicns 4yoro 3
€HeprinHMM nepemMillyBaHHsM LUBUAKO Jogatu (Tpu-
meTtuncunin)auetuneH (16,21r, 165mmonb, 23,32mn).
Harpitn go Temnepatypu 80°C. Konu 3a gaHUMMn TOH-
KoLlapoBoro xpomarorpadyBaHHs Oyae nigTBepopke-
Ha BiOCYTHICTb BMUXiQHOrO MaTtepiany, joaaty Bogy Ta
Et,O, npodinbTpyBaT Yepes wap uenity i BunapuTu
GinbTpaT in vacuo 3 ofepXaHHAM 3anuwKky. Posba-
BMTW 3anu1LLOK BOJo0, ekcTtparyBatu Et,O, o6'egHatu
OpraHiyHi Wwapu i BMNApUTM 3 OAEPXKaHHAM Macna
TemMHo-bpyHaTHoro konbopy. AGcopbyBatu macno
cunikarenem i BHECTU 4O KOPOTKOI cunikarenesoi Ko-
NoHku, ypisHoBaxeHoi 100% rekcaHoMm. [lpomutun
100% rekcaHom (2n) i entotoBatn NpoaykT 1% po3uun-
Hom EtOAc y rekcani. O6'egHaTn cbpakuii, Wo MiCTsaTb
NPOAYKT i BUAANUTM PO3YMHHMK iN Vacuo 3 ogepaH-
HAM 5-TpudptopmeTnn-2-
TpuMeTUncunaHineTuHingeHinamiHy y surnagi macna
YepBOHOro/6pyHatHoro konbopy; MS (IS): m/z 330
(M+H)".

Ob6epexHo gogatn NaH (10,83r, 60% po3uuH y
macni, 270,8mmonb, 4ekB.) oo EtOH (200mn). Micnsa
OXOMNOMAXEHHs AofdaTn po3ynH S5-TpudTopmeTun-2-
TpUMeTUncunaHineTuHingeHinamiHy (22,3r,
67,7mmonb) y EtOH (400mn) 3 eHepriiium nepemi-
LwyBaHHsAM. Yepes 2roa HarpiBatu 3i 3BOPOTHUM XO-
nogunbHUKom. Yepes 4rog BunapuTu in vacuo ans
BuganeHHss EtOH, po36aButn ogepxaHun ocap BO-
poto i ekctparysatn Et,O. O6'egHaT oprarivHi wapw,
npomutn poscornom, sucywntn Hag MgSO., npodi-
NbTPYBATK | BUNAPUTU 3 OOEPXKAHHSAM Macna TEMHOro
konbopy. AGcopbyBaTn Macno cunikarenem i BHeCTH
0O KOPOTKOI cunikarenesoi komnoHku. Mpomutn 20%
posumHom EtOAc y rekcani. O6'egHaTn dhpakuii, wo
MICTATb NPOAYKT i BUAANUTU PO3YMHHUK 3 OfepXKaH-
HAM Macna TeMmHo-OpyHaTHoro komnbopy. [ligaatu
Macno JoAaTKOBOMY OYMLLEHHIO 3acobamu BUCOKOe-
heKTUBHOI pianHHOI XpomaTorpadii (KOnoHka 3 Aiok-
CMAOM KPEMHIl0) i3 3acToCcyBaHHAM rpagieHTa Big 1%
posuumHy Et,0 y rekcani go 15% posuuHy Et,0 y rek-
caHi. O6'egHaTn dpakuii, WO MICTATb NPOAYKT i BU-
[anuTN PO3YUHHUK 3 OfepXKaHHAM LiNbOBOI CMOMyK/
Y BUMMSAI TBEPAOi PEYOBMHN OPaHXEBOro KOMbOpYy:
H AMP (300Ml'y, de-DMSO-dg): 6,58 (m, 1H), 7,28
(m, 1H), 7,61 (t, 1H), 7,74 (m, 2H), 11,51 (bs, 1H);
MS(EI+): m/z 185 (M+).

3a cnocobom lNpuknagy 42 opepanu Taki cno-
nyku: a) 5-isonponin-1H-iHgon: MS(ES+): m/z 160
(M+H)"; (ES)-: m/z 158 (M-HY".

Mpuknag 44

6-pTop-5-meToken-1H-ingon

Po3unHntM ammnsyy asoTHy kucnoty (24mn) y
KOHUeHTpoBaHin H,SO4 y KpyrnodoHHin konbi. 3a
AOMNOMOrO MINETKW Kpannsa 3a Kpannew 3 eHeprin-
HUM nepemillyBaHHAM gogartm 3,4-
andtopbpombenson (20r, 104mmons). lNicns 3aBep-
LEeHHSA JodaHHsA nepeMillyBaTh peakuinHy cymill npu
KiMHaTHI TeMmnepaTypi BNPOAOBX 2rod, BUNUTU pea-
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KUiMHY CyMill Y CyMill BOAM 3 NbOJOM Ta eKkcTparysa-
™ Et,0 (2x250Mmn). 3ibpaty Ta ob6'egHaT opraHiyHi
wapw, Bucywmntn Hag MgSO4, npodinbTpyBaTy, i
BMOANUTM PO3YMHHUK 3 ofepXaHHsm 1-6pom-4,5-
OndTOp-2-HiTpOGEH30NY Yy BUrNSA4I Macna cBiTno-
YKOBTOrO KOMNbOpY.

Hopatn 1-6pom-4,5-andtop-2-HiTpobeHson (24r,
100MmoOnb) 4O pO34MHY MeTOoKcMay HaTpito (1,2ekB.) y
MeOH. Micnsa 3aBeplleHHs AoAaHHSA, nepeMillyBaTn
peakuiiHy CyMill Mpu KiMHaTHIN Temnepatypi Bhpo-
aoBx 2,5roa. Buganutu po3unHHKK in vacuo. posba-
BATU 3anvwioK Bogow i  ekctparyeatm Et,O
(2x250mn). OG'egHaTv oOpraHivHi Wwapu, BUCYLUWTU
Hag MgSO4, npoginbTpyBaTh | BUAANUTA PO3YNHHUK
in vacuo 3 ogepxaHHsaMm 1-6pom-4-dpTop-5-meToken-2-
HiTpoGeH30ny y BUrNs4i TBEPAOI PEYOBMHU XOBTOrO
konbopy: 'H SIMP (300Mru, CDCls): 3,99 (s, 3H),
726 (m, 1H), 7,83 (d, 1H); MS(FD+) (mac-
CMNEeKTpPOMETpist 3 MONbOBOK Aecopbuietn): miz 249,
251 (M+); ananis gna C;sHsBrFNOs: obuucneHo: C,
33,63; H, 2,02; N, 5,60; BctaHoBneHo: C, 33,79; H,
1,98; N, 5,62.

3miwaTtm 1-6pom-4-pTOp-5-MeTOoKCH-2-
HiTpoGeH3on (20,5r, 82mmone) Ta Pt Ha gepeBHOMy
Byrinni (cynedigoBaHy) y TeTparigpodypaHi (600Mng
Ta rigporeHidyBatu nig TuckoM 60dyHT/Aronm
(414kMa) Bnpogosx 4roa. MpodinbTpyBaTn peakuin-
HY CyMmill Yepes wWap uenity Ana BuAaaneHHs katani-
3aTtopa i BMAAnNUTM PO3YMHHUK 3 OOEPXKAHHAM 2-
O6pom-5-pTop-4-MeToKCiaHiniHy 'y Burnagi  TBepaoi
peyoBMHN BPYyHATHOrO KOMbOPY, fika MOXe BUKOPUC-
ToBYyBaTUCb 6€3 40AaTKOBOrO OYULLEHHS.

3a cnocobom lMpuknagy 42, i3 3aCToCyBaHHAM 2-
OpoM-5-pTOp-4-MeTOKCiaHiniHy, OAEPXYHTb €eTUNo-
BUIA eqgip N-(2-6pom-5-chTOp-4-
MeToKkcudeHin)kapbaMiHOBOT KACNOTW y BUIMSAi TBe-
pOoi  pevyoBMHW OBpyHATHOrO  KOMbOPY: 'H amp
(300MIu, CDCls): 1,33 (t, 3H), 3,85 (s, 3H), 4,23 (q,
2H), 7,09 (d, 1H), 7,97 (bd, 1H); MS(FD+): m/z 291,
293 (M+); etnnosun edip N-(5-cbTOp-4-mMeTOKCH-2-
TpUMeTUNCUNaHineTuHindeHin)kapbamiHoBoi  KMcno-
TM Yy BUMNAZI TBEpAOi PEYOBUHU XKOBTOFO KOSMbOpPY:
MS(ES+): m/z 310 (M+H)"; (ES-): m/z 308 (M-H); i
LinboBY CMOMyKy Yy BUMMA4i TBepAoi peyoBUHMU: H
AMP (300MI'u, CDCls): 3,93 (s, 3H), 6,48 (m, 1H),
7,15 (m, 3H), 8,11 (bs, 1H); MS(ES+): m/z 166
(M+H)"; (ES-): m/z 164 (M-H)’; anania ana CoHgFNO:
obuncneHo: C, 65,45; H, 4,88; N, 8,48; BcTaHOBMNEHO:
C, 65,17; H, 4,97; N, 8,70.

Mpuknapg 45

5,6-angpTop-1H-iHgon

3a cnocobom lNpuknagy 42 opepxytoTb 2-6pom-
4,5-AndTOpaHiniH; 3 AKOro OAepXylTb eTUrNoBun
edip N-(2-6pom-4,5-andTopdeHin)kapbamiHoBoi
KMCNOTY; 3 SIKOro oAepXylTb eTunosui edip N-(4,5-
andTop-2-TpuMeTUNCUNaHIneTUHIN-
deHin)kapbamMiHOBOi KMCMOTW; 3 SKOTO OAEPXKYITb
LiNbOBY CMOMyKy Y BUMMSAAi TBEPAOI PEYOBUHM OpaH-
xeBoro konbopy: "H SIMP (300Mru, dg-DMSO-ds):
6,43 (m, 1H), 7,38 (m, 2H), 7,50 (m, 1H), 11,25 (bs,
1H); MS(ES-): m/z 152 (M-H)". AHani3 ans CgHsF2N:
obuucneHo: C, 62,75; H, 3,29; N, 9,15; BcTaHOBNEHO:
C,62,41;H, 3,12; N, 8,98.

Mpuknag 46

5-TpudtopmeTtokeu-1H-ingon
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3a cnocobom Mpuknagy 42 i 3 BUKOPUCTAHHAM 2-
Opom-4-(TpTOPMETOKCH)aHiNiHY OOEPXYHTb €Tu-
noBuUN edip N-(2-6pom-4-
TpucTopMeToKcudeHin)kapbamiHOBOI  KUCNOTK: 'H
AMP (300MI'y, CDCl3): 1,34 (t, 3H), 4,25 (m, 2H),
7,19 (m, 1H), 7,41 (m, 1H), 8,20 (d, 1H); MS(ES-):
m/z 326, 328 (M-H)’; ananiz gna CioHoBrFsNOs3: 06-
yucneHo; C, 36,6096; H, 2,7650; N, 4,2692; BcTaHOB-
newHo; C, 36,50; H, 2,67; N, 3,97; 3 akoro ogepxytTb
€TUNnoBun edip N-(4-TpudTOopMeTOKCU-2-
TPUMETUNCUNAHINETUHINdEHIN)kapbamiHoBoi  KMcno-
TW; 3 SKOrO OOEPXYIOTb LifbOBY CMOMyKy Yy BUrMNsgi
mMacna XoBToro konsopy: MS(ES-): m/z 200 (M-H)".

Mpuknag 47

4-tpeHin-1H-ingon

3a cnocobom Kappepa (Carrera) ta lWennapaa
(Sheppard) y Synlett. 1994, 93-94, uinboBy cnomnyky
ooepxyloThb i3 4-6pomingony: H amp (300Mr'y, de-
DMSO-dg): 6,56 (m, 1H), 7,08 (m, 1H), 7,17 (m, 1H),
7,43 (m, 5H), 7,67 (m, 2H), 11,27 (bs, 1H); MS(ES+):
m/z 194 (M+H)"; (ES-): m/z 192 (M-H)".

Mpuknag 48

(2-HiTpO-5-TpMdTOPMETUNDEHIN)-aLETOHITPUIN

3a cnocobom Liebigs Ann. Chem. 1988, 203-208,
LinboBY CMOMYKYy OOEpPXYylTb i3 BUKOPUCTAHHAM 4-
HiTpoGeH3oTpudTOpPUAY (151, 78,49MMonb): MS(ES-):
m/z 229 (M-H)".

Mpuknag 49

5-tpuctopmeTun-1H-ingon

3a cnocobowm Liebigs Ann. Chem. 1988, 203-208,
LinboBY CMONyKy Y BUINSAi TBepAoi pedoBrHu Binoro
KONMbOpY OAEPXYHTb 3 BUKOPUCTAHHAM (2-HiTpO-5-
TpudTOpMETUNEHIN)aLETOHITPUIY: 'H AMP
(300MIy, de-DMSO-dg): 6,60 (m, 1H), 7,36 (m, 1H),
7,53 (m, 1H), 7,57 (m, 1H), 7,94 (m, 1H), 11,51 (bs,
1H); MS(ES-): m/z 184 (M-H)".

Mpuknag 50

3-cbopmin-4-meToken-1H-iHgon

3 eHeprinHMM nepemiwyBaHHAM A0 AMMETUrdOo-
pMamigy (skmii Oyrno OXONOMXEHO Ha NboAsHIN GaHi)
popaTn okcmxrnopug docgopy (1,1eks.). MNicna 3aBe-
pLIEHHSA [OAaHHS MepeMillyBaTU Ha NbOASHIN GaHi
BrnpoaoBx ~10xB, micns 4yoro 3 eHeprinHUM nepemi-
LyBaHHSAM AoAaTtu po3yunH 4-metokcu-1H-iHgony (5r)
y 6esBogHomy aumetundopmamigi. MNpogosxysaTtu
nepemiwyBaHHsa npu TemnepaTypi 0°C. Yepes 1rog
HarpiTM o KiMHaTHOI Temnepatypu. Yepes 16rog 3
€HeprinHM  nepemiwyBaHHAM obepexHo agopatv
4ekB. 2N po3umHy NaOH. Harpitn go Temnepatypu
npnbnmsHo 80°C, nicna 4voro oxomoguTwu. Bunutun
peakuiiHy CyMill y XOnogHy BOAY 3 eHeprinHuMm ne-
pemillyBaHHAM 3 OfepXaHHAM TBepAol PeYOBUHW.
BiadineTpyBatu TBEpOY PEYOBUHY i BUCYLLUUTK Y Ba-
KYYMHIiA nevi npu KiMHaTHIA TemnepaTypi 3 ogepxaH-
HSAM UinboBoi cnonyku. MNigknenutn dinbTpat i ekcrt-
parysatu EtOAc. OG'egHatu opraHivHi wapu i
npomutn 50% posconom. 3ibpatu opraHivyHuiA Lwap,
Bucywntn (MgSOQO,), npodpinbTpyBaTn i BUaanutu
PO3YMHHMK 3 OEPKAHHSAM LiNbOBOI CMOMNYKW y BUINs-
Ai TBepOoi peyoBMHWU CBITNO-NYypPNypOBOro KOnbopy.
3aranbHuii BUXiO UiNbOBOI CNOMykM OOpiBHIOE 5,44T:
MS (ES+): m/z 175 (M+H)", 160 (M-CHs)"; (ES-): m/z
174 (M-H).

3a cnocobom lMpuknagy 50 ogepxanu Taki cno-
nyKu:
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a) 3-gpopmin-6-meTokeun-1H-ingon, 'H ampP
(300MIu, de-DMSO): 3,79 (s, 3H); 6,85 (dd, 1H); 6,98
(m, 1H); 7,92 (d, 1H); 8,15 (s, 1H); 9,86 (s, 1H); 11,92
(bs, 1H); MS (ES+): m/z 176 (M+H)" ;(ES-): m/z 174
(M-H);

b) 3-cdopmin-7-meTtoken-1H-ingonm;

¢) 3-opmin-4-xnop-1H-iHgon;

d) 3-dpopmin-6-xnop-1H-iHgon, 'HampP (300MTIw,
de-DMSO-dg): 7,24 (dd, 1H), 7,56 (d, 1H), 8,06 (d,
1H), 8,33 (s, 1H), 9,93 (s, 1H), 12,21 (bs, 1H); MS
(ES+): m/z 182, 180 (M+H)"; (ES-): m/z 180, 178 (M-
H);

e) 3-popmin-7-xnop-1H-iHgon, 'H amP (300MIw,
de-DMSO): 7,23 (t, 1H), 7,35 (d, 1H), 8,05 (d, 1H),
8,38 (bs, 1H), 9,95 (s, 1H), 12,54 (bs, 1H); MS (ES+):
m/z 182, 180 (M+H)"; (ES-): m/z 180, 178 (M-H);

f) 3-opmin-4-cptop-1H-iHaon, *H AMP (300MTIw,
de-DMSO0): 7,01 (m, 1H), 7,24 (m, 1H), 7,36 (d, 1H),
8,30 (s, 1H), 10,03 (d, 1H), 12,48 (bs, 1H); MS (ES+):
m/z 164 (M+H)+; (ES-): m/z 162 (M-H);

9) 3-cbopmin-5-meToken-6-TpudptopmeTnn-1H-
ingon, 'H SAMP (300Mry, de-DMSO): 3,91 (s, 3H),
7,77 (dd, 1H), 7,95 (bs, 1H), 8,42 (s, 1H), 9,96 (s,
1H), 12,29 (bs, 1H); MS (ES+): m/z 244 (M+H)"; (ES-
): m/z 242 (M-H);

h)  3-dopmin-6-xnop-5-meTokcun-1H-iHaon, 'y
AMP (300MTI'y, de-DMSO): 3M88 (s, 3H), 7,58 (s,
1H), 7,71 (s, 1H), 8,26 (s, 1H), 9,91 (s, 1H), 12,08
(bs, 1H); MS (ES+): m/z 210, 212 (M+H)" ; (ES-): m/z
208, 210 (M-H)’;

i) 3-dopmin-4-xnop-5-metokcun-1H-ingon, 1H
AMP (300MI'y, de-DMSO): 3,89 (s, 3H), 7,13m (dd,
1H), 7,47 (dd, 1H), 8,23 (s, 1H), 10,5 (s, 1H), 12,39
(bs, 1H); MS (ES+): m/z 210, 212 (M+H)" (ES-): m/z
208, 210 (M-H);

j) 3-cbopmin-6-TpudptopmeTnn-1H-ingon, 'H ampP
(300Mlu, ds-DMSO): 7,52 (d, 1H), 8,27 (d, 1H), 8,51
(m, 1H), 9,99 (s, 1H), 12,47 (bs, 1H), MS(ES+): m/z
214 (M+H)"; (ES-): m/z 212 (M-H);

k) 3-chopmin-5-meToken-2-meTun-1H-iHgon, *H
(300MIu, de-DMSO): 2,65 (s, 3H), 3,76 (s, 3H), 6,78
(dd, 1H), 7,27 (d, 1H), 7,56 (m, 1H), 10,00 (s, 1H),
11,85 (bs, 1H); MS(ES+): m/z 190 (M+H)";(ES-): m/z
188 (M-H);

)  3-chopmin-6-dpTop-5-MeTokeu-1H-ivgon,  *H
AMP (300MIy, de-DMSO): 3,87 (s, 3H), 7,35 (d, 1H),
7,71 (d, 1H), 8,21 (s, 1H), 9,89 (s, 1H), 12,03 (bs, 1h);
MS(ES+): m/z 194 (M+H)"; (ES-): m/z 192 (M-H)’;

m) 3-copmin-5,6-gudTop-1H-iHgon, 'H ampP
(300MIu, de-DMSO): 7,56 (m, 1H), 7,92 (m, 1H), 8,36
(s, 1H), 9,92 (s, 1H), 12,25 (bs, 1H); MS(ES+): m/z
182 (M+H)" (ES-): m/z 180 (M-H);

n) 3-copmin-6-xnop-5-ptop-1H-iHaon, 'H AMP
(300Mry, ds-DMSO): 7,72 (d, 1H), 7,91 (d, 1H), 8,40
(s, 1H), 9,93 (s, 1H), 12,29 (bs, 1H); MS(ES+): m/z
198 (M+H)"; (ES-): m/z 196 (M-H)’;

0) 3-dopmin-5-TpucptopmeTokeu-1H-ingon, 'y
AMP (300Mly, ds-DMSO): 7,24 (m, 1H), 7,61 (m,
1H), 7,97 (bs, 1H), 8,42 (d, 1H), 9,95 (s, 1H), 12,35
(bs, 1H); MS(ES+): m/z 230 (M+H)"; (ES-): m/z 228
(M-H); ananiza gna CioHsF3NO2: ob6uucneHo; C,
52,4138; H, 2,6391; N, 6,1122; BctaHoBneHo; C,
52,70; H, 2,73; N, 6,13;

p) 3-cdopmin-4,6-audpTop-5-meTokcn-1H-ingon,
MS(ES+): 212 (M+H)"; (ES-): 210 (M-H);
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q) 3-dopmin-4-ceHin-1P-iHgon, 'H o oamp
(300MIu, de-DMSO): 7,07 (m, 1H), 7,30 (m, 1H), 7,46
(m, 6H), 7,53 (m, 1H), 8,20 (bs, 1H), 9,37 (s, 1H),
12,40 (bs, 1H), MS(ES+): m/z 222 (M+H)"; (ES-): m/z
220 (M-H)’;

1 3-coopmin-6-cpeHin-1H-ingon, H  AMP
(300Mlu, de-DMSO): 7,35 (m, 1H), 7,49 (m, 3H), 7,71
(m, 3H), 8,15 (m, 1H), 8,33 (d, 1H), 9,96 (s, 1H),
12,20 (bs, 1H), MS(El+): m/z 221 (M)";

s) 3-dopmin-5-isonponin-1H-iHgon, 'H oamp
(300MIy, de-DMSO): 1,24 (d, 6H), 2,99 (m, 1H), 7,15
(m, 1H), 7,41 (m, 1H), 7,94 (m, 1H), 8,22 (m, 1H),
9,90 (s, 1H), 12,02 (bs, 1H); MS(ES+): 188 (M+H)";
(ES-): m/z 186 (M-HY);

t) 3-popmin-4,6-andpTop-5-meTokcn-1-metun-1H-
iHgon: *H AMP (300MTu, CDCls): 3,81 (s, 3H), 4,02
(s, 3H), 6,92 (m, 1H), 7,77 (s, 1H), 10,14 (d, 1H);
MS(ES+): m/z 226 (M+H)"; i

u) 3-cpopmin-4,6-gudpTop-1-meTnn-1H-iHgon: 'H
AMP (300MTw, de-DMSO): 3,87 (s, 3H), 7,10 (m, 1H),
7,41 (m, 1H), 8,32 (s, 1H), 9,93 (d, 1H); MS(ES+):
196 (M+H)".

Mpuknag 51

3-(2-HiTpoBiHin)-4-meTokcu-1H-iHgon

3miati aueTat amoHilo (BUCyWweHU nicns ob-
pobKu TonyorioM Ta BuAaneHHs Tonyony in vacua) y
Burnsaai TBepgoi pedoBuHu (0,75ekB.), HiTpomeTaH
(20ekB.) Ta 4-metokcu-1H-iHpon-3-kapbanbgerig
(5,4r; 30,82mmonb). Harpitn go temnepatypu npmb-
nnsHo 65°C. lNicna Toro sk 3a AaHNMK TOHKOLLApPOBO-
ro xpomarvorpadyBaHHSA AinayTb BUCHOBKY MpPO Ha-
ONMXKeHHs  peakuii 0O  3aBeplUeHHsl, AodaTu
cunikarenb Ta BUMApWUTK in vacuo Ans BuOaneHHs
HiTpoMmeTaHy. [lepeHecTu cunikarenb i3 peakuinHol
CyMili 4O BEpXHbOI YaCTUHW KOPOTKOI cunikarenesoi
KOMOHKW | entotoBatn 25% pPO34YMHOM aLEeTOHY Y rek-
CcaHi 3 ogepXaHHsAM, MiCrs BMNAPKOBAaHHS, LinbOBOI
CMOMyKK, ka MOXe BUKOPUCTOBYBaTUCb HA HACTYMHIN
cTafii 6e3 404aTKOBOro O4YULLIEHHS.

3a cnocobom lMpuknagy 51 ogepxanu Taki cno-
nyKu:

a) 3-(2-HiTpoBiHin)-6-meToken-1H-iHgon;

b) 3-(2-HiTpoBIHIN)-7-meTokeun-1H-iHaon, 'H ampP
(300MIy; de-DMSO0): 3,95 (s, 3H), 5,02 (m, 1H), 6,86
(d, 1H), 7,17 (t, 1H), 7,50 (d, 1H), 8,38 (d, 1H), 12,40
(bs, 1H); MS (ES+): m/z 219 (M+H)+; (ES-): m/z 217
(M-H);

c) 3-(2-HiTpoBiHin)-4-xnop-1H-ingon, 'H AampP
(300MIu, de-DMSO): 5,08 (m, 1H), 7,24 (m, 2H), 7,51
(dd, 1H), 8,12 (d, 1H), 8,92 (d, 1H), 12,6 (bs, 1H);
MS(ES-): m/z 221, 223 (M-H);

d) 3-(2-HiTpoBiHin)-6-xnop-1H-iHgon, 'H amP
(300Mly, de-DMSO): 5,03 (m, 1H), 7,22 (dd, 1H),
7,58 (d, 1H), 8,03 (m, 2H), 8,38 (d, 1H), 12,23 (bs,
1H); MS (ES-): m/z 223, 221 (M-H);

e) 3-(2-HiTpoBiHin)-7-xnop-1H-iHgon, 'H AamP
(300MIy, de-DMSO): 7,23 (t, 1H), 7,36 (d, 1H), 7,97
(d, 1H), 8,06 (d, 1H), 8,33 (bs, 1H), 8,40 (d, 1H),
12,58 (bs, 1H); MS (ES+): m/z 225, 223 (M+H)"; (ES-
): m/z 223, 221 (M-H);

f) 3-(2-HiTpoBiHin)-4-cpTop-1H-ingon,

g) 3-(2-HiTpoBiHIN)-5-meToKCK-6-TpUdTOopMETUN-
1H-iHgon, MS (ES+): m/z 286 (M+); (ES-): m/z 285
(M-H);

h) 3-(2-HiTpoBiHin)-6-xnop-5-metokcu-1H-iHoon,
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i)  3-(2-HiTpoBiHiN)-4-xnop-5-meTokcn-1H-ingon,
'H AMP (300Mru, ds-DMSO): 3,88 (s, 3H), 5,03 (m,
2H), 7,13 (d, 1H), 7,46 (d, 1H), 8,08 (d, 1H), 12,42
(bs, 1H); MS(ES-): m/z 151, 153 (M-H)’;

)] 3-(2-HiTpoBiHin)-6-TpudpTopmeTnn-1H-iHgon,
MS(ES+): m/z 257 (M+H)"; (ES-): m/z 255 (M-H)’;

k) 3-(2-HiTpoBiHin)-5-meTOKCU-2-MeTUN-1H-iHgON,
'"H AMP (300Mrw, ds-DMSO): 2,58 (s, 3H), 3,84 (s,
3H), 6,82 (m, 1H), 7,28 (m, 2H), 7,89 (d, 1H), 8,29 (d,
1H), 12,14 (bs, 1H); MS(ES+): m/z 233 (M+H)"; (ES-):
m/z 231 (M-H);

I) 3-(2-HiTpOBIHIN)-6-pTOP-5-MeTokCH-1H-iHaOoN;

m) 3-(2-HiTpoBiHin)-5,6-andTop-1H-iHoon;

n) 3-(2-HiTpoBiHin)-6-xnop-5-dTop-1H-iHaon;

0) 3-(2-HiTpoBIiHIN)-5-TpndTOopMETOKCK-1H-iHOOM;

p)  3-(2-HiTpOBIHIN)-4,6-andTOp-5-MeTOKCU-1H-
ingorn;

q) 3-(2-HiTpoBiHin)-4-cbeHin-1H-iHgon;

r) 3-(2-HiTpoBiHin)-6-ceHin-1H-iHaon;

S) 3-(2-HiTpoBiHin)-5-isonponin-1H-iHaon;

t) 3-(2-HiTpoBiHin)-4,6-gndTop-5-MeToKCK-1-
meTtun-1H-iHpon: H amp (300Mlu, ds-DMSO): 3,82
(t, 3H), 3,92 (s, 3H), 7,53 (m, 1H), 7,84 (m, 1H), 8,30
(m, 2H); MS(ES+): m/z 269 (M+H)"; i

u) 3-(2-HiTpoBiHin)-4,6-gudTop-1-metnn-1H-
iHgon.

Mpuknag 52

4-meToKCMTpUNTamiH

3miwatu LiAlH, (6,78r; 178,74mmonb; 6ekB.) Ta
6esgogHun  TeTparigpodypaH. PosunHutn  3-(2-
HITPOBIHIN)-4-meTokcun-1H-iHgon (6,5r; 29,79mmonb) y
©6e3BogHOMY TeTpariapodypaHi i 3 eHepriiHum nepe-
MilLyBaHHSAM Kpanns 3a Kpannel 4oAaT 40 PO3YnHY
LiAlH4. lMicns 3aBeplueHHA A04aHHA HarpiBaTu 3i
3BOPOTHUM XOnoAunbHUKOM. Yepes 1rog oxonogunTu
[0 TemnepaTypy HaBKONULIHLOTO CepefoBuLla i ne-
pemiwartun. Yepes 16rog pizko 0X0noguTu HaOMLLOK
LiAIH; 3a onucom y J. Med. Chem. 1995, 38, 2050.
MpodinbTpyBaTM CYCMNEH3il0 CIPOro Konbopy 4vepes
wap uenity Ta npoMuTK Lenit etunauertaTom. Buna-
puTK inbTpaT iN vacuo 3 ofepXaHHAM 3asuLLKy.
XpomaTorpadyBaTth 3anuLLOK Ha curikareni 3 entoo-
BaHHAM 1n cymiwi CHCIl3/MeOH/NH4,OH (95:10:1),
notim 1n cymiwi CHCIls/MeOH/NH,OH (90:10:1), Ak
pyxomoi asun. O6'egHaTn dpakuii, Wo MICTATb Npo-
OYKT, | BUNApUTWN 3 OfEpXaHHAM LinbOoBOi CMONyKM y
BUMSAAI TBEpAOi PEYOBMHU XKOBTO-OpYyHaTHOro Ko-
nbopy: 'H amP (300Mrl'u, de-DMSO): 2,96 (t, 2H);
3,42 (t, 2H); 3,83 (s, 3H); 6,42 (dd, 1H); 6,93 (m, 3H);
10,7 (s, 1H); MS (ES+): m/z 191 (M+H)"; 174 (M-
NH.)"; 159 (M-OCHa3)"; (ES-): m/z 189 (M-H)".

3a cnocobom lMpuknagy 52 ogepxanu Taki cno-
nyKu:

a) 6-MEeTOKCUTPUNTaMIH, 'H amP (300Mrly; de-
DMSO): 2,86 (t, 2H); 3,42 (t, 2H); 3,75 (s, 3H); 6,62
(dd, 1H); 6,83 (m, 1H); 6,97 (bs, 1H); 7,37 (m, 1H);
10,55 (s, 1H); MS (ES+): m/z 191 (M+H)"; 174 (M-
NH2)"; (ES-): m/z 189 (MH);

b) 7-meTokcuTpmnTamiH, H amp (300Mrlu, de-
DMSO): 2,88 (t, 2H), 3,42 (t, 2H), 3,89 (s, 3H), 6,61
(d, 1H), 6,89 (t, 1H), 7,02 (m, 1H), 7,10 (d, 1H), 10,85
(bs, 1H); MS (ES+): m/z 191 (M+H)", 174 (M-NHy)";
(ES-): m/z 189 (M-H)’;

C) 4-xnopTpuntami, 'H amp (300Mly, ds-
DMSO): 3,11 (t, 2H), 3,44 (t, 2H), 6,99 (m, 2H), 7,22
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(m, 1H), 7,30 (d, 1H), 11,19 (bs, 1H); MS(ES+): m/z
178, 180 (M+H)"; (ES-): m/z 193 (M-H);

d) 6-xnopTpunTamiH, 'H amp (300MI'y, de-
DMSO): 2,89 (t, 2H), 3,42 (t, 2H), 6,96 (dd, 1H), 7,17
(bs, 1H), 7,35 (m, 1H), 7,52 (d, 1H), 10,91 (bs, 1H);
MS (ES+): m/z 197, 195 (M+H)", 180, 178 (M-NH,)";
(ES-): m/z 195, 193 (M-H)’;

€) 7-xnopTpunTamiH, 'H amp (300MT'y, de-
DMSO): 2,91 (t, 2H), 3,43 (t, 2H), 6,98 (t, 1H), 7,13
(d, 1H), 7,20 (bs, 1H), 7,51 (d, 1H), 11,15 (bs, 1H);
MS (ES+): m/z 197, 195 (M+H)", 180, 178 (M-NH2)";
(ES-): m/z 195, 193 (M-H);

f) 4-cpTopTpUNTaMiH,

g) 5-MeToKCU-6-TPNOTOPMETUNTPUNTAMIH,

h)  6-xnop-5-mMeTokcutpuntamiv, ‘H  SAMP
(300Mlu, de-DMSO): 2,89 (t, 2H), 3,42 (t, 2H), 3,84
(s, 3H), 7,12 (bs, 1H), 7,19 (s, 1H), 7,36 (s, 1H), 8,01
(bs, 1H); MS (ES+): m/z 225, 227 (M+H)", 208, 210
(M-NH.)"; (ES-): m/z 223, 225 (M-H);

i) 4-xrop-5-mMeTokcutpuntamiH, ‘H  SAMP
(300Mly, de-DMSO): 3,10 (t, 2H), 3,43 (t, 2H), 3,81
(s, 3H), 6,95 (d, 1H), 7,18 (m, 1H), 7,25 (dd, 1H),
10,93 (bs, 1H); MS(ES+): m/z 208, 210 (M-NH,)" (ES-
): m/z 223, 225 (M-H);

j) 6-TpUbTOPMETUNTPUNTAMIH,

k) 5-MeToKCU-2-MeTUNTpUNTaMmiH, 'H amp
(300MIy, de-DMSO): 2,28 (s, 3H), 2,80 (t, 2H), 3,31
(bt, 2H), 6,59 (dd, 1H), 6,88 (d, 1H), 7,09 (d, 1H);
MS(ES+): m/z 188 (M-NH)*(ES-): m/z 203 (M-H);

1) 6-¢pTop-5-MeTOKCUTPUNTAMIH;

m) 5,6-gudTopTpUNTaMIH;

n) 6-xnop-5-pTopTpUNTaMiH;

0) 5-TpNdPTOPMETOKCUTPUNTAMIH;

p) 4,6-aMdTOpP-5-METOKCUTPUNTaMIH;

q) 4-chbeHinTpuntamin;

r) 6-coeHinTpunTamiH;

S) 5-izonponinTpunTamiy;

t) 4,6-oudTop-5-MeToKCK-1-MeTUNTpUNTaMIH: H
AMP (300MIlu, CDCls): 3,0 (m, 4H), 3,67 (s, 3H),
3,98 (s, 3H), 6,85 (m, 2H); i

u) 4,6-gudTOop-5-METOKCU-1-METUNTPUNTAMIH: 'H
AMP (300MIu, de-DMSO): 2,92 (t, 2H), 3,39 (i, 2H),
3,69 (s, 3H), 6,75 (m, 1H), 7,13 (m, 2H); MS(ES+):
m/z 211; (M+H)" 194 (M-NH,)".

Mpuknag 53

Figpoxnopug 4-mMeTokCUTpUNTaMiHy

Po3unHntn 4-metokcutpuntami (1r, 5,26mmons)
B MeOH i pomatm NH.CI (0,97exB, 0,27r,
5,10mMmonb). Yepes 30xB BuMnapuTh in vacuo Ans
BuganeHHs MeOH 3 opepxaHHAM ryctoro macna
opaHxeBoro konbopy. Po3unHutn macno y MeOH, i
Kpanns 3a Kpannerw 3 eHeprinHuM nepemillyBaHHAM
popatn oo Et,O (200mMn) 3 ogepaHHAM KMenKoro
ocagy 6inoro konbopy. Nepemiwartn 3 HarpiBaHHAM 3
OLEepXXaHHAM LinbOBOI CMOMyKM Yy BUIMAAi TBepaoi
peyosuHu: *H AMP (ds-DMSO, 300Mrw): 3,06 (bs, 4
H); 3,86 (s, 3H); 6,46 (dd, 1H); 7,06-6,9 (m, 3H); 7,93
(bs, 1H); 10,9 (s, 1H); MS (ES+): m/z 191 (M+H)";
175 (M-CH3)"; 174 (M-NH,)"; (ES-): 189 (M-H)’; aHa-
ni3 ana Ci11HisCIN2O: obumcneHo: C, 58,2788; H,
6,6692; N, 12,3566; BctaHoBneHo C, 58,18; H, 6,73;
N, 12,15.

Mpuknag 54

ligpoxnopug 5,6-gudtopTpmuntamiHy

LlinboBy cnonyky ogepxytoTe 3a cnocobom [lMpu-
knagy 53: H ampP (300MT'y, de-DMSO): 2,97 (m,
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4H), 7,27 (m, 1H), 7,36 (m, 1H), 7,53 (m, 1H), 11,20
(bs, 1H); MS(ES+): m/z 197 (M+H)", 180 (M-NHp)";
(ES-): m/z 195 (M-H)".

Mpuknag 55

Figpoxnopug 4-deHinTpuntaminy

PosunH HCI (4,6mn 4M posunHy HCIl y 1,4-
[ioKcaHi) Kpannsa 3a Kpannew oAaTtu OO PO3YuMHY 4-
deHintpuntamivy  (3,33r, 14,09mmonb) y cymiwi
EtOAC/Et,O 3 ogepxaHHsM TBepaoi pevoBuHW. Bia-
inbTpyBaTV TBEPAY PEYOBMHY i BUCYLUUTU BNPOLOBX
HOYi Yy BaKyyMHi nedi npu KiMHaTHIN Temnepatypi 3
ofepXaHHAM LinboBOI Cnonykn y BUMSAi TBepaol
peyoBMHM He 30BCIM 6inoro Komnbopy: 'H amp
(300MIu, de-DMSO): 2,54 (m, 4H), 6,82 (m, 1H), 7,14
(t, 1H), 7,27 (m, 1H), 7,41 (m, 5H), 7,68 (bs, 2H),
11,28 (bs, 1H); MS(ES+): m/z 237 (M+H)*, 220 (M-
NH.)"; (ES-): m/z 235 (M-H)"; anania anst C1sH17CINy;
O6uncneHo; C, 70,4517; H, 6,2818; N, 10,2696;
BcTaHoBneHo; C, 70,26; H, 6,16; N, 10,20.

Mpuknag 56

Figpoxnopua 5-xnop-6-pTopTpUnTamiHy

LlinboBy crnonyky ogepxytoTb 3a cnocobom lMpu-
knagy 55: 'H AMP (300MIy, de-DMSO): 3,00 (m,
4H), 7,37 (m, 1H), 7,53 (d, 1H), 7,59 (d, 1H), 11,28
(bs, 1H); MS(ES+): m/z 213 (M+H)", 196, 198 (M-
NH.)"; (ES-): m/z 211, 213 (M-H)".

Mpuknag 57

Okcanat 4-xnopTpuntamiHy

Po3uuH waenesoi kucrnotn (1,32r, 1,3ekB.) y
MeOH popaTtn kpanns 3a kpannew 3 €eHepriiHM
nepeMilllyBaHHAM [0 PO34MHY 4-XNOPTPUNTaMiHy y
EtOAc (2,2r, 11,3mmons). lMicns 3aBepLueHHsA foaaH-
HS gopaTty Et,O 0O TOYKM NOMYTHIHHS | noMicTUTK OO
MOPO3UIbHOIT Kamepu 3 ofepXaHHAM TBepaoi pedo-
BUHW. BiadinbTpyBatn TBEpay peyoBMHY i NPOMUTK
npocTuMm edpipom. Bucywmntn y BakyyMHii nedi npu
KiIMHaTHI TemnepaTtypi 3 oAepXaHHAM LinboBOi Cno-
nykn y BUrMsAai TBepdoi peyoBMHU He 30BCiM Ginoro
konbopy: "H AMP (300Mr 4, ds-DMSO): 3,11 (m, 2H),
3,2 (m, 2H), 7,04 (m, 2H), 7,34 (m, 2H), 11,44 (bs,
1H); MS (ES+): m/z 195 (M+H)", 178 (M-NHy)"; (ES-):
m/z 193 (M-H); aHani3 ans Ci2H13CIN2O4: obuuncne-
Ho: C, 50,6263; H, 4,6026; N, 9,8396; BcTaHOBNEHO:
C, 50,56; H, 4,57; N, 9,66.

BukopucTosytoun metop MNpuknagy 57 ogepxanu
Taki Cronyku:

a) Okcanat 6-deHinTpuntaminy: 3,05 (m, 4H),
7,31 (m, 3H), 7,45 (i, 2H), 7,65 (m, 4H), 11,10 (bs,
1H), MS(ES+): m/z 237 (M+H)", 220 (M-NH,)"; (ES-):
m/z 235 (M-H);

b) Okcanat 4,6-andTop-5-METOKCUTPUNTaMIHY:
'H AMP (300Mru, de-DMSO): 3,04 (m, 4H), 3,85 (s,
3H), 7,10 (m, 1H), 7,22 (m, 1H), 11,29 (bs, 1H);
MS(ES+): m/z 227 (M+H)"; (ES-): m/z 225 (M-H);
aHani3 gna Ci13H14F2N20s: o64uncnero; C, 49,3718; H,
4,4620; N, 8,8576; BctaHoBneHo; C, 49,68; H, 4,57;
N, 8,60; i

c) Okcanat 5-isonponintpuntamivy: H SAMP
(300MIu, dg-DMSO): 1,25 (d, 6H), 3,01 (m, 4H), 6,99
(m, 1H), 7,17 (m, 1H), 7,27 (m, 1H), 7,36 (bs, 1H),
10,85 (bs, 1H); MS(ES+): m/z 203 (M+H)*, 186 (M-
NH2)"; (ES-): m/z 201 (M-H)".

Mpuknag 58

Okcanat 5-TpnTopMeTOKCUTPUNTAMIHY

Po3unH wasneBoi kucnotn (1,3ekB.) y aueToHi
[o4aTu A0 PO34MHY 5-TpUdTOPMETOKCUTPUNTaMIHY Y
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aueToHi. Harpitv i pogatm Et;O 40 TOYKM NOMYTHIHHS,
NiCNs 4Yoro Ha Hi4 NOMICTUTM 40 MOPO3MUIbHOI KaMmepu
3 oepXKaHHSIM LiNboBOI CMOMYKW Y BUMNAAI KpucTani-
YHOI TBEpOOi peyoBUHM Binoro Konbopy: 'H amp
(300MIu, de-DMSO): 3,02 (m, 4H), 7,06 (m, 1H), 7,39
(m, 1H), 7,45 (d, 1H), 7,55 (m, 1H), 11,30 (bs, 1H),
MS(ES+): m/z 245 (M+H)", 228 (M-NH,)"; (ES-): m/z
243 (M-H)-; ananis ansa Ci1H11F3N2O: obuncneHo; C,
46,7144; H, 3,9203; N, 8,3809; BcrtaHoBneHo; C,
46,55; H, 3,62; N, 8,27.

Bukopuctosytoun metog lMpuknagy 58 ogepxanu
Taki CMOnyKu: a Okcanat  4,6-gudTop-5-
meTokeutpuntamivy: "H AMP (300Mly, ds-DMSO):
3,04 (m, 4H), 3,85 (s, 3H), 7,10 (m, 1H), 7,22 (m, 1H),
11,29 (bs, 1H); MS(ES+): m/z 227 (M+H)"; (ES-): m/z
225 (M-H)’; ananis gnsa CisHi4F2N2Os: obumcneHo; C,
49,3718; H, 4,4620; N, 8,8576; BcrtaHoBneHo; C,
49,68; H, 4,57; N, 8,60.

Mpuknag 60

Okcanart 4-propTpuntamiHy

Po3uuH waeneBoi kucrnotu (1,44r, 1,2ekB.) y
aLeToHITpUII JoaaTh Kpanns 3a Kpannew 3 eHeprin-
HUM nepemillyBaHHsaM no PO34nHY 4-
dTopTPUNTaMiHY Yy aueToHiTpuni. Harpitn i gogatn
MeOH 3 ogepxaHHsaM po3uunHy. JogaTtn Et,O go Tou-
KW MOMYTHIHHS, | OXOMOAWUTU PO3YMH Y MOPO3UIbHIN
Kamepi 3 ofepXXaHHAM TBEPAOi peyvyoBUHWU. BigdinbT-
pyBaTu TBEpOY PEYOBMHY i BNPOAOBX HOYi BUCYLUNTU
y BakyyMHin nedi npu temnepatypi 45°C 3 ogepxaH-
HSAM LinbOBOI CNOMYyKN Yy BUMMAAi TBEPAOI PEYOBUHN
YKOBTO-OpPYHATHOrO KONbOpPY: 'H amp (300Mrlu, do-
DMSO): 3,07 (m, 4H), 6,73 (m, 1H), 7,04 (m, 1H),
7,22 (m, 2H), 11,30 (bs, 1H); MS (ES+): m/z 179
(M+H)*"; (ES-): m/z 177 (M-H)".

Mpuknag 61

Oxkcanat 6-pTop-5-MeTokCMTpUNTamiHy

Po3uuH waenesoi kucrnotn (3,91r, 1,2exB.) y
MeOH popaTtn kpanns 3a kpannew 3 eHepriiHum
nepemilllyBaHHSAM o pPO34MHYy 6-pTop-5-
meTokcuTpuntamiHy y EtOAc/MeOH. Oopatn Et,O 3
OofepXaHHAM TBepaoi pPeyvyoBUHW, BiAdINbLTPYBaTU
TBEpAY PEYOBUHY i BNPOOOBX HOYi BUCYLUUTU Y BaKy-
YMHin nedi npyu Temnepatypi 60°C 3 ogepxaHHAM
LinbOBOI CMNOMNYKM: 'H ampP (300MI'u, de-DMSO): 3,0
(m, 4H), 3,85 (s, 3H), 7,21 (m, 3H), 10,89 (bs, 1H);
MS(ES+): m/z 209 (M+H)"; ananis ana Ci3HisFN,Os:
obuncneHo: C, 52,3496; H, 5,0690; N, 9,3919; BcTa-
HoBneHo: C, 52,06; H, 4,91; N, 9,20.

Mpuknag 62

2-(2-(7-dTop-1H-iHpon-3-in)eTnn)isoiHgon-1,3-
nioH

3miwatn 2-dproprigpasunHy rigpoxnopua (3,25r,
20mmonb) Ta 2-(4,4-pieTokembyTnn)-isoingon-1,3-aioH
(6,99r, 24mmorb) i po3unHNTK Y 4% BOOHOMY PO3UMHI
H.SO4. HarpiBaTn peakuinHy cymill 3i 3BOPOTHUM
XOonoaunbHUKoM. Yepes 2rog oxonoautu go Temne-
paTypu HaBKOMULIHBbOrO cepegoBuwia. [ligBuwmTu
OCHOBHICTb peakuinHoi cymiwi 3a gonomoro 30%
BogHoro po3ynHy NH,OH po pH npubnusHo 11. Ekc-
TparyBatn amxnopmetaHoM (2x100mn). O6'egHaTwn
opraHivHi daan, sucywmntn Hag MgSOa, npodinbTpy-
BaTW i BMOANUTM PO3YMHHUK 3 OJepXKaHHSM Macna
opaHxeBoro konbopy. AbcopbyBatn macno cunikare-
neM i BHECTM A0 BEPXHbLOI YaCTUHW KOPOTKOI cunika-
reneBoi KOMOHKW, ypiBHOBaxxeHO! 15% po3ymHOM
EtOAc y rekcaHi. NMpomutn 15% posumHom EtOAcC y
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rekcaHi (1500mn), notim 30% po3unHom EtOAC y rek-
caHi (2000Mn) 3 ofepkaHHAM, MiCNA BUMAPHOBaHHS,
LinboBOI CMOMYKU Yy BUrMSAi TBEpPOOi PevYOBUHU XKOB-
TOro Komnbopy: H amp (300Mru, de-DMSO): 3,03 (t,
2H), 3,85 (t, 2H), 6,91 (m, 2H), 7,25 (m, 1H), 7,36 (d,
1H), 7,83 (m, 4H), 11,32 (bs, 1H); MS (FD): m/z 308

(M+).
Mpuknag 63
Okcanat 7-cpropTpunTamiHy
PosunHntn 2-(2-(7-pTOp-1H-iHgon-3-

in)eTun)izoingon-1,3-gioH y 25mn TeTparigpodypaHy.
Hdopatn 3 eHeprinHumM nepeMiyBaHHAM eTaHonamiH
(63,4r, 62,65mn, 1038mmonb, 100ekB.) i HarpiTM oo
Temnepatypu 70°C. Yepes 1,5rog oxonogutn oo kim-
HaTHOi Temnepatypu. Yepes 18rog BUNMTU peakuiiHy
cymiw y Bogy (250mn), wo mictutb 5N posunH NaOH
(3mn), i ekctparyBatn Et,O (2x200mn). O6'egHatn
opraHiyHi wapwu i npomutn 0,1N posunHom NaOH.
3ibpatn opraHiyHun wap, BucywuTn Hag MgSOg,
npodinbTpyBaTN i BUOANUTM PO3YMHHUK in vacuo 3
ofepXaHHAM LinboBOI CMONYKN y BUMMA4I Macna xo-
BTOrO KOMbOpY.

Kpanns 3a kpanneto 3 eHepriitHnm nepemillyBaH-
HAM Jodatu po3unH waeneeoi kucnotu  (0,62r,
1,2exB.) y MeOH po posumHy ocHoBu (1,02r,
5,72mmonb) y EtOAc. HarpiBaT kanamyTHy cycneH-
3it0 3i 3BOPOTHUM XOnoAuSibHUKOM Bnpogosx 30xB,
nicns 4oro oxonoauTh 3 OfepXKaHHsM TBepAoi peyo-
BUHW. BiadineTpyBaTn TBEPAY PEYOBUHY i BUCYLUNTU
y BaKkyyMHiil nedvi BNPOAOBX HOYi Npw TemnepaTypi
60°C 3 ogepxaHHAM LinboBOT CNOMYKN y BUrNSAAI TBe-
pAOi PEYoBUHM He 30BCiM 6inoro kombopy: ‘H AMP
(300MIu, de-DMSO): 3,04 (m, 4H), 6,96 (m, 2H), 7,30
(m, 1H), 7,38 (d, 1H), 11,51 (bs, 1H); MS (ES+): m/z
179 (M+H)*, 162 (M-NH2)"; (ES-): m/z 177 (M-H);
aHani3 ana CioH1sFNoO4: obuncneHo: C 53,7318; H
4,8849; N 10,4431; BctaHoBneHo: C, 53,50; H, 4,86;
N, 10,32.

Mpuknag 64

Okcanat 6-TpuTopMeTUNTPUNTAMIHY

HOopatn 6-TpudTOpMETUNTPUNTAMIH [0 CyMilui
(1:1) aueTtoHy/Et,0. Kpanns 3a kpannet gopatm pos-
YMH WaeneBoi kucnoTtn (1,2ekB.) y aueToHi 3 ogep-
XaHHAM TBepaoi peyoBuHU. BiadinetpyBatn tBEpay
PEYOBMHY | BUCYLUMTW Yy BaKyyMHi Mnedi BNpOOOBX
HOYi 3 ofepXaHHAM LinboBoi cnonyku: MS(ES+): m/z
212 (M-NH2)"; (ES-): m/z 227 (M-H)".

Mpuknag 65

4,6-gudpTop-5-meToken-1H-iHgon

PosunHntun 2,6-gudpTOp-4-HiTpOodeHonN (J.
Heterocyclic. Chem. 1976, 13, 1253; 10r,
57,11mmonk) y 300mn 6eH3ony. Kpanns 3a kpanneto
aodatM posumH 1-metun-3-p-tonintpuaseny (9,37r,
62,82mmone, 1,1ekB.) y 6eHsoni (150mn). Micns Toro
AK 32 JAaHMMW TOHKOLLAPOBOro XpomaTorpadyBaHHS
Oyne BcTaHoBneHa BiACYTHICTb BUXIQHOrO MaTepiany,
nepeHecTn peakuiiHy CyMmill [0 AiNWIbHOI NNk,
npomutn 1N posumHom HCI, micns 4oro HacuyeHum
po3sdmHoMm NaHCOj3 i noTim Bogoto. BucylumTn oprati-
YHUN wap Hag MgSO,, npodinbTpyBaTh i BUAanuTm
PO3YMHHMK 3 ofepXaHHsIM 3anuiky. KpuctanisysaTtu
3anuuwok i3 cymiwi MeOH/Boan 3 ogepxaHHsMm 1,3-
,EI,VICbTOp-Z-MeTOKCI/I-5-HiTp066H3OJ'I¥ y BUrMSAAi ronya-
cTux kpuctanis 6inoro konsopy: "H AMP (300MIwy,
CDCls): 4,25 (t, 3H), 7,80 (d, 2H).
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3miwatn  1,3-audpTop-2-MeTOKCU-5-HITPOOEH30
(10,12r, 53,51mmonb) Ta 4-xnopdeHokciaueToHITpun
(11,21r, 66,89Mmonb, 1,25ekB.) y AMMETUNCYNbMOK-
cvai (150mn). Bnpopgosx 5roa kpanns 3a Kpanneto
popaTn go cycnensii 1Bepanii NaOH (nopolukonogi6-
Hu, 10,70r, 267,55mmonb, 5ekB.). Yepes 18rog Bu-
TNINTW peakuifHy CyMmill JO XONOAHOrO BOAHOMO po3yun-
Hy HCI i ekctparyBatnm Et,O (2x150mn). O6'egHatn
OpraHiyHi Wwapu, NpPOMUTU PO3CONMOM i BUNAPUTM 3
ofepXaHHAM 3anuLKy. XpomartorpadyBaTh 3anuLLoK
Ha cunikareni 3 entotoBaHHsaM 20% po3unHom EtOAc
y TrekcaHi 3 ofepXaHHsIM, Micns BMNaptoBaHHs, (2,4-
ANDTOP-3-METOKCU-6-HITPODEHIN)aLeToHITpUY y
BMMAAI Macna osToro konbopy: MS(ES-): m/z 227
(M-H)".

BukopucTtaHHs (2,4-pndpTop-3-meToken-6-
HITpOeHIn)aueToHITPMNY Yy LUMKNi3aLii 3a onnucom y
Israel J. Chem. 1966, 4, 155-159 pae macno. Xpoma-
TorpadpyBaT Macno Ha cunikareni 3 enlBaHHAM
20% po3unHom EtOAC y rekcaHi 3 ogepxaHHsaM, nicns
BMMNaptoBaHHs, LINbOBOI CNOMAYKWM Yy BUrMsdi TeBepaol
pPEeYoBMHN TEMHO-YEPBOHOIO  KONbOPY; 'H auwp
(300Mlu, de-DMSO): 3,85 (bs, 3H), 6,46 (m, 1H),
7,12 (d, 1H), 7,36 (m, 1H), 11,35 (bs, 1H); MS(ES-):
m/z 182 (M-H)".

BukopucTtosytoun metog Mpuknagy 65 ogepkanu
Taki cnonyku: a) 4,6-gudpTop-1H-iHoon: H ampP
(300Mlu, CDClg): 4,68 (d, 2H), 6,14 (m, 2H), 6,57
(bs, 2H); MS(ES+): m/z 205, 207 (M+H)" 3 gkoro
ofepxanu LinboBy Cromnyky.

Mpuknag 66

4,6-gudpTop-5-meTokeun-1-metun-1H-iHgon

3miwatun 4,6-gudptop-5-metokeun-1H-ingon (7,5r,
40,95mMMonb)  Ta  XxonoAgHwi  aumeTtundopmamig
(100mn) i obpobutn cymiw NaH (1,8r, 45,05mmonb,
1,1ekB.) 3 eHepriiHum nepemiwyBaHHAM. Yepes npu-
6nm3Ho 10xB Kpanns 3a kpannet goaatv nogomMeTaH
(11,62r, 81,90mmonb, 2eks.). Micna 3aBepLlueHHA Ao-
AaHHs, nepemiwyBaTh peakuiiHy CyMmill npu KiMHaT-
Hin TemnepaTypi BNPOAOBX [AEKiNbKOX FOAWH, AOKU
AaHi TOHKOLIapOBOro XxpomaTtorpagyBaHHs He BKa-
XyTb Ha BiACYTHICTb BMXiaHOro Matepiany. Po36aBu-
TW peakuinHy cymiw Bogow i ekcTtparysatn Et,O
(2x150mn). O6G'egHaTv opraHivHi Wwapu, BUCYLUWTH
Hag MgSO4, npodinbTpyBaTh | BUAANUTUA PO3YUHHUK
3 oAepxaHHsAM mMacna. XpomatorpadyBaTtu Macrno Ha
cunikareni 3 entotBaHHaM 10% posunHom EtOAc y
rekcaHi 3 oep>xaHHsM, NiCnsi BUNapoBaHHSA, LiNbOBOI
CMOMNyKn y BUrMA4i Macra CBIiTNO-KOBTOrO KOMbOpY:
'H AMP (300Mry, CDCls): 3,72 (s, 3H), 3,97 (s, 3H),
6,50 (d, 1H), 6,84 (d, 1H), 6,98 (d, 1H); MS(ES+): m/z
198 (M+H)"; anania ana CioHoF2NO: o6uncneHo:
C,60,91; H, 4,60; N, 7,10; BctaHoBneHo: C, 60,93; H,
4,63; N, 7,25.

BukopuctoBytoun metop lMpuknagy 66 ogepxanu
Taki cnonyku: a) 4,6-andTop-1-metTun-1H-ingon.

Mpuknag 67

N-(2-(5-meTokcm-1H-ingon-3-in)etun)-3-
deHoKCcMbeH3nnamiH

_b]/v\/@@
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3miwaTtun 3-cbeHokcmbeH3anbaeris (5,6mn,
26,7mMonb), 5-meTokcuTpunTamid (5,0r, 26,7Mmonb)
Ta 3A monekynsipHi cuta (1,0r) y metaHoni (50mn) y
aTMocdepi aproHy i HarpiBaTu 3i 3BOPOTHUM XOnoau-
NbHUKOM BnpodoBX 4rod. BiadineTpyBatn moneky-
NAPHI cuTa, nNicns 4Yoro MOBIMbHO MOPUiIAMM AodaTtv
6oporigpug HaTtpito (3,0r, 60,0mmonb). MNepemiwaTn
npv KiIMHaTHIA TemnepaTypi BNpoAoBX 1rof i KOHUEeH-
TpyBaTW Mg 3HWKEHUM TUCKOM, PO3YMHUTU KOHLLEHT-
poBaHy peakuiiHy cymiw y 1N posuuHi rigpokcuay
HaTpito (100Mn) i ekcTparyBatu OuXIIOpPMETaHOM
(3x50mn). O6G'egHaTu OpraHivHi Wwapy i NocnigoBHO
npoMuUTM AUCTUNbOBaHOK Bogok (50mn) Ta posco-
nom (50mn), opraHiyHun wap BucylwmnTtn (NaS0,) i
KOHLUEHTpYBaTK 3 OAEepXKaHHAM 3anuiuky. Xpomaror-
pacbyBaTM 3anuwIOK Ha cunikareni 3 enioBaHHSAM
cymiwwito (9:1) EtOAc:MeOH i3 2% posunHom NH,OH
3 ogepXaHHAM LinboBOI CNOMYKK.

VA
Qj/\/
N

H
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OpepxaHHst okcanaTy: [oaoaTu po3yYuMH BIiNbHOI
ocHoBw (8,71, 23,5mmonsb) y EtOAc (50mn) o po3yu-
Hy LWaBneBoi kucnotn (2,1r, 23,5mmonb) y EtOAc
(5mn) 3 ogepxkaHHsM ocagy. 3ibpaTu ocag i nepekpu-
cTanisysaTy i3 cymilli meTaHony/aieTunosoro edipy 3
ofepxaHHAM TBepaoi pevoBuHM. BigdinbTpyBaTtu
TBEpPAY PEYOBMHY, MNPOMWUTU AieTUNOBUM edipoMm,
BUCYLLUMTU BNPOAOBX HOYi Y BaKyyMHi nedi npu Tem-
nepatypi 50°C 3 ofepXaHHSIM LinbOBOi CMOMyKU Yy
Burnsai  okcanaty, T.nn. 188-190°C, BignosigHun
AMP, mac-cnektpockonis: m/z 373,2 (M+), aHanis:
obuncneHo gna CysHxsN206: C, 67,52; H, 5,67; N,
6,06, BctaHoeneHo: C, 67,38; H, 5,46; N, 6,04.

3a cnocobom [lpuknagy 67 ogepxanu Taki cno-
NyKW, BUAINEHi y BUMMAAi okcanaty, 3a BUKITHOYEHHAM
No3HaYeHoro:

R4

\/©\X’R4
[ani

68 deHin

T.nn. 203-205°C, mac-cnektpockonis: m/z 343,1 (M"), aHa-|
ni3: obuncneHo ansa CosH24NLOs: C, 69,43; H, 5,59; N, 6,48,
BcTtaHoBneHo: C, 69,25; H, 5,42; N, 6,37

69 deHin

T.nn. 106-108°C, mac-cnekTpockonisi: m/z 359,2 (M"), aHa-|
ni3: obuncneHo ana CxHouNo04S: C, 66,95; H, 5,39; N,
6,25, BctaHoBneHo: C, 66,19; H, 5,49; N, 6,13

70 eHin

T.nn. 203-205°C, mac-cnektpockonis: m/z 391,2 (M"), aHa-|
ni3: obuncneHo ana CysHouNo,O6S: C, 62,49; H, 5,03; N,
5,83, BcTtaHoBneHo: C, 62,05; H, 5,21; N, 5,82

71 | 5-meToKCcK deHin

T.nn. 198-200°C, mac-cnektpockonis: m/z 389,3 (M+), aHa-
ni3: obuncneHo ana CoeHosNoOsS: C, 65,25; H, 5,48; N,
5,85, BctaHoBneHo: C, 64,50; H, 5,63; N, 5,73

72 | 5-meToOKCK eHin

T.nn. 142-144°C, mac-cnektpockonis: m/z 421,1 (M), aHa-|
ni3: obuncneHo ana CyeHosNoO;S: C, 61,16; H, 5,13; N,
5,49, BctaHoBneHo: C, 61,14; H, 5,38; N, 5,25

73 4-meTundeHin

T.nn. 190-192°C, mac-cnektpockonisi: m/z 373,2 (M+), aHa-
ni3: obuncneHo ana CoeHosN20O4S: C, 67,51; H, 5,67; N,
6,06, BcTaHoBneHo: C, 67,44; H, 5,69; N, 6,13

74 -S0O,- 4-meTundeHin

T.nn. 212-214°C, mac-cnektpockonisi: m/z 405,4 (M"), aHa-|
ni3: obuncneHo ansa CysHasN206S: C,63,14; H, 5,30; N,
5,66, BcTtaHoBneHo: C, 62,59; H, 5,70; N, 5,29

75 | 5-meTokem | -CH(F)- deHin

T.nn. 214-216°C, mac-cnektpockonis: m/z 389,3 (M+), aHa-
ni3: obuncnenHo ana Cy7H»7FN.Os: C, 67,77; H, 5,69; N,
5,85, BcTtaHoBneHo: C, 67,52; H, 5,77; N, 5,64

76 -CH(F)- deHin

T.nn. 216-218°C, mac-cnektpockonis: m/z 359,2 (M"), aHa-|
ni3: obuncnenHo ana CosHosFNoO4: C, 69,63; H, 5,62; N,
6,25, BctaHoBneHo: C, 69,55; H, 5,36; N, 5,95

77 |5-meToken| -CHa- deHin

T.nn. 199-202°C, mac-cnektpockonis: m/z 371,1 (M+), aHa-
ni3: obumcneHo ana C,7H»sN»Os: C, 70,42; H, 6,13; N, 6,08,
BcTaHoBneHo: C, 69,73; H, 6,25; N, 6,05

78 -CH»- eHin

T.nN. 222-224°C, mac-cnektpockonis: m/z 341,2 (M"), aHa-|
ni3: obumcneHo ana CosHosN204: C, 72,54; H, 6,09; N, 6,51,
BcTtaHoBneHo: C, 72,23; H, 6,08; N, 6,37

79 |5-meToKCK deHin

CH(OH)-

T.nn. 146-148, mac-cnekTtpockonisi: m/z 387,2, aHani3: 06-
yncneHo ans Co7H2gN20s: C, 68,05; H, 5,92; N, 5,88, BcTa
HoBneHo: C, 67,29; H, 6,03; N, 5,51

80 H deHin

CH(-OH)-

T.nn. 167-169°C, mac-cnektpockonis: m/z 357,3 (M"), aHa-|
ni3: obumcneHo ana CosHosN2Os: C, 69,94; H, 5,87; N, 6,27,
BcTtaHoBneHo: C, 68,11; H, 6,07; N, 6,06

81 [5-metokcu| -NH- eHin

1.0n. 170-172°C, mac-cnektpockonisi: m/z 372,3 (M'), aHa-]
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ni3: obumcneHo ana CosH»7N3Os: C, 67,67; H, 5,90; N, 9,10,
BcTaHoBneHo: C, 67,24; H, 6,08; N, 8,54

82

NH

deHin

T.nn. 196-198°C, mac-cnektpockonisi: m/z 342,2 (M+), aHa-
ni3: obuncneHo ans CysHasN304: C, 69,59; H, 5,84; N, 9,74,
BcTtaHoBneHo: C, 67,57; H, 6,06; N, 8,84

83

5-meToKcHu

NH

6eH3un

T.nn. 203-205°C, mac-cnektpockonis: m/z 386,2 (M+), aHa-
ni3: obumcneHo ana C,7H29Nz0s: C, 68,20; H, 6,15; N, 8,84,
BcTaHoBneHo: C, 67,46; H, 6,14; N, 8,79

84

NH

6eH3un

T.nn. 204-206°C, mac-cnekTpockonis: m/z 356,3 (M"), aHa-|
ni3: obumcneHo ansa CosH27N3O4: C, 70,10; H, 6,11; N, 9,43,
BcTaHoBneHo: C, 68,48; H, 5,95; N, 9,26

85

5-meToKcHn

T.nn. 126-128°C, mac-cnektpockonis: m/z 297,5 (M+), aHa-
ni3: obumcneHo ana CigHxoN»O5: C, 72,94; H, 6,80; N, 9,45,
BcTaHoBneHo: C, 71,78; H, 6,71; N, 9,20 (BugineHo sk oc-
HOBY)

86

T.nn. 143-145°C, mac-cnekrpockonis: m/z 267,3 (M+), aHa-
ni3: obuncneHo ans Cy7H18N,0: C, 76,66; H, 6,81; N, 10,51,
BcTtaHoBneHo: C, 75,11; H, 6,61; N, 10,22 (BugineHo sik oc-
HOBY)

87

5-bTop

deHin

T.nn. 204-206°C, mac-cnektpockonisi: m/z 361,1 (M"), aHa-|
ni3: obuncneHo ans CusHo3FN2Os: C, 66,66; H, 5,15; N,
6,22, BcTaHoBneHo: C, 66,83; H, 5,17; N, 6,30

88

5-meToKCcH

HapT-1-in

T.nn. 196-198°C, mac-cnektpockonis: m/z 423,1 (M"), aHa-|
ni3: obumcneHo ana CsoHxsN»O6: C, 70,30; H, 5,51; N, 5,47,
BcTtaHoBneHo: C, 68,11; H, 5,56; N, 5,52

89

HaT-1-in

T.nn. 210-212°C, mac-cnektpockonisi: m/z 393,2 (M"), aHa-|
ni3: obumncneHo ansa CooH24N20s: C, 72,19; H, 5,43; N, 5,81,
BcTtaHoBneHo: C, 72,10; H, 5,40; N, 6,66

90

5-meToKCH

3-pTopdeHin

T.nn. 186-188°C, mac-cnektpockonis: m/z 391,2 (M"), aHa-
ni3: obuncneHo ana CosHosFN.Og: C, 64,99; H, 5,24; N,
5,83, BcTtaHoBneHo: C, 63,10; H, 5,11; N, 5,67

91

3-pTopdeHin

T.nn. 217-219°C, npn Buxoai 75%, Wo Bignosigae gaHUm
AMP, mac-cnektpockonisa: m/z 361,1 (M"), ananis: o6unc
neHo ansa CusH23FN2Os: C, 66,66; H, 5,15; N, 6,22, BcTaHOA
BneHo: C, 66,12; H, 5,22; N, 6,34

92

5-meToKcH

2-pTopdoeHin

T.nn. 184-186°C, mac-cnekrpockonis: m/z 391,2 (M*), aHa-
ni3: obuncnenHo ana CosHosFN.Og: C, 64,99; H, 5,24; N,
5,83, BcTtaHoBneHo: C, 65,06; H, 5,23; N, 5,85

93

2-pTopcpeHin

T.nn. 206-208°C, mac-cnektpockonia: m/z 361,1 (M+), aHa-
ni3: obuncneHo ans CosHo3FN2Os: C, 66,66; H, 5,15; N,
6,22, BctaHoBneHo: C, 66,30; H, 4,97; N, 6,21

94

5-meToKcH

4-cpTopcheHin

T.nn. 184-186°C, mac-cnektpockonis: m/z 391,2 (M*), aHa-
ni3: obuncnenHo ana CosHosFN.Og: C, 64,99; H, 5,24; N,
5,83, BcTtaHoBneHo: C, 63,99; H, 4,95; N, 5,75

95

4-bTopdeHin

T.nn. 222-224°C, mac-cnektpockonia: m/z 361,1 (M+), aHa-
ni3: obuncneHo ana CasHo3FN2Os: C, 66,66; H, 5,15; N,
6,22, BctaHoBneHo: C, 65,74; H, 4,81; N, 6,13

96

5-meToKcH

HapT-2-in

T.nn. 198-200°C, mac-cnektpockonis: m/z 423,1 (M"), ana-|
ni3: obumcneHo ana CsoHsN»O6: C, 70,30; H, 5,51; N, 5,47,
BcTtaHoBneHo: C, 68,97; H, 5,43; N, 5,44

97

HaT-2-in

T.nn. 219-22PC, mac-cnektpockonis: m/z 393,2 (M+), aHa-
ni3: obumncneHo ana CooH24N20s: C, 72,19; H, 5,43; N, 5,81,
BctaHoBneHo: C, 71,65; H, 5,32; N, 5,91

98

5-meToKCcHu

6eH3un

T.nn. 204-206°C, mac-cnektpockonis: m/z 387,2 (M), aHa-|
ni3: obumcneHo ansa O,7H.sN,O6: C, 68,05; H, 5,92; N, 5,87,
BcTaHoBneHo: C, 67,26; H, 5,80; N, 5,86

99

6eH3un

T.nn. 211-213°C, mac-cnektpockonis: m/z 357,3 (M+), aHa-
ni3: obumncneHo ansa CosHasN20s: C, 69,94; H, 5,86; N, 6,27,
BcTtaHoBneHo: C, 69,46; H, 5,75; N, 6,16

100

5-rigpokcu

deHin

T.nn. 188-190°C, mac-cnektpockonis: m/z 359,2 (M*), aHa-|
ni3: obumcneHo ana CosH4N»O6: C, 66,95; H, 5,39; N, 6,24,
BcTtaHoBneHo: C, 63,56; H, 5,01; N, 5,86

101

5-meToKCcH

nipumig-5-in

T.nn. 191-193°C, mac-cnektpockonis: m/z 375,2 (M+), aHa-
ni3: obumcneHo ansa CysH4N4O6: C, 62,06; H, 5,20; N,
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12,06, BctaHoBneHo: C, 61,66; H, 5,41; N, 10,87
T.nn. 188-190°C, mac-cnektpockonis m/z 345,1 (M+), aHa-
102 H -O- nipumig-5-in ni3: obumcneHo: ana CasH2N4Os: C, 63,58; H, 5,10; N,
12,89, BctaHoBneHo: C, 62,52; H, 5,28; N, 11,58
T.nn. 124-126°C, mac-cnektpockonis: m/z 374,2 (M"), ana-|
. . ni3: obuncneHo ana Co3HosCIoN3O,: C, 61,88; H, 5,64; N,
103 | 5-meTokcu|  -O- nipuA-4-in 9,41, scTaHosneHo: C, 61,26; H, 5,70; N, 9,14, (snaineHo sy
rigpoxnopua)
T.nn. 147-149°C, mac-cnektpockonisi: m/z 344,2 (M"), aHa-|
. . ni3: obumncneHo ansa C,H23CIoN3O: C, 63,46; H, 5,56; N,
1041 H -0- nipuA-4-in 10,09, BeTaHoBneHo: C, 61,47: H, 5,33: N, 9,43, (BUAINEHO
AK rigpoxnopua)
T.nn. 150-152°C, mac-cnektpockonisi: m/z 378,2 (M"), aHa-|
105 | 6-xnop -O- nipna-4-in ni3: obuncneHo ana C,H»CIsN3O: C, 58,61; H, 4,91; N,
9,32, BctaHoBneHo: C, 57,28; H, 4,61; N, 8,85
T.nn. 178-180°C, mac-cnektpockonis: m/z 374,2 (M+), aHa-
106 | 5-meTokeun -O- nipna-3-in ni3: obumcneHo ansa CosHsN3O6: C, 64,78; H, 5,43; N, 9,06,
BcTtaHoBneHo: C, 63,02; H, 5,30; N, 8,87
T.nn. 190-192°C, mac-cnekTpockonisi: m/z 344,1 (M"), aHa-|
107 H -O- nipna-3-in ni3: obumcneHo ana Co4H»3N30s: C, 66,50; H, 5,34; N, 9,69,
BcTtaHoBneHo: C, 65,69; H, 5,21; N, 9,20
T.nn. 135-137°C, mac-cnektpockonis: m/z 362,3 (M+), aHa-
. . ni3: obuncneHo ans CooH2CloFN3O: C, 60,83; H, 5,10; N,
108 | 5-cprop e nipnA-3-in 9,67, BcTaHosneHo: C, 61,49; H, 5,31; N, 9,70, (BnaineHo sy
rigpoxnopua)
T.nn. 160-162°C, mac-cnektpockonisi: m/z 378,1 (M"), aHa-|
. . ni3: obumncneHo ans C,H22CIsN3O: C, 58,61; H, 4,91; N,
109} 6xnop | -O- MipvA-3-in 9,32, BcTavosneHo: C, 58,18; H, 4,89; N, 9,01, (B1aineHo siK
rigpoxnopuga)
T.nn. 202-204°C, mac-cnektpockonis: m/z 374,2 (M+), aHa-
. . ni3: obuncneHo ana Co3HosCIoN3O,: C, 61,88; H, 5,64; N,
110 [ 5-meTokcu | -O- nipuA-2-in 9,41, sctaHosneHo: C, 60,57; H, 6,35; N, 10,89, (suaineHo|
AK rigpoxnopuva)
T.nn. 196-198°C, mac-cnektpockonis: m/z 344,2 (M"), aHa-|
. . ni3: obumncneHo ans CyH23CIoN30: C, 63,46; H, 5,56; N,
11 H -0 nipuA-2-in 10,09, scrarosnero: C, 63,69; H, 6,09; N, 11,62, (BuaineHo
AK rigpoxnopug)
T.nn. 149-151°C, mac-cnekrpockonis: m/z 378,1 (M+), aHa-
. . ni3: obuncneHo ana CyH»CIsN3O: C, 58,61; H, 4,91; N,
112 | 6-xnop -O- nipuA-2-in 9,32, scTaHoBneHo: C, 61,96; H, 4,91; N, 9,73, (snaineHo sy
rigpoxnopua)
T.nn. 180-182°C, mac-cnektpockonisi: m/z 380,3 (M'), aHa-|
113 | 5-meToKeH -O- Tiason-2-in ni3: obuncneHo ana Cy3H3N3O6S: C, 58,83; H, 4,93; N,
8,94, BctaHoBneHo: C, 58,11; H, 4,79; N, 8,84
T.nn. 203-205°C, mac-cnektpockonis: m/z 350,3 (M+), aHa-
114 H -O- Tiaszon-2-in ni3: obuncneHo ana CxHo1N3OsS: C, 60,12; H, 4,81; N,
9,56, BctaHoBneHo: C, 59,73; H, 4,83; N, 9,36
2 6- T.nn. 137-139°C, mac-cnektpockonis: m/z 473,1 (M*), aHa-
115 | 5-meTokeun -O- ,D,VI(*)TOp(*)GI—;iJ‘ICyJ‘Ib(*)OHiJ‘I ni3: obuncneHo ans CoeHo4F2N20gS: C, 55,51; H, 4,30; N,
4,97, BctaHoBneHo: C, 55,90; H, 4,47; N, 5,12
2 6- T.nn. 185-187°C, mac-cnektpockonis: m/z 443,2 (M+), aHa-
116 H -O- ,D,MdDTOp(*)eI-;iJ'Ich'Ib(*)OHiJ'I ni3: obuncneHo ana CosHoFoN,O7S: C, 56,38; H, 4,16; N,
5,26, BcTtaHoBneHo: C, 56,96; H, 4,39; N, 5,31
T.nn. 174-176°C, mac-cnektpockonis: m/z 373,1 (M%), ana-|
. . ni3: obuncneHo ana Co3HxsClN4Og: C, 62,02; H, 5,88; N,
117 | 5-meTokemn | -NH- nipnA-2-in 12,57, BcTaHoeneHo: C, 61,45; H, 5,91; N, 12,22, (suaineHo
AK rigpoxnopua)
T.nn. 168-170°C, mac-cnektpockonia: m/z 343,1 (M+), aHa-
. . ni3: obuncneHo ans CyHo4CloNg: C, 63,61; H, 5,82; N,
e -NH- nipuA-2-in 13,48, scTaroBneHo: C, 62,18; H, 6,12; N, 12,11, (BnaineHo
SK rigpoxnopva)
T.nn. 164-166°C, mac-cnektpockonisi: m/z 377,1 (M"), aHa-|
119 | 6-xniop NH- nipMa-2-in ni3: obuncneHo ansa CxoHo3ClaNg: C, 58,74; H, 5,15; N,

12,45, BctaHoBneHo: C, 57,75; H, 5,07; N, 11,94, (BuaineHo|
SK rigpoxnopuva)
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120

5-meToKCcHU

-NH-

nipna-3-in

T.nn. 150-154°C, mac-cnektpockonisi: m/z 373,2 (M"), aHa-|
ni3: obuncneHo ana Co3HsCloN4Og: C, 62,02; H, 5,88; N,
12,57, BctaHoBneHo: C, 61,30; H, 6,58; N, 10,87, (BuaineHo
SK rigpoxnopuva)

121

-NH-

nipna-3-in

T.nn. 140-142°C, mac-cnektpockonisi: m/z 343,2 (M"), aHa-|
ni3: obuyucneHo ana CxHxoN4: C, 77,16; H, 6,47; N, 16,36,
BcTtaHoBneHo: C, 75,73; H, 6,54; N, 15,58, (BnaineHo sk oc-
HOBY)

122

6-xnop

-NH-

nipng-3-in

T.nn. 172-174°C, mac-cnektpockonis: m/z 377,2 (M"), aHa-|
ni3: obumncneHo ans CxH23CIsNg: C, 58,74; H, 5,15; N,
12,45, BctaHoBneHo: C, 57,05; H, 5,16; N, 11,84, (BuaineHo
AK rigpoxnopug)

123

5-meToKcHn

-NH-

nipua-4-in

T.nn. 170-172°C, mac-cnektpockonis: m/z 373,3 (M+), aHa-
ni3: obuncneHo ana Co3HsCloN4Og: C, 62,02; H, 5,88; N,
12,57, BctaHoBneHo: C, 61,05; H, 6,08; N, 11,97, (BuaineHo
AK rigpoxnopuga)

124

-NH-

nipng-4-in

T.nn. 174-176°C, mac-cnektpockonis: m/z 343,4 (M+), aHa-
ni3: obuncneHo ans CyH.4CloNg: C, 63,61; H, 5,82; N,
13,48, BctaHoBneHo: C, 62,32; H, 6,20; N, 12,44, (BugineHo
AK rigpoxnopuga)

125

6-xnop

-NH-

nipng-4-in

T.nn. 158-160°C, mac-cnektpockonisi: m/z 377,2 (M"), aHa-|
ni3: obuncneHo ans CxHo3ClsNg: C, 58,74; H, 5,15; N,
12,45, BctaHoeneHo: C, 57,17; H, 5,19; N, 11,69, (sBngineHo|
AK rigpoxnopuga)

126

5-meToKcu-
6-cpTop

-NH-

2,2,2-TpudpTopeTun

T.nn. 151-153°C, mac-cnektpockonis: m/z 397,2 (M+), aHa-
ni3: obuncneHo ana CosHo4F4sN2O6: C, 56,25; H, 4,72; N,
5,46, BctaHoBneHo: C, 56,38; H, 4,76; N, 5,53, (B1aineHo sk|
Manear)

127

5-meToKCH-
6-pTOp

-NH-

2,2,3,3,3-
neHTadTopnponin

T.nn. 145-147°C, mac-cnektpockonis: m/z 447,2 (M"), aHa-|
ni3: obumncneHo ans CusHo4FsN2Og: C, 53,38; H, 4,30; N,
4,98, BctaHoBneHo: C, 53,36; H, 4,29; N, 5,00, (BugineHo fK
mManear)

128

5-meToKcu-
6-cpTop

2,2,3,3-
TeTpadTopnponin

T.nn. 143-145°C, mac-cnektpockonis: m/z 429,2 (M+), aHa-
ni3: obuncneHo ana CosHosFsN2Ogs: C, 55,14; H, 4,62; N,
5,14, BctaHoBneHo: C, 55,10; H, 4,62; N, 5,18, (BugineHo 5K
Manear)

129

5-meTOKCH

deHin

T.nn. 163-166°, mac-cnektpockonis: m/z 385,2 (M), aHania:
obuncneHo gna C,7H26N.06: C, 68,34; H, 5,52; N, 5,90,
BcTaHoBneHo: C, 66,64; H, 5,56; N, 5,90

130

deHin

T.nn. 168-170°C, mac-cnektpockonis: m/z 355,3 (M+), aHa-
ni3: obumcneHo ana CosH4N»Os: C, 70,26; H, 5,44; N, 6,30,
BcTaHoBneHo: C, 69,51; H, 5,52; N, 6,22

130A

6-pTOp

nipna-4-in

T.nn.: 123,4-124,9°C, wmac-cnektpockonia (ES+): m/Z
363,0(M+1), aHanis: obuncneHo ansa CaoHz0FN3O: C, 73,11;
H, 5,58; N, 11,63, BctaHoBneHo: C, 73,36; H, 5,41; N, 11,57
(BugineHa sk BinbHa OCHOBA)

130B

6-cpTop

nipng-3-in

T.nn. 169,0-170,8°C, wmac-cnektpockonia (APCI): m/z
362,1(M+1), aHanis: obuncneHo ans
C22H20F1N30'1,0CAH404Z C, 65,40, H, 5,07; N, 8,80, BCTa-|
HoBneHo: C, 65,45; H, 5,12; N, 8,70 (BMaineHo sk manear)

130C

5-meToKcu-
6-cpTop

2,2,2-TpudpTopeTun

T.nn. 151-153°C mac-cnektpockonisi: m/z 397,2 (M+), aHa-
ni3: obuncneHo ana CosHo4F4N2O6: C, 56,25; H, 4,72; N,
5,46, BctaHoBneHo: C, 56,38; H, 4,76; N, 5,53 (BuaineHo sy
Manear)

3a cnocobom lMNpuknagy 67 ogepxanu Taki CNONyKW, BUAINEHI y BUrNsSAI okcanaTy, 3a BUKITIOYEHHSIM Mo3Haye-

HOro:
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131

3-xnop

deHin

T.Nn. 222-224°C, mac-cnektpockonis: m/z 338,2 (M),
aHani3: obumcneHo ans C,3H2,CINOs: C, 64,56; H, 5,18;
N, 3,27, BctaHoBrneHo: C, 64,24; H, 5,02; N, 3,89,

132

3-Tpudptop-
MeTun

beHin

T.nn. 220-222°C, mac-cnektpockonia: m/z 372,2 (M+),
aHani3: obumcneHo ana CosH»FsNOs: C, 62,47; H, 4,81;
N, 3,04, BctaHoBneHo: C, 62,69; H, 4,78; N, 3,10

133

4-MeToKCH

-O-

deHin

T.nn. 221-223°C, mac-cnektpockonis: m/z 334,2 (M),
aHanis: obuncneHo ans Co4H2sNOg: C, 68,07; H, 5,95; N,
3,31, BctaHoBneHo: C, 67,98; H, 5,92; N, 3,29

134

3,4-0MMeToKCH

beHin

T.nn. 209-211°C, mac-cnektpockonis: m/z 364,2 (M),
aHanis: obuncneHo ansa CosH7NO7: C, 66,21; H, 6,00; N,
3,09, BctaHoBneHo: C, 66,28; H, 6,07; N, 3,27

135

3-MeToKcH

deHin

T.nn. 210-212°C, mac-cnektpockonis: m/z 334,1 (M),
aHanis: obuncneHo ans Co4H2sNOg: C, 68,07; H, 5,95; N,
3,31, BcTtaHoBneHo: C, 68,31; H, 5,78; N, 3,36

136

3,4-puxnop

beHin

T.nn. 219-221°C, mac-cnektpockonis: m/z 372,1 (M),
aHanis: ob4ncneHo ana Cy3H»CIb,NOs: C, 59,75; H, 4,58;
N, 3,03, BctaHoBneHo: C, 58,98; H, 4,63; N, 3,66

137

3-xnop

3-TpudbTopmeTUNdEHIn

T.nn. 214-216°C, mac-cnektpockonis: m/z 406,4 (M),
aHani3: obuucneHo ana CysH»1CIFsNOs: C, 58,13; H,
4,27; N, 2,82, BctaHoBneHo: C, 58,28; H, 4,53; N, 2,86

138

3-xnop

4-TpeTOyTUNMEHIN

T.nn. 221-223°C, mac-cnektpockonis: m/z 394,2 (M),
aHanis: obuncneHo ana C,7H30CINOs: C, 67,00; H, 6,25;
N, 2,89, BctaHoBneHo: C, 66,36; H, 5,83; N, 2,94

139

3-xnop

-O-

4-xnopdeHin

T.nn. 212-214°C, mac-cnektpockonis: m/z 372,1 (M),
aHanis: obuncneHo ansa C,3H21CIoNOs: C, 59,75; H, 4,58;
N, 3,03, BctaHoBneHo: C, 61,50; H, 4,77; N, 3,20

140

3-xnop

4-MeTOoKCHAEHIn

T.nn. 207-209°C, mac-cnekTpockonisa: m/z 368,2 (MY,
aHani3: obumcneHo ansa CysH24CINOg: C, 62,95; H, 5,28;
N, 3,06, BctaHoBneHo: C, 63,17; H, 5,32; N, 3,19

141

3-xrop

4-meTtundeHin

T.nn. 206-208°C, mac-cnekTtpockonis: m/z 352,4 (M+),
aHanis: obuymcneHo ansa Cy4H24CINOs: C, 65,23; H, 5,47;
N, 3,17, BctaHoBneHo: C, 67,52; H, 5,68; N, 3,30

142

3-xnop

3,5-guxnopdeHin

T.nn. 223-225°C, mac-cnekTpockonisa: m/z 406,3 (MY,
aHani3: obuncneHo ans Ca3H2oClsNOs: C, 55,61; H, 4,06;
N, 2,82, BctaHoBneHo: C, 56,08; H, 3,83; N, 2,26

143

3-xrop

3,4-anxnopgeHin

T.nn. 217-219°C, mac-cnekTtpockonis: m/z 406,4 (M+),
aHanis: ob4uncneHo ansa C,o3H20CIsNOs: C, 55,61; H, 4,06;
N, 2,82, sBctaHoBneHo: C, 55,73; H, 4,38; N, 3,02

144

beHin

T.nn. 162-164°C, mac-cnekTpockonis: m/z 304,2 (MY,
aHanis: obuncneHo ana C3H>3NOs: C, 70,22; H, 5,89; N,
3,56, BctaHoBneHo: C, 70,70; H, 5,38; N, 3,78

145

4-xnop

deHin

T.nn. 222-224°C, mac-cnekTpockonia: m/z 338,2 (M+),
aHanis: obuymcneHo ansa C,3H22,CINOs: C, 64,56; H, 5,18;
N, 3,27, sBctaHoBneHo: C, 63,65; H, 5,18; N, 3,25

146

3-xnop

beHin

T.nn. 122-124°C, mac-cnekTtpockonis: m/z 354,3 (MY,
aHani3: obumcneHo ana CosHoCINO4S: C, 62,23; H,
4,99; N, 3,15, BctaHoBneHo: C, 63,08; H, 5,09; N, 3,15

147

3-xrop

deHin

T.nn. 110-112°C, mac-cnektpockonia: m/z 386,1 (M+),
aHani3: obumcneHo ans Co3H2oCINOgS: C, 58,04; H,
4,66; N, 2,94, BctaHoBneHo: C, 58,91; H, 4,78; N, 3,05

148

beHin

T.nn. 111-113°C, mac-cnektpockonisa: m/z 320,1 (MY,
aHanis: obuncneHo ana C»3H>3NO4S: C, 67,46; H, 5,66;
N, 3,42, BctaHoBneHo: C, 67,66; H, 5,77; N, 3,41

149

deHin

T.nn. 127-129°C, mac-cnektpockonia: m/z 352,4 (M+),
aHanis: obuncneHo ansa Co3H23NOeS: C, 62,57; H, 5,25;
N, 3,17, BctaHoBneHo: C, 62,75; H, 5,16; N, 3,26

150

3-xrop

4-meTundeHin

T.NN. 222-224°C, mac-cnektpockonis: m/z 368,1 (M),
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aHanis: obumcneHo ana CosH4CINO4S: C, 62,94; H,
5,28: N, 3,06, BctaHoBneHo: C, 63,11; H, 5,35; N, 3,11

T.nn. 226-228°C, mac-cnektpockonis: m/z 400,1 (M+),

151 3-xnop -SO,- 4-meTunndeHin aHani3: obumcneHo ans CusH24CINOeS: C, 58,83; H,
4,94; N, 2,86, BctaHoBneHo: C, 58,79; H, 4,94; N, 2,93
T.nn. 206-208°C, mac-cnektpockonis: m/z 351,5 (M),
152 3-xnop -NH- 6eH3un aHanis: obuncneHo ana Co4HosCINLO4: C, 65,38; H, 5,72;
N, 6,35, BctaHoBneHo: C, 65,23; H, 5,86; N, 6,29
T.nn. 196-198°C, mac-cnektpockonis: m/z 337,2 (M),
153 3-xnop -NH- deHin aHani3: obuncneHo ansa Cay3H23CIN2O4: C, 64,71; H, 5,43,;
N, 6,56, BctaHoeneHo: C, 56,60; H, 4,90; N, 5,64
T.nn. 193-195°C, mac-cnektpockonia: m/z 352,4 (M+),
154 3-xnop CH(bH)- eHin aHanis: obuncneHo ana Co4H-4CINLOs: C, 65,23; H, 5,47;
N, 3,17, BctaHoBneHo: C, 64,96; H, 5,60; N, 3,32
T.nn. 220-222°C, mac-cnektpockonis: m/z 336,1 (M),
155 3-xnop -CHy- deHin aHani3: obumcneHo Ans Cz4H24CINO4: C, 67,68; H, 5,68;
N, 3,29, BctaHoeneHo: C, 67,65; H, 5,83; N, 3,42
T.nn. 182-184°C, mac-cnektpockonis: m/z 354,3 (M),
156 3-xnop -CH(F)- deHin aHani3: obuncneHo ana CysH>3CIFNO4: C, 64,94; H,
5,22: N, 3,16, BctaHoBneHo: C, 65,21; H, 5,26; N, 3,09
T.nn. 218-220°C, mac-cnektpockonis: m/z 356,2 (M),
157 3-xnop -O- 4-cpTopdheHin aHani3: obumucneHo ansa Ca3H21CIFNOs: C, 61,96; H,
4,75; N, 3,14, BctaHoBneHo: C, 60,56; H, 4,67; N, 3,17
3. T.nn. 221-223°C, mac-cnektpockonis: m/z 390,2 (M),
158 o TOPMETH -O- 4-cpTOpheHIn aHanis: obuncneHo ana Co4H.1F4NOs: C, 60,13; H, 4,42;
N, 2,92, BctaHoBneHo: C, 59,18; H, 4,30; N, 2,91
T.nn. 214-216°C, mac-cnektpockonis: m/z 356,2 (M),
159 3-xnop -O- 2-cbTopcpeHin aHani3: obuucneHo ana Cx3HCIFNOs: C, 61,96; H,
4,75; N, 3,14, BctaHoBneHo: C, 61,42; H, 4,68; N, 3,21
3. T.nn. 218-220°C, mac-cnektpockonia: m/z 390,2 (M+),
160 o TOPMETH -O- 2-pTopdbeHin aHanis: obumcneHo ana Co4H»1F4NOs: C, 60,13; H, 4,42;
N, 2,92, BctaHoBneHo: C, 59,83; H, 4,34; N, 2,96
T.nn. 219-221°C, mac-cnektpockonis: m/z 356,2 (M),
161 3-xnop -O- 3-cbTopdheHin aHani3: obumucneHo ansa Ca3H21CIFNOs: C, 61,96; H,
4,75; N, 3,14, BctaHoBneHo: C, 61,26; H, 4,74; N, 3,11
3 T.n. 221-223°C, mac-cnektpockonia: m/z 390,2 (M+),
162 rondbTopMETIN -O- 3-cbTopdheHin aHanis: obumcneHo ana CysH»1F4NOs: C, 60,13; H, 4,42;
N, 2,92, BctaHoBneHo: C, 58,79; H, 4,28; N, 2,88
T.nn. 229-231°C, mac-cnektpockonis: m/z 388,1 (M),
163 3-xnop -O- HadT-2-in aHani3: obuncnerHo ansa C,7H24CINOs: C, 67,85; H, 5,06;
N, 2,93, BctaHoBneHo: C, 67,71; H, 5,02; N, 3,03
3 T.nN. 225-227°C, mac-cnektpockonis: m/z 422,0 (M),
164 rondbTopMETIN -O- HadT-2-in aHanis: obuncneHo ana CogH.4FsNOs: C, 65,75; H, 4,73;
N, 2,74, BctaHoBneHo: C, 65,72; H, 4,84; N, 2,88
T.nn. 208-210°C, mac-cnektpockonis: m/z 388,1 (M),
165 3-xnop -O- HadT-1-in aHani3: obuncnerHo ansa C,7H24CINOs: C, 67,85; H, 5,06;
N, 2,93, BctaHoBneHo: C, 66,71; H, 5,11; N, 3,26
3 T.nn. 211-213°C, mac-cnektpockonis: m/z 422,0 (M),
166 rondbTopMETIN -O- HadT-1-in aHani3: obumcneHo ana CogH.4FsNOs: C, 65,75; H, 4,73;
N, 2,74, BctaHoBneHo: C, 64,30; H, 4,76; N, 2,90
T.nn. 96-98°C, mac-cnektpockonis: m/z 262,0 (M"), aHa-|
ni3: obumcneHo ansa CisHisCINO: C, 68,83; H, 6,16; N,
167 3-xnop -O- H 5,35, BctaHoBneHo: C, 68,59; H, 5,99; N, 5,37, (supine-
HO SIK OCHOBY)
T.nn. 101-103°C, mac-cnektpockonia: m/z 296,3 (M+),
168 3- 0- H aHani3: obuncneHo ana CigHisF3NO: C, 65,07; H, 5,46;
TpudTOpMETU N, 4,74, BctaHoBneHo: C, 65,06; H, 5,42; N, 4,80, (suai-|
MNEHO 5K OCHOBY)
3. T.nn. 223-225°C, mac-cnektpockonis: m/z 386,1 (M),
169 ToUcbTOPMETIN -O- OeH3un aHanis: obumcneHo ansa CysH.4FsNOs: C, 63,15; H, 5,08;
N, 2,94, BctaHoBneHo: C, 63,22; H, 4,97; N, 3,02
2 4. T.nn. 201-203°C, mac-cnektpockonia: m/z 438,0 (M+),
170 3-xnop -O- ,ElVId)TOpCbel-;iﬂch'lbd)OHiJ'l aHanis: obumcneHo ansa CasHoCIF2NO;S: C, 52,32; H,

3,81; N, 2,65, sctaHoBneHo: C, 52,26; H, 3,80; N, 2,71
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171

3-
TpudpTOpMETU

2,4-
DM TOPhEeHINCYNbLMOHIN

T.nn. 202-204°C, mac-cnektpockonis: m/z 472,2 (M),
aHani3: obumcneHo ana CosHooFsNO;S: C, 51,34; H,
3,59; N, 2,49, sBctaHoBneHo: C, 51,61; H, 3,65; N, 2,54

172

3-xrop

Tiaszon-2-in

T.nn. 216-218°C, mac-cnektpockonis: m/z 345,0 (M),
aHani3: obuucneHo ana CyH19CIN,OsS: C, 55,23; H,
4,40; N, 6,44, BctaHoBneHo: C, 55,15; H, 4,16; N, 6,43

173

3-
TpndTOpMETU

Tiaszon-2-in

T.nn. 222-224°C, mac-cnektpockonis: m/z 379,4 (M+),
aHani3: obuucneHo ana CyiHi9F3N,OsS: C, 53,84; H,
4,08; N, 5,98, BctaHoBneHo: C, 53,71; H, 3,95; N, 5,96

174

3-xrop

nipna-3-in

T.nn. 213-215°C, mac-cnekTpockonis: m/z 339,1 (MY,
aHanis: ob4ncneHo ana C,H»CINLOs: C, 61,61; H, 4,93;
N, 6,53, BctaHoBneHo: C, 60,40; H, 4,89; N, 6,74

175

3-
TpudTOpMETUS

nipna-3-in

T.nn. 221-223°C, mac-cnektpockonis: m/z 373,1 (M+),
aHani3: obuncneHo ans Co3H21F3N2Os: C, 59,74; H, 4,57;
N, 6,05, sBctaHoBneHo: C, 59,17; H, 4,47; N, 6,93

176

3-MeToKcH

nipna-3-in

T.nn. 101-103°C, mac-cnekTpockonis: m/z 3352 (MY,
aHani3: obuncneHo ana C,1H24CIoN,O,: C, 61,92; H,
5,93: N, 6,87, BctaHoBneHo: C, 61,43; H, 6,07; N, 6,25,
(BugineHo sk rigpoxnopva)

177

3-xrop

nipna-4-in

T.nn. 154-156°C, mac-cnektpockonis: m/z 339,1 (M),
aHanis: obuncneHo ans C,oH2:CIsN2O: C, 58,34; H, 5,14;
N, 6,80, BctaHoBneHo: C, 58,35; H, 5,18; N, 6,69, (Bnai-
NEHO K rigpoxnopug)

178

3-
TpudTOpMETU

-O-

nipna-4-in

T.nn. 208-210°C, mac-cnektpockonis: m/z 373,1 (M+),
aHani3: obuncneHo gna C,1H»1ClLF3N,O: C, 56,64; H,
4,75; N, 6,29, BctaHoBneHo: C, 56,57; H, 4,68; N, 6,20,
(BUAineHo sk rigpoxnopva)

179

3-xrop

nipumig-5-in

T.nn. 205-207°C, mac-cnektpockonis: m/z 340,1 (M),
aHanis: obuncneHo ansa C,1H,0CIN3Os: C, 58,67; H, 4,68;
N, 9,77, BctaHoeneHo: C, 57,66; H, 4,70; N, 8,17

180

3-
TpMdTOPMETUN

nipumig5-in

T.nn. 218-220°C, mac-cnektpockonis: m/z 374,1 (M),
aHani3: obuncneHo ans CxHxoF3N3Os: C, 57,02; H, 4,35;
N, 9,06, BctaHoBneHo: C, 56,55; H, 4,44; N, 8,89

181

3-xnop

nipua-2-in

T.nn. 93-95°C, mac-cniektpockonis: m/z 339,1 (M"), aHa-
ni3: obumncnero ans CyoH21CIsN2O: C, 58,34; H, 5,14; N,
6,80, BcTaHoBneHo: C, 62,31; H, 5,30; N, 7,36, (Buaine-
HO SK rigpoxnopua)

182

3-
TpudTOpMETU

nipna-2-in

T.nn. 86-88°C, mac-cnektpockonisa: m/z 373,1 (M+), aHa-
ni3: obuncneHo ana Co1H»1ClLF3NLO: C, 56,64; H, 4,75;
N, 6,29, BctaHoBneHo: C, 60,00; H, 4,92; N, 6,76, (Bugi-|
NeHo K rigpoxnopua)

183

3-xrop

NH

nipna-3-in

T.nn. 158-160°C, mac-cnekTpockonisa: m/z 338,3 (MY,
aHani3: obumcneHo ans Cx2H22CIN3O4: C, 61,75; H, 5,18;
N, 9,82, BctaHoBneHo: C, 58,90; H, 4,64; N, 8,87

184

3-
TpudTOpMETUS

NH

nipna-3-in

T.nn. 182-184°C, mac-cnekTtpockonia: m/z 372,3 (M+),
aHanis: obuncneHo ana CozHoF3N304: C, 59,86; H, 4,80;
N, 9,10, sctaHoBneHo: C, 58,33; H, 4,44; N, 8,60

185

3-xrop

NH

nipna-4-in

T.nn. 156-158°C, mac-cnekTpockonisa: m/z 338,3 (MY,
aHanis: obuncneno ana CyoH22CIsN3: C, 58,48; H, 5,39;
N, 10,22, BctaHoBneHo: C, 57,13; H, 5,49; N, 9,80, (B
JineHo sk rigpoxnopva)

186

3-Tpudptop-
MeTun

NH

nipna-4-in

T.nn. 142-144°C, mac-cnekTtpockonis: m/z 372,3 (M+),
aHani3: obumcneHo ans C,1H22ClF3N3: C, 56,76; H,
4,99; N, 9,45, BctaHoBneHo: C, 55,05; H, 4,88; N, 9,33,
(BugineHo sk rigpoxnopva)

187

3-xrop

NH

nipna-2-in

T.nn. 142-144°C, mac-cnektpockonia: m/z 338,0 (M+),
aHani3: obuncneHo ana CooH»>ClIsNs: C, 58,48; H, 5,39;
N, 10,22, BctaHoBneHo: C, 58,12; H, 5,39; N, 10,08, (Bu-]
JineHo sk rigpoxnopua)

188

3-
TpudpTOpMETU

NH

nipna-2-in

T.nn. 144-146°C, mac-cnektpockonis: m/z 372,1 (M+),
aHani3: obuncneHo ana C,1H»,Cl,F3Ns: C, 56,76; H,
4,99; N, 9,45, BctaHoBneHo: C, 56,60; H, 5,04; N, 9,32,
(BugineHo sk rigpoxnopva)

189

3-xrop

-O-

0eH3un

MS m/e 351,9 (m+1)
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190 3 “NH- cein T.nn.=205-207°C; ms:m+1=371,1
TpndbTOpMETUN

3a cnocobowm [Mpuknagy 67 ogepxanu Taki ConykW, BUAINEH y BUrNAAI okcanarty, 3a BUKIMTIOYEHHAM no3Have-

HOro:

Ne R, [ani

T.nn. 176-178°C, mac-cnektpockonis: m/z 305,2 (M+), aHani3: obuncneHo ana CorH»NLOs:
C, 66,99; H, 5,62; N, 7,10, BctaHoBneHo: C, 67,55; H, 5,70; N, 7,24

T.nn. 198-200°C, mac-cnektpockonis: m/z 305,2 (M"), ananis: o6uncnero ans CooH2oNoOs!
C, 66,99; H, 5,62; N, 7,10, BctaHoBneHo: C, 64,98; H, 5,43; N, 6,86

T.nn. 234-236°C, mac-cnektpockonis: m/z 310,2 (M"), ananis: o6uncneHo ana Cy1H21NOsS;
C, 63,14; H, 5,29; N, 3,50, BctaHoBneHo: C, 62,25; H, 5,18; N, 3,53

T.nn. 194-196°C, mac-cnektpockonisi: m/z 294,2 (M+), aHani3: obuncneHo ana CooHooN3Os:
C, 62,65; H, 5,52; N, 10,95, BctaHoBneHo: C, 59,94; H, 5,30; N, 10,12

T.nn. 223-225°C, mac-cnektpockonis: m/z 354,4 (M"), aHanis: o6uncneHo ans Co7HasNOs;
C, 73,12; H, 5,68; N, 3,16, BctaHoBneHo: C, 73,38; H, 5,94; N, 3,40

T.1n. 223-225°C, mac-cnektpockonis: m/z 354,4 (M), ananis: o6uncneHo anst Ca7HosNOs;
C, 73,12; H, 5,68; N, 3,16, BctaHoBneHo: C, 73,18; H, 5,52; N, 3,23

191 | nipua-4-in

192 | nipna-3-in

193 TieH-2-in

194 | imipazon-4-in

195 [ HadpT-2-in

196 | HadpT-1-in

3a cnocobowm Mpuknagy 67 ogepxanu Taki Conyky, BUAINEH y BUrNSAAI okcanarty, 3a BUKIHOYEHHAM No3Have-

HOro:
TosY
RPN 0
1
Ne R1 Hani
T.0n. 240-242°C, mac-cnektpockonis: m/z 336,0 (M"), aHani3: obuncneHo ans
197 3-xnopdeHin C23H20CINOs: C, 55,23; H, 4,40; N, 6,44, sctaHoBneHo: C, 55,15; H, 4,16; N,
6,43

T

T.nn. 255-257°C, mac-cnektpockonia: m/z 370,0 (M"), aHani3: obumMcneHo ans
198 | 3-tpudptopmeTundpeHrin | Co4H2oF3NOs: C, 62,74; H, 4,38; N, 3,04, BctaHoBneHo: C, 62,95; H, 4,27; N,
3,08

T.nn. 232-234°C, mac-cnekTtpockonid: m/z 371,1 (M+), aHani3: obuncneHo Ans
CasH24N206: C, 67,81; H, 5,25; N, 6,08, BcTaHoBneHo: C, 67,46; H, 4,44; N, 5,44
T.nn. 221-223°C, mac-crniektpockonis: m/z 341,1 (M"), anani3: o6uncneHo ans
CosH2oN,0s: C, 69,75; H, 5,15; N, 6,50, BctaHoBneHo: C, 71,99; H, 4,48; N, 6,40

199 |5-meToken-1H-iHgon-3-in

200 1H-ingon-3-in

3a cnocobowm Mpuknagy 67 ogepxanu Taki ConykW, BUAINEHi y BUrNSAAI okcanary, 3a BUKITIOYEHHAM No3Have-

HOro:
i D
Ry e N
R,
Neo Ry Ro ,D,aHi
T.nn. 225-227°C, mac-cnektpockonisa: m/z 361,1 (M+), aHani3: obuncne-|
201 3-xnopdeHin deHin|[Ho ana CasH23CIN,O4: C, 66,59; H, 5,14; N, 6,21, BctaHoBneHo: C,

66,21; H, 5,02; N, 6,14
T.nn. 216-218°C, mac-cnektpockonia: m/z 395,1 (M+), aHanis: obumcne-
202 | 3-tpudbtopmeTundeHin [deHin|Ho ans CasHasFsN2Oa: C, 64,45; H, 4,78; N, 5,78, BcraHoBneHo: C,
63,98; H, 4,67; N, 5,76
T.nn. 208-210°C, mac-cnektpockonis: m/z 394,2 (M+), aHani3: obuncne-|
203 | 5-meTokeu-1H-ingon-3-in | deHin | Ho ana CasH27N3Os: C, 69,26; H, 5,60; N, 8,62, BctaHoBneHo: C, 67,78;

H, 5,29; N, 8,42

T.nn. 227-229°C, mac-cnektpockonis: m/z 364,3 (M+), aHani3: obuncne-|
204 1H-iHgon-3-in deHin [ Ho ans Cu7H25N304: C, 71,19; H, 5,53; N, 9,22, BctaHoBneHo: C, 70,02;

H, 5,33; N, 8,95

T.nn. 170-172°C, mac-cnektpockonis: m/z 318,2 (M+), aHani3: obuncne-
205 [5-meTokeun-1H-ingon-3-in| H Ho ana CooH23N3Os: C, 64,53; H, 5,62; N, 10,26, BctaHoBneHo: C, 56,16;
H, 4,98; N, 8,75
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3a cnocobowm Mpuknagy 67 ogepxanu Taki CoNykW, BUAINEH y BUrNSAAI okcanary, 3a BUKIIOYEHHAM No3Have-

HOro:
Ry
/ N
H
R

Ne R1 Ry [ani

1.n0n. 237-239°C, mac-cnektpockonis: m/z 361,1 (M"), aHania: o6uncneHo|
206 3-xnopdeHin deHin [ ana C,sH,3CINLO4: C, 66,59; H, 5,14; N, 6,21, BctaHoBneHo: C, 66,55; H,

5,16; N, 6,20

1.0n. 239-24PC, mac-cnektpockonis: m/z 395,1 (M"), ananis: o6uncneHo|
207 | 3-tpudbtopmeTunderin |deHin | ana CasHasFsN204: C, 64,45; H, 4,78; N, 5,78, BctaHoBneHo: C, 64,59; H,

4,83; N, 5,83

1.0n. 194-196°C, mac-cnektpockonis: m/z 396,2 (M*), aHania: o6uncneHo|
208 |5-meTokeu-1H-ingon-3-in [ deHin | ansa CasH27N3Os: C, 69,26; H, 5,60; N, 8,62, BctaHoBneHo: C, 68,33; H,

5,37; N, 8,52

T.nn. 206-208°C, mac-cnekTpockonis: m/z 366,2 (M"), aHania; o6uncneHo|
209 1H-iHgon-3-in deHin [ ana Co7H2sN304: C, 71,19; H, 5,53; N, 9,22, BctraHoBneHo: C, 69,23; H,

5,42; N, 8,86

T.nn. 186-188°C, mac-cnektpockonis: m/z 318,2 (M"), aHani3: o6uncneHo|
210 |5-meTokeun-1H-iHgon-3-in| H ana CooHasN3Os: C, 64,53; H, 5,66; N, 10,26, BctaHoBneHo: C, 62,88; H,

4,61; N, 9,27

Mpuknag 220

N-(2-(3-xnopdeHin)eTnn)-3-6eH3oinbeHannamiu

0
3miwartm 3-6eH30inbeH3anbaeria, (0,45r,
2,1Mmorb), (3-xnopdeHin)etTunamix (0,3mn,

2,1mmonb) Ta 3A monekynsipHi cuta (1,0r) y MeOH
(30mn). HarpiBat 3i 3BOPOTHUM XONOAMUITBHUKOM.
Yepes 3rog oxonogutu, npodinbTpyBaTu Ta KOHLe-
HTpYyBaTU 3 ofepXaHHAM 3anuiiky. Po3unHutn 3a-
nuwok y amxnopetaHi (20mn), gogaTt ouTOBY KMC-
noty (0,12mn, 2,1MMorb) Ta
TpuaueTokcuboporigpug Hatpito (0,6r, 2,94mMonb) i
nepemiliatv npu Temnepatypi HaBKONMULIHLOIO Cce-
pefosuwa. Yepes 2roa KOHUEHTPYyBaTU peakuinHy
cymiw, gogatu gmxnopmetaH (90mn) i mocnigoBHO
eKkcTparysaT AUCTUNbLOBaHo Bogot (50Mn), noTtim
posconom (50mn). BucylumTn opraHiyHuin wap Hapg,
Na,SO4 i ogepxatn 3anuwok. Xpomartorpadysatu
3anuwok Ha cunikareni 3 enwoBaHHaAM EtOAc 3
OLePXKaHHAM LinbOBOI CMOMNYKM Yy BUTNSAAi OCHOBW.

3a cnocobom [lpuknagy 67 3 okcanaty oaep-
XylTb UinboBy cronyky: T.nn. 196-198°C, mac-
cnekTpockonia: m/z 350,4 (M+), aHani3: obuncneHo
ansa CosHoCINOs: C, 65,53; H, 5,04; N, 3,18, BcTa-
HoBneHo: C, 65,27; H, 5,20; N, 3,13.

Mpuknag 221

N-(2-(3-xnopgeHin)etun)-3-eTokcndeH3nnamiH

&’v@
. O/\

3miwaTu 3-eToKCcUbeH3anbaeria (3,38r,
22,5MMmonb), 2-(3-xnopdeHin)eTunamin (2,33r,
15,0monb) Ta 3A monekynspHi cuta (2,88r) y eta-
Honi (230mn). MepemiwyBaTn peakuiiHy cymil npwm
Temneparypi neperoHkn BnpoaosBx 4rog. BiadinbT-
pyBaTu MOMEKynspHi cuta, nicng vyoro Ao dineTpaTy
noBinbHoO gopgatu Goporigpua  Hatpito  (1,70r,
45,0mmonb) i nepeMiwati nNpu TemnepaTypi HaBKO-
NVLWHBLOrO cepeoBua. Yepes 15rog kKoHULEHTPyBa-
TV peakuifiHy CyMill 3 oJepXaHHAM 3anuLiKy, pos-
YnHuTK 3anuwok y 1N posumHi NaOH i ekctparyBaTu
auxnopmetaHom. O6'egHaTy opraHiYHi eKCTpakTu,
NPOMUTM PO3CONOoM, BUCYLWINTU Hap NaSOs i KOH-
LEeHTpyBaTh 3 odepKaHHAM 3anuLuky. Xpomarorpa-
dyBaTV 3anuIOK Ha cunikareni 3 enlBaHHAM
eTunaueTaTtom 3 OfepXaHHAM UiNbOBOi CMOMyKM.
XnNopucToBOAHEBY Ciflb ofepxanu y etunauetaTi 3
nodanblUMM OAEepXaHHAM LinboBOI CMOMyKW: T.nn.
178-180°C; MS (ACPI): m/e 290,1 (M+1); aHani3
ansa Cq17H>1:CILbNO: obuncneHo: C, 62,58; H, 6,49; N,
4,29; BctaHoBneHo: C, 62,65; H, 6,53; N, 4,32.

3a cnocobom [Mpuknagy 221 opepxanu Taki
cnonyku, BUAiNeHi y BUrNSA4i mManeaty, 3a BUKIIIO-
YEHHSIM NMO3HaYeHOoro:

ey
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Ne Z" R4 [ani
T.nn. 138-140°C, MS (ACPI): m/e 304,1 (M+1), aHani3 gnsa CigH23CIoNO:
222 3-xnop nponin obuncneHo: C, 63,53; H, 6,81; N, 4,12; BctaHoBneHo: C, 63,74; H, 6,81; N,
4,22, (BuaineHo sk rigpoxnopua)
3 T.nn. 145-147°C, MS (ACPI): m/e 338,1 (M+1), ananiz ans Ca3HsF3NOs:
223 FoudTOpMeTH nponin obuncnero: C, 60,92; H, 5,78; N, 3,09; BctaHoeneHo: C, 60,77; H, 5,60; N,
3,12
3 T.nn. 164-166°C, MS (ACPI): m/e 324,2 (M+1), aHani3 gnsa CigH21CIF3NO:
224 roudbTOpMETIN eTun obuncneHo: C, 60,09; H, 5,88; N, 3,89; BctaHoBneHo: C, 60,42; H, 5,80; N,
3,93, (BmaineHo sk rigpoxnopua)
290 T.nn. 181-183°C, MS (ACPI): m/e 386,2 (M+l), aHani3 gns Ca7H26F3NOs:
225 2-beHin Tpl/ld)il'OIDETMﬂ o6umucneno: C, 64,67; H, 5,23; N, 2,79; BctaHoeneHo: C, 64,52; H, 5,01; N,
2,85
296 4-cpeHin 2,2,2- T.nn. 39°C, MS (ACPI): m/e 386,2 (M+1), (BukntoYeHHs1 - OAMH eKBiBaneHT|
TpUdTOPETUN | TPMETUINAMIHY Y peakUinHin cymilli) (BUAiNeHa sk BinlbHa OCHOBA)

3a cnocobom [lMpuknagy 221 ogepxanu Taki Cronykv, BUAINEHI y BUrNAAi Manearty, 3a BUKIMIOYEHHAM Mo3Ha-

YEHOoro:
Qj/\/N 0/R4
N
H
No Z' R4 [aHi
T.nn. 153-156°C, MS (ACPI): m/e 329,1 (M+1), awHania Aans
227 5-xnop etun C23H25CIN2Os: obuncneno: C, 62,09; H, 5,66; N, 6,30; BCTaHOBMNEHO:
C, 62,27; H, 5,38; N, 6,19
T.nn. 163-166°C, MS (ACPI): m/e 343,1 (M+1l), anania gns
228 5-xnop nponin C,4H27CIN,Os: obuncneHo: C, 62,81; H, 5,93; N, 6,10; BcTaHOBMNEHO:
C, 63,07; H, 5,80; N, 6,07
290, T.nn. 178-181°C, MS (ACPI): m/e 383,1 (M+1), aHania ans
229 5-xrop Tpmcpirc;peTmn C23H22CIF3N20s: obumcneHo: C, 55,37; H, 4,44; N, 5,62; BCTaHOBNEHO:
C, 55,71; H, 4,39; N, 5,66
T.nn. 167-170°C, MS (ACPI): m/e 361,1 (M+1l), anania gns
230 5-xnop 3-cpropnponin | Co4H26CIFN2Os: obuncneHo: C, 60,44; H, 5,49; N, 5,87; BCTaHOBMNEHO;
C, 60,30; H, 5,25; N, 5,78
29333 T.nn. 170-173°CMS  (ACPI): m/e 433,14 (M+1), awHania Aans
231 5-xrop I'IeHTa’(b,T(;pYI'IpOI'IiJ'I C24H2,CIFsN20s: obumcneHo: C, 52,52; H, 4,04; N, 5,10; BcTaHOBNEHO:
C, 52,49; H, 4,06; N, 5,16
2933 T.nn. 163-167°C, MS (ACPI): m/e 4151 (M+1l), anani3a gns
232 5-xnop TeTpac’bT’orlmponin Co4H23CIF4N2Os: obumncneHo: C, 54,30; H, 4,37; N, 5,28; BcTaHOBMNEHO:
C, 54,47; H,4,36; N, 5,33
299 T.nn. 179-182°C, MS (ACPI): m/e 379,1 (M+1), awnania Aans
233 5-meToKcH TpVId):rc;pETVIJ'I C24H25F3N206: 06umcneHo: C, 58,30; H, 5,10; N, 5,67; BCTaHOBNEHO:
C, 58,26; H, 5,09; N, 5,69
2933 T.nn. 156-160°C, MS (ACPI): m/e 4151 (M+1l), anani3a pans
234 6-xr10p TeTpac’bT’orlmponin Co4H23CIF4N20Os: obumncneHo: C, 54,30; H, 4,37; N, 5,28; BcTaHOBMNEHO:
C, 54,31; H,4,34; N, 5,31
299 T.nn. 176-178°C, MS (ACPI): m/e 374,0 (M+1), awnania Aans
235 5-uiaH T Mcpirc; eTn C20H19CIF3N30: obumcneHo: C, 58,61; H, 4,67; N, 10,25; BcTtaHoBneE-
P P Ho: C, 58,52; H, 4,61; N, 10,17, (B1gineHo sk rigpoxnopua)
5. 299, .. 193-195°C, MS (ACPI): m/e 429,9 (M+1), aHanis Aans
236 METUNCYNbAOHIM Tpmcb,To’peTmn Co4H25F3N20O+S: obumncneno: C, 53,13; H, 4,64; N, 5,16; BcTaHOBMNEHO:
C, 53,12; H, 4,58; N, 5,20
333 T.nn. 150-154°C, MS (ACPI): m/e 387,9 (M+1l), aHnania Aans
237 5-uiaH TpMd)T'OF’)I'IDOI'IiJ'I CasH24F3N30s: obumcneHo: C, 59,64; H, 4,80; N, 8,35; BcTaHOBMNEHO:
C, 59,55; H,4,77; N, 8,38
238 5- 3,3,3- T.nn. 178-181°C, MS (ACPI): m/e 440,9 (M+1), aHanis Aans
MeTuncynbdoHin| TpudTopnponin | CasHa7FsN2O 7S: obuncneHo: C, 53,95; H, 4,89; N, 5,03; BcTtaHoBnMe-
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Ho: C, 53,87;: H, 4,86; N, 5,04
290. T.nn. 199-202°C, MS (ACPI): m/e 367,2 (M+1), ananis pans
239 4-cptop TpVI(b:I'O'pETVIJ'I C19H19CIF4N20: obuucneHo: C, 56,65; H, 4,75; N, 6,95; BcTaHOBMNEHO:
C, 56,82; H, 4,65; N, 6,84, (BugineHo sik rigpoxnopva)
22333 .. 118-121°C, MS (ACPI): m/e 417,2 (M+1), aHanisa Aans
240 4-pTOp neHTa’cb,Tép,nponin Co4H22FsN2Os: obuncneHo: C, 54,14; H, 4,16; N, 5,26; BcTaHOBMNEHO:
C, 54,39; H, 4,25; N, 5,30
2233 T.nn. 188-191°C, MS (ACPI): m/e 399,0 (M+1), anani3 pgns
241 4-cptop TeTpaci)T’o;Snponin C20H20CIFsN2O: obuncneHo: C, 55,24; H, 4,64; N, 6,44; BCTaHOBMNEHO:
C, 55,03; H, 4,53; N, 6,34, (BugineHo sik rigpoxnopva)
290, T.nn. 157-160°C, MS (ACPI): m/e 367,2 (M+1l), aHnania gns
242 7-pTop TpVI(*):I'O’peTI/IJ'I Ca3H22F4N20s5: obuncneHo: C, 57,26; H, 4,60; N, 5,81; BcTaHOBMNEHO:
C, 57,34; H,4,39; N, 6,11
22333 T.nn. 166-168°C, MS (ACPI): m/e 417,2 (M+1l), aHania pgns
243 7-cpTOp I'IeHTa’d)’T(;p,npOI'liJ'l C24H22FsN2Os: obuncneHo: C, 54,14; H, 4,16; N, 5,26; BcTaHOBMNEHO:
C, 53,99; H, 3,98; N, 5,61
2933 T.nn. 170-173°C, MS (ACPI): m/e 399,2 (M+1l), aHania gns
244 7-pTop TeTpaciaT’o;l)nponin Co4H24FsN2Os: obumcneHo: C, 56,03; H, 4,51; N, 5,45; BcTaHOBMNEHO:
C, 55,73; H, 4,30; N, 5,66
333 T.nn. 143-147°C, MS (ACPI): m/e 406,1 (M+1l), aHania gns
245 5-amigo TpVI(bT'O[')I'IpOI'IiJ'I C21H22F3N30,: obuncnero: C, 62,22; H, 5,47; N, 10,36; BCTaHOBMNEHO:
C, 61,96; H, 5,42; N, 10,13, (B1AINEHO K OCHOBY)
290, T.nn. 125-130°C, MS (ACPI): m/e 392,14 (M+1), anania pgns
246 5-amipo TpVId),TO’peTI/IJ'I C20H21CIF3N30,: obuucneHo: C, 56,15; H, 4,95; N, 9,82; BcTaHOBMEHO:
C, 55,80; H, 4,93; N, 9,71, (BugineHo sik rigpoxnopua)
299, T.nn. 117-120°C, MS (ACPI): m/e 4251 (M+1l), aHania Aans
247 6-dpeHin TpVICb:I'O'peTVIJ'I Ca6H23F3N20: obuucneHo: C, 70,74; H, 5,46; N, 6,60; BctaHoBneHo: C,
70,75; H, 5,42; N, 6,66, (BMAINEHO K OCHOBY)
22333 T.nn. 168-170°C, MS (ACPI): m/e 413,2 (M+1l), aHania gns
248 6-meTun neHTa’(p,Tc’)p,nponin C1H2,FsN,0O: obumncneHo: C, 56,82; H, 4,77; N, 5,30; BctaHoBneHo: C,
57,21; H, 4,46; N, 5,33
22333 T.nn. 110,5-113,5°C, MS (ACPIl): m/e 475,1 (M+1), aHania gns
249 6-peHin I'IeHTa‘d)’TO’pYI'IpOI'IiJ'I Ca6H23FsN20: obumncneHo: C, 65,82; H, 4,89; N, 5,90; BctaHoBneHo: C,
65,70; H, 4,84; N, 5,93, (BUZineHo sk OCHOBY)
2933 T.nn. 94-98°C, MS (ACPI): m/e 457,1 (M+1), aHani3 ansa CasH24F4N2O:
250 6-oeHin TeTpac’bT’o;l)nponin obuncneHo: C, 68,41; H, 5,30; N, 6,14; BctaHoBneHo: C, 68,18; H,
5,28; N, 6,06 (BMAiNeHo siK OCHOBY)
299 T.nn. 176-178°C, MS (ACPI): m/e 363,1 (M+1), aHania Aang
251 6-meTun Tpmcbirc;peTmn C20H22CIF3N,0: obuncneHo: C, 60,23; H, 5,56; N, 7,02; BcTaHOBMEHO:
C, 60,16; H, 5,43; N, 6,98, (BugineHo sik rigpoxnopua)
2233 .. 156-158°C, MS (ACPI): m/e 395,14 (M+1), aHanisa Aans
252 6-meTun TeTpac,bT’o;l)nponin C21H23CIF4N,0: obumncneHo: C, 58,54; H, 5,38; N, 6,50; BcTaHOBMEHO:
C, 58,60; H, 5,32; N, 6,55, (BnaineHo sik rigpoxnopua)
6- 2933 T.nn. 166-168°C, MS (ACPI): m/e 453,14 (M+1), aHani3 Aang
253 ETOKCMKAPBOHI TeTpa(i)'I"OF,)I'IpOI'IiJ'I Ca23H25CIF4N203: obuncnero: C, 56,50; H, 5,15; N, 5,73; BcTaHOBNEHO:
C, 56,18; H, 5,00; N, 5,66, (BugineHo sik rigpoxnopva)
6- 299. T.nn. 169,5-171,5°C, MS (ACPIl): m/e 421,2 (M+1), anania gns
254 ETOKGUKAPBOHIN Tpmcb’To'peTmn CosH27F3N>O7: obuncneHo: C, 58,21; H, 5,07; N, 5,22; BcTaHOBMNEHO:
C, 58,43; H, 4,85; N, 5,27
299 T.nn. 175-177°C, MS (ACPI): m/e 3741 (M+1), aHania Aans
255 6-uiaH Tpmcb,Tc;peTmn C24H22F3N30s: obumcneHo: C, 58,90; H, 4,53; N, 8,59; BCTaHOBNEHO:
C, 58,62; H, 4,48; N, 8,50
2933 T.nn. 167-169°C, MS (ACPI): m/e 406,1 (M+1l), anani3a gns
256 6-LiaH TeTpac’bT’o;,)nponin CosH23F4N30s: obuncneHo: C, 57,58; H, 4,45; N, 8,06; BcTaHOBMNEHO:
C, 57,31; H, 4,35; N, 8,08
299. T.nn. 102°C, MS (ACPI): m/e 392,2 (M+1), aHaniz ana CaoH20F3N30::
257 6-amifo TeTpaci)T,OpeTVIJ'I obuncneno: C, 61,38; H, 5,15; N, 10,74; BctaHoBneHo: C, 61,68; H,
5,11; N, 10,65, (BugineHo sik OCHOBY)
2933 T.nn. 120°C, MS (ACPI): m/e 424,3 (M+1), aHani3 ana C1H21F4N30::
258 6-amigo TeTpa(’bT’obnponin obuncneHo: C, 59,57; H, 5,00; N, 9,92; sctaHoBneHo: C, 59,33; H,
4,82; N, 9,79, (B1AINEHO sIK OCHOBY)
6- 29233 T.nn. 132-134°C, MS (ACPI): m/e 465,1 (M+1), anania pAans
259 TpUATOPMETOKCH TeTpacbeloﬁnponin C21H20CIF7N20;: obuncnero: C, 50,36; H, 4,03; N, 5,59; BcTaHOBNEHO:

C, 50,25; H, 3,96; N, 5,58, (BngineHo sk rigpoxnopuva)
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6- 2,2,2-

260 TpudTOpMETOKCH| TpudTOpEeTUN

T.nn. 160-164°C, MS (ACPI): m/e 433,1 (M+1), ananiz pgns
Co0H19CIFsN20O,: obuucneHo: C, 51,24; H, 4,08; N, 5,98; BcTaHOBMNEHO:
C, 51,26; H, 3,99; N, 5,96, (BugineHo sik rigpoxnopua)

2,2,3,3-

260A 7-xnop TeTpadTopnponin

T.nn. 153,6-154,4°C, MS (APCI): m/e 415,1 (M+1), aHani3: o64ncneHo
ansa CyoH19CIF4N,0-1,0HCI: C, 53,23; H, 4,47; N, 6,21, BCTaHOBINEHO:
C, 52,89; H, 4,40; N, 6,18, (BngineHo sk rigpoxnopua)

260B 7-xop
pua)

T.nn. 193,4-194,9°C, mac-cnektpockoniss (ES+): m/z 383,17 (M+1),
2,2,2- aHani3: obuucneHo ana CigH18CIFsN,O-1,0HCI: C, 54,43; H, 4,57; N,
TpucpTopeTunn | 6,68, BctaHoBneHo: C, 54,66; H, 4,39; N, 6,66, (BuaineHo sk rigpoxno-|

Mpuknag 261

lgpoxnopng
in)etun)-3-(2,2,3,3-
TeTpadToprnpOnoKcK)oeH3nnamiHy

Kpanns 3a kpannew pgogatv auetunxnopug
(2,4mn, 33,8mMmonb) po 6GessogHoro ertaHony
(50mn), nepemiwyBaTtn po3ymH Bnpoaosx 10xB npu
TemnepaTtypi HaBKOMNWLIHLOIO cepeaoBuLLa, AoAaTU
po posunHy N-(2-(7-cTop-1H-iHgon-3-in)eTun)-3-
(2,2,3,3-TeTpacTopnponokcu)beHannamivy  (12,0r,
30,1mMmonb) y etunaueTtati. KoHueHTpyBaTh ogep-
KaHWA PO3YMH N 3HWXKEHUM TUCKOM 3 OfepPXKaHHAM
TBEPOOI PEeYOBMHU XKOBTOrO Konbopy. [lepekpucra-
nisyBaTn TBEpAy PEYOBUMHY >XOBTOrO KOMbOPY i3 Cy-
MiWwi eTunaueTaTty/eTaHony/gieTunosoro ecdipy 3
OAEepXXaHHAM LUinboBoi cnonyku: T.nn. 142-143°C.
MS (m/e): 399 (M+l), 397 (M-1). AHanisa ans
CooH19FsNoOHCI: obuncneHo: C, 55,24; H, 4,64; N,
6,44, BctaHoBneHo: C, 55,44; H, 4,66; N, 6,46.

Mpuknag 262

L(+)raptpat rigpoxnopugy (N-(2-(7-dbTop-1H-
iHoon-3-in)etnn)-3-(2,2,3,3-
TeTpadpTopnponokcM oeH3nn amiHy

Hopatn L-(+)-BMHHY kucnoty (49wmr, 0,33mMMonb)
Ta meTaHon Ao po3unHy (N-(2-(7-dptop-1H-iHgon-3-
in)etun)-3-(2,2,3,3-
TeTpadToprnponoKcK)oeH3nnamiHy (130w,
0,33mmonb) y eTunaueTati. Bunaputn po3unHHUK 3
opepxaHHam cmonu. KpucranizyBaTn cmony i3 cy-
Miwi gieTunosoro edipy/eTunauetaTty 3 OfepXaH-
HSAM LinboBOi cnonyku: T.nn. 192-194°C.

Mpuknag 263

lippoxnopua N-(2-(7-dpTop-1H-iHgon-3-
in)etun)-3-(2,2,2-TpnbTopeToKkcn)6eH3nnamiHy

Kpanns 3a «kpanneto pogatu auetunxnopug
(2,3mn, 32,4vmmonb) pJo 6e3BogHOro eTaHony
(50mn), nepemiwyBaT po3dmH BnNpoaoBx 10xB npu
TemnepaTtypi HaBKONMLIHLOrO cepeaoBuLLa, AoAaTK
po3umH N-(2-(7-cpTop-1H-iHgon-3-in)etun)-3-(2,2,2-
TpudTopetoken)oeHannamivy (10,7r, 29,2mmonb) y
pgietunosomy edipi. KoHueHTpyBaTu ogepxaHun
PO34YMH MiA 3HWKEHUM TUCKOM 3 OJEPXaHHSM TBep-
001 peyOBUHM XXOBTOrO Komnbopy. Nepekpucranisysa-
TW TBEpAYy PEYOBMHY >KOBTOrO KOMbOPY i3 CyMiLli
eTunauertaTty/MeTaHony 3 OAepXaHHsM LinboBOl
cnonyku: T.Nn0. 163-164°C; MS (m/e): 367 (M+1),
365 (M-1); ananis gns CigHigFsN2O HCI: o6uncne-
Ho: C, 56,65; H, 4,75; N, 6,95, BctaHoBneHo: C,
56,45; H, 4,54; N, 6,90.

Mpuknag 264

N-(2-(7-cTop-1H-iHgon-3-

L(+)aptpat N-(2-(7-¢pTop-1H-iHgon-3-in)eTun)-
3-(2,2,2-TpudpTopeTokcn)6eH3unamiHy

Oopatn po3uuH L-(+)-BMHHOT kncnotu (295wmr,
1,96MmMonb) y MeTaHoni go po3yunHy N-(2-(7-dTop-
1H-ingon-3-in)etun)-3-(2,2,2-
TpudTopeToken)beHannaminy (720mr, 1,96mmons) y
eTnnauetaTi. KOHUEHTpyBaTn OAepXaHWi pO34uH
nig 3HWKEHM TUCKOM 3 OJEepXaHHSAM MpOo30poro
6e3bapsHoro macna. KpucranizyBatu macno 3 gie-
TUMOBOro eqipy 3 OAEePXKaHHAM LinbOoBOI CMNOMNYKU:
T.nn. 118-119°C. MS (m/e): 367 (M+l), 365 (M-1).
AHanisa ana CigH1sF4sN>OC4HgOs: 06umncneHo: C,
53,49; H, 4,68; N, 5,42, BctaHoBneHo: C, 53,21; H,
4,55; N, 5,41.

Mpuknag 270

lapoxnopva N-(2-(5-cpTop-1H-iHgon-3-
in)etun)-3-nponokcmbeH3nnamiHy

F
%/\/ﬁ\/g\o/\/
N
H

3miwaTu 3-nponokcubeHsanbaeria (2,96r,
18,0mmonb), 5-chTopTpMnTamiHy rigpoxnopug (2,58r,
12,0monb), Tpuetunamin (1,15r) Ta 3A monekynsipHi
cuta (2,27r) y etadoni (200mn). MNepemiwyBaTtn pe-
akuiviHy cymil npu TemnepaTypi neperoHkn Brpo-
posx 4roa. BigdinbTpyBatn mMonekynspHi  cuta,
nicns 4oro NoBiNbHO goAatn Ao dinbTpaty 6oporia-
pva HaTtpito (1,36r, 36,0mmonb) i nepemiwartn npu
TemnepaTtypi HaBKONMULLHLOTO cepefdosuwia. Yepes
15rog KOHUEHTpyBaTU peakuiHy CyMill 3 ogepxaH-
HAM 3anuLKy, pO34uMHUTKU 3anuwok Yy 1N posunHi
NaOH i ekctparyBatu guxnopmetaHoMm. O6'eaHatn
OpraHiYHi eKCTpakTn, NPOMUTK PO3CONIOM, BUCYLLINTU
Hag Na;SOs i KOHLEHTpyBaTK 3 oAepXXaHHAM 3anu-
wKy. XpomarorpadyBatu 3anuwiok Ha cunikareni 3
€rloIBaHHAM eTunauetTaTtom 3 opepxaHHam 3,31r
macna. OgepxaTn XNOpPUCTOBOAHEBY Cinb y AieTu-
nosomy edipi: T.nn. 197-199°C; MS (ACPI): m/e
327,2 (M+1); anania gnsa CzoH24CIFN20O: obuncneHo:
C, 66,20; H, 6,67; N, 7,72; BctaHoBneHo: C, 66,06;
H, 6,63; N, 7,76.

3a cnocobom [puknagy 270 ogepxanu Taki
cnonyku, BUAiNeHi y BUrNSA4i Maneaty, 3a BUKIIIO-
YEHHSIM MO3HaYeHOoro:
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Ne Z' R4 [aHi
T.nn. 196-198°C, MS (ACPI): m/e 313,1 (M+1), aHania ans
271 5-cbTOp eTun C19H2>CIFN,O: obumncneHo: C, 65,42; H, 6,36; N, 8,03; BcTaHOBMNEHO:
C, 65,48; H, 6,30; N, 8,04, (BugineHo sik rigpoxnopua)
5. T.nn. 156-160°C, MS (ACPI): m/e 363,1 (M+1), aHania ans
272 oM TOPMETH eTtun C24H25F3N20s: obuncneHo: C, 60,25; H, 5,27; N, 5,85; BcTaHOBNEHO:
C, 60,47; H, 5,26; N, 5,79
5. T.nn. 169-172°C, MS (ACPI): m/e 377,14 (M+1), aHania ans
273 nponin cosH27F3N205. 00umncneHo: C, 60,97; H, 5,53; N, 5,69; BctaHoBneHo: C,
TpucpTopMeTIn 60,95; H, 5,54: N, 5,70
5. T.nn. 180-184°C, MS (ACPI): m/e 417,14 (M+1), aHania ans
274 TOUdTOPMETH 2,2,2-tpncptopetun | Co4H22FsN20s: obuucneHo: C, 54,14; H, 4,16; N, 5,26; BcTaHOBMEHO:
C, 53,99; H, 4,07; N, 5,61
5. 333 T.nn. 158-16PC, MS (ACPI): m/e 431,14 (M+1), awania gns
275 TpUcbTOpMETIN Tle(bT,op,)nponin C2sH24FsN20Os: obuncneno: C, 54,95; H, 4,43; N, 5,13; BCTaHOBNEHO:
C, 54,84; H, 4,46; N, 5,03
29033 T.nn. 144-147°C, MS (ACPI): m/e 411,41 (M+1), aHani3 ans
276 4-MeToKCH TeTpad')'I"OF’)I'IpOI'IiJ'I CasH26F4N206: 06uncnero: C, 57,03; H, 4,98; N, 5,32; BcTaHOBNEHO:
C, 56,84; H, 4,94; N, 5,34
2933 T.nn. 172-174°C, MS (ACPI): m/e 406,2 (M+1), aHania ans
277 5-uiaH TeTpa&)T’op’)nponin Cos5H23F4N30s: obuncneHo: C, 57,58; H, 4,45; N, 8,06; BcTaHOBMEHO:
C,57,91; H,4,13; N, 8,34
22333 T.nn. 168-170°C, MS (ACPI): m/e 424,14 (M+1), aHania ans
278 5-uiaH I'IeHTaq,DT’OF;I'I;)OI'IOKCVI Cas5H22FsN30s: obuncneHo: C, 55,66; H, 4,11; N, 7,79; BCTaHOBNEHO:
C, 55,54;H,4,16; N, 7,71
5-(4- 29233 P 161-165°C, MS (ACPI): m/e 475,21 (M+1), aHania pns
279 cbTopdeHin) TeTpatin,op’)nponin Co6H24CIFsN,O: obuncneHo: C, 61,12; H, 4,73; N, 5,48; BcTaHoBne-
Ho: C, 61,18; H, 4,64; N, 5,50, (BuaineHo sk rigpoxnopva)
(BmaineHo sk rigpoxnopug) 1.nn. 168-171°C, MS (ACPI): m/e 4931
280 5-(4- 2,2,3,3,3- (M+1), ananis gna CasH23CIFsN20O: obuncneHo: C, 59,04; H, 4,38; N,
dTOopdeHin) [neHtadpTopnponokey| 5,30; BctaHoBneHo: C, 59,15; H, 4,28; N, 5,30, (BMAINEHO K rigpox-|
nopwa)
2933 T.nn. 148-151°C, MS (ACPI): m/e 457,14 (M+1), aHania Aans
281 5-cbeHin TeTpaq’)T'oi)nponin Co6H25CIF4N2O: obumcneHo: C, 63,35; H, 5,11; N, 5,68; BcTaHoBne-
Ho: C, 63,16; H, 4,99; N, 5,67, (BugineHo sik rigpoxnopva)
22333 T.nn. 65-70°C, 3 posknagom, MS (ACPI): m/e 475,1 (M+1), aHani3
282 5-peHin neHTécﬁTéphponin ansa CasH24CIFsN,O: obumcneHo: C, 61,12; H, 4,73; N, 5,48; BcTaHo
BneHo: C, 60,98; H, 4,66; N, 5,41, (BuaineHo sk rigpoxnopua)
5-(4- T.nn. 214-216°C, MS (ACPI): m/e 443,14 (M+1), aHanisa Aans
283 cbTopdeHin) 2,2,2-tpndbTopeTun | CosHa3CIF4N2O: obuncneHo: C, 62,70; H, 4,84; N, 5,85; BcTtaHoBIe-
Ho: C, 62,47; H, 4,71; N, 5,79, (BugineHo sik rigpoxnopva)
T.nn. 171-174°C, 3 posknagom, MS (ACPI): m/e 425,1 (M+1), aHani3
284 5-cpeHin 2,2,2-tpucptopetun | ansa CasH24CIF3N2O: obumcneno: C, 65,15; H, 5,25; N, 6,08; BctaHO-
BneHo: C, 65,46; H, 5,17; N, 6,10, (BMAINEHO SK rigpoxnopua)
22333 T.nn. 55°C, 3 posknagom, MS (ACPI): m/e 475,1 (M+1), aHani3 gns
285 4-cbeHin I'IeHTa,(b’T(;p’I'IpOI'IiJ'I Co6H24CIFsN,O: obuncneHo: C, 61,12; H, 4,73; N, 5,48; BcTaHoBne-
Ho: C, 61,11; H, 4,83; N, 5,40, (BugineHo sk rigpoxnopua)
T.nn. 60°C, 3 posknagom, MS (ACPI): m/e 425,1 (M+1), aHani3 ons
286 4-cbeHnin 2,2,2-tpucptopetun | CosH24CIF3N2O: obuucneHo: C, 65,15; H, 5,25; N, 6,08; BctaHoBMe-
Ho: C, 65,08; H, 5,42; N, 5,93, (BugineHo sik rigpoxnopua)
2933 T.nn. 56°C, 3 posknagom, MS (ACPI): m/e 457,1 (M+1), aHani3 gns
287 4-cbeHin TeTpaq’)T'o;’)nponin CosH25CIF4N,O: obumcneHo: C, 63,35; H, 5,11; N, 5,68; BcTaHoBne-
Ho: C, 63,60; H, 5,35; N, 5,48, (BugineHo sik rigpoxnopva)
288 7-doTop nipua-4-in T.nn. 212-214°C, MS (ACPI): m/e 362,2 (M+1), (BMAINEHO Ak OKca-
nar)
289 7-cpTop NipUa-3-in T.nn. 167-169°C, MS (ACPI): m/e 362,3 (M+1), (BuAineHo sk okca-
nar)
T.nn. 116-120°C, MS (ACPI): m/e 4253 (M+1), awnania pgns
299 7-dpeHin 2,2,2-tpudpTopetun | CaoH27F3N20s: obuncneHo: C, 64,44; H, 5,03; N, 5,18; BcTaHOBMNEHO!

C, 64,47, H,4,96; N, 5,24
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2,2,3,3-

300 7-thenin TeTpadTopnponin

T.nn. 108-111°C, MS (ACPI): m/e 457,3 (M+1), anania pans
CaoH28F4N20s: o6umncneHo: C, 62,93; H, 4,93; N, 4,89; BcTaHOBMNEHO:
C, 63,02; H, 4,91; N, 4,96

Mpuknag 301
Maneat  N-(2-(6-xnop-1H-iHgon-3-in)etnn)-N-
meTun-3-(2,2,3,3-teTpadTopnponokcn)oeH3nnamiHy

ClAQj/vIL\/@\O/w}F
I & F
N

H

LOopatun 3-(2,2,3,3-
TeTpadTopnponokcn)oeH3anbaerig (232,6wmr,
0,98mmonb) oo posumHy N-(2-(6-xnop-1H-iHgon-3-
in)etun)-N-metunamidy (205,6mr, 0,98mmonb) Ta
TpuaveTokcuboporiapuay HaTpito (305,3wmr,
1,37mmonb) y amxnopetadi (50mn). [NepemiwaTn

z
Qj/\/
N
H

npu TemnepaTtypi HaBKOMMULUHLOIO CcepenoBuLla.
Yepes 24ron BMNapuUTK 3 OOEPXKaHHAM 3anuLuky i
po34nHMUTK 3anuwok y 1IN posumHi NaOH i3 noga-
NblUUM eKkcTparyBaHHAM auxnopmeTtaHom. O6'egHa-
TW OpraHiYHi eKCTpakTu, MPOMUTU PO3CONOM, BUCY-
wntn (NaxS0.), npodinbTpyBaTV i BuUnaputn 3
ofepXaHHAM 3anuwky. XpomartorpadysaTu 3anu-
LIOK Ha cunikareni 3 enioBaHHAM eTunaueTaToM 3
ofepXaHHAM UinboBoi cnonyku. Maneat ogepxanu
y gietunosomy edipi: T.nn. 125-128°C. MS (ACPI):
m/e 429,3 (M+1). AHaniz ans CzsHzsCIF4N20s: 06-
yucneHo: C, 55,10; H, 4,62; N, 5,14; BcTaHOBNEHO:
C, 55,13; H, 4,59; N, 5,09.

3a cnocobom [puknagy 301 ogepxanu Taki
CMONyKu:

Ne z R4

[aHi

T.nn. 144-147°C. MS (ACPl): m/e 393,1 (M+1l). Awania pns
302 | 5-meTtoken | 2,2,2-Tpudptopetun | CasHasF3sN20e: obuucneHo: C, 57,26; H, 5,22; N, 5,81; BctaHoBNEHO:
C, 56,89; H, 5,16; N, 5,82, (BugineHo sik okcanar)

2,2,3,3-

303 | 4-meToKkecu .
TeTpadTopnponin

T.in. 104-109°C. MS (ACPI):: m/e 4252 (M+1). Axanis ans
Co4H26F4N>O¢ 00umcnieHo: C, 56,03; H, 5,09; N, 5,45; BcTaHOBMEHO:
C, 55,85; H, 5,05; N, 5,43, (BugineHo sik okcanat)

T.nn. 199-202°C. MS (ACPI): m/e 367,2 (M+l). Ananis pans

304 | 4-cpTOp 2,2,2-tpucptopetun | C19H19CIFNO: o6uncneHo: C, 56,65; H, 4,75; N, 6,95; BcTaHOBNEHO:
C, 56,82; H, 4,65; N, 6,84, (BugineHo sik rigpoxnopva)
29233 T.nn. 94-98°C. MS (ACPI): m/e 457,1 (M+1). AwHanisa ans
305 | 6-cbeHin TeTpaq’)T'o;’)nponin CosH24F4N>0O: obuncneHo: C, 68,41; H, 5,30; N, 6,14; BcTaHOBNEHO:
C, 68,18; H, 5,28; N, 6,06, (B1aineHo sik o0CHOBY)
Mpuknag 306

N-(2-(6-kapbokcu-1H-ingon-3-in)etun)-3-
(2,2,3,3-TeTpadhTopnponokcu)6eH3nnamin

| H\/©\ I
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3miwatn  N-(2-(6-eTokcukapboHin-1H-iHaon-3-
in)etun)-N-(2,2,3,3-
TeTpadpTopnponokcmbeHaunn)amin (1,09r, 2,4MMonb)
Ta 2N po3unH NaOH (4,8vn) y etaHoni (4,8mn).
HarpiBatn 3i 3BOpPOTHUM XxonoaunbHukoM. Yepes
2ron oxonogutu OO TemnepaTypu HaBKOMWLLIHLOIO
cepefosvlia, BMNApuTW Nif BakyymoM Ans BuAa-
NeHHa eTaHony, nicns Yyoro HenTpanisysat SN pos-
ynHom HCI (1,92mn) 3 opgepxaHHAM TBepAoi pedyo-
BUHW. BiadinbTpyBaTn TBEPAY PEYOBUHU i BUCYLLNTH
nig BakyyMOM 3 OfepXaHHsAM UiNbOoBOi CMNOMyKN Yy
BUIMA4i MopoLuky Ginoro konbopy: T.nn. 186°C, 3
posknagom, MS (ACPI): m/e 425,1 (M+1).

Mpuknag 307

N-(2-(6-kap6okcu-1H-ingon-3-in)etun)-3-(2,2,2-
TP TOPETOKCH)OEH3MMTaMIH

LlincoBy crnonyKky ofepXykTb 3a crnocobom
Mpuknagy 306, T1.nn. 232-235°C. MS (ACPI): m/e
393,2 (M+1).

Mpuknag 310

5-cpeHoken-1H-iHgon

3miwartn rigpokena kanito (3r, 0,054monb) Ta
deHon (15r, 0,16monb) i HarpiBaTu Npu Temneparypi
110°C po po3umMHeHHsa rigpokeuay kanito. Oxonogu-
TV peakuiiHy CyMill OO KiMHATHOI TemnepaTtypw i
OfHicl0 anikBoTol Aopdatn 5-gTop-2-HiTpoTonyon
(7,75r, 0,05Monb). HarpiBatn peakuinHy cymiw npu
Temnepatypi 130°C Bnpogosx 30xB, oxonoautn 4o
KiMHaTHOI Temnepatypu, nicna 4yoro Bunutn y 10%
po3umH NaOH (200mn). EkctparyBatu BOAHWMIA poO3-
YMH npocTum edpipom (2x100mn), o6'egHaTh opraHi-
yHi  wapw, npomutn 10% posumHom NaOH
(2x100mn), Bogoto (2x100mn), BUCYLUMTU Hag
Na;SO4 i KOHUeHTpyBaTK in vacuo. Xpomarorpady-
BaTW Ha cunikareni 3 enoBaHHAM CYMILLLLIO rekca-
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Hy/eTunauetaty 3  OAEpPXaHHAM  2-HIiTpo-5-
deHoKCUTONyony y BUMMsAA4i TBEpAOi PeYOBUHU: H
AMP (300MI'u, CDCls) 2,59 (s, 3H), 6,81-6,85 (m,
2H), 7,06-7,09 (m, 2H), 7,22-7,26 (m, W), 7,40-7,45
(m, 2H), 8,03-8,06 (m, 1H).

3miwatn  2-HiTpo-5-cpeHokcuTonyon  (1,15r,
5,0mmonb) Ta Tpuc(anmeTtunamiHo)metaH (0,87r,
6,0mmornb) y 10Mn cyxoro Tonyony i Harpitu 3i 3Bo-
POTHMM XONOAUIBLHUKOM Yy aTMocdepi asoTy. Yepes
2rog oxonoguTu peakuinHy Cymill A0 KiMHaTHOI Te-
MnepaTypu i BUNaputu Tonyon Mif 3HUXEHUM Tuc-
KOM 3 OfiepXXaHHAM 3anuiiky. PO34MHUTY 3anuLLOK Y
15mn EtOAc, 3miwatn 3 Pd/C (10%, 100mr), nepe-
MilWyBaTM NpW KiIMHATHIN TemnepaTtypi Mig TUCKOM
BOAHIO y 1atm Bnpogosx 1,5 gHsa. BigdineTpyBatn
KaTanisaTop i KOHUeHTpyBaTu inbTpaT. Xpomartor-
padpyBaTn Ha cunikareni 3 enioBaHHAM CYMILLILLIO
rekcaHy/EtOAC 3 ofep)aHHsIM LinbOBOi CMOMNyKW Y
BUMAAI TBEPAOi PEYOBUHU: 'H amP (300MTIw,
CDCl3) 6,49-6,50 (m, 1H), 6,93-7,03 (m, 4H), 7,22-
7,27 (m, 5H), 8,15 (br, 1H).

3a cnocobom [lMpuknagy 310 opepxanu Taki
CMonyku:

a) 4-(p-Toninokcm)-2-mMeTuUnHiTpobeH3on: H
AMP (300MI'y, CDCls) 2,35 (s, 3H), 2,57 (s, 3H),
6,77-6,80 (m, 2H), 6,93-7,03 (m, 2H), 7,18-7,24 (m,
2H), 8,00-8,03 (m, 1H);

b) 5-p-toninokcu-1H-ingon: 'H amp (300MTIw,
CDCl3) 2,31 (s, 3H), 6,48-6,49 (m, 1H), 6,87-6,96
(m, 3H), 7,07-7,10 (m, 2H), 7,20-7,35 (m, 3H), 8,15
(br, 1H);

c) 4-(o-Tominokcu)-2-MeTunHiTpobeHson:  'H
AMP (400MI'y, CDCls) 2,16 (s, 3H), 2,57 (s, 3H),
6,50-6,78 (m, 2H), 6,93-7,03 (m, 3H), 7,18-7,35 (m,
1H), 8,00-8,03 (m, 1H);

d) 5-o-toninokcu-1H-iHgon: H aupP (400Mrw,
CDCl3) 2,31 (s, 3H), 6,45-6,46 (m, 1H), 6,78-6,80
(m, 1H), 6,90-6,00 (m, 2H), 7,01-7,10 (m, 2H), 7,13-
7,24 (m, 2H), 7,32-7,34 (m, 1H), 8,11 (br, 1H);

e) 4-(T-Toninokcn)-2-MeTUNHITPoGEeH30/: H
AMP (300MI'y, CDCls) 2,37 (s, 3H), 2,60 (s, 3H),
6,80-6,88 (m, 4H), 7,03-7,06 (m, 1H), 7,27-7,32 (m,
1H), 8,03-8,06 (m, 1H);

f) 5-m-toninokcu-1H-iHgon: 6yno ogepxaHo
6,0r (54%) (Macno uepBoHoro kombopy), ‘H AMP
(300Mlu, CDCls) 2,25 (s, 3H), 6,51-6,52 (m, 1H),
6,76-6,98 (m, 4H), 7,14-7,39 (m, 4H), 8,17 (br, 1H);

g) 4-(4-bTOpdEHOKCH)-2-METUNHITPOOEHSO: H
AMP (300MI'u, CDCls) 2,60 (s, 3H), 6,80-6,82 (m,
2H), 7,03-7,12 (m, 4H), 8,03-8,06 (m, 1H); i

h) 5-(4-dTopdeHoken)-1H-ingon: 6yno opep-
XaHo 2,68r (26%) (Macno 4epBOHOro KOnbLopy), H
AMP (300MI'y, CDCls) 6,50-6,52 (m, 1H), 6,91-7,01
(m, 5H), 7,24-7,38 (m, 3H), 8,18 (br, 1H).

Mpuknag 311

2-okco-(5-heHokem-1H-ingon-3-
in)aueTtunxnopung

3miwartun 5-cpeHokciingon (1,57r, 7,5mMmonb) Ta
6e3BogHMI edip (35mMn), gogatv pPo3ynH okcaninx-
nopuay (1,07r, 8,25mMmonb) y 8mn npocToro eqipy.
Bunagae ocag. [lNepemiwyBatn peakuiiHy CyMill
BMPOAOBX Houi. 3ibpaTh ocag, BUCYWNTK in vacuo 3
OLEpPXXaHHAM LjinbOBOI CMOMyKM: 'H avp (300Mru,
DMSO-ds) 6,99-7,15 (m, 4H), 7,37-7,42 (m, 2H),
7,60 (d, 1H, J=8,7T'u), 7,75 (d, 1H, J=2,4T"u), 8,47 (d,
1H, J=3,2I'y), 12,49, (br, 1H).
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3a cnocobom [lMpuknagy 311 opepxanu Taki
CNonyKu:

a) 2-okco-(5-p-toninokeu-1H-ingon-3-
in)aueTunxnopuva;

b) 2-okco-(5-o-toninokcu-1H-ingon-3-
in)aueTunxnopua: H amP (300 MI'y, CDCl3) 2,83
(s, 3H), 6,86-6,89 (m, 1H), 7,03-7,16 (m, 5H), 7,26-
7,27 (m, 1H), 7,40-7,44 (m, 1H), 7,87 (m, 1H), 8,20-
8,32 (m, 2H), 8,90 (br, 1H);

C) 2-okco-(5-m-toninokeu-1H-ingon-3-
in)aueTunxnopug,; i

d) 2-okco-((4-dpTopdeHoken)-1H-iHaon-3-
in)aueTunxnopua.

Mpuknag 312

2-0kco-2-(5-heHokemn-1H-ingon-3-in)auetamig

3miwatu 2-okco-(5-deHokeun-1H-iHgon-3-
in)auetunxnopua (2,15r, 7,18mMmonb) Ta rigpokcua,
amoHito (28-30%, 32mn, 680Mmonb) i nepemiliysaTn
BnpogoBx 2rog. Bunutn peakuinHy cymiwn y 10%
BOAHWI po3dnH HCI, ekcTparyBaT AUXNOPMETaHOM,
o6'egHaTtn opraHiyHi wapw, sucywmntn Hag NaSOa,
BMNAapUTM PO3YMHHMK iN vacuo 3 ogepxaHHam 1,94r
(96%) winboBoi cnonyku: "H SIMP (300Mru, CDCls)
4,87 (s, 2H), 7,51-7,91 (m, 7H), 8,13-8,24 (m, 3H).
3a cnocobom lMpuknagy 312 ogepxanu Taki crnony-
Ku:

a) 2-okco-2-(5-p-Toninoken-1H-ingon-3-
in)aueTtamig;

b) 2-okco-2-(5-o-Toninoken-1H-ingon-3-
in)auetamig; i

C) 2-0kco-2-(5-m-toninoken-1H-ingon-3-
in)auetamia.

Mpuknag 314

5-cpeHokcMTpunTamiHy okcanat

Kpanns 3a kpanneto gogatv po3ynH 2-0KCo-2-
(5-chbeHokeun-1H-ingon-3-in)auetamigy (1,9r,
6,86mmonb) y TeTparigpodypaHi (60mn) 4O po34nHY
LiAlH-TeTparigpodpypany (1,0M, 41mn, 41,0mmonb)
y TeTparigpodypaHi npu KiMHaTHIn TemnepaTypi.
HarpiBat peakuiiHy cymiw 3i 3BOPOTHMM XOMOAMU-
NbHVYKOM BNPOAOBX 4rod, OX0NnoguTtu 4O KiMHaTHOI
Temnepatypu. LLBuako npunuHMTK peakuito goaaH-
HAM crno4YaTKy XonogHoi Bogn (6mn), NoTiM po3dnHy
NaOH (2N, 3mn). BigdinsTpyBatu ocag i npomuTun
npoctum ecdpipom (3x50mn). Bucywwntu inbtpat
Hag NaxSO., KOHUEHTpyBaTu in vacuo. OYUCTUTU
3anuuok dnelu-xpomartorpadyBaHHAM (Quxnopme-
TaH/MeOH/NH4OH) 3 ogepxanHam 1,0r (59%) Binb-
HOro amiHy UinboBoi cnonyku. OkcanaTt UinboBoOi
cnonykn pae: 1.nn. 156-157°C; 'H aumpP (300MTIw,
DMSO-ds) 2,94 (t, 2H, J=7,3l'u), 3,00 (&, 2H,
J=7,3I"u), 5,00 (br, 2H), 6,83-7,04 (m, 4H), 7,26-7,41
(m, 5H), 11,05 (br, 1H); mac-cnekTpomeTpisa 3 enek-
Tpopo3nuneHHsam, m/e: 341,1 (M-1); aHani3: o64uc-
neHo: CigH1gN20s: C, 63,15; H, 5,30; N, 8,18, BCcTa-
HoBneHo: C, 62,97; H, 5,25; N, 8,20.

3a cnocobom lMpuknagy 314 ogepxanu i BuAi-
nnu y BUrMNsAi okcanaty (SKWO He BKas3aHo iHLe)
Taki Cnonyku:

a) 5-p-ToninokcuUTpunTaMmiH: 'H amP (300MTIw,
CDCl3) 2,31 (s, 3H), 2,83 (t, 2H, J=6,4"yu), 2,98 (t,
2H, J=6,3l"y), 6,86-6,96 (m, 3H), 7,07-7,10 (m, 3H),
7,24-7,33 (m, 2H), 8,02 (br, 1H) (BMAiNeHO Ak OCHO-
BY);

b) 5-o-Toninokcutpuntamin: T.nn. 187-188°C, H
AMP (300MI'y, DMSO-dg) 2,27 (s, 3H), 2,90-3,05
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(m, 4H), 6,66-6,68 (m, 1H), 6,76-6,79 (m, 1H), 6,93-
6,98 (m, 1H), 7,06-7,16 (m, 2H), 7,24-7,39 (m, 3H),
7,66 (br, 2H), 11,05 (br, 1H); mac-cnekTpomeTpis 3
enektpoposnuneHHam m/e: 265,1 (M-1-C-,H.0.);
aHani3: obuncneHo: CigH2oN.0s: C, 64,04; H, 5,66;
N, 7,86, BctaHoBneHo: C, 63,90; H, 5,72; N, 7,83; i

¢) 5-m-tominokcutpunTtamiH: T.nn. 164-165°C;
'H AMP (250Mru, DMSO-dg) 2,26 (s, 3H), 2,89-3,07
(m, 4H), 4,52 (br, 2H), 6,68-6,72 (m, 2H), 6,82-6,86
(m, 2H), 7,17-7,42 (m, 4H), 11,06 (br, 1H); mac-
CMeKTpoMeTpis 3 enekTpopo3nuneHHsam m/e: 265,1
(M-1-C2H204).

Mpuknag 315

6-xnop-7-pTop-1H-iHgon

3miwatn posunH Tpuxnopuay 6opy (36,0mm,
1,0M posuvH y rentaHi, 36 wmmomnb) Ta 1,2-
anxnopetaH (40mn) i oxonoguTv OO TemnepaTtypu
5°C. Kpannsa 3a kpannet gogaTtu po3yuH 2-gTtop-3-
xnopaHiniHy (4,36r, 30,0mmonb) y 20mn 1,2-
avxnopetaHy. Harpitu peakuinHy cymiw Ao KiMHaT-
HOi TemnepaTypu i nepewmiwysatn Bnpodosx 30xs.
Jdopgatn OO0 peakuinHOi  Cymilli  XnopaueToHITpun
(2,71r, 36,0mmonb), notim TiCls (6,83r, 3,84mmn,
36,0mMonb). HarpiBatu peakuiiHy cymill 3i 3BopoT-
HUM XONOAMITBHUKOM BMpPOJOBX Houyi. Oxonogutu
peakuiiHy cyMmill Ao KiMHaTHOI TemnepaTypu, Aoaa-
1 55,0mMn 2,5N po3uunHy HCI, HarpiBaT npu Temne-
patypi 85°C Bnpoposx 30xB. OxonoanTn Ao KiMHa-
THOI TemnepaTypu, ekcTparyBatu AUXIIOpPMETaHOM
(3x25mn), o6'egHaTy opraHiyHi Wwapu, NPoOMUTK po3-
conom, Bucywntn Hag Nap;SOa, KOHuUeHTpyBaTu in
vacuo 3 ogepxaHHam 5,1r 1-(2-amiHo-2-cpTOp-3-
xnopdeHin)-2-xnopetaHoHy: ‘H AMP  (300MIy,
CDCl3) 4,63 (s, 2H), 6,49 (br, 2H), 6,62-6,69 (m,
1H), 7,36-7,39 (m, 1H).

Po3unHntn 1-(2-amiHo-2-cpTop-3-xnopdeHin)-2-
xnopetaHoH y 50mn (10% Bogm y 1,4-giokcaHi, y
06'eMHOMY BifHOLLEHHI) i obepexHo aoaatn NaBH4
(0,86r, 22,8mMmonb) npu KiMHaTHIM Temneparypi.
HarpiBatn peakuiiHy Cymill 3i 3BOPOTHUM XOrioau-
JNIBHUKOM BMPOAOBX MPUONU3HO 4rod, OXONOAMTU 4O
KiMHaTHOI Temnepatypu. Jogatn 35mn 1N posunHy
HCl i nepewmiwyBatu npu KiMHaTHIA TemnepaTypi
BMPOAOBX MiBrOAMHW, eKcTparyBaTv AUXNopMmeTa-
HoM (3x20mn), o6'egHaTK OpraHiyHi Wwapu, NpoMuTH
H,O Ta posconom, Bucywmtn Hag NaSO4 i KOHUEH-
TpyBaTu in vacuo. XpomaTorpadyBsaTun Ha cunikareni
3 enoBaHHAM cymiwo EtOAc/rekcaHy 3 opep-
XaHHam uinbosoi cnonyku, 0,94r (24%): 'H ampP
(300Ml'y, CDCI3) 6,55-6,58(m, 1H), 7,04-7,10 (m,
1H), 7,22-7,33 (m, 2H), 8,38 (br, 1H).

3a cnocobom [Mpuknagy 315 opepxanu Taki
CMonyku:

a) 5,7-pudptop-1H-iHoon: 'H ampP (300MIw,
CDCl3) 6,55-6,56 (m, 1H), 6,71-6,78 (m, 1H), 7,01-
7,11 (m, 1H), 7,26-7,28 (m, 1H), 8,34 (br, 1H);

b) 6,7-andTop-1H-iHgon: H amP (300MTIw,
CDCl3) 6,53-6,56 (m, 1H), 6,90-6,99 (m, 1H), 7,22-
7,31 (m, 2H), 8,39 (br, 1H);

c) 5,6,7-Tpudptop-1H-iHgon: H aMmP (300MTIw,
CDCl3) 6,52-6,55 (m, 1H), 7,13-7,20 (m, 1H), 7,26-
7,27 (m, 1H), 8,35 (br, 1H); i

d) 4,5,7-Tpucdptop-1H-ingon: 'H amP (300MTIw,
DMSO-ds) 6,68-6,71 (m, 1H), 7,20-7,29 (m, 1H),
757-759 (m, 1H), 12,07 (br, 1H); wmac-
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CNEKTPOMETPIA 3  eNeKTPOpPO3NUIOBaHHAM  m/e:
170,0 (M-1).

e) 4,7-gpndpTop-1H-iHgon: H ampP (400MTw,
DMSO-deg): 11,91 (br s, 1H), 7,44 (t, 1H, J=2,8Iy),
6,84-6,90 (m, 1H), 6,69-6,74 (m, 1H), 6,54-6,56 (m,
1H); MS (ES-): m/e 152,0 (M-1).

Mpuknag 316

3-hopmin-6-xnop-7-pTop-1H-iHgon

[onatu 3 eHepriitHMM nepemillyBaHHAM OKCUX-
nopug cocdopy (0,94r, 6,16Mmonb) A0 OUMETUI-
dopmamigy (12mn, oxonogXeHoro Ha NboasiHin ba-
Hi). Yepes npnbnusHo 10xB gogatn po3uunH 6-xnop-
7-cpTopingony (0,93r, 5,6mmonb) y 6e3BogHoMy
anveTtundopmamigi (4mn), nepemiwysaTv npm TeM-
nepatypi 0°C BnpogoBx 1roa, HarpitM Jo KiMHaTHOI
TeMmnepaTtypu i nepemillyBaTi BNPOAOBX HOYI Npu
KimHaTHIn Temnepatypi ("16rog). O6pobuTtn 14,0mMn
2N posumHy NaOH (4ekB.) 3 eHepriiHum nepemiluy-
BaHHAM. HarpiBaTtu peakuinHy cymiw npu Temnepa-
Typi 80°C BNpoAOBX MiBrOAMHW, NOTIM OXONOAUTHU.
Bunutn peakuinHy cymiwl y XonoaHy Body 3 eHep-
rNHAM nNepemillyBaHHAM 3 OAEpXaHHAM TBepaoi
peyoBuHU. BiadinbTpyBaTn TBEpPAY PEYOBUHY i Cy-
LUMTU BNPOAOBX HOMi Yy BaKyyMHi/ nedi npu KimHaT-
Hi TemnepaTypi 3 oAepXaHHAM LiNbOBOi CMOMYKU:
'H AMP (300Mru, CDsCOCD3/CDCls) 7,09 (t, 1H,
J=7,7Tu), 7,83-7,86 (m, 2H), 9,89 (s, 1H). 3a cnoco-
6om lMpuknagy 316 ogepxxanu Taki CONyKu:

a) 3-popmin-5,7-aucbtop-1H-ingon: *H AMP
(300Mly, CD3COCDs) 6,98-7,06 (m, 1H), 7,71-7,75
(m, 1H), 8,35 (s, 1H), 10,04 (s, 1H);

b) 3-cbopmin-6,7-audTop-1H-Hgon: ‘H SAMP
(300Mru, CDCI3) 7,10-7,19 (m, 1H), 7,86-7,88 (m,
1H), 7,98-8,03 (m, 1H), 8,95 (br, 1H), 10,06 Ss, 1H);

¢) 3-gopmin-5,6,7-Tpucptop-1H-iHgon: "H AMP
(300Mry, CDsCOCD3) 7,87-7,93 (m, 1H), 8,42 (s,
1H), 10,07 (s, 1H); i

d) 3-chopmin-4,5,7-Tpucbtop-1H-inaon: *H AMP
(300Mly, OMSO-ds) 7,46-7,55 (m, 1H), 8,49 (s, 1H),
10,02 (d, 1H, J=3,7T'u), 13,19 (br, 1H).

e) 3-dopmin-4,7-andTop-1H-iHgon: 'H amP
(400Mly, DMSO-de): 6 13,03 (br s, 1H), 10,00 (d,
1H, J=3,2I'y), 8,36 (s, 1H), 7,07-7,13 (m, 1H), 6,94-
7,00 (m, 1H); MS (APCI): m/e 182,0 (M+1).

f) 3-dopmin-4,5,6,7-teTpacptop-1H-iHaon: 'y
AMP (400MI'y, DMSO-dg): 6 13,33 (br s, 1H), 9,94
(d, 1H, J=4,4T"u), 8,49 (s, 1H); MS (ES-): m/e 216,0
(M-1).

Mpuknag 317

3-(2-HiTpoBIHIN)-6-xnop-7-dTop-1H-iHaon

3miwatu 3-copmin-6-xnop-7-gprop-1H-iHaon
(1,00r, 5,06mmonb), aueTtat amoHio  (292wr,
3,8mmornb, 0,75ekB.) (BMCYLULMTU 3a [OMOMOrOK TO-
nyony i BMAanNMTK TONyon in vacuo) Ta HiTpomeTaH
(6,17r, 101,2mmonb, 20ekB.). Harpitn oo temnepa-
Typu 65°C. [Micna 3aBepLueHHsA peakuii (3a gaHumu
TOHKOLLAPOBOro XxpomarorpadpyBaHHsi), Aogatu cu-
nikarenb i BUOANUTU HiTpoMeTaH in vacuo. BHectn
curnikarenb A0 BEPXHbOI YaCTMHM KOPOTKOI curikare-
NeBOi KOMNOHKM i entotoBatn 25% po3yrMHOM aLeToHyY
y rekcaHi 3 ofepXaHHAM, Nicns BuNaploBaHHSA, Li-
NbOBOI CMOMNYKW.

3a cnoco6om [Mpuknagy 317 opgepxanu Taki
CMONYKM:

a) 3-(2-HiTpoBiHiN)-5,7-andbTop-1H-iHaon: H
AMP (300MI'y, CDCIs) 6,68-6,81 (m, 1H), 7,16-7,21
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(m, 1H), 7,60 (d, 1H, J=13,5Tu), 7,73 (d, 1H,
J=2,7Tyu), 8,18 (d, 1H, J=13,5I'y), 10,95 (br, 1H);

b) 3-(2-HiTpoBIHIN)-6,7-aAndTop-1H-iHgon: H
AMP (300MIu, CDCls) 6,93-7,00 (m, 1H), 7,30-7,35
(m, 1H), 7,58 (d, 1H, J=13,5Iu), 7,69 (d, 1H,
J=2,9I"y), 8,10 (d, 1H, J=13,5I'y), 11,18 (br, 1H):
Mac-CrnekTPOMETPIisi 3 eNEKTPOPO3NUITIOBAHHAM m/e:
225 (M+1), 223 (M-1);

¢) 3-(2-HiTpoBiHin)-5,6,7-TpudpTop-1H-iHgon.

d) 3-(2-HiTpoBiHin)-4,5,7-TpudTop-1H-iHaon.

e) 3-(2-HiTpoBiHin)-4,7-gndTop-1H-iHaon:
(ES-): m/e 223,0 (M-1).

f) 3-(2-HiTposiHin)-4,5,6,7-TeTpacdTop-1H-iHgon:
MS(ES-): m/e 259,0 (M-1).

Mpuknag 318

6-xnop-7-cbTopTPUNTaMIH

Kpanns 3a kpanneto pogatM posunH  3-(2-
HITPOBIHIN)-6-xnop-7-pTop-1H-iHgony (1,20r,
5,06mMMonb) y 6e3BogHoOMy TeTparigpodpypaHi go
pos4yuHy antomorigpugy nitito (30,0mn, 30,0MMons,
1,0M posunH y TeTparigpodypaHi). Harpisatn 3i
3BOPOTHUM XOJTOAUITbHUMKOM BMPOAOBX 2ron, nicnsi
4YOro OXOnoAuTu A0 KiMHaTHOI Temnepartypu. LBua-
KO MPUMUHUTA peakuilo 06epexxHMM AO0A4aHHAM XO-
nogHoro 1N posunHy NaOH 3 ogepxaHHaM cycneH-
3ii. MpodinbTpyBaTU CycneHsilo Yepes wap Uenity i
NOBTOPHO MPOMWUTU NPOCTUM edpipoM. Bunaputun
GinbTPaT in vacuo 3 oAepxaHHAM 3anuiky. Xpoma-
TorpadpyBaTh 3anuLIOK Ha cwnikareni 3 entoloBaH-
HAM OMXIIOPMETAHOM, METaHOMOM Ta TigpoKCUaoM
amoHito (10:1:01) 3 ogepkaHHAM, MiCNs BUNapOBaH-
HSl, LiNbOBOI CMOMNYKM: H ampP (300Mlu, CDCIls)
2,87 (t, 2H, J=6,6I"y), 3,02 (t, 2H, J=6,7T"y), 7,03-
7,08 (m, 2H), 7,26-7,29 (m, 1H), 8,51 (br, 1H).

3a cnocobom [Mpuknagy 318 opepxanu Taki
CMonyku:

a) 5,7-andTopTpunTtamiH: 'H amp (300MTIw,
CDCls) 2,46 (t, 2H, J=6,5I"u), 3,01 (t, 2H, J=6,4I"u),
6,69-6,77 (m, 1H), 7,03-7,11 (m, 2H), 8,29 (br, 1H);

b) 6,7-gudpTopTpynTamiu: 'H amp (300MTIw,
CDCl3) 2,87 (t, 2H, J=6,6l"u), 3,02 (t, 2H, J=6,7TL),
6,88-6,97 (m, 1H), 7,04 (m, 1H), 7,20-7,25 (m, 1H),
8,64 (br, 1H);

c) 5,6,7-TpucptopTpmnTamin: IH amp (300MIw,
CDCls) 2,83 (t, 2H, J=6,6"u), 3,00 (t, 2H, J=6,7Tu),
7,08-7,14 (m, 2H), 8,71 (br, 1H); mac-cnekTpomeTpis
3 enekTpopo3numioBaHHaM, m/e: 215,0 (M+1); i

MS
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d) 4,5,7-TpudTOpTPUNTAMIH: 'H amp (300Mru,
CDCl3) 2,93 (t, 2H, J=6,6I"u), 3,03 (i, 2H, J=6,4T"v),
6,73-6,82 (m, 1H), 7,02 (s, 1H), 8,58 (br, 1H); mac-
CNEKTPOMETPIS 3  eneKTPopO3NuIoBaHHAM, m/e:
215,0 (M+1), 213,0 (M-1).

e) 4,7-gndTopTpunTamiH: 'H amp (400MTIw,
DMSO-dg): 11,57 (br s, 1H), 7,19 (s, 1H), 6,80-6,85
(m, 1H), 6,61-6,67 (m, 1H), 2,79 (s, 4H), MS (ES+):
m/e 197,0 (M+1) 180,0 (M-NH>).

f) 4,5,6,7-TeTpacdTOpTPUNTaMIH: 'Hooamp
(400Mly, DMSO-dg): & 7,31 (s, 1H), 2,78 (s, 4H);
MS (ES+): m/e 233,0 (M+1) 216,0 (M-16).

Mpuknag 319

N-(2-(5-cpeHoken-1H-iHgon-3-in)eTnn)-3-
deHoKCcMbeH3nnamiH

f

3miwatu 5-cbeHokcuTpunTamiH (0,400r,
1,59mmonb),  3-peHokcubeHsanbperin (0,377,
1,90mMmonk) Ta monekynsapHi cuta 4A (0,40r) y me-
TaHoni (15mn) i nepewmiwyBatn BnpogoBx 4rofd.
MpodinbTpyBaTH i Aekinbka pasiB MPOMUTN MOMEKY-
napHi cuta MeOH. Topuismm  pomatu  NaBH,4
(61,5mr, 1,59mMmonb) oo dinbTpaty i nepemilysatu
npu KiMHaTHIM TemnepaTypi Bnpogoex 1rod. Buaa-
nutn MeOH nig BakyyMOM 3 ogepXXaHHSAM 3aruLuky,
po36aBUTK 3aNMLLIOK CYMILLLLIO AUXTOPMeTaHy/Boau,
BiJOKPEMMUTU LIApKW, eKCcTparyBaT BOOHWI LWap AWX-
nopmeTaHoM, 06'egHaTK OpraHiyHi Lwapw i BUCYLUINTU
Hag Na,SOs. KoHueHTpyBaTh in vacuo i xpomaror-
padyBaTh Ha curnikareni 3 enolBaHHAM CYMILLILLO
auxnopmeTtaHy/MeOH 3 ogepxxaHHAM LiNbOBOI Cro-
nykn. OgepxaTtu okcanar i3 UinboBOi CNOMNyKW: T.MM.
196-198°C; *H AAMP (300Mry, DMSO-dg) 2,95-3,15
(m, 4H), 4,15 (s, 2H), 6,85-7,46 (m, 18H), 11,06 (br,
1H); Mac-cnekTpomeTpis 3 €eneKTPOPO3MUITEHHSIM
m/e: 435,3 (M+1); HRMS (ES+) obGuucneHo ans
CooH27N2O,  (M+H)  435,2084  BcTaHOBMEHO
435,2073.

3a cnocobom MMpuknagy 319 opepxanu Taki
Cronykun, BUAINEHi y BUrMAQi okcanaTy, 3a BUKMIO-
YEHHSAM MO3HAYeHOoro:

Z.Q]/\/EVQO/&

N
H

[aHi

320 (5-p-Toninokcu deHin

N, 5,28

T.nn. 204-206°C; TH AMP (250Mry, DMSO-ds) 2,25 (s, 3H), 2,97-3,12
(m, 4H), 4,01 (br, 2H), 4,16 (s, 2H), 6,78-6,84 (m, 3H), 7,00-7,10 (m,
10H), 7,13-7,43 (m, 4H), 11,05 (br, 1H); mac-cnekTpomeTpia 3 eneKTpo-
posnuneHHam mle: 4491
C3oH30N206: C, 71,36; H, 5,61; N, 5,20, BctaHoBneHo: C, 71,22; H, 5,59;

(M+1-C,H,04); awHanis: obumucneHo ans

321 |(5-0-Toninokcm deHin

T.An. 191-192°C; TH AMP (300Mru, DMSO-ds) 2,28 (s, 3H), 2,99-3,15
(m, 4H), 4,17 (s, 2H), 6,63-6,66 (m, 1H), 6,756,79 (m, 1H), 6,92-7,42 (m,
15H), 9,50 (br, 2H), 11,05 (br, 1H); Mac-cnekTpomeTpisi 3 eNneKTpopo3nNu-
neHHam m/e: 449,1 (M+1-C;H,0,); aHani3: obuncneHo anst CszHzoN2Os:
C, 71,36; H, 5,61; N, 5,20, BctaHoBneHo C, 71,11; H, 5,59; N, 5,18
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322

5-m-
Toninokcu

eHin

T.nn. 174-175°C, "H AMP (250Mly, DMSO-ds) 2,51 (s, 3H), 3,00-3,13
(m, 4H), 4,15 (s, 2H), 6,81-7,03 (m, 7H), 7,11-7,42 (m, 11H), 11,05 (br,
1H): mac-cnekTpomeTpia 3 enekTpoposnuneHHam mle: 449,1 (M+1-
CyH204)

323

6-xrop-7-
TOp

2,2,2-
TpudTopeTun

T.nn. 186-187°C, "H AMP (300MI'L, DMSO-ds) 3,13 (s, 4H), 4,15 s, 2H),
4,78 (g, 2H, J=8,7Tu), 7,07-7,12 (m, 2H), 7,21-7,24 (m, 1H), 7,37-7,45
(m, 4H), 9,44 (br, 1H), 11,72 (br, 1H): Mac-cneKTpOMEeTpisa 3 eNeKTPopo3-
nuneHHam m/e: 401,2 (M+1-HC1), 399,2 (M-1-HCI): aHani3: o64mcneHo:
C19H17CIF4N2,O-HCI: C, 52,19; H, 4,15; N, 6,41, BctaHoBneHo: C, 52,15;
H, 4,14; N, 6,38 (BnaineHo sk rigpoxnopua)

324

6-xnop-7-
TOp

2,2,3,3-
TeTpachTopnponin

T.n1. 155-156°C; 'H AMP (300Mlu, DMSO-dg) 3,13 (s, 4H), 4,16 (s, 2H),
4,61 (t, 2H, J=13,5I'y), 6,70 (tt, 1H, J=51,9I"y, J=5,5I'y), 7,08-7,10 (m,
2H), 7,11-7,12 (m, 1H), 7,21-7,45 (m, 4H), 9,41 (br, 1H), 11,72 (br, 1H);
Mac-CrnekTpoOMeTpis 3 enekTpopo3nunoBaHHaM m/e: 433,2 (M+1-HCI),
431,2 (M-1-HCI); aHani3: obuucneHo: CzoH1sCIFsN.OHCI: C, 51,19; H,
4,08; N, 5,97, BctaHoBneHo: C, 51,27; H, 4,10; N, 6,07 (BugineHo sk rig-
poxnopwa)

325

5,7-andpTop

2,2,2-
TpudTopeTun

T.nn. 179-180°C; "H AMP (300MI1, DMSO-ds) 3,11 (s, 4H), 4,16 (s, 2H),
4,77 (g, 2H, J=8,7T'u), 6,93-6,97 (m, 1H), 7,00-7,14 (m, 1H), 7,21-7,43
(m, 5H), 9,41 (br, 1H), 11,61 (br, 1H); Mac-cneKTpOMEeTpisA 3 eNeKTPopo3-|
numoBaHHAM m/e: 385,2 (M+1-HCI), 383,0 (M-1-HCI); aHani3: obuncne-|
Ho ana Ci9H17FsN>O-HCI-0,1H,0: C, 54,00; H, 4,34; N, 6,63, BcTaHOBE-
Ho: C, 53,71; H, 4,24; N, 6,70 (B1aineHo sk rigpoxnopug)

326

5,7-oudTop

2,2,3,3-
TeTpadTopnponin

T.nn. 109-110°C; *H AMP (300Ml'y, DMSO-dg) 2,71-2,84 (m, 4H), 3,71
(s, 2H), 4,53 (t, 2H, J=13,5I'u), 6,67 (tt, 1H, J=51,9I"y, J=5,5I"L), 6,87
7,02 (m, 4H), 7,12-7,28 (m, 3H), 11,40 (br, 1H); mac-cnekTpomeTpis 3
enekTpopo3nunoBaHHaM m/e: 417,0 (M+l), 415,0 (M-1); aHani3: obuuc-
neHo ana CyH1s8FsN20-0,1H,0: C, 57,45; H, 4,39; N, 6,70, BCTaHOBMNEHO:
C, 57,24; H, 4,08; N, 6,68

327

6,7-gudTop

2,2,2-
TpudTopeTun

T.nn. 164-165°C; "H AMP (300MI1, DMSO-ds) 3,13 (s, 4H), 4,16 (s, 2H),
4,77 (g, 2H, J=9,1T'u), 7,00-7,13 (m, 2H), 7,20-7,23 (m, 1H), 7,33-7,43
(m, 4H), 9,36 (br, 1H), 11,57 (br, 1H); mac-cnekTpomMeTpis 3 eneKTpopo3-
nunoBaHHaM m/e: 385,2 (M+1-HCI), 383,3 (M-1-HCI); aHani3: obumcne-
Ho ana Ci9H17FsN,OHCI: C, 54,23; H, 4,31; N, 6,66, BctaHoBneHo: C,
53,86; H, 4,28; N, 6,58 (BnaineHo sk rigpoxnopua)

328

6,7-oudTop

2,2,3,3-
TeTpadpTopnponin

T.nn. 214-215°C; "H AMP (300MIu, DMSO-ds) 3,02-3,17 (m, 4H), 4,16
(s, 2H), 4,59 (t, 2H, J=13,5'y), 6,68 (tt, 1H, J=51,9"y, J=5,5I"u), 7,00
717 (1, 5H), 7,21-7,42 (m, 4H), 11,65 (br, 1H); mac-cnekrpomeTpisa 3
enektpoposnuntoBaHHam m/e: 417,0 (M+1-C4H404), 415,0 (M-1-C4H404);
aHania: obuncneHo: CyoHisFeN20-C4H404:0,9H,0: C, 52,54; H, 4,37; N,
5,11, BctaHoBneHo: C, 52,14; H, 3,95; N, 5,49 (BugineHo sik manear)

329

5,6,7-
TpudTOop

2,2,2-
TpudTopeTun

T.nn. 111-112°C; '"H aAMP (300Mlu, DMSO-dg) 2,72-2,81 (m, 4H), 3,71
(s, 2H), 4,68 (q, 2H, J=8,8I'u), 6,87-7,00 (m, 3H), 7,22-7,40 (m, 3H),
11,58 (br, 1H); mac-cnekTpomeTpis 3 enekTpopo3nunoBaHHaM m/e: 403,1
(M+1), 401,2 (M-1), anani3: obumcneHo ans CigHi1sFsN20: C, 56,72; H,
4,01; N, 6,96, BctaHoBneHo: C, 56,61; H, 3,92; N, 6,96 (BuaineHo sk oc-
HOBY)

330

5,6,7-
Tpudptop

2,2,3,3-
TeTpadTopnponin

T.NN. 223-224°C; *H AMP (300MIu, DMSO-dg) 3,11 (s, 4H), 4,15 (s, 2H),
4,61 (t, 2H, J=13,5I'u), 6,70 (it, 1H, J=51,9I"y, J=5,5I"y), 7,08-7,12 (m,
1H), 7,19-7,25 (m, 1H), 7,36-7,43 (m, 3H), 7,52-7,58 (m, 1H), 9,50 (br,
1H), 11,78 (br, 1H); mac-cnekTpomeTpia 3 eNneKTpopo3NUOBaHHSAM m/e:
435,1 (M+1-HCI), 433,1 (M-1-HCl); aHanis: obuncneHo Ans
Ca0H1sFsN20O-HCI-0,1H,0: C, 50,83; H, 3,88; N, 5,93, BctaHoeneHo: C,
50,60; H, 3,74; N, 6,07 (B1AiNeHo sk rigpoxnopua)
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4,5,7-
TpudpTop

2,2,2-
TpudTopeTun

T.NN. 243-244°C; 'H AMP (300Ml'y, DMSO-dg) 3,16-3,21 (m, 4H), 4,18
(s, 2H), 4,75 (q, 2H, J=8,8I'y), 7,11-7,25 (m, 3H), 7,39-7,45 (m, 3H), 9,37
(br, 1H), 11,90 (br, 1H); mac-cnekTpoMeTpis 3 eneKkTPOpPO3NUNOBaHHAM
m/e: 403,1 (M+1-HCI), 401,0 (M-1-HCI); aHani3: o64McneHo:
C19H16FsN2OHCI: C, 52,00; H, 3,91; N, 6,38, BctaHosneHo: C, 51,83; H,
3,62; N, 6,55 (BuaineHo sk rigpoxnopua)
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4,5,7-
TpudTOop

2,2,3,3-
TeTpadpTopnponin

T7.nn. 261-262°C; "H AMP (300MI'y, DMSO-ds) 3,18 (s, 4H), 4,17 (s, 2H),
4,61 (t, 2H, J=13,5I'y), 6,69 (i, 1H, J=51,9I'y, J=5,5I'y), 7,09-7,13 (m,
1H), 7,17-7,26 (m, 2H), 7,32-7,42 (m, 3H), 9,37 (br, 1H), 11,92 (br, 1H);
Mac-CnekTpomMeTpia 3 enekTpoposnunioBaHHam m/e: 435,1 (M+1-HCI),
433,1 (M-1-HCI); aHani3: o6uucneHo: CyoHi7F7N.O-HCI, C, 51,02; H,
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3,85; N, 5,95, BctaHoBneHo: C, 50,62; H, 3,79; N, 6,00 (BuaineHo sk rig-
poxnopva)

333

7-uiaH

2,2,2-
TpudTopeTun

T.nn. 241-242°C; "H AMP (300Mru, DMSO-dg) 3,15 (s, 4H), 4,17 (s, 2H),
4,78 (g, 2H, J=8,7Tu), 7,10-7,22 (m, 3H), 7,33-7,43 (m, 3H), 7,60-7,62
(m, 1H), 7,95-7,97 (m, 1H), 9,29 (br, 2H), 11,90 (br, 1H); mac-
CNEeKTPOMETPIA 3 enekTpopo3nunoBaHHam m/e: 374,2 (M+1-HCI), 372,0
(M-1-HCI); anani3: obumcneHo: CyoH1gF3sN3sO-HCI-0,2H,0: C, 58,10; H,
4,73; N, 10,16, BcTtaHoBneHo: C, 57,91; H, 4,56; N, 10,08,
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7-uiaH

2,2,3,3-
TeTpadTopeTumn

T.0n. 212-213°C; "H AMP (300Mru, DMSO-dg) 3,16 (s, 4H), 4,16 (s, 2H),
4,61 (t, 2H, J=13,6l'u), 6,69 (it, 1H, J=51,9Iy, J=5,5Iu), 7,09-7,22 (T,
3H), 7,33-7,43 (m, 3H), 7,60-7,63 (m, 1H), 7,96-7,98 (m, 1H), 9,34 (br,
2H), 11,92 (br, 1H); mac-cnekTpoMeTpisi 3 eNeKTpOopO3NUOBaHHAM m/e:
406,2 (M+1-HCI), 404,0 (M-1-HCI); ananis: obuncneHo Ans
C,1H19F4N3OHCI, C, 57,08; H, 4,56; N, 9,51, BctaHoBneHo: C, 57,12; H,
4,61; N, 9,53

Mpuknag 335

2-bTop-3-deHokcmbeH3anbaerin,

OxonoagnTn pO34nH 2,2,6,6-
TeTpameTunninepnanty (5,1mn, 30,0mMmonk) y TeT-
parigpodypaHi (40mn) no Temnepatypu -78°C. Kpa-
nnst 3a Kpanneto gogatv n-6ytunnitin (18,7mn,
30,0mMMmonb, 1,6M po3ynH y rekcaHi) i nepemiwysaTu
Bnpogosx 10xB npu Temnepatypi -78°C. Kpanns 3a
Kpanneto poaatn derinosun edip 2-ropdeHiny
(4,7r, 25,0mmonb), nepemillyBaT BNPOAOBX 2rof
npu Temnepartypi -78°C. Kpanns 3a kpannetw Bnpo-
oox 15xB gopatn N,N-gnmetundopmamig (2,3mn,
30,0mmonb). lNepemiwyBaTv ogepxaHy Cymill
BMNpoAoBxX 3rog npu temnepatypi -78°C, i BuTpuma-
TV 3 HarpiBaHHAM [0 TemnepaTypu HaBKOMULIHLOIO
cepefosuvla BnpogoBx 16rog. LBnako npunuHUTK
peakuilo aoaaHHAM xonogHoi Bogu (50mMn), ekcrpa-
rysatu etunaueratoMm, Bucywntn Hag NaSOs,
npodinbTPyBaTN | KOHUEHTPYBATU Mg 3HWKEHUM
TUCKOM 3 ofdepxaHHsiM macra. KpucrtanisyBatn ma-
CNO reKcaHOM 3 OfepXaHHsIM TBepAoi PevoBUHMU,
3ibpatn i nepekpucTaniyBatM i3 Cymilli rekca-
Hy/eTunaueTaTty/MeTUneHxnopuay 3 OfepXKaHHsM
uinboBoi cnonyku: T.nn. 75-77°C; MS(m/e): 216
(M+); ananiz gna CisHoFO,: obuucneHo: C, 72,22;
H, 4,20, BctaHoBneHo: C, 72,41; H, 4,23. OuunweHHs
MaTOYHUX PO3YMHIB LUMSIXOM XpoMaTtorpadyBaHHs
Ha cunikareni (2-3% cymiw eTunauertaTy/rekcaHy)
[a€ [o[aTKoBY KiMbKiCTb LiNMboBOi cnonyku: MS
(mle): 216 (M.

3a cnocobom [Mpuknagy 335 opepxanu Taki
crnonyku: a) 6-cpTop-3-cpeHokcnbeHsanvaeria: MS
(mle): 216 (M™).

Mpuknag 336

3-eTokcnbeH3anbaeria,

3miwaTtun 3-rinpokcubeHsanbaerig (5,6r,
46mmoneb) Ta 1-nogoetaH (10,71, 69vmonb) y anmve-
Tuncynbdokeugi (25mn) i HarpiTm oo Temnepartypu
80°C. Tlopuismn 06pobuTN KapboHaToM Lesito
(22,4r, 69mmonb). Mig yac pogaHHA Temnepatypa
noyvHae nigBuLlyBaTUCb, TOMY GaHl BUAAnNSOTb.
MepemiwyBaTy peakuiiHy Cymill npu TemnepaTypi
80°C Bnpogosx 1rog, sunutn y 200mn poscony i
OBidi ekctparyBatu 150mMn gietunosoro edipy. [ABivi
npomutn o6'egHaHi ekctpaktu 200Mn po3scony, BuU-
cywntn Hag MgSO, i kOHLUEHTpyBaTV Nig BakyymoMm
3 ofepXaHHAM Macrna. OuUMLLEHHS LWNSXOM XpoMa-
TorpadpysaHHs (SiOz; 2,5% posdmH EtOAC y rekcaHi)
fae 5,73r (38mmonb; 83%) UiNbOBOI CNONYyKN y BU-
rmsgi macna: 'H AMP (CDCls) 9,94 (s, 1H), 7,42-

7,41 (m, 2H), 7,36-7,35 (m, 1H), 7,16-7,13 (m, 1H),
4,10-4,04 (q, 2H), 1,64-1,40 (t, 3H).

3a cnocobom [puknagy 336 ogepxanu Taki
cnonyku: a) 3-npornokcmbeHsanbaeria: H amP
(CDCl3) 9,95 (s, 1H), 7,43-7,41 (m, 2H), 7,37-7,36
(m, 1H),7,17-7,14 (m, 1H), 9,98-3,95 (t, 2H), 1,84-
1,79 (m, 2H), 1,05-1,02 (t, 3H).

Mpwuknag 337

p-tonyon-3-(2,2,3,3 -
TeTpadTopnponoKkcu)Tosunar

[o KpyrnogoHHoi konbu (5n) 3 iHEPTHOK aTMo-
ccheporo, 0OMnagHaHOK MEXaHIYHOK  MillarnkKoto,
BHECTW nipuauH (1,9n) (BUCYLLEHUA Ha MOMneKynsp-
HUX cuTax 4A) i gopatn 2,2,3,3-teTpadTop-1-
nponaHon (604,5r, 4,58monk). Oxonogutn peakuin-
Hy CyMmiW Ha nboAsiHin 6aHi go Temnepatypu 0°C.
BnpogoBx 20xB gogatu OO0 peakuiiHoi cymiwi 4
nopuismm p-TonyoncynboHinxnopug (960r,
5,04monb) i nepemiwaTtn. Yepes 20xB, npu oxomno-
[PKEeHHi Ha nboasHin OaHi, yTBoproeTbea ocaga. lMe-
pemillyBaTh peakuiiHy cymiw BApogosx 1rog npwu
Temnepatypi 0°C i BnpogoBx 2roa npu TemnepaTtypi
20°C. BunuTu peakuiiHy cyMill i3 nepemillyBaHHAM
no cymiwi Boau 3 nbogom (1,44n) i BuTpumaTtu
BNpoAoBx Houi (18roa) npu Temnepartypi 20°C. He-
ouyMLleHa noxigHa To3unaTy BiOOKPEMMKETbCA Bif
BOAHOI CyMilli y BUrMsAA4i MacnsHUCTOro matepiany
(1,34«r), wo mictutb 14% (y macoBoMy BiHOLLEHHI)
nipuauHy, wo signosigae 1,15«r tosnnaty (87,8%).
Heouwnwennn maTepian BUKOPUCTOBYIOTb Ha HacTy-
MHiN peakuinHin ctagii 6e3 4ooaTKOBOro OYMLLEHHS:
H-AMP € BignosigHum.

Mpuknag 338

3-(2,2,3,3.3-neHTadpTopnponokcm)beH3anbaeria,

3miwaTtn 3-rippokcnbensanegeria ~ (137,6r,
1,127moneb), p-tonyon-3-(2,2,3,3,3-
neHtadTopnponokcu)toaunat  (243r, 0,799monb),
kapboHat kanito (220r, 1,597monb) Ta agnmeTundo-
pmamig (2451mn) y 4n peaktopi 3 NOABINHUMU CTiH-
kamu, obnagHaHoMy napLianbHUM KOHAEHCaTOpOM
rapsidoro 3pOLUeHHS Ta MeXaHiYHOK Millankoto, i
HarpiBaTu npu TemnepaTypi 110°C BnpoaoBx
46,5ron y atmocdepi aproHy. OxonoauTu peakuiiHy
CyMmil o KiMHaTHOI TeMnepaTtypu i npodinbTpyBaTtu
yepes wap (400r) cunikarento. EntotoBaty wap cu-
nikarento 2451mn etunauetaty. Bnutu ob6'egHaHi
opraHiyHi wapwu y 7,3n cymiwi Bogu 3 nbogom. fo-
Aatn go uiei cymiwi 10N posyumH rigpokcmay HaTpito
(500mn) i nepewmiwysatn Bnpogosx 1rod. Bigokpe-
MUTKM BOOHY a3y i ekcTparyBaTu eTunaueraToMm
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(1000mn1). OG'egHaTn opraHiyHy pasy, NpoMUTU
Bogoto (1000mn) Ta poscorom (750mn). Micnsa Bu-
naploBaHHA OPraHiYHNX PO3YMHHWKIB Mid 3HUKEHUM
TUCKOM ofepxytoTb 159,79r macnsHucToro maTtepi-
any G6pyHaTHOro KOmnbopy, LU0 BKIOYAE HEOUULLEHY
LinboBy cronyky. 3aBAaskv pakuinHin neperoHui
(oBa mocnigoBHI LMKNK) Mg, 3HWKEHUM TUCKOM (2MM
pT.CT.) 3 BUKOPUCTAHHAM AncTunsaTopa, obnagHaHo-
ro agiabatHot KonoHKow AoBxuHot 30cM, ogep-
XyloTb 52,4r dppakuito odikyBaHoro npoaykty (96,2%
nnowa 3a AaHnMn BUCOKOEdEKTUBHOIO PiAVHHOIO
XpomaTtorpadyBaHHs).
Mpuknag 339
3-(3,3,3-TpudTOpnponoKkcn)oeH3anbaeria
3miwaTtun 3-rigpokcmbensanbaeria  (130,2r,
1,066monb), 3,3,3-TpudTopnponokcuTtosunar (143r,
0,533monb), kapboHat kanito (147,35r, 1,066monb)
Ta abcontoTHui etaHon (1430mn) y Tpuropnii Kpyr-
NOAOHHIA Konbi, crnopsgXeHin napuianbHUM  KOH-
OEHCaToOpPOM rapsivyoro 3poOLUEHHsI Ta MarHiTHoK Mi-
LWwankoto, i HarpiBaty npu TemnepaTtypi NeperoHku
BNpoaoBx 4roa y atmocdepi aproHy. KoHueHTpyBa-
TV peakuiiHy CyMill Mig 3HWKEHUM TUCKOM. Bunutu
KOHLeHTpoBaHy cymiw y 1N posuduH rigpokcuay Ha-
Tpito (2145mn), nepemiwyBatn BnpogoBX 30XxB i
eKkcTparyBatu auxnopmeTtaHom (2145mn). 3nuTn
opraHiyHui wap, npomuT IN po3unHOM rigpokeuay
HaTpito (2145mn). Micna BiAOKPEMMNEHHs NOCNIAOBHO
ABidi NpoMuTK opraHivyHui wap 1n Boau (pH BoaHoi
das3un=7), sucywmntn Hag 30r cynbdaTy marHiio, Bu-
naputTM AOUXNOpPMEeTaH, BUCYLUMTW OpPraHiyHui Lwap
Ni4 3HWKEHNM TUCKOM 3 ofepaHHAM 55,41 LinboBoil
cnonykun (0,254monb, 47,6% Buxig) y Burnsai mac-
NAHWUCTOro MaTepiany CBiT/N0-X0BTOrO KONbopy.
Mpuknag 340
N-(2-(6-dpTop-1H-iHgon-3-in)etun)-2-dpT0Op-3-
deHokcu-6eH3unamiH

QG0

3wmiwartu 6-cpropTpunTamin (419mr, 2,35Mmonb)
Ta 2-tpTop-3-cdheHokcmbeHsanbaeria (610mr,
2,82mMonb) y abcontoTHOMy eTaHoni (6mn). Harpitn
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peakuiiHy cyMmiw o Temnepatypu 65°C 3 ogepxaH-
HAM ofgHopigHoro posuuHy. [dogatv o peakuinHol
cymiwi 3A monekynapHi cuta (400mr), i HarpisaTy
npu TemnepaTtypi neperoHku BnpopoBx 5Srog. Oxo-
noanTM peakuinHy Cymill OO TemnepaTypu HaBKo-
NUWHBOrO cepefoBuwa, i gogatu boporigpug Ha-
Tpito (267mr, 7,1mmonb). NepewmiwyBatn peakuinHy
cymiw Brnpogosx 18rog npu TemnepaTypi HaBKonu-
WHbOro cepeposua. OxonoanTn peakuiviHy CyMiLl
Ha BOASHIA 6aHi, WBMAKO NPUNMHUTK peakuilo Ao-
[aHHSAM XOSfIO4HOro aLeToHy, po30aBMTN €TaHONOM
Ta aueToHoM, i BiAiNbTpyBaTU MONEKYnNsApHi cuTa.
KoHueHTpyBaTh inbTpaTt nif 3HWKEHWM TUCKOM,
po36aButn 1N po3umHom NaOH, ekctparyBatu etu-
nauyetatoMm, NPOMUTM  PO3COMOM,  BUCYLUWTU
(NazS0O4), npodinbTpyBaTh | KOHUEHTpyBaTW nif
3HMKEHUM TUCKOM 3 odepxaHHsaM 1,0r macna. Xpo-
maTtorpadyBatv Ha cunikareni 3 entoBaHHAM 1%,
4% 2N po3unmHOM amiaky y Ccymiwi MeTaHo-
ny/metuneHxnopugy 3 ofepXaHHSM Npo30poro
6e3bapsHoro macna. OpgepaHHs XNOpUCTOBOAHE-
BOI comi y Cymiwi eTunauetarty/metaHony 3abesne-
Yye OJEpPXaHHs rigpoxnopuay UinboBOI CMOMyKW:
T.nn. 173-174,5°C; MS (m/e): 379 (M+l), 377 (M-1);
aHani3 ana CysHyoF2N,OHCI: obuncneHo: C, 66,59;
H, 5,10; N, 6,75, BctaHoBneHo: C, 66,50; H, 5,09; N,
6,73.
Mpuknag 341
N-(2-(6-cpTOp-1H-iHgon-3-in)etun)-6-dpTop-3-

deHoKcn-6eH3nnamiH

pe PN IS e

Figpoxnopua UiNbOBOI CNONYKN OAEPXYKTb 3a
cnoco6om lMNpuknagy 340: T.nn. 183,5-185,5°C; MS
(m/e): 379 (M+1), 377 (M-1); anania pans
C23H20F2N>OHCI: obuucneHo: C, 66,59; H, 5,10; N,
6,75, BctaHoBneHo: C, 66,54; H, 5,11; N, 6,68.

3a cnocobom MMpuknagy 340 opepxanu Taki
crnonyku, BuAineHi y Burnagi rigpoxnopuay, 3a Bu-
KIMHOYEHHSIM NO3HAYEHOro:

Z'QE/VEVO\O/&
N

H
Ne Z' R4 [aHi
ISMS 325 (M+1); anani3 gns CyoH25CIN2O, 0,2EtOH 0,1H,0: o64mcneHo:
C, 65,88; H, 7,16; N, 9,53; BctaHoBneHo: C, 65,90; H, 6,97; N, 7,16; H
342 | 5-meToKCH eTun AMP (DMSO-ds) 10,85 (s, 1H), 9,43 (bs, 2H), 7,42-7,22 (m, 4H), 7,18-7,10
(m, 2H),7,05-7,0 (m, 1H), 6,32-6,15 (m, 1H), 4,3-4,15 (m, 2H), 4,15-4,05 (q,
2H), 3,85 (s, 3H), 3,15 (s, 4H), 1,45-1,35 (t, 3H)
ISMS 339 (M+l); ananis ana Cz1H27CIN2O,: obuncneno: C, 67,28; H, 7,23;
N, 7,47; BcraHosneHo: C, 67,28: H, 7,30: N, 7,13; H SMP (DMSO-ds)
343 | 5-meToKkeH nponin 10,85 (s, 1H), 9,43 (bs, 2H), 7,35-7,15 (m, 4H), 7,1-7,05 (m, 2H),7,0-6,92
(m, 1H), 6,7-6,6 (m, 1H), 4,3-4,16 (m, 1H), 4,15-4,05 (q, 2H), 3,85 (s, 3H),
3,15 (s, 4H), 1,45-1,35 (t, 3H)
344 5-dptop 2,2,2- ISMS 367 (M+1); aHaniz gna CigH19CIFsN20O: obumucneHo: C, 56,65; H,
TpudTopetnn |[4,75; N, 6,95; BctaHoBneHo: C, 56,37; H, 4,83; N, 6,81 (ocHoBa)
345 | 5-meTokeu 2,2,2- AHani3 ana CyoH»»CIF3N,O,: obuncneHo: C, 57,91; H, 5,34; N, 6,75; BcTa|
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TpudpTopetun | HoeneHo: C, 57,72; H, 5,17; N, 6,61; ISMS 379 (M+1)
29333 ISMS 417 (M+1); aHani3 ans CyoHigFsN2O CzH204: o6umcneHo: C, 51,18;
346 5-¢pTOop o .| H, 3,98; N, 5,53; BctaHoBneHo: C, 51,18; H, 3,91; N, 5,51 (BnaineHo sk ok-
neHTacpTopnponin canar)
22333 ISMS 429 (M+1); anani3 gna C,1H21FsN20, 1,2C,H,04 0,8H,0: o64umcneHo:
347 | 5-meTokeu T . | C, 51,02; H, 4,57; N, 5,09; BctaHoBneHo: C, 50,64; H, 4,23; N, 5,15 (Bnai-
neHTadTopnponin
NEHO 5K oKcanar)
22373, ISMS 411 (M+1), aHanis anga C21H22F4N202 C2H204 0,1 HZO: ob4uncneHo: C,
348 | 5-meToKCH N . 155,0; H, 4,86; N, 5,58; BctaHoBneHo: C, 54,74; H, 4,74; N, 5,58 (BuaineHo|
TeTpadTopnponin
sIK OKcanar)
349 | 5-meTokem 3,3,3- AHaniz gna C,iH»3F3N>O, HCI: obuncneHo: C, 58,81; H, 5,64; N, 6,53;
TpucpTopnponin | BctaHoeneHo: C, 58,42; H, 5,44; N, 6,51; ISMS 393 (M+1)
350 5-¢hTop 2,2,3,3- AHanis ana CyoHxoFsN>O HCI: obuucneHo: C, 57,63; H, 5,08; N, 6,72;
TeTpadpTopnponin| BctaHosneHo: C, 57,49; H, 5,04; N, 6,76; ISMS 381 (M+1)
351 4-xnop-5- 2,2,2- AHani3 gnsa CooH2oCIF3N,O, HCI: obuucneHo: C, 53,47; H, 4,71; N, 6,24;
METOKCHU TpudpTopeTnn [ BctaHoBneHo: C, 53,33; H, 4,65; N, 6,21; ISMS 413 (M+1)
352 4-xnop-5- 2,2,3,3- AHanis gna Cy1H»1CIF4N-O, HCI: obuucneHo: C, 52,40; H, 4,61; N, 5,82;
mMeTokcu |TeTpadTopnponin| BctaHoeneHo: C, 52,25; H, 4,50; N, 5,80; ISMS 445 (M+1)
353 4-xnop-5- 3,3,3- AHaniz ansa Cz1H2,CIF3N,0O, HCI: obuucneHo: C, 54,4; H, 5,00; N, 6,05;
MeTokcu | TpudpTopnponin | BctaHoBneHo: C, 54,18; H, 4,86; N, 6,06; ISMS 427 (M+1)

3a cnocobowm lMpuknagy 340 ogepxanu Taki Cnonyku, BUAINEHi y BUrMsAi rigpoxnopuay, 3a BUKITIOYEHHAM Mo-

3HaYeHoro:
Z"\@/\/ 07 ¢
Ne Z' R4 [aHi
360 3-x110 2,2,2- ISMS 344 (M+1); anani3a gna Ci7H13CIFsNO o6uucneHo: C, 53,70; H,
P TpucpTopetun | 4,77; N, 3,68; BctaHosneHo: C, 53,61; H, 4,96; N, 3,66
3 299, ISMS 378 (M+1); anani3 gna CoHi9FsNOs: o6umncneHo: C, 51,40; H,
361 - 4,10; N, 3,0; BctaHoBneHo: C, 51,26; H, 4,06; N, 3,07 (BuaineHo sik ok-
TpudpTopmMeTUn| TpudpTopeTnn canar)
362 3-x110 2,2,3,3,3- ISMS 394 (M+1); anani3z gna CigH18C12FsNO: obuncneHo: C, 50,25; H,
P neHtadropnponin| 4,22; N, 3,26; sctaHoeneHo: C, 50,38; H, 4,03; N, 3,45
3 22333 ISMS 428 (M+1); anani3 gna CigHi7FsNO C,H204: o6uncnero: C, 48,75;
363 e . |H, 3,70; N, 2,70; BctaHoBneHo: C, 48,76; H, 3,67; N, 2,79 (BuaineHo 5K
TpudpTOpMETMR|NEHTadbTOPMPONIn okcanar)
364 3-x110 2233 AHaniz ana CigH1gCIF4NO C,oH,04: obuucneHo: C, 51,57; H, 4,33; N,
P Tetpadptopnponin| 3,01; sctaHoBneHo: C, 51,92; H, 4,29; N, 3,08; ISMS 376 (M+1)
3- 2233 Ananis ana CigH1sF7NO C,H,04: obuncneno: C, 50,51; H, 4,04; N, 2,81;
365 N ._| BcTaHoBneHo: C, 50,48; H, 4,02; N, 2,85; ISMS 410 (M+1) (BugineHo 5K
TpndTopMeTMn|TeTpadTOpNpoOnin okcanar)
366 3- 3,3,3- AHanis ana CigH19FsNO HCI: obuucneHo: C, 53,34; H, 4,71; N, 3,27;
TpudpTopmeTun| Tpudptopnponin | BctaHoBneHo: C, 53,23; H, 4,73; N, 3,28; ISMS 392 (M+1)
367 3-%110 333- AHani3 ansa CigH19CIF3NO HCI: obuncneno: C, 54,84; H, 5,11; N, 3,55;
P TpudpTopnponin | BctaHoBneHo: C, 54,74; H, 5,02; N, 3,11; ISMS 358 (M+1)
Mpuknag 370 6u i 0bpobutn NaBH, (148wmr, 3,9 monb). MNepemi-

N-(2-(6-dTOp-1H-iHgon-3-in)etun)-3-(2,2,2-

TpudTopeTokcn)beH3nnamiH

F H||
N
\Q;]/\/ 0/\51;
H

3miwatn 6-proptpunTamiHy okcanat (350wr,
N,N-giisonponineTnnamix
3-(2,2,2-TpndTOpEeTOKCH)OEH3aNbAETIO

1,3MMonb),
3,9MMmornb),

WwyBaTh BAPOAOBX 1rod, KOHUEHTpyBaTu peakuiiHy
CyMmil in vacuo 3 ogepxaHHsaM 3anuwiky. Posnogi-
nutn 3anuwok mix 25mn 5N posunHy NaOH Ta
25vn guxnopmeTaHy. EkcTparyBatn BogHWM Liap
25vn guxnopmeTaHy, ob'egHaTW OpraHidHi - wapw,
BucywnTtn Hag MgSO, i koHUEHTpyBaTV Ao Npmbnu-
3Ho 20mn o6'emy. XpomartorpadysaTu Ha cunikareni
3 entooBaHHAM 1% posymHom MeOH y CHClIs, 3mi-
LWaHUM i3 KOHUeHTpoBaHuM po3dunHoM NH;OH, 3
OOEPXKaHHAM ULINbOBOI CMoNyku. 3miwaTtn po3ynH
uinsoBoi crnonykn y EtOAc i3 po3uMHOM OfHOro ek-
BiBaneHTy waenesoi kucrnotn y EtOAc 3 ogepxaH-

(506mr,

(266Mmr, 1,3mmonb) Ta 4A monekynsipHi cuta (4r) y
EtOH (30mn) i HarpiBaTh 3i 3BOPOTHUM XOMNOAUINBHU-
KOM BNpOAoBX 7rof. 3nuTu pianHy OO OKPeMoi Kon-

HAM TBepAoi peyoBuHM, BiAdINLTPyBaTU TBEPAY
PEYOBWHY i BUCYLLMTU Mg BakyyMOM 3 OfepXaHHAM
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okcanaty uinboBoi cnonyku: ISMS 367 (M+1); aHa-
ni3 ana Ci9H19CIF4N,O: obuucneHo: C, 55,27; H,
4,42; N, 6,14; BctaHoBneHo: C, 55,17; H, 4,38; N,
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3a cnocobom [lMpuknagy 370 opepxanu Taki
crnonykun, BuAineHi y Burnagi rigpoxnopuagy, 3a Bu-
KNMHOYEHHSIM NO3HAYEHOro:

6,09.

N
H
Ne Z' R4 Hani
2233 ISMS 399 (M+1); aHani3 gna Ci9H17FsNO C,H204 H,O: o6umncneno: C,
372 5-cbTop o . [53,51; H, 4,41; N, 5,67; BctaHoBneHo: C, 53,12; H, 4,21; N, 5,63 (Bu-
TeTpadTopnponin| =
[iNeHo sk okcanar)
373 6-cpTop 2,2,3,3,3- AHani3 ana CyH18FsN2O HCI: obuncneno: C, 53,05; H, 4,23; N, 6,19;
neHtadpTopnponin| BctaHoeneHo: C, 52,88; H, 4,05; N, 6,12; ISMS 417 (M+1)
AHanisz ana CyoH2oCIF3N>O, HCI: obumncneHo: C, 53,47; H, 4,71; N,
374 6-xnop-5- 2,2,2- 6,24; BctaHoBneHo: C, 53,65; H, 4,85; N, 6,45; ISMS 413 (M+1)
MEeTOKCH Tpudptopetun | (Y1BOptoe cinb y 50mn cymiwi (50/50) TeTparigpodypaHy/EtOH i3 3a-
CTOCYBaHHAM rigpoxnopvay NoniBiHinnipuanHy)
375 6-xnop-5- 2,2,3,3- Anania ansa Cy1H21CIFsN2O, HCI: obumcneHo: C, 52,40; H, 4,61; N,
METOKCU TeTpadpTopnponin| 5,82; sctaHoeneHo: C, 52,15; H, 4,51; N, 5,69; ISMS 445 (M+1)
376 6-cpTOp 2,2,3,3- AHani3 gna CyH19FsN>O HCI: obuncneHo: C, 55,24; H, 4,64; N, 6,44;
TeTpadTopnponin| sctaHoBneHo: C, 55,06; H, 4,63; N, 6,44; ISMS 399 (M+1)
377 6-¢hTop 3,3,3- AHanis ana CyoH»oF4N>O HCI: obuncneHo: C, 54,83; H, 5,11; N, 3,55;
TpudpTopnponin | BctaHosneHo: C, 54,74; H, 5,02; N, 3,11; ISMS 381 (M+1)
378 5- 2,2,3,3,3- Anani3 ana C,1H1gFsN2O, HCI: obumncneHo: C, 48,62; H, 3,69; N, 5,40;
TpudpTopmeTokemneHTadTopnponin| BctaHoBneHo: C, 48,55; H, 3,48; N, 5,33; ISMS 483 (M+1)
379 5- 2,2,3,3- AHani3 gna C,1H19F7N>O» HCI: obuuncneHo: C, 50,36; H, 4,02; N, 5,59;
TpudpTopmeTokeu|TeTpadTopnponin| BctaHoBneHo: C, 50,27; H, 3,92; N, 5,63; ISMS 465 (M+1)
380 5- 2,2,2- AHnanis gna CyoHisFsN2.O2 HCI: obuncneHo: C, 51,24; H, 4,08; N, 5,98;
TpudpTopmeTokcn| Tpudptopetun | BctaHoBneHo: C, 51,33; H, 4,09; N, 6,26; ISMS 433 (M+1)
Mpuknag 381 142-144°C; 'H SIMP (250MTI'y, DMSO-ds) 2,24 (s,

N-TpeT-6yTokcukapboHin-2-(5-m-toninokcu-1H-
iHoon-3-in)eTnnamin

LlinboBy crnonyky ofepxywTb 3a Ccnocobom
Mpuknagy 20: *H SMP (300Mry, CDCls) 1,41 (s,
9H), 2,30 (s, 3H), 2,89 (t, 2H, J=6,7Tu), 3,41(m, 2H),
6,74-6,85 (m, 3H), 6,93-6,99 (m, 1H), 7,07-7,35 (m,
4H), 8,05 (br, 1H).

Mpuknag 382

N-meTtun-2-(5-m-tonin)Tpuntamin

LlinboBy cnonyky ofepxyTb 3a cnocobom
Mpuknagy 21; opepxaHHA okcanaty pfano: T.nn.
182-183°C; 'H AMP (250Mly, DMSO-ds) 2,26 (s,
3H), 2,59 (s, 3H), 2,98-3,18 (m, 4H), 6,68-6,72 (m,
2H), 6,82-6,86 (m, 2H), 7,17-7,22 (m, 1H), 7,29-7,42
(m, 3H), 11,06 (br, 1H); mac-cnekTpomeTpisa 3 enek-
Tpopo3anuneHHam m/e: 281,2 (M+1-C,;H,04); aHanis:
obuncneHo ana CyoH2oN.Os: C, 64,85; H, 5,99; N,
7,56, BctaHoBneHo: C, 65,01; H, 5,74; N, 7,71.

Mpuknag 383

N-meTun-N-(2-(5-m-toninokcn-1H-ingon-3-
in)etun)-3-6eHokcnbeH3nnamiH

O, oY

LlinboBy cnonyky ogepXylTb 3a cnocobom
Mpuknagy 301; ogepxaHHs okcanaTy gano: T.nn.

|

N
H

3H), 2,634 (s, 3H), 3,01-3,12 (m, 4H), 3,92 (br, 2H)),
4,16 (s, 2H), 6,65-6,70 (m, 2H), 6,81-6,84 (m, 2H),
6,99-7,03 (m, 3H), 7,12-7,26 (m, 6H), 7,34-7,43 (m,
4H), 11,00 (br, 1H); mac-cnekTpoMeTpis 3 enekTpo-
posnuneHHsam m/e: 463,4 (M+1-CyH,04); aHania:
obuncneHo ansa CassH3N.Og: C, 71,72; H, 5,84; N,
5,07, BctaHoBneHo: C, 71,44; H, 5,89; N, 4,99.

Mpuknag 384

5-HiTpOTPUNTAMIH

Harpitu cymiw 5-HiTpoingony (10r, 62mmonsb) Ta
200mn NbOASHOT OLUTOBOI KACMNOTWM A0 TemnepaTtypu
70°C i 06pobuTtn cinnto EweHmo3epa
(Eschenmoser's salt) (12r, 65mmons). Yepes 1roa
KOHLIEHTpYBaTK peakuiiHy Cymilw nig Bakyymom A0
cyxocTi. 3miwartn 3anuwok i3 200mn Tonyony, no-
BTOPHO KOHLUEHTPYyBaTW A0 CyXOCTi, MiCNsA 4oro pos-
noginutn Mk 200Mn  KOHUEHTPOBAHOIO PO3YUHY
rigpokcuay amoHito Ta 200mn EtOAc. lMicna poauu-
HEHHS YCiX TBEpPOUX PEYOBUWH, BiAOKPEMUTU LIapW i
ekcTparyBatu BogHuin wap 200mn EtOAc. Bucywu-
Tn ob'eagHaHmn opraHiyHuin wap Hag MgSO,s i koH-
ueHTpysatm 3  opgepxaHHaAm  N,N-aumetun-5-
HITPOTPUNTaMiHY Y BUIMSAI TBEPAOi PEYOBUHM.

Po3unHutn ofepxaHuin N,N-anmeTnn-5-
HiTpoTpunTamiH y 200MNn cyxoro AUMETUICYNbdOK-
cupy, obpobutu 1ogometaHom (7,7mn, 17,5,
124mmonb) i nepemiwyBatn BRpogoBX 1rog npu
TemnepaTypi HaBKONMULIHBLOrO cepefosulLa. Joaatu
KCN (40r, 621mmonb) Ta 18-kpayH-6 (0,5r). Harpi-
BaTW peakuinHy cymiw npu Temnepatypi 110°C
BNPOAoOBX 45xB, OXONoguTW, BUNUTU Ha nid, nicns
yoro Hacututu NaCl. EkcTparyBaTn OXOIOOKEHY
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peakuiiHy cymiw EtOAc, obG'egHaTn ekcTpakTu i
Tpuyi npomutn posconom. Bucywmtn Hag MgSOy i
KOHLUEHTpyBaTK Mg BakyyMOM, XpomartorpadysaTtu
Ha cunikareni 3 entoBaHHaM 1% posvmHom MeOH
y CHCI; 3 opgepxaHHam (5-HiTpo-1H-iHoon-3-
in)aueToHiTPpUNY y BUMMA4i TBEpAoi PeYvYOBUHMU:
FDMS 201 (M+); anani3 gna CioH7N3O2: obumcne-
Ho: C, 59,70; H, 3,51; N, 20,89; BctaHoBneHo: C,
59,32; H, 3,52; N, 20,56.

Po3unHutn (5-HiTpo-1H-iHoon-3-in)aueToHiTpun
(9r, 44,7mmonb) y 250mn 6e3BogHOro TeTpariapo-
dypaHy i 06pobutn 90mMn 1M posuunHy BHz y TeTpa-
rigpodypaHi npu TemnepaTypi HaBKONULIHLOIO Cce-
penosuwa. MNMepemiwyBaT BNPOAOBXK HOYi i LUBUAKO
NPUMNVHUTM PEaKLilo LWIASXOM 06epexHOro foAaHHs
Kpannga 3a kpanneto 10mn xonogHoi Boan. KoHUeHT-
pyBatu OO CyXOCTi Mig BaKyyMOM i po3noainutu 3a-
nuwok mixx 5N pozunHom HCI ta EtOAc. Ekctpary-
BatM BogHun wap EtOAc i ob'egHatn 3 BUXigHUM
wapom EtOAc. O6pobutn BogHun wap SN posuu-
Hom NaOH i Tpuui ekctparysatm 10% po34nHOM
MeOH y EtOAc. OuncTUTK eKCTpaKTu LWNSXOM Mpo-
nyckaHHs 4yepes3 wap (100r) ioHOOGMIHHOI cmonu
SCX, npomutnn 2n MeOH, skmin 6yno 3nuto, nicns
yoro npomuth 2M posymHom NHs; y MeOH i koHueH-
TpyBaTV 3 OAEePKaHHSAM LinbOBOI CNOMYKW Y BUrMA4i
TBEpPOOi PEeYOBMHM TEMHOro komnbopy: ISMS 206
(M+1); aHanis ans CzoHisFsN202-0,3H20-0,1C7Hs:
obuncneno: C, 57,34; H, 5,74; N, 19,29; BctaHoBne-
Ho: C, 57,30; H, 5,38; N, 19,08; *H SAMP (DMSO-dg)
11,9-11,2 (bs, 1H), 8,50-8,49 (d, 1H), 7,95-7,92 (m,
1H), 7,47-7,45 (m, 1H),7,38 (s, 1H), 2,79 (s, 4H),
2,2-1,3 (bs, 2H).
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6-HiTpOTPUNTAMIH

(6-HiTpo-1H-iHOoON-3-in)-aueToHITPUN  OoAepXy-
10Tb 3a crnocobom lMpuknaagy 384: ISMS 200 (M-1);
aHania ana CioH7N3:02 0,1H,0: o6unucneHo: C,
59,17; H, 3,58; N, 20,70; BctaHoBneHo: C, 59,04; H,
3,28; N, 20,39, akvin 3abe3nevye ogep)KaHHA Linbo-
BOi crnonyku: ISMS 206 (M+1); 'H amP (DMSO-dg)
11,5 (bs, 2H), 8,26 (s, 1H), 7,84-7,81 (m, 1H), 7,68-
7,66 (m, 1H), 7,57 (s, 1H), 2,80-74 (m, 4H) (iHoon N-
H He cnocTepiraetbcs).

Mpuknag 390

N-(2-(5-HiTpo-1H-iHaon-3-in)eTnn)-3-
deHoKkcubeH3nnamiH

ON
%ﬁ\/@\OQ
N
H

LlincoBy crnonyky ofepXywTb 3a crnocobom
Mpuknagy 340; ytBOopeHHs coni y 10mn EtOH 3
0,25mn 5N posuuHy HCI ta 40mn Tonyony 3 noga-
NbLUUM KOHLIEHTPYBaHHAM 3 OfEpXaHHAM TBepaoi
peyoBMHU 3abe3nedye oaepXKaHHsi XNOPUCTOBOAHE-
BOi coni  UINbOBOI  CMOMyku: aHania  ans
023H21N303'HC|'0,2 EtOH: obuncneHo: C, 64,62, H,
5,17; N, 9,75; BcraHoBneHo: C, 64,89; H, 5,40; N,
9,75; ISMS 388 (M+1).

3a cnocobom MMpuknagy 390 opepxanu Taki
crnonyku, BuAineHi y Burnagi rigpoxnopuay, 3a Bu-
KNHOYEHHSIM NO3HAYEHOro:

Mpuknag 385
7
L
N O/R4
I
N
H
Ne Z' R4 OaHi
391 |5-nitoo 2,2,2- ISMS 444 (M+1); aHani3 gns CoH20CIF4N303:0,1H,0: obuncneHo: C, 52,87;
P Tpudptopetun [ H, 4,48; N, 9,74; BctaHoBneHo: C, 52,63; H, 4,34; N, 9,67
392 |5-nitpo 2,2,3,3- ISMS 444 (M+1); anani3 ansa CxoH20CIFsN303: o6uucneno: C, 52,01; H, 4,36;

TeTpadTopnponin

N, 9,10; sctaHoBneHo: C, 51,94; H, 4,19; N, 8,93

ISMS 394 (M+1); 'H amP (CDCls-BinbHa ocHoBa) 8,47 (bs, 1H), 8,31-8,30 (m,

393 |6-Hitpo 2,2,2- 1H), 8,01-7,98 (m, 1H), 7,63-7,61 (m, 1H), 7,32-7,31 (m, 1H), 7,24-7,21 (m,
Tpucptopetun | 1H), 6,94-6,92 (m, 1H), 6,88 (s, 1H), 6,80-6,77 (m, 1H), 4,33-4,26 (m, 2H),
3,79 (s, 2H), 3,00-2,93 (m, 4H), 1,54 (s, 1H)
394 | 6-HiTpo 2,2,3,3- ISMS 426 (M+1); aHani3z gna CzoHi19F4N303: o6umcneHo: C, 52,01; H, 4,36; N,
TeTpadTopnponin| 9,10; BctaHoBneHo: C, 51,96; H, 4,16; N, 8,76
395 |6-Hitpo 2,2,3,3,3- ISMS 444 (M+1); anani3 gna CyoH1sFsN3Os: o6umcneno: C, 50,06; H, 3,99; N,
neHTadptopnponin| 8,76; BctaHoBneHo: C, 49,76; H, 3,86; N, 8,67
Mpuknag 396 0,64mmonb) Ta NiCl,-6H,O (460mMr, 1,9mmonb) y

N-(2-(5-amiHo-1H-ingon-3-in)eTun)-3-
deHokcMbeH3nnamiH

LD

3miwatn  N-(2-(5-HiTpo-1H-iHoon-3-in)eTnn)-3-
deHoKCMBEeH3UNaMiHy rigpoxnopug, (250w,

HN

J

N
H

30mn MeOH i o6pobutn NaBH4 (73wmr, 1,9Mmonb).
Uepes 1rog KOHLEHTPYBaT A0 CyXOCTi, PO3MOAINnTH
mixx EtOAc Ta koHueHTpoBaHuM po3ynHom NH4OH.
EkctparyBatu BogHuin wap EtOAc, ob'egHatu opra-
HiYHMI Wap, BUCYLWUTU Hag MgSO, i KOHUEHTpyBaTH
0o cyxocTi. XpomatorpadyBaTt¥ Ha cunikareni 3
eniolBaHHAM CTyniHYacTum rpagieHtom (20/75/5)
TeTparigpodypaH/rekcar/EtsN, nicna voro (40/55/5)
TeTparigpodypan/rekcan/EtsN, 3 ogepxaHHsaM Ui-
nboBOI cnonyku y Burnagi macna. [logaTtkose Xpo-
maTtorpadyBaHHs Ha cunikareni 3 entooBaHHAM 1%
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po3unHom MeOH y CHCI3, 3milaHmm i3 KOHLEHTPO-
BaHUM posumHoMm NHsOH, gae uinboBy crnonyky y
Burnsai macna. O6pobka 10mn EtOH 3 0,25mn 5N
po3unHy HCI Ta 40mn Tonyony 3 noganblUMM KOH-
LEHTPYBaHHAM [a€ LinboBYy CMONyKy Yy BUrMSAi rig-
poxnopwuay: aHani3 gna CasH23N3;0-2,6HCI-0,6EtOH:

76451
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obuuncneHo: C, 59,66; H, 5,83; N, 9,07; BctaHoBne-
Ho: C, 59,30; H, 5,48; N, 8,82; ISMS 358 (M+1).
3a cnocobom MMpuknagy 396 opepxanu Taki
crnonyku, BuAiNeHi y Burnsagi rigpoxnopuagy, 3a Bu-
KINMHOYEHHSIM NO3HAYEHOro:

7
H
N oRs
|
N
H

Ne Z R4 [ani
. AHani3 gna CigH20F3sN3O 2HCI 0,2CHCI3 0,3CH30H: obuncneHo: C, 49,85;
397 | 5-AMIHO 12,2,2-TPUGTOPETUN| | g 15N '8 94: peTarosneHo: C, 50,05; H, 4,99: N, 8,73; ISMS 364 (M+1)
"H AMP (DMSO-ds) 11,3 (bs, 1H), 10,25 (bs, 3H), 9,6 (bs, 2H), 7,6 (s, 1H),
308 | 5-amito 2,2,3,3- 7,5-7,35 (m, 4H), 7,3-7,2 (m, 1H), 7,2-7,0 (m, 2H), 6,9-6,5 (d, 1H), 4,65-4,5 (t,
TeTpadpTopnponin | 2H), 4,25 (s, 2H), 3,3 (s, 4H); anani3 ans CxoH21F4N3O 2HCI: o6umcneHo: C,
51,29; H, 4,95; N, 8,97; BctaHoBneHo: C, 51,26; H, 4,98; N, 8,26
o i ISMS 363 (M+); C19H2,Cl;F3N30-0,4H,0: obuncneHo: C, 51,45; H, 5,18; N,
399 | 6-amiHo [2,2,2-TPUPTOPETUN g 4o 5 craposnieno: C, 51,45; H, 5,10; N, 9,63
200 | 6-amino 2,2,3,3- ISMS 393 (M+); Ca0H23Cl2F4N30-0,2H,0: obuncneHo: C, 50,90; H, 5,00; N,
TeTpadTopnponin | 8,90; BctaHoBneHo: C, 50,73; H, 4,82; N, 8,65
Mpuknag 401 npu Temnepatypi 45°C 3 ogepkaHHSAM XJITOPUCTOBO-

6 -pTOpTPUNTaMIH

3wmiwatun 6-dpropiHgon (108r, 0,8monb) Ta Anx-
nopmetaH (324mn). Oxonogutn Ha nNboAsAHI 6aHi.
BnpogoBx [ekinbkox XBUNWH Aodatu TpudTopoL-
ToBy kucroty (308mn) (ek3oTepmiyHa peakuis).
Bnpogosx 40xB gogatn po3ynH Z-1-gumeTunamiH-
2-HiTpoeTuneHy (94,7r, 0,816Monb) y AnXnopmeTaHi
(600Mn) 3 ogHoOYacHUMM MNiIATPUMYBaHHAM Temnepa-
Typu Ha piBHi npubnusHo 0-5°C. Yepes 45xB HarpiTu
no Temnepatypu npubnusHo 20°C. Yepes 2rog Bu-
nutn y 1,2n cymiwi Boan 3 NbodoM i nepemillyBaTtu
BMPOAOBX HOYi 3 BHECEHHAM 3aTpaBku AnA ofep-
XaHHA TBepAdoi pevoBuHU. BiadineTpyBatn TBEpay
peyoBuHY, NpoMuUTK cnoyatky 100mn cymiwi guxmno-
pmeTaHy-uuknorekcary (1/1), notim 750mn Boawm i
BUCyWMTU Npu TemnepaTtypi 40°C 3 ogepxaHHAM 3-
(2-HiTpOBIHIN)-6-pTOPIHAONY.

3miwartun LiAlIH, (48,8r, 1,286monb, 5ekB.) Ta
TeTparigpodypaH (848mn) i oxonogntM Ha NboAO-
BOAsHIN GaHi o Temnepatypu npubnu3Ho 6°C 3
0QHOYACHUM MIATPUMYBAHHAM TEMMNepPaTypu HuXYe
32°C. Oopatn PO34MH 3-(2-HiTpoBiHIN)-6-
dTopiHpony (53r, 0,257monb, 1ekB.) y TeTparigpo-
dypaHi (694mn) 3 ogHOYACHVMM MiATPUMYBAHHSM
TemnepaTtypu Ha piBHi Hwk4e npnbnuaHo 31°C. Bu-
TpUMaTu 3 nepemilyBaHHAM Mnpu TemnepaTypi Ha-
BKOIMULLUHLOrO cepepoBulla. Yepes 2,5rog LwWBMAKO
NPUMNUHUTYK peakuito gogaHHAM 49Mn XonoaHoI Boau
Ta 49mn xonogHoro TeTparigpodypaHy, noTim 49mn
xonogHoro 15% posumHy NaOH i, HapewTi, 49mn
xonogHoi soawn. lig yac NpPUNNHEHHS peakuil Wwng-
XOM [O[aHHsi XONoAHOro NPOAYKTY NigTpMMyBaTu
Temnepatypy Hwkdye ~32°C. [MepemiwyBaTt BRpo-
poex 1,5rog, npodinbTpyBaTh Yepes wwap uenity i
npomutn TeTparigpodypaHom. Bunaputu 3 opep-
XKaHHAM 3anuLiKy, po3ynHuTK y 750Mn gietnnosoro
eqipy i oxonoaMTn Ha NboAo-BOAsHINA GaHi. Joaatu
po3umH HCl/gieTnnoBoro edipy 3 oaepxaHHsM TBe-
pooi peyoBuHU. [lepemiwyBaTtv Bnpodosx 1rof,
BiginbTpyBaTV TBEPAY PEYOBUHY, MPOMUTU AieTu-
noBuM ecpipoM i BUCYLUUTU Nif 3HWXKEHUM TUCKOM

OHEBOI Coni LiNnbOBOI CNOMNYKM.
Mpuknag 402
N-(2-(6-cpTOp-1H-iHgon-3-in)etun)-3-(2,2,3,3-
TeTpadTopnponokcu)beH3unamiH

F\Q:]/\/E\/Qxc)/?(}l?
H

3miwaTtn 6-pTopTpunTamiHy rigpoxnopug (90r,
0,419monb) Ta Bogy (900mn). Jogaty BogHWUA pos-
ynH NaOH (2N, 230mn) Ta guxnopmetad (900mn).
Yepes 1roa BiOOKPEMMTW OpraHiyHWi wwap, ekcrpa-
rysaTy BOOHWI Lap AWXNopMeTaHoM, ob'egHaTty
OpraHivHi Lwapu, NPOMWUTU BOAOW, BUCYLUMTU Hap
MgSO, i BUNaputn 3 ogepXaHHAM 3anuiky. 3milla-
TV 3anuuwok i Tonyon (200mn), i BuNnapuTn 3 ogep-
XaHHaM 78,451 macna GpyHaTHOro koneopy. 3miwa-
TV BuWe3ragaHe macno (78,45r) 3 iHwow nopuieto
macna (41,4r) 3 opepxaHHam 6-cbTopTpMnTamiHy.
3miwatn  6-dpropTtpuntamiH  119,85r Ta ertaHon
(3,325n), popatu 2,2,3,3-
TeTpacdTopnponin6ensansaerig (176r, 0,745monb,
1,2eks.) Ta 150r monekynsipHoro cuta 3A. Harpitu
00 KuniHHA. Yepes3 2rog oxonogutu OO0 KiMHATHOI
Temnepatypu i gogatu NaBH, (35,2r, 0,93monb,
1,5ekB.). Yepes 1rog npocdpinbTpyBaTn 4epes Liap
uenity Ta npomutn 500mn etaHony. Bunaputn oi-
nbTpaT nig 3HWKEHUM TUCKOM 3 OfdepXXaHHAM Mac-
NAHUCTOro 3anuiky. Posnoginutn 3anuwok  Mix
BOOOK Ta AuxropMmeTaHoM. Bigokpemutn wapwm,
eKcTparyBaTi BOOHWI Luap AMXIopMeTaHoM, ob'en-
HaTW opraHiyHi Wwapu, MPOMUTN PO3CONIOM i BUCYLUU-
™ Hag MgSO.. lMpodinbTpyBaTn i BUNApUTU nNig
3HKEHMM TUCKOM 3 OEPXKaHHSM LiinbOoBOI CMOMyKU.

XropucToBOOHEBY Cifnlb OAEPXKYITb TakMM 4u-
Hom: 3miwatn N-(2-(6-dTop-1H-iHgon-3-in)eTnn)-3-
(2,2,3,3-TeTpadpTopnponin)6eHsnnamiH (387,
0,97wmonb) Ta gietunosui edip (3,95n) npu kKimHaT-
Hin Temnepatypi. Bnpogosx 15xB kpannsa 3a kpan-
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neto gogatn po3umH HCI/Et,O (298wmn) gokn pH He
JocsirHe piBHsA npnbnunsHo 3 3 ogepxaHHAM TBepaol
pedyoBuHU. MNepemiwyBatn Bnponosx 1rog i 3ibpatu
TBEpPAY PEYOBMHY, NPOMUTKU MpPoCcTUM edipoMm, BU-
CyWwUTU nNig 3HWKEHMM TUCKOM Npu Temneparypi
40°C 3 ogepaHHAM UinbOBOI CMOMNyKkA y BUrMsagi
rigpoxnopuay.

Mpuknag 410

(5-6pom-1H-iHgon-3-in)aueToHiTpun

LlinboBy crnonyky ofepxyTb 3a cnocobom
Mpuknagy 384 i3 3actocyBaHHsM 5-GpomiHgony:
ISMS 234 (M-1); ananiz gna CioH7BrN2 0,1H,0:
obuncnenro: C, 50,70; H, 3,06; N, 11,83; BctraHoBnE-
Ho: C, 50,69; H, 2,90; N, 11,64; *H SAMP (CDCls)
8,22 (s, 1H), 7,70-7,69 (m, 1H), 7,33-7,31 (m,
1H),7,24 (s, 1H), 7,23-7,22 (m, 1H), 3,78-3,77 (m,

4H).
Mpuknag 411
5-6pomMTpunTamiH
Po3unHntm 5-6pom-1H-iHaon-3-kapBoHiTpun

(9,5r, 40,4mmonb) y 200mn 6e3BogHoro TeTparig-
pocbypaHy i 06pobutn 80mn 1M po3umHy BH3 y TeT-
parigpodpypaHi npu TemnepaTtypi HaBKOSMLLIHbOTO
cepegosuwa. NepemiwysaTtv BNPOOOBX HOMi, LUBU-
OKO MNPUNUHUTK peakuilo obepexxHum JoaaHHAM
Kpannga 3a kpannew Smn xonogHoi Boan. KoHueHT-
pyBaTu [0 CyxOCTi Nig BakKyyMOM 3 OAepXKaHHsIM
3anuwky. Po3snoginuTtn 3anuwok mik 1N posymHom
HCI ta EtOAc. EkctparyBaTu opraHiyHun wap, 3Mmi-
LWaHun i3 BUXigHUM BOAHUM wWwapom, 1N po3ymHOMm
HCI. O6pobuTtn BogHun wap 5N podunHom NaOH i
ekcTparyBatn EtOAc. Hacututn NaCl i 3HoBYy ekcT-
parysatu EtOAc. OG'egHatn ekcTpakTu, BUCYLLUTK
Hag MgSO, i KOHUEHTpYBaTK A0 CYXOCTi 3 ofepXKaH-
HAM 4,72r (19,7mmonb, 49%) macna, Wwo Kpuctani-
3yBarnocs.

[MepeTBOpeHHs Ha okcanaTt 34iNCHIoITb LNSA-
XoMm 06pobkM pos3umHy 3ragaHoi crnonyku y EtOAc
PO34YMHOM OZHOrO €KBiBaneHTy LUaBreBOi KUCMOTU.
BindineTpyBaTn ofepxaHy TBepaAy PeYOBUHY i BU-
cywntn nig Bakyymom: aHania ana CioH11BrN»
C,H,0, H,0: obuucnenHo: C, 43,08; H, 4,10; N, 8,37;
BcTtaHoBneHo: C, 43,26; H, 3,91; N, 8,20; ISMS 240

(M+1).
Mpuknag 413
5-meTokcukap6oHin-1H-iHaon
3miwatm  po3unH  5-kapbokciiHgony  (7,2r,

44, 7vmonb) y 400mn guxnopmetany ta 100mn Me-
OH i 06pobuTK gogaHHAM kpanns 3a kpanneto 35vn
2M po34vHy TeTpameTuncunaHgiasomeTaHy y rek-
caHi. [NepemiwyBaT BNpoOOoOBX HOYi Npu Temnepa-
TYpi HaBKOMULIHBOTO cepefoBuLla. KoHUeHTpyBaTu
nig BakyyMOM 3 OAepXaHHAM LifbOBOi CMOMyKn Y
BUrNsai TBepaoi peyoBuHu: aHania ansa CioHgNO-»
0,1H,0: obuucneHo: C, 67,86; H, 5,24; N, 7,91;
BcTaHoBneHo: C, 68,03; H, 5,15: N, 7,98; 'H AMP
(CDCI3) 8,44 (bs, 1H), 8,412-8,409 (m, 1H), 7,91-
7,88 (m, 1H),7,46-7,38 (m, 1H), 7,26-7,24 (m, 1H),
6,64-6,63 (m, 1H), 3,92 (s, 3H); ISMS 176 (M+1).

Mpuknag 414

3-cbopmin-5-meTokcunkapboHin-1H-iHgon

BHectn GessogHui anmetundopmamig (25vmn)
[0 Konbu y atmocdepi a3oTy, OXOnoauTu A0 TeEM-
nepatypu 10°C i oBGpobutn OogaHHAM Kpannsi 3a
kpanneto POCI; (8,22r, 54mmonb) 3 ogHOYaCHUM
nigTpumyBaHHsAM TemnepaTypu Huxkde 15°C. Jogatn
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nopuisiMM po3dnH 5-meTokcukapOoHin-1H-ingony y
30mMn gumeTundopmamigy 3 nigTPUMyBaHHAM TeM-
nepatypu Hwkye 20°C. Buganutn oxonomxyBanbsHy
GaHIo | NepemillyBaTU peakuinHy cyMmill npu Temne-
paTypi HaBKONMULIHLOIO CEpefoBMLLA  BMNPOLAOBX
1roa, nmicns 4Yoro BUNMTU Ha nia. MNig yac goaaHHs
50mn 5N posunHy NaOH go ocagy Bunagae tBepaa
peyvoBUHa, SKy BiodinbTPOBYOTb i MPOMMBAIOTL BO-
noto Ta EtOAcC 3 ogepkaHHSAM LiNbOBOI CNOMNyKM: H
AMP (DMSO-ds) 9,95 (s, 1H), 8,76 (s, 1H), 8,4 (s,
1H),7,9-7,8 (m, 1H), 7,5-7,7 (d, 1H), 3,85 (s, 3H), 1,7
(s, 1H); ISMS 204 (M+1).

Mpuknag 415

3-(2-HiTpoeTun)-5-meTokcmkapboHin-1H-iHgon

LlinboBy crnonyKky ofepXylTb 3a crnocobom
Mpuknagy 317: H amp (DMSO-dg) 12,5 (bs, 1H),
8,38-8,37 (m, 1H), 8,37-8,34 (m, 1H), 8,23 (s, 1H),
7,87-7,84 (m, 1H), 7,80-7,77 (m, 1H), 7,57-7,55 (d,
L), 3,85 (s, 3H); ISMS 246 (M+1).

Mpuknag 416

3-(2-HiTpoeTun)-5-metokcmkapboHin-1H-iHgon

O6pobuTn PO34MH 3-(2-HiTpoBIHIN)-5-
MeTokcukapboHin-1H-ingony (57wr, 0,23mMmornb) y
9mn TeTparigpodypaHy Ta 2mn MeOH 3a gonomo-
roto NaBH,4 (26mr, 0,69vmonb). MNepemiwysaty npu
TemnepaTtypi HaBKONMULLHBLOrO cepefoBuLLa BMpo-
OOBX HOUYi, KOHLEHTpYBaTW A0 CYXOCTi i po3noginntu
MK KOHUeHTpoBaHuM posdymHoMm NH,OH (10mn) Ta
anxnopmetaHoM. EkcTparyBatv BOAHWA LWap AWX-
NOPMETaHOM, MiAKUCIIUTU KOHLEHTPOBAHUM pPO34n-
Hom HCI i pBivi ekcTparyBatu OMXNOPMETaHOM.
O6'eqHaTi opraHiyHi LWwapw, KOHUEHTpyBaTh i Xpo-
maTtorpadyBaTtv Ha cunikareni 3 entotBaHHAM 1%
po3unHom MeOH y CHCI; 3 ogepxaHHAM ULinboBoi
cronykn y BWUrnsai TBepaoi pPeyOBUHU: 'H aumpP
(CDCl3) 8,35 (bs, 1H), 8,32 (s, 1H), 7,92-7,90 (m,
1H), 7,38-7,36 (d, 1H), 7,12-7,11 (m, 1H), 4,69-4,65
(t, 2H), 3,93 (s, 3H), 3,51-3,48 (t, 2H); ISMS 248
(M+).

Mpuknag 417

5-MeToKCuKapOoHINTpunTamiH

3miwatn  3-(2-HiTpoeTun)-5-meToKcnkapOoHin-
1H-ingon (280wmr, 1,1Mmonsb), PtO; (200mr) Ta 15mn
MeOH i rigporeHizyBatu nig atMocepHUM TUCKOM
BNPOAOBX Houi. lMpodinbTpyBaT peakuinHy Cymilu
yepe3 wap uenity, inbTpaTt KOHUEHTpyBaTu Ta
XpomaTorpadysatn Ha cunikareni 3 eroBaHHAM
5% posunHom MeOH y CHCl3, 3miluaHnM i3 KOHUEH-
TpoBaHuM po3ynHom NH,OH, 3 ogepxaHHAM Uinbo-
BOI cronyku y BurnsAi macna: ISMS 219 (M+1); *H
AMP (CDCIs) 9,01 (s, 1H), 8,36 (s, 1H), 7,88-7,85
(m, 1H),7,32-7,24 (m, 1H), 7,05 (s, 1H), 3,91 (s, 3H),
3,05-3,01 (m, 2H), 2,93-2,89 (m, 2H), 1,22 (bs, 2H).

Mpuknag 418

2-(2-(5-6eH3unokcu-1H-ingon-3-
in)etnn)izoingon-1,3-4ioH

3wmiwartun 5-6eH3nnoKkcMTpUnTamiHy rigpoxnopua,
(1r, 3,3mmonb), dTanesun aHrigpug  (0,56r,
4,0mmonb) Ta N,N-giisonponinetunamin  (0,86r,
6,6MMmonb) y 25mMn 6e3BoA4HOrO NipUAUHY i HarpiBaTy
3i 3BOPOTHUM XOMNOAMMBHUKOM BNpoaoBx 1rof, oxo-
NoanTM A0 KiMHaTHOI TemnepaTtypu i obpobutn 4r
3A monekynapHux cuT. HarpiBaHHs 3i 3BOPOTHUM
XOSNOAMMBHUKOM 34iMCHIOTb BRpoAoBX 60roa, nic-
NSt YOro peakuiviHy cymilw @inbTpyoTb. 3aBasku
KOHLEHTPYBaHHIO Nif, BaKyyMOM OOEPXYHTb 3anu-
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LIOK, sIKUA 3MiwytoTb i3 25mn CHCI3 i dhinbTpytoTh 3
ofepXaHHsAM TBepaoi peyvoBuHW. PinbTpaT ouna-
I0Tb XpoMaTorpadyBaHHAM Ha cunikareni 3 enwoto-
BaHHAM 1% po3unHom MeOH y CHCI; 3 ogepxaHn-
HAM O04aTKOBOI KiNbKOCTI UinboBoi cnonyku: ISMS
397 (M+1); aHanis angd C25H20N203 0,3H20 C7H8:
o6umcnero: C, 75,09; H, 5,25; N, 6,82; BcTtaHoBme-
Ho: C, 75,00; H, 5,22; N, 6,96.

3a cnocobom [lMpuknagy 418 opepxanu Taki
CMonykKu: a) 2-(2-(5-rinppoken-1H-iHgon-3-
in)etun)izoingon-1,3-gioH:  (4,5Mmonb,  95%); 'H
AMP (DMSO-dg) 10,47 (s, 1H), 8,59 (bs, 1 H), 7,84-
7,78 (m, 4H), 7,09-7,06 (d, 1H), 7,03-7,02 (d, 1H),
6,85-6,84 (d, 1H), 6,56-6,54 (m, 1H), 3,79-3,75 (t,
2H), 2,91-2,87 (m, 2H).

Mpuknag 419

2-(2-(5-rigpokcu-1-Tpuisonponincunadin-1H-
iHgon-3-in)etun)izoingon-1,3-aioH

O6'eqHaTi nopuismMn cymill MacnsiHoT gucnepcii
KH (40%, 1r) y 30mn 6e3BogHoro TetparigpocdypaHy
Ta cycneHsii 2-(2-(5-6eHsunokcun-1H-ingon-3-
in)etun)isoingon-1,3-giony (1,2r, 3mmone) y 30mn
TeTparigpodypany. Mepemiwysatn BnpogoBx 1rog
npu TemnepaTypi HaBKOMMWLLIHBOTO CepeaoBuMLIa,
oxonoavtn go Temnepatypu 0°C, gpogatu Tpwmison-
ponincunintTpudgTopmMeTaHcynbdoHaT (1,85r,
6mMMonb) | [OoAaTKOBO MepemillyBaTv  BMNPOLAOBXK
1rog npu TemnepaTtypi HaBKONWULIHLOIO CepenoBu-
wa. Bunutu peakuiiHy cymilw y LWBMAKO nepemilly-
BaHWW HacunyeHun pos3unH NaHCOs i ekctparyBatu
EtOAc (2x50mn). O6'egHaTu opraHiyHWM LWwap, Bu-
cywntn Hag MgSO., KoHUeHTpyBaTM OO CyXOCTi i
XpomaTorpadpyBatv Ha cunikareni 3 enolBaHHAM
1% posunHom MeOH y CHCI; 3 ogepxaHHam 2-(2-
(5-6eH3umnokcu-1-tpuisonponincunadin-1H-ingon-3-
in)etnn)isoiHgon-1,3-AioHy y BUrnaai macna.

3miwatun 2-(2-(5-6eH3unokcm-1-
Tpuidonponincunain-1H-iHgon-3-in)eTun)isoingon-
1,3-pion Ta EtOAc (40mn) i rigporeHizyBatn Bnpo-
[OBX Houi 3 11 5% Pd/C nig atmocdepHnM TUCKOM.
®dinbTpyBaTU Yepes wwap LeniTy, KOHLUEeHTpyBaTn Ao
CyXOCTi i XxpomaTtorpadyyBaTu Ha curnikareni 3 entoo-
BaHHAM CTyniH4acTum rpagieHtom Big 10% po3unHy
EtOAc y rekcaHi o 30% posunHy EtOAc y rekcaHi 3
ofepXaHHAM UinboBOi Cronykn y BUrnsai TBepaoi
peyoBnHun: FDMS 462 (M+1), aHania ans
C27H24N203$i H,O: obuucneHo: C, 69,55; H, 7,44;
N, 6,01; BctaHoBneHo: C, 69,44; H, 7,17; N, 6,00.

Mpuknag 420

2-(2-(5-nponokcu-1-Tpuisonponincunaxin-1H-
iHgon-3-in)etun)izoingon-1,3-aioH

3miwatun 2-(2-(5-rippoken-1-
TpuwizonponincunaHin-1H-iHgon-3-in)eTun)izoiHgon-
1,3-pion (0,7r, 1,5mmonb), kapboHaT wuesito (1,
3mmone) Ta 1-nogonponaH (0,4r, 2,3Mmonb) y Au-
meTundopmamigi (25vn) i nepemiwysatn npm Tem-
nepaTtypi HaBKOJIULLIHLOIO CepedoBULLIA BMPOOOBXK
Houi. BunuTn peakuinHy cymiw y 50% posumH EtOAC
y rekcaHi i Tpudi npoMuTM poscorioM. Bucywwntu
opraHiyHui wap Hag MgSOg i koHUeHTpyBaTV nig
BakyyMOM 3 OflepXkaHHsiM Macra. Xpomartorpadysa-
TW Macno Ha cunikareni 3 eniotoBaHHAM 5% po3yu-
Hom EtOAC y rekcaHi 3 ogepXaHHAM LinboBOi Crno-
nyku: ISMS 505 (M+1); *H AMP (CDCls) 7,80-7,78
(m, 2H), 7,67-7,65 (m, 2H), 7,30-7,27 (d, 1H),7,12-
7,11 (d, 1H), 7,02 (s, 1H), 6,77-6,74 (m, 1H), 4,01-
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3,96 (m, 4H), 3,12-3,08 (m, 2H), 1,86-1,81 (m 2H),
1,64-1,57 (m, 3H), 1,08-1,04 (m, 21H).

Mpuknag 421

5 -nponokcu-1-TpurisonponincunaHintpuntamin

3miwartu 2-(2-(5-nponokcu-1-
Tpuizonponincunadin-1H-ingon-3-in)etun)isoiHgon-
1,3-gioH (416wmr, 0,8mmonb) y 20mn EtOH ta 1mn
rigpasvHy rigpaTy. Harpisatu 3i 3BOPOTHUM XOnoAu-
NbHUKOM BMNpPOAoBX 3rod, dinbTpyBaTn Yepes Lap
ueniTy i KOHUEHTpYBaTU 3 OAEPXaHHSM 3arnuLuKy.
Po3unHutn 3anuwok y 10mn MeOH, BHecTn go 12r
iOHOOBMIHHOT KOnoHkn SCX i NOCRiAOBHO MPOMUTK
MeOH, aumetundopmamigom, notiv MeOH. Entoto-
BaTn npogykt 2M posunHom NH3; y MeOH 3 opep-
KaHHAM UinboBOI cnonyku y Burmsaai macna: ISMS
375 (M+1); 'H AMP (CDCl3) 7,34-7,32 (d, 1H), 7,02
(s, 1H), 7,00-6,99 (d, 1H),6,80-6,77 (m, 1H), 3,97-
3,94 (m, 2H), 3,01-2,98 (m, 2H), 2,86-2,83 (m, 2H),
1,88-1,76 (m 2H), 1,70-1,58 (m, 3H), 1,3 (bs, 2H),
1,14-1,08 (m, 18H), 1,06-1,02 (t, 3H).

Mpuknag 422

6-6eH3MnoKCcMTpMNTamiH

Hopatn po cymiwi antomorigpuay nitito (6,2r,
163,1mmonb) Ta 300mMn cyxoro TeTparigpodypaHy
PO34UH 3-(2-HiTpoBiHIn)-6-6eH3unokcn-1H-ingony
(9r, 30,6mmonb) y 200mn TeTparigpodypaHy. Harpi-
BaTW peakuiiHy CyMill 3i 3BOPOTHUM XONOAUNbHU-
KOM BMPOAOBX HOMi, MiCrisi YOro OXONOAMTU A0 TEeM-
nepatypu 0°C i wWBMAOKO MPUNMHUTA peakLito
NocnigoBHUM AoJaHHAM  6,2Mn XOroAHOi  BoAW,
6,2mn xonogHoro 15% BopgHoro po3ynHy NaOH Ta
18,6mn  xonogHoi Boau. [licna nepemiwyBaHHSA
BMPOOOBX 2rof, NpodinbTpyBaTh Yepes wap Lenity
i KOHLeHTpYyBaTK 3 ogepXaHHAM 7,91 (96%) uinboBoi
CMonykun y BUrnagi macna: 'H amP (CDCls) 8,06 (bs,
1H), 7,47-7,43 (m, 3H), 7,38-7,35 (m, 2H), 7,32-7,28
(m, 1H), 6,88-6,84 (m, 3H), 5,08 (s, 2H), 3,01-2,97
(m, 2H), 2,87-2,83 (m, 2H), 1,6 (bs, 2H).

Mpuknag 423

N-TpeT-6yToKCcMKapOOoHin-2-(6-6eH3nnokcu-1H-
iHoon-3-in)eTunamix

LlincoBy crnonyky opepXywTb 3a crnocobom
Mpuknaay 20: 'H SAMP (CDCls) 7,84 (bs, 1H), 9,36
(s, 2H), 8,91 (s, 1H), 7,38-7,33 (m, 2H), 7,28-7,26
(m, 1H), 7,20-7,18 (m,1H), 7,09-7,07 (m, 1H), 6,94-
6,93 (m, 1H), 6,68-6,67 (m, 1H), 6,50-6,47 (m, 1H),
4,79-4,72 (m, 2H), 4,13 (s, 2H), 3,05-3,02 (m, 4H).

Mpuknag 425

N-TpeT-6yTokcukapboHin-2-(6-rigpokcu-1H-
iHoon-3-in)eTunamin

LlinboBy crnonyky opepXywTb 3a crnocobom

Mpuknagy 471.
Mpuknag 428
2-(2-(5-etokeun-1H-iHgon-3-in)eTun)isoiHgon-1,3-
LOiOH
3miwaTu 2-(2-(5-rigppoken-1H-iHgon-3-

in)eTun)izoingon-1,3-gioH (900mr, 2,9vmonb), Kap-
6oHaT uesito (960mr, 2,9vmonb) Ta 1-ogoeTaH
(920mr, 5,9mmonb) y N-meTunniponiganHoHi (5mn) i
nepemillyBatn npu TemnepaTypi HaBKOMULLIHbOrO
cepefoBvlia BNpodoBX 4rod, BUNWTU y po3eon i
ABivi ekctparysatn EtOAc. Tpuii npomntn 06'eaHaHi
€KCTPaKT! pPo3CoSioM, BUCYLINTM Hag MgSOg, i koH-
LUeHTpyBaTK Mig BakyyMOM 3 OAEpXaHHAM macna.
XpomaTorpadyBaTti Macrno Ha curikareni 3 enioto-
BaHHAM 20% po3unHoMm EtOAcC y rekcaHi 3 opep-
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YKaHHAM LinbOBOI CMONYyKU y BUMMSAI TBepaoi peyo-
BMHK Binoro koneopy: ISMS 335 (M+1); aHani3 ans
Co0H18N>03: obuuncneHo: C, 71,84; H, 5,43; N, 8,38;
BcTtaHoBneHo: C, 71,97; H, 5,47; N, 8,36.

3a cnocobom [Mpuknagy 428 opepxanu Taki
CMonyku:

a) 2-(2-(5-isonponokecu-1H-iHaon-3-
in)etun)isoiHgon-1,3-aioH: ISMS 348 (M+) 'H AMP
(CDCls3) 7,94 (bs, 1H), 7,82-7,80 (m, 2 H), 7,70-7,67
(m, 2H), 7,21-7,19 (d, 1H), 7,18 (s, 1H), 7,05-7,04
(d, 1H), 6,82-6,79 (m, 1H), 4,55-4,49 (m, 1H), 3,99-
3,95 (m, 2H), 3,11-3,07 (m, 2H), 1,64-1,33 (d, 6H);

b) 2-(2-(5-(2,2,2-TpucbTopetokcn)-1H-ingon-3-
in)etun)isoingon-1,3-gioH: ISMS 389 (M+1); aHani3
ana CyoH1sF3N203: ob4uncneno: C, 61,86; H, 3,89; N,
7,21; BctaHoBneHo: C, 61,77; H, 3,83; N, 7,20;

c) 2-(2-(5-6ytoken-1H-ingon-3-in)eTun)isoiHgon-
1,3-pioH: ISMS 363 (M+1); anani3 anst C22H22N20s:
obuncneHo: C, 72,91; H, 6,11; N, 7,73; BcTaHoBne-
Ho: C, 72,76; H, 6,09; N, 7,42; 'H AMP (CDCls)
7,86-7,81 (m, 3H), 7,72-7,68 (m, 2 H), 7,23-7,20 (m,
1H), 7,16-7,15 (m, 1H), 7,08-7,07 (m, 1H), 6,85-6,84
(m, 1H), 6,4,02-3,98 (m, 4H), 3,13-3,09 (m, 2H),
1,83-1,76 (m, 2H), 1,56-148 (m, 2H), 1,01-0,98 (t,
3H);

d) 2-(2-(5-HiTpo-1H-iHOon-3-in)eTnn)isoiHgon-
1,3-pioH: ISMS 334 (M-1); aHania ans CigHisN3O4
0,1H20: obuncneHo: C, 64,13; H, 3,95; N, 12,47,
BcTaHoBneHo: C, 64,05; H, 3,82; N, 12,27.

3a cnocobom [lpuknagy 421 opepxanu Taki
CMonyku:

a) 5-etokcutpunTtamin: ISMS 205 (M+1); aHani3
ana CioHigN2O HoO: obuncneno: C, 69,33; H, 7,95;
N, 13,48; BctaHoBneHo: C, 69,62; H, 7,75; N, 13,30;

b) 5-isonponokcutpuntamiy: ISMS 219 (M+l); 'H
AMP (CDClIs) 8,57 (bs, 1H), 7,20-7,18 (d, 1 H), 7,08-
7,07 (d, 1H), 6,95 (s, 1H), 6,84-6,82 (m, 1H), 4,54-
4,48 (m, 1H), 3,01-2,98 (m, 2H), 2,86-2,83 (m, 2H),
1,38 (bs, 2H), 1,35-1,33 (d, 6H);

C) 5-52,2,2-TpVICbTOpeTOKCI/I)TpVII'ITaMiHZ ISMS
258 (M+); "H AMP (CDCls) 8,33 (bs, 1H), 7,26-7,24
(d, 1 H), 7,09-7,08 (d, 1H), 7,03-7,02 (m, 1H), 6,90-
6,87 (m, 1H), 4,40-4,34 (m, 2H), 3,03-3,00 (m, 2H),
2,87-2,84 (m, 2H), 1,44 (bs, 2H);

d) 5-6yTunokcuTpunTamiu: 'H amp (CDCls)
8,08 (bs, 1H), 7,23-7,21 (d, 1H), 7,03-7,02 (d, 1H),
7,03-7,02 (m, 1H), 6,98-6,83 (m, 1H), 4,01-3,98 (m,
2H), 3,02-2,99 (m, 2H), 2,87-2,84 (m, 2H), 1,82-1,74
(m, 2H), 1,56-1,50 (m, 2H), 1,32 (bs, 2H), 1,00-0,96
(t, 3H);

Mpuknag 429

5-6eH3oncynbdoHin-1H-iHgon

BHectn 35% wmacnaHy gmcnepcito KH (6r) go
konbu y atmocdepi a3oty, npomutn 50Mn rekcaHy i
BMCYWNTU nig BakyymMom. OXOnoauTu CyCreHsito
TBepaoi pevoBuHn y 100mn 6e3BogHOro AMMeTWn-
dopmamigy oo temnepatypu 0°C. Bnpogosx 10xB
Kpanns 3a Kpannew [JoaaTtu po3ynH 5-6pomiHgony
(10,3r, 52,5mmonb) y 25mn gumeTtundopmamiay.
MepemiwyBatn cymiw BnpogoBX 1rod npu Temne-
patypi 0°C, nicns yoro o6pobuTtn Tpuizonponincuni-
ntpudtopmeTaHcynbdoHaTom (32,2r, 105,1Mmonb).
Bupanutn oxonomxyeanbHy 6aHl i nepemiwyBaTtu
peakuinHy cymilwl BNpPOAOBX 72rod nepeg TUM $IK
BunuTK y 500mMn Boam Ta ekctparyBsatn EtOAc. Pos-
6aBuTN o6'eagHaHi eKCTpakTU rekcaHoM, MPOMUTH
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po3coriom, nicnst Yoro BucywmuTtn Hag MgSO,. Koh-
LeHTpyBaTV nig BakyyMoOM i XpomartorpadysaTu Ha
cunikareni 3 enwotBaHHAM 1% posumHom EtOAc y
rekcati 3 ofepXXaHHAM 5-6pom-1-
Tpuisonponincunadin-1H-iHgony y Burnsai 6e3baps-
Horo macna: ‘H AMP (CDClg) 7,73-7,72 (d, 1H),
7,36-7,34 (d, 1 H), 7,24-7,23 (d, 1H), 7,21-7,19 (m,
1H), 6,55-6,54 (m, 1H), 1,72-1,61 (m, 3H), 1,13-1,10
(m, 18H).

Oxonoantu PO34UH 5-6pom-1-
Tpuisonponincunadin-1H-iHgony (9r, 25,5MMonb) y
550mn 6e3BogHoro TeTparigpodypaHy 4o Temnepa-
Typu -75°C y atmocdepi aproHy i obpobutun 1,7M
po3ymHoM TpeT-6yTwwTio (33mn, 56,2mmonb) 3 oa-
HOYaCHUM NIATPMMYBAHHAM TemnepaTypyu HUxX4Ye -
60°C. Micna 3aBepleHHA A0AaHHS, NMOBTOPHO OXO-
NOAUTY peakuiHy cymill Ao TemnepaTtypu npnbnu-
3Ho -73°C nepen AOAaHHAM pPO34MHY DeHincynb-
doHindTopnay  (4,6r, 28,7vmonb) 'y  30mn
TeTparigpodypaHy. [lepemiwyBaT peakuiiHy cy-
MiWw npu TemnepaTypi -78°C Bnpoposx 1rod, nicns
YOro LUBUAKO NPUNUHUTK peakuilo JOAaHHSAM crova-
TKY XONOAHOro HacuyeHoro po3umHy NaHCOgs, notim
XonogHoro poscony. Bigokpemuntu wapwm i ekctpary-
BaTu BogHui wap EtOAc. O6pobuTtn 06'eaHaHi op-
raHiyHi wapn 1M po3umHOM TeTpabyTunamoHito
dTopuay (35mn) y TeTparigpodypaHi BNpOAOBX
1rog npu TemnepaTtypi HaBKONMWULLHLOIO CepeaoBu-
Wwa, nicng 4yoro KoHueHTpyBaTu go cyxocti. O6'eq-
HaTtu 3anuwok 3 EtOAc, asivi npomutn 1N po3ynHomM
HCI, Bucywmtn Hag MgSO, i KOHUEHTPYBaTK y mac-
ni. XpomaTorpadyBaTtu Macrno Ha cunikareni 3 ento-
IOBaHHAM CTyniH4acTum rpagieHtom (50% po3ymH
CHCl3 y rekcani, notim 50% po3unH CHCIs y MeOH)
3 MacnsaHUCTOiI TBepaoi peyvoBuHW. Po3TepTn mac-
naHucTy TBepay pedosuHy i3 CHCIl3 3 ogepxaHHAM
LinbOBOI CMOMyKW Yy BWUMMSAAI TBEpPOOi PEYOBUHM:
aHani3 ans C14H11NO2S H,0: obuncneHo: C, 64,89;
H, 4,36; N, 5,41; BctaHoBneHo: C, 64,76; H, 4,45; N,
5,33; ISMS 257 (M+).

Mpuknag 430

2-(2-(5-amiHo-1H-iHgon-3-in)eTun)isoiHgon-1,3-
nioH

O6'egHatn  cymiw  2-(2-(5-HiTpo-1H-iHooN-3-
in)etnn)izoingon-1,3-giony (1,8r, 5,4mmons), PtO»
(500mr), 100mn MeOH Tta 100mn TeTparigpodypaHy
i rigporeHisyBatu nig aTMOCEpPHUM TUCKOM BMpO-
[oBX Houi. MNpodinbTpyBaTh peakuifiHy cymill yepes
wap uenity i KoHUueHTpyBaTn o cyxocTi. [ToBTOpHO
po34MHUTK 3anuwwok y cymiwi (50/50) xnopodpop-
My/OMXNOPMETaHy i NOBTOPHO NpodinbTpyBaTh 4ye-
pe3 wap uenity. KoHueHTpyBaTu nig Bakyymom 3
OOEepPXaHHAM LinbOBOI CMONyKW y BUMMSAAi TBepaoi
peyoBuHU TemHoro koneopy: ISMS 306 (M+1); ana-
nis anst CigH13N304 0,1CH® 0,2 auxropmeTtaH: 06-
yucneHo: C, 68,70; H, 4,89; N, 12,58; BcTaHOBMNEHO:
C, 69,08; H, 4,75; N, 12,69; 'H AMP (CDCls) 7,9-7,8
(m, 3H), 7,75-7,65 (m, 2 H), 7,2-7,1 (m, 1H), 7,05-
7,0 (m, 2H), 6,7-6,6 (m, 1H), 4,0-3,9 (m, 2H), 3,4
(bs, 2H), 3,1-3,0 (m, 2H).

Mpuknag 431

2-(2-(5-6eHsoinamiHo-1H-iHgon-3-
in)etnn)isoingon-1,3-4ioH

3miwatu 2-(2-(5-amiHo-1H-ingon-3-
in)eTun)izoingon-1,3-gion (0,5r, 1,64mmonb) Ta 4-
anmeTtunamidonipmguH (0,3r, 2,5MMonb), PO34YMHNUTK
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y 30Mn guxnopmeTaHy i oxonoauTtn 4O Temnepary-
py 0°C. O6pobutK peakuiiHy cymiw 6eH3oinxmnopu-
aom (276mr, 1,96MMonb) i NnepemillyBaTh BNPoOAOBX
HOMi; peakuifHa CyMmill 3a el Yac HarpiBaeTbCca Ao
KiMHaTHOI Temnepatypu. KoHueHTpyBaTu 3 ogep-
YXaHHAM 3anuvuKy i xpomaTtorpadyBaTy 3anuwiok Ha
cunikareni 3 entotoBaHHAM 0,5% po3umHom MeOH y
CHCI3; 3 ogepxaHHsIM LiNbOBOI CMOMyKW Y BUrNSAAI
TBepaoi pedvoBuHu: ISMS 410 (M+1); 'H ampP
(CDCl3) 7,86-7,85 (m, 2H), 7,79 (s, 1H), 7,72-7,68
(m, 2H), 7,60-7,57 (m, 2H), 7,46-7,42 (m, 1H), 7,4-
7,36 (m, 3H), 7,13-7,11 (d, 1H), 6,89-6,88 (m, 1H),
3,88-3,84 (t, 2H), 3,00-2,97 (t, 2H).

3a cnocobom [lpuknagy 431 opepxanu Taki
CMonyku:

a) 2-(2-(5-metaHcynbgoHinamiHo-1H-iHgon-3-
in)etun)isoiHgon-1,3-aioH: ISMS 384 (M+1); '*H AMP
(CDCI3) 10,84 (s, 1H), 9,21 (s, 1H),7,83-7,76 (m,
4H), 7,39-7,38 (m, 1 H), 7,27-7,24 (m, 1H), 7,17-
7,16 (m, 1H), 6,96-6,93 (m, 1H), 3,83-3,80 (m,
2H),2,98-2,94 (m, 2H), 2,79 (s, 3H), 3,88-3,84 (t,
2H), 3,00-2,97 (t, 2H).

3a cnocobom [lpuknagy 421 opepxanu Taki
CMonyku:

a) 5-6eHsoinamiHoTpunTamin: *H SMP (CD3;0D)
7,94-7,92 (m, 2H), 7,85 (s, 1H),7,54-7,47 (m, 3H),
7,34-7,29 (m, 2 H), 7,08 (s, 1H), 4,86 (s, 2H),3,33 (s,
2H), 2,95-2,86 (m, 4H); i

b) 5-meTaHcynbdoHinamiHoTpunTamin: ISMS
253 (M+); *H AMP (CD3OD) 7,46-7,45 (d, 1H), 7,31-
7,28 (d, 1H), 7,08 (s, 1H), 7,04-7,01 (m, 1H), 4,86 (s,
4H), 2,89-2,83 (m, 7H).

Mpuknag 432
5-eTokcukapboHin-1H-iHoon
3miwatn  po3unH  5-kapbGokciiHgony  (4,8r,

29,8mmonb) y 150mn TeTparigpodypaHy Ta kap6o-
Higaiimigason (9,7r, 59,6mmonb) i nepemiwysaTtu
BMPOAOBX HOYi Npu TemnepaTypi HaBKOSMMULLHbOrO
cepepoBuwa. O6pobuTn peakuinHy cymiw 25mn
EtOH Ta 1,2r (29,8mmone) 60% macnsaHoi aucnepcii
NaH i nepemiwyBatn BNpoaoBX 2rod. KoHUEHTpY-
BaTW Mg BaKyyMOM 3 OfilepXXaHHsIM 3anuiky. Posno-
ainutn 3anunwok mixx 150mn EtOAc ta 100mn pos-
cony. Bigokpemutn wWwapu, BUCYLUUTUM OpraHiyHum
wap Hag MgSO., npodinbTpyBaTn Ta KOHUEHTPyBa-
TV 3 ogepxaHHAM Macna. XpomartorpadyBaTn Ha
cunikareni 3 enotBaHHAM 1% po3unHom MeOH y
CHCI3; 3 ogepxaHHam 7,2r macna. Kpucranidysatu
Macro 3 Tonyorny 3 OfepXXaHHAM LiNboBOI CMOMNYKM:
aHanisa ana Ci1H1:NO: obuncneHo: C, 69,83; H,
5,86; N, 7,40; sBctaHoBneHo: C, 69,82; H, 5,90; N,
7,38; ISMS 190 (M+1).

Mpuknag 433
5-(N-6ytunamigo)-1H-iHoon
Po3unHntn  cymiw  5-kap6okciiHgony  (5r,

31mmonb) y 150mn TeTparigpodypaHy, ob6pobutun
kapboHingiimigazonom (5r, 31mMmonk) i nepemiwyBa-
TV BMPOAOBX HOYi Mpu TeMnepaTtypi HaBKONMULLIHLOIO
cepepoBuwa. O6GpobUTM  peakuiiHy cymiw  n-
6ytunamitom (4,5r, 62mmoneb) i HarpieaTtu 3i 3BOpoT-
HUM XonogunbHMKOM BnpogoBX 1rod. KoHueHTpy-
BaTW Mg BaKyyMOM 3 OAEPXaHHAM 3anuLLKy, po3yu-
HUTKM 3anmwok y EtOAc. MocnigoBHo npomutu 5N
po3unHom HCI, 5N posunHom NaOH, nicna 4oro
posconom. Bucywmntu opranivynuii wap Hag MgSOy i
KOHLEHTPYBaTK 3 OfepPXaHHSAM LiNbOBOi CNOMyKn y
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Burnsaai macna: *H AMP (CDCl3) 8,54 (bs, 1H), 8,07-
8,06 (m, 1H), 7,63-7,61 (m, 1H), 7,39-7,37 (m, 1H),
7,26-7,24 (m, 1H), 6,60-6,59 (m, 1H), 6,14 (bs, 1H),
3,5-3,45 (m, 2H), 1,64-1,57 (m, 2H), 1,47-1,37 (m,
2H), ,97-0,93 (m, 3H); EIMS 217 (M+1).

Mpuknag 434

5-(N-nponinamigo)-1H-ingon

LlincoBy crnonyky ofepXywTb 3a crnocobom
Mpuknagy 433: H amp (CDCIs) 8,07 (bs, 1H), 8,07
(s, 1H), 7,63-7,60 (m, 1H), 7,38-7,36 (m, 1H), 7,25-
7,24 (m, 1H), 6,59-6,58 (m, 1H), 6,21 (bs, 1H), 3,46-
3,41 (m, 2H), 1,69-1,60 (m, 2H), 1,00-0,96 (m, 3H);
EIMS 203 (M+1).

3a cnocobom [puknagy 414 opepxanu Taki
CMOJTYKM:

a) 3-chopwmin-5-6eH3oncynbgoHin-1H-iHgon:
ISMS 286 (M+1); 'H AMP (DMSO-ds) 9,83 (s, 1H),
8,55 (s, 1 H), 7,89-7,86 (m, 2H), 7,61 (s, 2H), 7,59-
7,52 (m, 3H), 1,70 (s, 3H).

b) 3-dopmin-5-eTokcunkapboHin-1H-iHgon: aHa-
ni3 ans Ci2H11NO3s: obuncneHo: C, 66,35; H, 5,10;
N, 6,45; BctaHoBneHo: C, 65,97; H, 5,17; N, 6,46;
ISMS 218 (M+1);

c) 3-dopmin-N-bytunamigo-1H-iHgon: aHanis
ana Ci4H1sN2O, 0,1H,0: obuncneHo: C, 68.33; H,
6.64; N, 11.38; BctaHoBneHo: C, 68,35; H, 6,24; N,
11,30; ISMS 245 (M+1);

d) 3-copmin-5-(N-nponinamigo)-1H-ingon: aHa-
ni3 gna Ci3H14N20,: obumncneHo: C, 67,81; H, 6,13;
N, 12,16; BctaHoeneHo: C, 67,42; H, 6,04; N, 12,10;
'H AMP (DMSO-ds) 9,95 (s, 1H), 8,6 (s, 1H), 8,48-
8,45 (t, 1H), 8,36-8,35 (m, 1H), 7,76-7,73 (m, 1H),
7,52-7,50 (d, 1H), 3,32 (bs, 1H), 3,24-3,19 (m, 2H),
1,58-1,48 (m, 2H), 0,90-0,86 (m, 3H); EIMS 230
(M+);

e) 3-dopmin-6-6eH3nnokcu-1H-iHgon: 'H amp
(DMSO-dg) 11,93 (s, 1H), 9,83 (s, 1H), 8,12-8,11 (m,
1H), 7,92-7,90 (m, 1H), 7,45-7,27 (m, 5H), 7,04-7,03
(m, 1H), 6,92-6,89 (m, 1H), 5,11 (s, 2H).

3a cnocobom [puknagy 415 opepxanu Taki
CMONyKu:

a) 5-6eH30ncynbdoHin-3-(2-HiTpoBiHin)-1H-
iHgon: aHanis ana CigH12N204S 0,1H,0: obuucne-
Ho: C, 58,42; H, 3,83; N, 8,31; BctaHoBneHo: C,
58,63; H, 3,52; N, 8,02; ISMS 229 (M+1);

b) 3-(2-HiTpoBiHin)-5-eTokcmkapboHin-1H-iHgon:
aHania ana CisHi2N204S 0,1H,0: o6uncneHo: C,
58,42; H, 3,83; N, 8,31; BcTtaHoeneHo: C, 58,63; H,
3,52; N, 8,02; ISMS 229 (M+1);

C) 3-(2-HiTpoBiHin)-N-6yTrnamigo-1H-ingon:
aHani3 ana CisH17N3O3: obuucneHo: C, 62,71; H,
5,96; N, 14,62; BctaHoBneHo: C, 62,46; H, 5,81; N,
14,38; ISMS 288 (M+1);

d) 3-(2-HiTposiHin)-N-nponinamigo  1H-iHgon:
ISMS 273 M(+1); *H AMP (DMSO-ds) 12,38 (s, 1H),
8,62-8,59 (t, 1H), 8,43-8,39 (d, 1H), 8,37 (s, 1H),
8,31-8,30 (d, 1H), 8,18-8,15 (d, 1H), 7,84-7,82 (m,
1H), 7,55-7,53 (d, 1H), 3,31-3,24 (m, 2H), 1,61-1,52
(m, 2H), 0,92-0,89 (t, 3H); anani3 gna Ci4H1sN303
0,1H,0: obuucneHo: C, 61,12; H, 5,57; N, 15,28;
BcTaHoeneHo: C, 61,06; H, 5,38; N, 15,05;

e) 3-(2-HiTpoBiHin)-6-6eH3unokcun-1H-ingon: 'H
AMP (DMSO-dg) 11,85 (bs, 1H), 8,32-8,29 (m, 1H),
8,09 (s, 1H), 7,94-7,91 (m, 1H), 7,83-7,81 (m, 1H),
7,45-7,43 (m, 2H), 7,38-7,31 (m, 2H), 7,29-7,27 (m,
1H), 7,05-7,04 (m, 1H), 6,92-6,89 (m, 1H), 5,13 (s,
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2H).

3a cnocobom [Mpuknagy 416 opepxanu Taki
CMonyKu:

a) 5-6eH3oncynbdoHin-3-(2-Hitpoetun)-1H-

iHoon: ananis ana CieH14N204S 0,1H.0: o6uncne-
Ho: C, 57,85; H, 4,31; N, 8,43; BcraHoBneHo: C,
57,72; H, 4,22; N, 8,25; ISMS 329 (M-1);

b) 3-(2-HiTpoeTun)-5-eTokcukapboHin-1H-iHgon:
aHani3 gna Ci3H14N>O4: obumcneHo: C, 59,54; H,
5,38; N, 10,68; BctaHoBneHo: C, 59,23; H, 5,25; N,
10,53; ISMS 263 (M+1);

C) 3-(2-HiTpoeTtun)-N-bytunamigo-1H-iHgon:
aHani3 ansa CisHigN3Os: obumcneHo: C, 62,27; H,
6,62; N, 14,52; BctaHoBneHo: C, 61,98; H, 6,39; N,
14,42: ISMS 290 (M+1); i

d) 3-(2-HiTpoeTnn)-N-nponinamigo-1H-iHgon: H
AMP (CDCls) 8,52 (bs, 1H), 8,06 (s, 1H), 7,58-7,55
(m, 1H), 7,35-7,33 (m, 1H), 7,10-7,09 (m, 1H), 6,23
(bs, 1H), 4,65-4,61 (t, 2H), 3,48-3,43 (m, 4H), 1,71-
1,62 (m, 2H), 1,01-0,98 (t, 3H); anania ana
C14H17N303 0,1H,0: obuncneno: C, 60,68; H, 6,26;
N, 15,16; BcTtaHoBneHo: C, 60,88; H, 6,05; N, 15,07.

3a cnocobom [lpuknagy 421 opepxanu Taki
CMonyku:

a) 5-6eHsoncynbgoHinTpunTamii: ISMS 301
(M+1); *H SIMP (HCI-DMSO-ds) (s, 1H), 8,3 (s, 1H),
8,2 (bs, 2H), 8,0-8,9 (m, 2H), 7,4-7,2 (m, 5H), 7,1-
7,0 (m, 1H), 3,2-3,0 (s, 4H);

b) 5-eTokcukapboHinTpunTamiH (BMAINEHO HK
okcanar): aHaniz ansa CizHieN202 CoH204: 06umc-
nexo: C, 55,90; H, 5,63; N, 8,69; BctaHoBneHo: C,
56,07; H, 5,54; N, 8,29; ISMS 233 (M+1); i

c) 5-N-GytunamigoTpuntamiH: aHanis  ans
C15H2:N30 0,3H,0: obuucneHo: C, 68,05; H, 8,22;
N, 15,87; BctaHoBneHo: C, 68,36; H, 8,11; N, 15,49;
ISMS 260 (M+1); i

d) 5-N-nponinamigoTpmMnTamid: (BMAINEHO AK OK-
canaT): aHani3 ansa C14H19N30 C2H204 0,1EtOAC:
obuncneHo: C, 57,23; H, 6,38; N, 12,21; BctaHoBne-
Ho: C, 57,48; H, 6,53; N, 12,12; H aumpP (DMSO-dg)
11,2 (s, 1H), 8,4 (t, 1H), 8,2 (s, 1H), 7,75-7,65 (m,
1H),7,6 (bs, 4H), 7,4-7,35 (m, 1H), 7,3-7,25 (d, 1H),
3,3-3,2 (m, 2H), 3,15-3,0 (m, 4H), 1,6-1,45 (m, 2H),
0,9-0,8 (t, 3H); ISMS 246 (M+1).

Mpuknag 435

N-TpeT-6yTOKCMKapOOHiIn-2-(6-6yTokcu-1H-
iHoon-3-in)eTnnamin

3miwartm N-TpeT-6yToKcnkapboHin-2-(6-
rinpokcu-1H-iHgon-3-in)eTnnamiy (250w,
0,9vmonb), kapboHaT uesito (295mr, 0,9vmonb), 1-
nopobyraH (200wmr, 1,1Mmonb) Ta N-
MeTunniponiguHoH (10Mn), nepemiwlysatn npyu Tem-
nepaTtypi HaBKOMULLHLOIO CepeaoBULLia BNPOLOBXK
2roa i BunuTK y 75mMn poscony. [Bivi ekcTparysaTu
cymiw 25mn EtOAc. MNpomutn ob'egHaHi ekcTpaktu
po3sconom (2x50mn), Bucywmntn Hag MgSQg, i kKoHUe-
HTpyBaTU nig BaKyyMOM 3 OAEPXaHHsSM Macna.
XpomaTorpadyBaTi mMacrio Ha cunikareni 3 entoo-
BaHHsAM 30% po3umHom EtOAc y rekcaHi 3 ogep-
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YKaHHSAM LinbOoBOI CMONYKWN y BUrMsSAi TBepaoi peyo-
BuHK: ISMS 333 (M+1); anania gna CigHgN2Os:
obuuncneHo: C, 68,65; H, 8,49; N, 8,43; BcTaHoBne-
Ho: C, 68,83; H, 8,18; N, 8,33.
3a cnoco6om [Mpuknagy 435 ogepxanu Taki
crnonyku: a) N-TpeT-GyTokcnkapboHin-2-(6-eTokcu-
1H-iHgon-3-in)etunamid: ISMS 305 (M+1); aHanis
ansa Ci7H24N203: obumncneHo: C, 67,08; H, 7,95; N,
9,20; BcTaHoBneHo: C, 66,85; H, 7,79; N, 9,14.

Mpuknag 436

6-0yToKCMTPUNTaMIH

3miwartu N-TpeT-6yTOoKCcHkap6oHin-2-(6-
6yTokcun-1H-iHgon-3-in)eTunamiy (430w,

1,3Mmonb), 1Mn aHidony Tta 5Mn TpudTOopOoLTOBOI
KMCMOTW | nepemilyBaTh Npu KiMHaTHIM TemnepaTypi
BNpoAdoBX 2rod. KoHueHTpyBaTu peakuinHy Cymill
00 cyxocTi nig BakyymoMm, 3miwaty 3 10MN KOHUEHT-
poBaHoro po3ynHy NH4OH i ekctparyBatn 20mn
anxnopmeTtaHy. Bucywmntn ekctpakt Hag MgSO, i
KOHUeHTpyBaTM 3 ofepxaHHam 300mMr wmacna
(1,3mmonb, 100%).

3a cnocobom [puknapgy 436 opepxanu Taki
cnonyku: a) 6-etokcutpuntamiH: ISMS 305 (M+1);
aHanis ansa Ci7H»24N>O3: obuucneHo: C, 67,08; H,
7,95; N, 9,20; BctaHoBneHo: C, 66,85; H, 7,79; N,
9,14.

Mpuknag 437

N-TpeT-6yToKkcnkapboHin-2-(6-
derincynboHaT-1H-iHgon-3-in)eTnnamid

3miwartn N-TpeT-6yToKkcukap6oHin-2-(6-
rigpoken-1H-ingon-3-in)eTnnamiu (750w,
2,7vimornb) Ta nipuamH (430mr, 5,4mMMonb) y anxno-
pmeTaHi (30mn), oxonoanTtn go temnepatypu 0°C i
06pobutn  GeHsoncynbgoHinxnopugom  (480wmr,
2,7mmonb). ButpumaTtn peakuinHy cymiw i3 Harpi-
BaHHAM A0 KiMHaTHOI TemnepaTypu i nepemillyBaTtu
BNPoAoBX HOYi. KoHueHTpyBaTu peakuiiHy Cymilu
nig BakyymMOM [0 CYXOCTi, 3Mmiluatv 3 AMxnopmeTa-
HOM i XpomaTorpadyBaTu Ha cunikareni 3 enoto-
BaHHAM 30% posumHom EtOAcC y rekcaHi 3 ogep-
XKaHHAM N-TpeT-6yToKkcnkapboHin-2-(6-
deHincynboHaT-1H-iHgon-3-in)etTunamivy 'y  Bu-
rnagi macna: ISMS 415 (M-1); 'H ampP (CDCls) 8,14
(bs, 1H), 7,66-7,62 (m, 2H), 7,51-7,47 (m, 1H), 7,40-
7,38 (m, 2H), 7,10 (s, 1H), 7,04-7,03 (m, 2H), 6,59-
6,57 (m, 1H), 4,57 (bs, 1H), 3,40-3,80 (m, 2H), 2,89-
2,86 (m, 2H), 1,41 (s, 9H).

Momictutn N-TpeT-6yTokcrnkap6oHin-2-(6-
deHincynbdoHaT-1H-iHgon-3-in)eTnnamid (0,5r,
1,2mMmonb) y Konby, Yepes Aky npoxoauTb NoTik Na,
HarpiBaTh npu TemnepaTypi 200°C BNpoaoBX Houi i
0oXonoauTN A0 KiMHaTHOI Temnepatypu. Po3unHutun
3anuuIoK y AMXIOopMeTaHi i xpomarorpadysaTtn Ha
cunikareni 3 enwBaHHAM 2% po3unHom MeOH y
CHCI3-NH4OH 3 ogepaHHsIM LinboBOI CMOMyKU y
BUrNs4i macna.

3a cnocobom lMpuknagy 425 opepxanu Taki
crnonykun, BUAINeHi y BUrMaai rigpoxnopuagy, 3a Bu-
KIMOYEHHSIM NO3HaYEHOro:
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438 | 5-nponokcu | heHin

1,51 (bs, 1H), 1,07-1,04 (t, 3H)

ISMS 401 (M+1); anani3 ansa CxoH1sN2O3 0,1H,0: obuucneno: C, 71,17; H, 6,71; N,
6,38: BcraHosneHo: C, 71,02; H, 6,54; N, 6,33; *H AMP (BinbHa ocHoBa-CDCls) 7,93
(bs, 1H), 7,34-7,30 (m, 2H), 7,35-7,28 (m, 2H), 7,12-707 (m, 1H), 7,06-6,96 (m, 6H),
6,89-6,84 (m, 2H), 3,97-3,94 (m, 2H), 3,79 (s, 2H), 2,97-2,94 (m, 4H), 1,89-1,7 (m, 2H),

Mpuknag 440
N-(2-(5-nponokcu-1H-ingon-3-in)etun)-3-
(2,2,3,3-TeTpacdTOpNponoKcun)oeH3nnamiH

/3

3miwartm
TpwisonponincunaHinTpunTamid
0,37MMonb), 3-(2,2,3,3-
TeTpadTopnponokcn)oeH3anbaeria (87wr,
1,8Mmonb) Ta 1r 3A monekynspHux cut y 25mn
EtOH i HarpiBaTM 3i 3BOPOTHUM XONOAMIBHUKOM
BMPOAOBX HOYi. 3nuTn pignHy OO0 OKpemoi konbw,
oxonoantn go Temnepatypu 0°C i o6pobutn 42mr
(1,7mmonb) NaBH4. lMNepemiwyBaty peakuiiHy cy-
Mill Npy TemnepaTypi HAaBKOMMWLLIHBOIO CepefoBuLLa

2-(5-nponokcu-1-
(138w,

BnpogoBx 1roa, obpobutn 0,74mMmonb TeTpabytu-
namoHito  Topmuay i [AoAaTKOBO nepeMiwyBaTtu
BrnpogoBx 1rofd. KoHueHTpyBaTW Mg Bakyymom 3
ofepPXaHHAM 3anuwky. XpomartorpadysaTu 3anu-
WOK Ha cunikareni 3 entoBaHHAM 10% po34nHOM
MeOH y CHCI; 3 opepxaHHsIM LinbOBOi CMOMyKW.
O6pobuTn uinsosy cnonyky 10mn EtOH, 0,25mn 5N
po3unHy HCI ta 40mn Tonyony, nicrisi YOro KOHUEH-
TpyBaTM 3 OAEpXaHHAM XMOPWCTOBOAHEBOI COMi
LinboBoi cnonyku: ISMS 439 (M+1); *H AMP (BinbHa
ocHoBa-CDClz) 7,89 (bs, 1H), 7,23-7,21 (m, 1H),
7,03-7,02 (d, 1H), 6,99-6,98 (d, 1H), 6,94-6,92 (m,
1H), 6,89-6,83 (m, 2H), 6,78-6,75 (m, 1H), 6,18-5,90
(m, 1H), 4,29-4,23 (m, 2H), 3,95-3,91 (m, 2H), 3,78
(s, 2H), 2,95 (s, 4H), 1,85-1,75 (m, 2H), 1,51 (bs,
1H), 1,06-1,03 (t, 3H).

3a cnocobom [puknagy 440 opepxanu Taki
cnonyku, BUAINeHi y Burnagi rigpoxnopugy, 3a Bu-
KIMOYEHHSM NMO3HaYeHOoro:

z
H
l N O/R,
N
H
Ne Z' R4 [aHi
. . ISMS 434 (M+1); Ca3H26F3N302-HCI-0,8H,0-0,1C7Hs: obuncneno: C,
441 |5-n-nponinamipo 2,2,2-TpudTopeTU| 57 57. 14 '6.00; N, 8.51:acTaHosneHo: C, 57,55; H, 5.77; N, 8,43
442 5- 2,2,3,3- ISMS 453 (M+1); C23H27CIF3N302: ob6umcneHo: C, 56,50; H, 5,15; N,
eTokcukapboHin | TeTpadTopnponin | 5,73; BctaHoBneHo: C, 56,26; H, 5,04; N, 5,76
443 5- deHin ISMS 415 (M+1); Cz6H27CIN203-0,1H,0: obuucneHo: C, 68,97; H,
€TOKCUKapOOHInN 6,06; N, 6,19; BctaHoBneHo: C, 68,78; H, 5,87; N, 6,19
2233 ISMS 473 (M+1); C26H25CIF4N20,-0,5H,0: obumcneHo: C, 60,29; H,
445 5-chbeHokem . . 15,06; N, 5,41; BctaHoBneHo: C, 60,27; H, 4,81; N, 5,33 (BuaineHo K
TeTpadTopnponin ocHoBY)
ISMS 349 (M+1), ClgH20C|F3N20'0,2H202 obyucrneHo: C, 58,75; H,
456 H 2,2,2-TPUPTOPETUI 5 19\ 7 21. geTanosneHo: C, 58,62; H, 5,04; N, 7,08
457 H 2,2,3,3,3- ISMS 385 (M+1); C19H18CIFsN20-0,2H,0: obuncneHo: C, 53,77; H,
neHtadptopnponin | 4,37; N, 6,60; BctaHoeneHo: C, 53,81; H, 4,19; N, 6,59
. . AHanis ana CogHosN>O-HCI-0,2H,0: obuncneHo: C, 75,95; H, 6,02;
458 | S-cpenin thein N,6,11; BCTaHoBreHo: C, 76,01: H, 5,92: N, 5,97 ISMS 419 (M+1)
. . AHanis ansa CyoH2sFN2O-HCI-0,2H,0: obuncnero: C, 73,08; H, 5,58;
459 |5-(4-cpTopcpeiin) thein N, 5,88; BcTaHoBneHo: C, 72,99: H, 5.38: N, 5,83 ISMS 437 (M+1)
5-(N- AHanis gna CysHogF3sN3O»-HCI-0,7H,0: obuncneHo: C, 58,05; H,
460 6 . 2,2,2-tpudpTtopeTun| 6,17; N, 8,46; BcraHosneHo: C, 57,86; H, 5,98; N, 8,39 ISMS 448
yTunamigo) (M+1)
ISMS 365 (M+1) "H AMP (DMSO-ds) 10,6 (bs, 1H), 9,4 (bs, 2H), 8,75
461 5-rigpokcn  (2,2,2-TpudptopeTun| (s, 1H), 7,45-6,6 (m,7H), 4,9-4,7 (m, 2H), 4,2 (bs, 2H), 3,2-2,9 (m,
4H)
462 | 5-6eH3nnokcu 2,2,3,3,3- AHaniz ana Cy7HosFsN,O,-HCI: obuncneHno: C, 58,87; H, 4,95; N,
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neHtadTopnponin | 5,09; sBctaHoBneHo: C, 759,02; H, 4,76; N, 5,1 ISMS 505 (M+1)4
ISMS 455 (M+1) TH AMP (CDCls-BinbHa ocHoBa) 7,88 (bs, 1H), 7,48
7,45 (m, 3H), 7,41-7,34 (m, 2H), 7,35-7,30 (m, 1H), 7,25-7,23 (m,
463 | 6-6eHaunnoken (2,2,2-TpudptopeTun| 1H), 6,95-6,93 (m, 1H), 6,91-6,90 (m, 2H), 6,88-6,86 (m, 2H), 6,81-
6,79 (m, 1H), 5,10 (s, 2H), 4,31-4,25 (m, 2H), 3,79 (s, 2H), 2,96 (s,
4H), 1,65 (bs, 1H)
2,2,3,3- ISMS 487 (M+1) Ananiz gnsa Cu7H27FsN2O2-HCI: o6uucneHo: C,
464 | 6-6eraunokcn TeTpadTopnponin | 62,01; H, 5,20; N, 5,36; sctaHoBneHo: C, 61,69; H, 5,07; N, 5,33
"H AMP (CDClz-BinbHa ocHoBa) 7,86 (bs, 1H), 7,45-7,43 (m, 1H),
7,23-7,19 (m, 1H), 6,94-6,92 (m, 1H), 6,89-6,88 (m, 1H), 6,84-6,75
i i} (m, 4H), 4,29-4,23 (m, 2H), 3,99-3,96 (m, 2H), 3,78 (s, 2H), 2,94 (s,
465 | 6-Oytunoken  12,2,2-ToUTOPETUA 41y 4 811 74 (m, 2H), 1,55-1,45 (m, 3H), 0,99-0,95 (m, 3H); ananis
ana CozHo7F3N,O, HCI: obumcneHo: C, 60,46; H, 6,18; N, 6,13; BcTa-
HoBneHo: C, 60,23; H, 5,99; N, 6,01
) 2,2,3,3- AHaniz ana Cy4H2gF4N202-HCI: obuncneno: C, 58,96; H, 5,98; N,
466 | 5-Bytunoken | oo bropnponin | 5,73; BoTarosneHo: C, 58,62; H. 5,96; N, 5,77 ISMS 453 (M+1)
) ) ISMS 393 (M+1); awania ons CaiH23FaN202'HCI: o6uucnero: C,
467 |  G-etokom  2,2,2-TPUDTOPETUN| 58 o1. |y 5 64: N, 6,53; BcTanosneHo: C, 58,94: H, 5,58; N, 6,55
6- ISMS 505 (M+1); aHania ans CasH23F3N204S-HCI: obuncneHo: C,
468 d)EHiJ'Ich'IbeOHaT2’2’2-TpMCpTOpeTMH 55,51; H, 4,47; N, 5,18; BctaHoBneHo: C, 55,27; H, 4,41; N, 5,15
469 6- 2,2,3,3- ISMS 536 (M+1); ananisa gna CasH24F4sN204S HCI: o6umcneHo: C,
peHincynbgoHaT| TeTpadgpTopnponin | 54,50; H, 4,40; N, 4,89; BctaHoBneHo: C, 54,63; H, 4,41; N, 4,86
ISMS 419 (M+1); aHani3 ansa CaeH24F4N204S-HCI-0,3H20: obuncne-
470 6-heHin beHin Ho: C, 75,65; H, 6,04; N, 6,08; BctaHoBneHo: C, 75,63; H, 5,89; N,
6,07
) 2,2,3,3- AHani3 ansa Cz3Hz7F3N202-HCI-HCI: obuncneHo: C, 58,52; H, 6,02; N,
470A|  6-6yrunokcm TeTpadpTopnponin | 5,69; sctaHoBneHo: C, 58,15; H, 5,64; N, 5,58,
Mpuknag 471 6utn 0,3mn 5N posumHy HCI ta 300mr 5% Pd/C i

N-(2-(5-rippokcu-1H-ingon-3-in)etun)-3-(2,2,2-

TpudpTOopeToKeKn)6eH3nnamiH

rigporeHiyBaTu nig aTtMocdepHUM TUCKOM BMpO-
0oBX Houi. [podpinbTpyBaTK peakuiiHy cymill yepes
Wwap ueniTy i KOHUEHTpyBaTK OO CyXOCTi, NiCAs 4YOro

HO Xpomatorpadyysati Ha cunikareni 3 onepKaHHaM
yinsoBoi cnonyku: ISMS 365 (M+1); "H AMP
H\/©\ . (DMSO-dg) 10,6 (bs, 1H), 9,4 (bs, 2H), 8,75 (s, 1H),
o/\ﬁ 7,45-6,6 (M, 7H), 4,9-4,7 (m, 2H), 4,2 (bs, 2H), 3,2-
l 1> 2,9 (M, 4H).
N 3a cnocobom lMpuknagy 471 opepxanu Taki
cronyku, BuAiNeHi y BUrnagi rigpoxnopuagy, 3a Bu-
3Mmiatun N-(2-(5-6eH3nnokcu-1H-iHgon-3- KMHOYEHHSM NO3HAYeHoro:
in)etun)-3-(2,2,2-tpudtopetokcn)beH3nnaminy - rig-
poxnopug (295wmr, 0,6mmone) Ta 25mn EtOH, obpo-
2
N R
/ o
N
Ne Z' R4 [ani
472 | 5-rinpokey 2,2,3,3- ISMS 397 (M+1); aHani3 gnsi CzoH20F4N202-HCI-H,0: o6umcneHo: C, 53,28;
TeTpadTopnponin| H, 5,14; N, 6,21; sctaHoeneHo: C, 53,31; H, 4,91; N, 6,33
ISMS 487 (M+1); 'H amP (DMSO-dg) 6 10,52 (bs, 1H), 9,36 (s, 2H), 8,91
473 | 6-rinpoken 2,2,2- (s, 1H), 7,38-7,33 (m, 2H), 7,28-7,26 (m, 1H), 7,20-7,18 (m,IH), 7,09-7,07
TpudpTopetun | (m, 1H), 6,94-6,93 (m, 1H), 6,68-6,67 (m, 1H), 6,50-6,47 (m, 1H), 4,79-4,72
(m, 2H), 4,13 (s, 2H), 3,05-3,02 (m, 4H)
474 | 6-rinpoken 2,2,3,3- ISMS 397 (M+1); aHani3 gnsa CooH20F4N202-HCI-H,0: o6umcneHo: C, 53,28;
TeTpadpTopnponin| H, 5,14; N, 6,21; BctaHoBneHo: C, 53,33; H, 4,76; N, 6,12
Mpuknag 475

N-(2-(5-kap6okcu-1H-iHgon-3-in)etun)-3-(2,2,2-
TP TOPETOKCH)OEH3MMTAMIH
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3miwatn N-(2-(5-meTokcukapboHin-1H-iHgon-3-
in)etnn)-3-(2,2,2-TpudTopeTokcn)oeH3nnamiu
(200mr, 0,5mmonb) y 50mn TeTparigpodypaHy Ta
1mn 3N posunHy NaOH. HarpiBatu peakuiiHy cymiw
3i 3BOPOTHWMM XONOAMIBbHMKOM BMPOAOBX HOYi, 06-
pobutn 0,7mn 5N posumHy HCI i kKoHUeHTpyBaTK Ao
cyxocTi. XpomartorpadysaTt 3 ogepXaHHAM Linbo-
Boi cnonyku: ISMS 393 (M+1); awHania ans
CooH19F3N203 CFchOH 1,2C7H8 2,1H202 obuyuc-
neHo: C, 55,76; H, 5,20; N, 4,28; sctaHoBneHo: C,
55,51; H, 5,47; N, 4,50.

Mpuknag 480

3-(3-pTopnponokcun)oeH3anbaeria,

3miwartm 1-6pom-3-cbTopnponaH (10,0r,
77,1mmonb) Ta  3-rigpokcubensanbgerig  (10,4r,
92,5mMMonb) y aumetundopmamiai (220mn) i nepe-
MillyBaTM Mpu KiMHaTHIN TemnepaTypi. [opuismn
06pobutn kapboHaTtom kanito (21,3r, 144,2mmonb).
HarpiBatu peakuinHy cymiw npu Temnepatypi 100°C
BrnpoAoBx 36rod, nicna 4oro Bunutn y cymiw (1:1)
BOAM 3 NbOAOM Ta AuxslopMmeTaHoM. BigokpemuTn
dasu i ekcTparysati BOAHWUI LWap AOAATKOBOO Kiflb-
KicTio amxnopmeTaHy. lNMocnigoBHo npomutn ob'en-
HaHi opraHiyHi ekctpakTi 1,0N po3unHOM rigpokcmuay
HaTpito, Hacu4eHM po3dnHom GikapboHaTty HaTpito,
pO3COonomMm, MiCAs YOro BWUCYLUUTU Hap, CynbdaTtom
HaTpito. LLUnaxom inbTpyBaHHA Ta BUAANEHHS po3-
YMHHKKA iN vacuo OAEepXylTb 3anuwwok. XpomaTtor-
padyBaTh 3anuOK Ha cunikareni 3 entolBaHHAM
40% po3unHOM eTunaueTaTy Yy rekcaHi 3 ogepxaH-
HAM LiNbOBOI CMOMYKW Yy BUIMA4I Macrna >XOBTOro
KOmnbopy: H avp (400MT'u, CDCl3) 9,98 (s, 1H),
7,50-7,42 (m, 2H), 7,42-7,38 (m, 1H), 7,22-7,16 (m,
1H), 4,66 (dt, 2H, J=46,8, 5,8I'u), 4,17 (t, 2H,
J=6,0"y), 2,19 (noaBivHi kBiHTYNNetTn, 2H, J=26,0,
6,0ry); MS (APCI): m/e 183,1 (M+1).

Mpuknapg 481

2,2-gudpTopeTunTosunaTt

3miwatn  p-tonyoncynbedoHinxnopug  (12,9r,
67,4MMonb) y nipuavHi (15mMn) npu KiMHaTHIN Tem-
nepatypi i 06pobnTN JoAaHHSAM Kpanns 3a Kpanneto
3a gonomorol wnpuua 2,2-gudtopetaHony (5,0r,
60,9vmmonb). [lMepemiwyBaT peakuiiHy cymiw y
aTtMocdepi a3oTy BMNPOAOBX 72rod, PO3MNOAinUTK
M Bogoto (20mn) Ta guxnopmeTtaHom (20mn) Bigo-
KpemMuTn BOAHY (pasdy i ekcTparyBaTu [0OaTKOBOH
KinbkicTio amxnopmeTaHy (2x40mn). O6'egHaTtn op-
raHivHi ekcTpakTu i nocnifosHo npomutn 1IN posuu-
HOM XIOPUCTOBOAHEBOI kucroTtn (2x50mn), Gikap-
6oHaToM HaTpito (2x50mn) Ta posconom (2x50mn).
Bucywntu opraHiyHui wap Hag cynbdartom HaTpito i
KOHLEHTPYBaTK in vacuo 3 OfepXaHHAM LinboBOi
CMONYKW Y BUFMSIAI Macra XOoBTyBaToro konbopy: ‘H
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AMP (300MI'y, CDCls): 7,82 (d, 2H, J=9,0l'y), 7,40
(d, 2H, J=9,0lu), 5,92 (i, 1H, J=55,0, 0,4I'u), 4,19
(td, 2H, J=12,6, 4,0l'u), 2,48 (s, 3H).

Mpuknag 482

3-(2,2-gudpTopeTokcun)oeH3anbaeria

LlinboBy crnonyKy y BUrNsAi Macna >0BTOro Ko-
nbopy opepXytoTb 3a cnocodom Mpuknagy 480. H
AMP (400MTl'u, CDCls): 9,97 (s, 1H), 7,56-7,44 (m,
2H), 7,41-7,37 (m, 1H), 7,21 (ddd, 1H, J=8,0, 2,8,
1,2l'y), 6,11 (tt, 1H, J=55,0, 4,0l"y), 4,24 (td, 2H,
J=12,6, 4,0l"w).

Mpuknag 483

N-(2-(6-xnop-1H-ingon-3-in)eTun)-3-(3-
dpTOpnNponoKcKn)6eH3nnamin

CI\QJ/\JH\/QO/\/\F

3wmiwartun 6-xnoptpuntamin (1,4r, 7,2vmons), 3-
(3-dTopnponokcn)bex3anbaerig (1,3r, 7,2mMMonb) Ta
MOneKkynsapHi cuta y etaHoni (150mn) i HarpiBatu
npu Temnepatypi 78°C Bnpogosx Houi. MpodinbT-
pyBaTu peakuiiHy Cymill Yyepe3 wap uenity, obpo-
6uTn opepxaHui inbTpat BGoporiapuaom HaTpito
(817wmr, 21,6MMonb) | NnepeMillyBaTV BNPOOOBX HOYi
npu KiMHaTHI TemnepaTypi. Bunaputn po3umHHKK in
vacuo 3 ogepxaHHAM 3anuiiky. XpomaTorpadysaTu
3anuwIoK Ha cunikareni 3 entoBaHHAM CyMILLLLIIO
(9:1) anxnopmeTtaHy Ta 1N po3umHy amiaky y meTa-
HOMi 3 ofdepXaHHAM 3anuiiky. XpomartorpadysaTtu
uen 3anuwok Ha kornoHui SCX (10r) (mpomuTn KOMno-
HKy MeTaHonom, nicns 4oro emntotoBatv 1N posuu-
HOM amiaky y MeTaHori) i KOHLEHTpyBaTK in vacuo 3
OfEePXaHHAM Macra CBITNO-XO0BTOro konbopy. Pos-
YMHUTM Macrno y MeTaHorni i obpobuTn po3vMHOM
xnopuay amoHito y metaHoni (112mr, 2,1Mmonb).
O6pobuTn opepxaHy CyMill ynbTpasBykOM BMpoO-
poBx 10xB, BUOANMTU PO3UMHHUK iN vacuo i 3milatu
ofepXKaHWIN 3anuLWOoK i3 MPOCTMM edipoM, LLO BKIHO-
yae gekinbka Kpanenb aueToHITpUIy, 3 OAepP)KaHHAM
TBepaoi peyosuHu. BiadinbTpyBaTn TBEpay pevo-
BVHY 3 OJEepPXaHHSAM LifbOoBOI CMOMyKu Y BUrNAAI
rigpoxnopuay: T.nn. 177,8-178,9°C; "H AMP
(400Ml'y, DMSO-dg): 11,15 ( br s, 1H), 9,41 (br s,
2H), 7,57 (d, 1H, J=8,0l"y), 7,39 (d, 1H, J=2,0l"y),
7,32 (t, 1H, J=7,8y), 7,26 (d, 1H, J=2,4T'y), 7,25-
7,21 (m, 1H), 7,11 (d, 1H, J=8,0l'y), 7,01 (dd, 1H,
J=8,8, 2,0l"y), 6,97 (dd, 1H, J=8,0, 2,0l"y), 4,60 (dt,
2H, J=47,6, 6,0lu), 4,13 (br s, 2H), 4,08 (i, 2H,
J=6,4I"u), 3,10 (br s, 4H), 2,11 (noaBinHi KBiHTyNNe-
™), 2H, J=26,0, 6,0l"y); MS (ES+): m/e 361,3 (M+1);
CHN (ans CzH22CIFN,O-HCI) o6umcneHo: C 60,46,
H 5,83, N 7,05; BctaHoBneHo: C 60,48, H 5,86, N
7,16.

3a cnocobom [puknagy 483 ogepxanu Taki
cronykun, BUAINEHi y BUMMAAi rigpoxnopuay, 3a Bu-
KMOYEHHAM NMO3HaYeHOoro:
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T.n0. 174,8-176,0°C; "H AMP (400MI 1, DMSO-dg): 11,03 (br s, 1H), 9,35 (br]
s, 2H), 7,52 (dd, 1H, J=8,8, 5,2I'u), 7,30 (t, 1H, J=7,8Iu), 7,22-7,17 (m, 2H),
7,13-7,06 (m, 2H), 6,95 (dd, 1H, J=7,8, 2,2l'y), 6,83 (ddd, 1H, J=9,6, 8,8,
2,4Tu), 4,58 (dt, 2H, J=47,2, 5,8I'u), 4,11 (s, 2H), 4,06 (t, 2H, J=6,2I'y), 3,08
(br s, 4H), 2,08 (nogginHi kBiHTYNNeTn, 2H, J=26,0, 6,0y); MS (ES+): m/e
345,3 (M+1); CHN (ansa CzoH22F2N,O HCI) o6uucnexo: C 63,07, H 6,09, N
7,36; BctaHoBneHo: C 62,82, H 6,13, N 7,57

T.0m. 165,0-166,5°C, "H SIMP (400Mr1y, DMSO-ds): 11,08 (br s, 1H), 7,56 (dd,
1H, J=8,7, 5,2Iy), 7,39-7,31 (m, 2H), 7,21 (d, 1H, J=2,0ru), 7,18 (d, 1H,
J=6,9Tu), 7,12 (dd, 1H, J=10,4, 1,7Iy), 7,04 (dd, 1H, J=8,7, 1,7I'), 6,89-6,81
(m, 1H), 6,42 (it, 1H, J=53,9, 3,5Mw), 4,32 (td, 2H, J=11,3, 3,2rw), 4,14 (s,
2H), 3,20-3,00 (m, 4H); MS: (ES+): m/e 349,0 (M+1)

T.nn. 131,6-133°C: 'H AMP(400MTl'y, DMSO-dg): 11,15 (br s, 1H), 9,50 (br s,
2H), 7,57 (d, 1H, J=8,8I'u), 7,39 (d, 1H, J=2,0l"'u), 7,36 (t, 1H, J=8,2I'y), 7,32
(br s, 1H), 7,26 (d, 1H, J=2,0l'y), 7,17 (d, 1H, J=7,6y), 7,04 (dd, 1H, J=7,8,
2,2l"y), 7,01 (dd, 1H, J=8,4, 2,0l"y), 6,41 (tt, 1H, J=54,4, 3,4I'n), 4,32 (td, 2H,
J=14,8, 3,6I'u), 4,14 (br s, 2H), 3,11 (br s, 4H); MS (ES+): m/e 365,3 (M+1);
CHN (ansa CigH19F2CIN20O-HCI-0,3H20) obuncnenro: C 56,11; H 5,11; N 6,89;
BcTtaHoBneHo: C 56,03; H4,95; N 7,18

T.0n. 199,8-201,1°C; 'H AMP (400Mly, DMSO-dg): 11,15 (br s, 1H), 9,35 (br
s, 2H), 7,57 (d, 1H, J=8,4'y), 7,44-7,32 (m, 3H), 7,26 (d, 1H, J=2,0l"y), 7,22
(d, 1H, J=8,0lu), 7,10 (dd, 1H, J=8,4, 2,0l'y), 7,00 (dd, 1H, J=8,6, 1,8I'L),
4,85 (t, 2H, J=13,2l'y), 4,13 (s, 2H), 3,10 (br s, 4H); MS (ES+): m/e 433,0
(M+1); CHN (gns CyoH1sCIFsN2,0-0,97HCI) obuucneno: C 51,31, H 4,08, N
5,98; BcTtaHoBneHo: C 51,61, H 4,07, N 6,00

168,5-171,0°C; MS (ES+):: m/e 4411 (M+1); CHN (ans
C23H25FsN20-HCI-0,3H20) o6uucneHo: C 57,28, H 5,56, N 5,81; BctaHoBne-|
Ho: C 57,10, H 5,21, N 6,03

T.nn. 167,0-168,2°C; "H AMP (400MIu, DMSO-dg): 10,72 (br s, 1H), 7,44 (t,
1H, J=7,8w), 7,34 (br s, 1H), 7,22-7,15 (m, 2H), 7,14 (br s, 1H I'y), 7,06 (d,
1H, J=7,6l'y), 7,01 (dd, 1H, J=8,4, 1,6I'y), 6,69 (tt, 1H, J=51,6, 5,6I'L), 5,86
(s, 1H), 4,70-4,50 (m, 2H), 3,50-3,25 (m, 4H, nepekpuBaeTbcsa 3 H,0), 3,17-
3,05 (m, 1H), 3,05-2,91 (m, 2H), 1,24 (d, 6H, J=6,8L); MS (ES+): m/e 422,1

N
H
Ne Z R4
484 | 6-cpTOp 3-cpTopnponin
485 | 6-pTOp |2,2-gudpTopeTun
486 | 6-xnop |2,2-gudpTopeTun
487 | 6xnop | 22333
neHTadTopnponin
5- 22333 | KM
488 |. . .
isonponin [neHTadpTopnponin
489 |. 5-. 2,2,3,3- .
isonponin [reTpadTopnponin
(M+1)
Mpuknag 490

N-(2-(6-xnop-1H-iHgon-3-in)etun)-N-meTnn-3-

(2,2-pudpTopeTokcn)beH3unamiH

Cl

[

N
H

3miwaTtun

LIOK Yy MeTaHoni i BHeCTn 6e3nocepenHbO A0 KOMOH-
kn SCX (10r). Micna peTenbHOro NPOMMBAHHSA KOIO-
HKNW MeTaHonoM, enoBatn 2N po3yMHOM amiaky y
meTaHoni. KoHUeHTpyBaTh in vacuo 3 ofepXaHHAM
LinboBOI Cnonykun y Burnaai macna. Po3unHutu ma-
cno (239wmr, 0,64mmonb) y meTtaHoni (20mn) i obpo-
6uUTK po34nHOM Xxropuay amoHito (36mr, 0,67Mmonb)
y MeTaHoni (5mn). O6pobuTn peakuinHy cymiwl ynb-
Tpa3sykom BnpoaoBx 10xB nepen BUAANEHHAM po-
34YMHHKKA iN Vacuo 3 oAepXaHHSAM LiNbOoBOi CMOMyKu
y BUrMA4j XITOPUCTOBOAHEBOI Coni. PO34nHNTK Cinb y

N-(2-(6-xnop-1H-ingon-3-in)etun)-3-
(2,2-gudpTopeTokcun)beH3unamiH (276mr,
0,76mmonb) Ta dopmanbgerig (55,5mkn 38% Boa-
HOro posuyuHy, 0,76mmonb) y auxnopetaHi (15mn) i
nepemilyBatv npu KiMHaTHIN TemnepaTypi Bnpo-
poex 10xB; nicna uboro BrnpogoBx 10xB gogatu
ABOMa nopuisMyu TpuaueTokcnboporigpug Hatpito
(321wmr, 1,51Mmoneb). MepemiwyBaTn peakuinHy cy-
Mill Npu KiMHaTHIA TemnepaTtypi BNPOAOBX HOMI,
po36aBuTn MeTaHonom (10Mn) i WBMAKO NPUNNHUTK
peakuilo 4OOAaHHSM OfHIeT kpanni NboasHOI OLTOBOI
KMCNOTW. Buganutn po3unHHUK in vacuo, ogepxatu
3aNMLWOK, NMOBTOPHO PO3YMHUTU HEOUMLLIEHWIA 3anu-

10mn cymiwi (1:1) aueToHiTpuny-soamn i niodinisy-
BaTW BMPOOOBX HOYi 3 OAepXaHHAM MyxKoi TBepaol
peyoBuHU Ginoro konbopy. 3miaTty TBepay peyo-
BUHY 3 AieTunoBum edipom (10mn) Ta aueToHITpu-
nom (2 kpanni), NnpodinbTpyBaTh i BUCYLUUTK 3 Oae-
pXXaHHAM LinLoBOi CMOoryKu y BUrNaAi
XJIOPUCTOBOAHEBOI coni: T.nn.: 63,8-65,8°C; 'H amp
(400MI'u, DMSO-dg): 11,10 (br s, 1H), 7,52 (d, 1H,
J=8,4I'u) 7,36 (d, 1H, J=2,0l'y), 7,40-7,26 (M, 2H),
7,22 (d, 1H, J=2,4T"u), 7,20-7,11 (m, 1H), 7,04 (br d,
1H, J=7,6lu), 6,96 (dd, 1H, J=8,6, 1,4I'y), 6,38 (i,
1H, J=54,4, 3,6l'u), 4,50-4,02 (br m, 2H), 4,30 (td,
2H, J=14,4, 3,2I'y), 3,15 (br s, 4H), 2,68 (br s, 3H);
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MS (ES+): m/e 378,9 (M+1).

3a cnocobom [Mpuknagy 490 opepxanu Taki

76451 128

Cronykn, BUAINEHi y Burnagi rigpoxnopuay, 3a Bu-
KNMHOYEHHSIM NO3HAYEHOrO:

N R
o

[aHi

T.0n. 70,8-73,0°C; *H SIMP (400MT w4, CDCls): 9,01 (br s, 1H), 7,40-7,35 (m, 1H),
7,35 (dd, 1H, J=8,8, 5,6My), 7,31-7,25 (m, 1H), 7,10-7,02 (m, 2H), 6,97-6,91 (m,
2H), 6,77 (td, 1H, J=9,2, 2,0rw), 6,05 (tt, 1H, J=54,8, 4,0rL), 4,21 (td, 2H, J=13,
0, 4,0rw), 4,08 (br s, 2H), 3,30-3,18 (m, 2H), 3,18-3,05 (m, 2H), 2,66 (s, 3H); MS|

T.nn. 66,4-69,3°C; '"H AMP (300Mru, DMSO-dg): 11,04 (s, 1H), 11,20-10,70 (br
s, 1H), 7,52 (dd, 1H, J=8,8, 5,5I'y), 7,34 (t, 1H, J=7,9"u), 7,30-7,20 (m, 1H),
7,20 (d, 1H, J=2,2I"u), 7,12 (AB,, 2H, Jag=2,4T"u, AJag=9,8Iu), 7,00 (br d, 1H,
J=8,4I'y), 6,84 (ddd, 1H, J=9,9, 8,8, 2,2I'n), 4,61 (dt, 2H, J=47,2, 5,9I'y), 4,44-
4,03 (br m, 2H), 4,08 (t, 2H, J=6,4T"w), 3,17 (br s, 4H), 2,68 (br s, 3H), 2,11 (no-
OBiNHI kKBiHTYNNeTwn, 2H, J=25,6, 6,1"y); MS (ES+): m/e 358,9 (M+1)

T.nn. 61,4-63,4°C; "H AMP (400MI'y, DMSO-ds): 11,14 (s, 1H), 7,54 (d, 1H,
J=8,4I'u), 7,40 (d, 1H, J=2,4'u), 7,35 (t, 1H, J=8,0lu), 7,32-7,23 (m, 2H), 7,13
(brd, 1H, J=7,2 T'y), 7,07-7,00 (m, 1H), 6,99 (dd, 1H, J=8,6, 1,8Iu), 4,60 (dt, 2H,
J=46,8, 5,8I'y), 4,50-4,15 (br m, 2H), 4,08 (t, 2H, J=6,4T"u), 3,18 (br s, 4H), 2,72
(br s, 3H), 2,11 (nogsiviHi keiHTYNNetn, 2H, J=26,0, 6,4M'u); MS (APCI): m/e

1.nn. 206,6-207,5°C; 'H AMP (400MTu, meTtaHon-d4): 7,97 (d, 1H, J=8,0l"y 7,93+
7,85 (m, 2H), 7,75-7,68 (m, 2H), 7,65 (br d, 1H, J=7,2l'y), 7,58 (br d, 1H,
J=8,0l"u), 7,47 (br d, 1H, J=9,2I'u), 5,21 (t, 2H, J=13,0'u), 4,60 (br s, 2H), 3,61
3,14 (br s, 3H); MS (ES+): m/e 447,1 (M+l); CHN (ans
C21H20CIFsN2O-HCI) o6uncnero: C 52,19; H 4,38; N 5,80; BctaHoBneHo: C|

N
H
No A R4
491 | 6-chTop | 2,2-AncbTOpETUN
(APCI): mJe 363,1 (M+1)
492 |6-cpTop|  3-chTopriponin
493 | 6-xnop | 3-chtopnponin
375,1 (M+1)
2,2,3,3,3-
494 | 6-X710P | 1o iradstopnponin| (br s, 4H),
52,16; H 4,29; N 5,82
Mpuknag 495

N-(1-(6-xnop-1H-ingon-3-in)etun)-N-izonponin-
3-(2,2,3,3,3-neHTadTOpnponokcu)beH3nnami

Ik

Cl
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H

3miwaTtun

N-(2-(6-xnop-1H-iHgon-3-in)etun)-3-

aHHAM LinboBOi crnonyku y Burnsaai 6es6apeHoro
macna. PosunHutu macno (237wr, 0,49mmonb) y
meTaHoni (15Mn) i o6pobutn po3unmHOM Xxnopuagy
amoHito (27wmr, 0,49mMmonb) y metaHoni (5mn). O6-
pobuTn peakuinHy Cymiw ynbTpa3BYKOM BNPOAOBX
10xB nepen KOHLEHTPYBaHHAM 3 OAEpXaHHSAM fun-
KOi TBEpAOoi peyoBuHM Binoro konbopy. Po3unHuth
nunky TBepay pe4voBuHy y 10mn cymiwi (1:1) aueto-
HITpUNy-BoaM i nioginisysaTtn 3 ogepxaHHaAM 241mr

(2,2,3,3,3-neHTadpTopnponokcu)oeHsunamid  (254wr,
0,59mmonb) 'y 20mMn  cymiwi (95:5) wmetaHony-
OUTOBOI KMCNOTW, 06pobUTK (nopuismn) aueToHOM
(441mkn, 5,9vmonb), notim uiaHoGoporigpuaom
HaTpito (148wmr, 2,3mmonb). MepemiwyBatn peakuin-
Hy cymiw npu TemnepaTypi 50°C BNpPoAOBX HOMi;
nicnsi LbOro A0AAaTKOBO MepeMillyBaTh BNpOAOBXK 2
OHIB Npu KiMHaTHIN Temnepatypi. Buganutn pos-
YMHHMK iN vacuo 3 ogepXXaHHAM 3anuiiky. XpomaTo-
rpacdyBaTy 3anuLIOK Ha cunikareni 3 eriolBaHHAM
4% po34YMHOM MeTaHony y AWXIopMeTaHi 3 oaep-

(96%) uinboBOi crnonyku y ernﬂ/:u XINOpUCTOBOAHE-
Boi coni: T.nn.: 77,0-80,2°C; *H AMP (400MT'u, me-
TaHon-ds): 7,31 (br t, 1H, J=7,8l'u), 7,26-7,21 (m,
1H), 7,16 (br d, 1H, J=8,4I'y), 7,15-7,07 (m, 2H),
7,05-6,95 (m, 2H), 6,83 (dd, 1H, J=8,0, 2,0l"u), 4,52
(t, 2H, J=12,8I"u), 4,12 (br s, 2H), 3,53 (br s, 1H),
3,11 (br s, 2H), 2,89 (br s, 2H), 1,27 (br s, 6H); MS
(APCI): m/e 475,1 (M+1).

3a cnocobom MMpuknagy 495 opepxanu Taki
Cronykun, BUAINeHi y Burnagi maneary:

z R

[aHi

496 | 6-xnop | nponin

Ho: C, 53,00; H, 4,55; N, 4,86

T.nn. 92,4-94,6°C. mac-cnektpockonia (ES+): m/z 475,0 (M+1). EnemeHTHMIN aHani3 o6
ynecneHo ans Co3H24CIFsN,0-1,0C4H404-0,5H,0: C, 53,30; H, 4,93; N, 4,57, BcTaHOBNE-

497 eTun

6-x110p

1.nn. 101,0-1-104,0°C. Mac-cnektpockonis (ES+): m/z 461,0 (M+1)
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Mpwuknag 500
N-(2-(6-xnop-5-meTokcu-1H-iHgon-3-in)etun)-3-
(2,2,3,3-TeTpacdTopnponokcnbeHannamin

3milatv po3ynH 5-MeTOKCK-6-xnopTpunTamiHy
(0,2mmonb) y guxnopmeTaHi (1mn) Ta po3umH 3-
(2,2,3,3-TeTpanponindTopnponokcu)beH3ansaerigy
(0,32mmonb) y guxnopmeTaHi (1mn) i nepemiwysaTtu
3 obepTaHHaAM. Yepe3 2rog goaaty KOHLEHTpoBa-
HMUA  po3unH  Goporigpngy  HaTtpito  (37,83wr,
1,0mmonb) y guxnopmetaHi (1mn). MNicna nepemiwy-
BaHHA 3 00epTaHHAM BMNPOAOBX HOYi, po36aBuTK
peakuiiHy cymiw 1mn meTaHony i nepeHectn ogep-
XaHui po3dmH GesnocepefHbO Ha KOMOHKY SCX
(2r). PeTenbHO NPOMUTU KOSTOHKY METaHOMOM, erto-
toBaTh 2M pO34YMHOM amiaky-MeTaHOmMy i KOHLEHTPY-
BaTW 3 OAEpXaHHAM 3anuwky. Y pasi, aKWwo 3a Aa-
HUMU TOHKOLLAPOBOro XpomartorpadyBaHHs
€rieHTy BMSABUTLCH, LLO peakLlis He 3aBepLunnach,
pO3BECTU 3anuwok anxnopmeTtaHom (1mn) i gogatm
APYry nopLito KOHLEHTPOBaHOro po3ynHy 6oporia-

>
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puay Hatpito (37,83mr, 1,0mmonb) y 1-metun-2-
niponigmHoHi (1mn). Micna nepemiwyBaHHs 3 obep-
TaHHAM BNPOAOBX 2rof, po30aBuUTW peakuiiHy cy-
MilW 1MA MeTaHony i nepeHecTy oAepXXaHU po3yunH
6esnocepeHb0 Ha KoroHky SCX (2r). PertenbHo
NPOMWUTK KONOHKY MeTaHorowm, entwowsatn 2M pos-
YMHOM amiaky-mMeTaHomny i KOHLEeHTpyBaTu 3 oAep-
XKaHHAM 3anuLwky. MMicns uboro OYUCTUTN Ha KOMOHLL
Sl. EntotoBaT YnCTUM eTunauetTaTtom. Xapakrepuc-
TUKM CMOMYKN BU3HA4anu 3a piguHHoxpomaTorpadi-
YHum metogoM 1 abo 2. LCMS (mac-cnektpomeTpis
3 piguHHOO XxpomaTtorpagiieto) R; 2,749xB  npwu
254Hwm, 2,800xB npu 220HM; m/e 445 (M+1).
3aranbHi MeToau piguHHOI Xxpomartorpadii:

MeTtoga 1: (Shimadzu QP8000) 10-90 Bnponosx
4,5xB. Po3unmHHMk A: Boga 0,1% TpudTopouToBa
KMcnoTa, po34nHHuk B: aueTtoHitTpun 0,1% TpudTo-
poutoBa kucnota. KonoHka: C18 Metachem,
monochrom 3mMkMm, 2,5x25.

MeToga 2: (Shimadzu) 10-80 BnpogoBsx 9xB. Po-
34unHHUK A: Boga 0,1% TpudTopouTOoBa KMCMOTA,
Po3uuHHuk B: auetonitpun 0,08% TpudtopoutoBa
kncnota. Konowka: C18 Metachem, monochrom
5MKkMm, 4,6x50.

HaBegeHi gani cnonyku ogepXanu cnocobom,
nopidbHum go cnocoby lMpuknagy 500 i Buginunn y
BUIMSAAI OCHOBMU, SIKLLO HE BKa3aHO iHLe:

H
z N . R,

Ne Z' R4 [ani

) ) MeTtog 2: PignHHa xpomatorpadisa (LC) yac ytpumanHs (Rf)
501 3-CFs 2,2,2-TpncpTOpeTN 3,90xB npu 220HM, 3,908xB npu 264HM
502| 3,5-aumeTokcy 2,2,2-TpUchTOPETH !\S/I6e7Tc(>|\,q/|+21: )LC Rf 3,620xB npu 254HMm, 3,62xB npu 220HM, m/e)

) ) . | MeTog 1: Mac-CNeKkTpOMETPIst 3 PiANHHOK XpomaTtorpadieto
503 3-xnop 2,2,3,3-1€TpATOPNPONIN| | )\ 1S) Rf 2.800xE npnt 220HM, mle 376 (M+1)
504 3-CF3 2,2,3,3-tetpactopnponin| Metog 1: LCMS Rf 2,885x8 npu 254Hm, m/e 410 (M+1)
506 3-xnop 2-(propeTtun MeTog 2: LC Rf 3,420xB npu 254HMm, 3,42xB npy 220HM
507 | 3-TpudpTopmMeTUN 2-pTopeTtun MeTopg 2: LC Rf 3,580xB npu 254HM, 3,58xB npu 220HM
508| 3,5-gumeTokcu 2-cpbTopeTtun MeTtog 2: LC Rf 3,212xB npu 254HMm, 3,22x8 npy 220HM
509 | 3-tpucpTopmeTun nponin MeTopg 2: LC Rf 3,892x8 npu 254HMm, 3,89xB npu 220HM
510 2-xnop deHin Metog 1: LCMS Rf 2,479x8B npu 2854Hm, m/e 338 (M+1)
511 3-tpudbTopmeTun deHin MeTtog 1: LCMS Rf 2,969 xB npu 254 Hm, m/e 372 (M+1)

z
l N A
N
H

Ne Z' R4 [ani
512 | 5-meToKCK 6-xnop 2,2,2-TpndpTopetun MeTog 1: LCMS Rf 2,651x8 npn 220HM, m/e 413 (M+1)

) ) MeTtog 1: LCMS Rf 2,618xB npu 254HMm, 2,700xB npu 220 M,
513 6-pTOp 2,2,2-TpudTopeTun m/e 367 (M+1)

MeTog 1: LCMS Rf 2,683xB npu 254HM, 2,661x8 npy 220HM,

514 | 4-xnop 5-meTokcu 2,2,2-TpndpTopeTun m/e 399 (M+1)
515 [ 5-meTokem 6-xnop [2,2,3,3-TeTpadTopnponin| Metog 1: LCMS Rt 2,749x8 npu 254HMm, 2,800x8 npu 220HM,
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m/e 445 (M+1)

516 6-cpTop 2,2,3,3-TeTpadTopnponin

Metog 1: LCMS Rf 2,683xB npu 254HM, 2,661x8 npy 220HM,
m/e 399 (M+1)

517 | 4-xnop 5-meTokem |2,2,3,3-TeTpadTopnponin

Metog 1: LCMS Rf 2,682xB npu 254HMm, 2,663x8 npy 220HM,
m/e 445 (M+1)

522 5-MeToKCU 2-tpbTopeTtun

MeTopg 2: LC Rf 3,19xB npu 220HM

Mpuknag 523
N-(2-(6-tpucTopmeTun-1H-ingon-3-in)etun)-3-
deHoKCcMbeH3nnamiH

e Ns¥s
N
H

3Milwatn po3yvMH 5-TpudTOpMETUNTPUNTaAMIHY
(0,fmmonb) y meTaHomi (1mn) Ta posyMH  3-
deHokcmbeHsanbgerigy (0,2mmonb) 'y  meTaHoni
(1mn1) i nepemiwyBaTn 3 ob6epTaHHAM. Yepes 3rof
AOAaTV KOHUEHTPOBaHWi pos3dmH Goporigpugy Ha-
Tpito (18mr, 0,5mmonb) y 1-mMeTun-2-niponiguHoHI
(0,5mn). Micna nepemiwyBaHHA 3 ob6epTaHHAM
BMPOAOBX HOMi, po36aBUTM peakuiliHy cymiw 1mn
MeTaHomy i NepeHecTn ofepXaHu po3ynH 6esmno-

/
i

cepeaHbo Ha KonoHKy SCX (2r). PeTenbHO npoMutun
KOIOHKY MeTaHonom, entooBaTtn 2M po3ynHoM ami-
aKy-MeTaHomy i KOHUEHTpyBaTu 3 ofepkaHHAM 3a-
nuuwky. Micna yporo ouncTUTK Ha konoHui Sl 3 ento-
IOBaHHAM eTunaueTaTtom 3 OfepXKaHHAM HeoOXigHoT
cnonyku. XapakTepuUCTUKX CMOMykn BU3HaYanu 3a
meTogom 1. LCMS Rf 2,954xB npu 254Hm, 2,954xB
npu 220HMm, m/e 411 (M+1).

PiguHHoxpomaTtorpadivyHuii MeToA:

MeTopg 1: (Shimadzu QP8000) 10-90 BnpogoBx
4,5xB. Po3unHHuk A: Bopga 0,1% TpudTopouToBa
KMcnoTa, po3unHHuk B: auetoHitpun 0,1% TpudTo-
poutoBa kucnota. KonoHka: C18 Metachem,
monochrom 3MKkMm, 2,5x25.

HaBepneHi gani cnonyku ogepxanu crnocobom,
noaibHum go cnocoby lMpuknagy 523 i suginunu y
BUrNAAi OCHOBMU, AIKLLIO HE BKa3aHO iHLUe:

“v©\ R
o

No Z' R4

[aHi

524 | 6-tpudpTopmeTnn | denin | Metop 1: LCMS Rf 2,954xB npu 254HMm, 2,954xB npun 2206Mm, m/e 411 (M+1)

525 6-bTOp derin [ Metog 1: LCMS Rf 2,712xB npu 254HMm, 2,712xB npu 2206m, m/e 361 (M+1)

526 |5-meTokeu 6-xnop| deHin | Metoa 1: LCMS Rf 2,757xB npu 254HM, 2,757x8 npu 220HM, m/e 407 (M+1)

527 [4-xnop 5-meToken| nponin | Metoa 1: LCMS Rf 2,578xB npu 254HMm, 2,577x8 npun 220um, m/e 373 (M+1)

528 [6-TpudpTop metnn| nponin | Metoa 1: LCMS Rf 2,850xB npun 254Hm, 2,849xB npun 2200M, m/e 377 (M+1)

529 6-bTOp nponin | Metoa 1: LCMS Rf 2,576xB npu 254HMm, 2,576xB npu 220HM, m/e 327 (M+1)

530 |5-meTokeu 6-xnop| nponin | Metog 1: LCMS Rf 2,637xB npy 220HM, m/e 373 (M+1)

Mpuknag 531
N-(2-(4-cynbdoHamigodeHin)etun)-3-(2,2,3,3,3-
neHTadTopnponokcnodeHannamiH
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3miwartm PO34MH 4-
cynbcoHamigodeHineTnnamivy (0,2mMmonb) y meTta-
Honi (1mn) Ta pPO34MH 3-(2,2,3,3,3-

neHTanponindgTopnponokcu)oeH3ansaerioy

(0,32mmonb) y meTaHoni (1mn) i nepemiwysatn 3
obepTaHHAM. Yepes 1rog gogat KOHUEHTPOBaHUA
po3uunH Goporigpuay Hatpito (18mr, 1,0Mmonb) y 1-
MeTun-2-niponiguHoHi (1mn). Micna nepemiwyBaHHA
3 obepTaHHAM BNPOAOBX HOYi po30aBUTK peakLinHy

cyMmilw 1 Mn MeTaHony i NnepeHecTn ogepXxaHuin pos-
ynH Ge3nocepedHbO Ha KoroHky SCX (2r). Micns
peTenbLHOro MNPOMMBAHHA METAHOIIOM, EIiBaTU
KOMOHKY 2M pO34MHOM amiaky-mMeTaHOosy i KOHUEHT-
pyBaTy ENOEHT 3 oAepXaHHAM 3anuky. [lonaTkosa
ouncTka Ha Y®d-npenapatmeHii cuctemi Gilson 3a-
Ge3nevye ofepaHHsi HeoOXiaHOI crnomnyku. Xapak-
TEPUCTUKM CMONYyKM Bu3Hayanu 3a meTtogom 1.
LCMS Rf 2,345xB npu 254HM, 2,347xB npu 220HM,
m/e 439 (M+1) 461 (M+22).

PiavHHoxpomaTorpadiyHuii meTtona;

MeTtoga 1: (Shimadzu QP8000) 10-90 Bnponosx
4,5xB. PosumHHMk A: Boga 0,1% TpudTopouToBa
Kncnota, po3dmHHuUK B: auetoHitpun 0,1% TpudTo-
poutoBa kucnota. KonoHka: C18 Metachem,
monochrom 3MkMm, 2,5x25.

HaBepneHi gani cnonyku ogepxanu crnocobom,
noaibHum go cnocoby lMpuknagy 531 i suginunn y
BUrNSi OCHOBU, SIKLLIO HE BKa3aHO iHLe:
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Ne Z R4 [aHi
.| MeTog 1: LCMS Rf 2,816xB npu 254HMm, 2,815xB npu 220HM,
532 2,5-gumeTtoken | 2,2,3,3,3-neHTacpTopnponin m/e 420 (M+1)
) . .| Metop 1: LCMS Rf 2,634xB npun 254HM, 2,637xB npn 220HM,
533| 3,4-gumeTtoken | 2,2,3,3,3-neHTadTopnponin m/e 420 (M+1)
534 | 4-cynbcpomamia | 2,2,3,3-TeTpadsTopnponin MeTtoga 1: LCMS Rf 2,155xB npu 254HMm, 2,156xB npu 220HM,

mle 421 (M+1)

535 | 4-cynbdoHamig, 3-cbTopnponin

MeTopg 1: LCMS Rf 1,816xB npu 254HMm, 1,818xB npu 220HM,
m/e 367 (M+1), 389 (M+22)

MeTop 1: LCMS Rf 1,606xB npu 254HM, 1,606xB npu 220HM,

537 | 4-cynboHamig, 2-pTopeTtun m/e 375 (M+22)

. MeTop 1: LCMS Rf 2,511xB npu 254HMm, 2,511xB npu 220HM,
538 | 3,4-gumeToKcu deHin m/e 364 (M+1)
539 | 4-cynbdoHamin 2,2-aucbTopeTin MeTopg 1: LCMS Rf 1,782xB npu 254HMm, 1,782xB npu 220HM,

m/e 371 (M+1), 393 (M+22)

540 2,5-gumeToKcH 2,2-gnpTopeTun MeTtog 1: LCMS Rf 2,359xB npun 254Hm, m/e 352 (M+1)
MeTop 1: LCMS Rf 2,085xB npu 254HMm, 2,070xB npu 220HM,

541 3,4-gumeToKCH 2,2-gnpTopeTun mle 335 (M+1), 352 (M+22)

542 | 4-cynbcbonamia 2,2-nudpTopeTun MeTog 1: LCMS Rf 1,816x8 npu 254HMm, 1,818xB npu 220HM,

m/e 367 (M+1), 389 (M+22)

543| 2,5-gumeTokcun 3-cpTopnponin

MeTop 1: LCMS Rf 2,387x8 npu 254HMm, 2,381x8 npu 220HM,
m/e 348 (M+1)

Mpuknapg 545
N-(2-(6-meTokcun-1H-ingon-3-in)etunn)-3-
(2,2,3,3,3-neHTaToprnponokcm)oeH3mnamin

3miwatn po3uuH aminy (0,2mmonb) y 1-metun-
2-niponigunHoHi (1mn) Ta anbgerigy (0,32mmons) y
anxnopmeTaHi (1mn) i nepemiwysaTty 3 ob6epTaHHAM.
Yepes 1rog oooaT KOHLEHTPOBaHUA po3vmH Gopo-
rinpngy HaTtpito (18mr, 1,0mmonb) y 1-metun-2-
niponiamHoHi (1mn). MNicna nepemiwyBaHHSa 3 obep-
TaHHAM BMPOAOBX HOYi, po36aBWUTU peakuiiHy Ccy-
Miw Tmn 10% cymiwi ouToBOi KMCnoTu/meTaHony i
nepeHecT! ogepXaHun po3unH GesnocepedHbO Ha

kornoHky SCX (2r). MNMicnsa peTenbHOro NpPOMWBaHHS
MeTaHOMOoM, ernoBaTn KONOHKY 2M po3ynMHOM ami-
aKy-MeTaHony i KOHLEHTPYBaTU EMIOEHT 3 OfepXKaH-
HAM 3anuLIKy, SIKUA [OAATKOBO ouvvwanu Ha YO-
npenapatueHin cuctemi  Gilson. Xapaktepuctukm
crnonyku Bu3Hayanu 3a Metogom 1. LCMS Rf
3,752xB npn 254HMm, 3,753xB npu 220HM, m/e 429
(M+1).

PianHHoxpomaTorpadivHmii metos;

MeTopg 1: (Shimadzu QP8000) 10-90 BnpoaoBx
4,5xB. PosunHHuk A: Boga 0,1% TpudTtopouTtoBa
KucnoTa, po3unHHuk B: auetoHiTpun 0,1% TtpudTo-
poutoBa kucnota. Konowka: C18 Metachem,
monochrom 3mkm, 2,5x25.

HaBegeHi pani cnonyku ogepxanu cnocobom,
nodibHnm o cnocoby Mpuknagy 545:
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Ne Z' R4 [aHi
2,2,3,3,3- Metog 1: LCMS Rf 3,873xB npu 254Hm, 3,877xB npu 220HM, m/e 433
546 4-xnop .
neHtadgrTopnponin | (M+1)
2,2,3,3,3- MeTop 1: LCMS Rf 3,828xB npu 254Hm, 3,833xB npu 220HM, m/e 429
547| 4-meTokcun .
neHtadgTopnponin | (M+1)
548 5-meTokcK 2- 2,2,3,3,3- Metog 1: LCMS Rf 3,802x8 npu 254HMm, 3,805xB npu 220HM, m/e 433
MeTun neHtadpropnponin | (M+1)
2,2,3,3,3- Metog 1: LCMS Rf 3,800x8 npu 254HMm, 3,806xB npu 220HM, m/e 429
549 7-meTokcu .
neHtacpropnponin | (M+1)
550 6-xnop 2,2,3,3,3- Metog 1: LCMS Rf 3,947xB npu 254HMm, 3,952xB npu 220HM, m/e 433
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neHtadgTopnponin | (M+1)
2,2,3,3- Metog 1: LCMS Rf 3,695x8 npu 254HMm, 3,695xB npu 220HM, m/e 411
551 4-meroken TeTpacTopnponin | (M+1)
552 5-meTokcK 2- 2,2,3,3- Metog 1: LCMS Rf 3,654xB npu 254HMm, 3,654xB npu 220HM, m/e 425
MeTUnN TetpacdTopnponin | (M+1)
2,2,3,3- Metog 1: LCMS Rf 3,659xB npu 254HMm, 3,661xB npn 220HM, m/e 411
553| 7-metokcu TeTpadpTopnponin | (M+1)
2,2,3,3- Metog 1: LCMS Rf 3,821x8 npu 254HMm, 3,821xB npu 220HM, m/e 415
554/  6-xnop Tetpacropnponin | (M+1)
555| 6-meTokem 2-hTopeTin x;:%:l 1: LCMS Rf 3,169xB npu 254um, 3,169x8 npn 220HM, m/e 345
556 A-xrop 2-chTopeTun ?ﬁ/(le:?)n 1: LCMS Rf 3,411xB npu 254uMm, 3,412xB npu 220HM, m/e 347
557| 4-meTokeu 2-dpropeTin I(\ﬁ/(laj%q 1: LCMS Rf 3,303xB npu 254HMm, 3,304xB npu 220HM, m/e 343
558 5-meToKeK 2- 2-¢pTopeTun MeTop 1: LCMS Rf 3,236xB npu 254HMm, 3,236xB npu 220HM, m/e 357
MeTun (M+1)
559| 7-meTokem 2-dTopeTUn I(\ﬁ;ﬁ),)q 1: LCMS Rf 3,263xB npu 254HM, 3,264xB npu 220HM, m/e 343
560 6-xr10p 2-dyTopeTUn I(\:/(Iaj%,q 1: LCMS Rf 3,465xB npu 254HM, 3,466xB npu 220HM, m/e 347
561| 6-mMeToKcH 2,2-gudpTopetun | Metoa 1: LCMS Rf 3,190xB npu 254HM, 3,190x8 npn 220HM
562 6-xr10p cein I(\ﬁ;ﬁ),)q 1: LCMS Rf 3,795xB npu 254HMm, 3,795xB npu 220HM, m/e 377
563 6-coTop 2-dyTopeTUn I(\:/(Iaj%,q 1: LCMS Rf 3,305xB npu 254HMm, 3,306xB npy 220HM, m/e 331
571 4-xnop nponin z\ﬁ/(lej%u 1: LCMS Rf 3,668xB npu 254HM, 3,668xB npu 220HM, m/e 343
. MeToa 1: LCMS Rf 3,581x8 npu 254HMm, 3,582xB npu 220HM, m/e 339
572| 4-meToKcH nponin (M+1)
5-meToKcK 2- . MeTop 1: LCMS Rf 3,524xB npu 254Hm, 3,524xB npu 220HM, m/e 353
573 nponin
MeTun (M+1)
. MeTtog 1: LCMS Rf 3,553x8 npn 254Hm, 3,554x8 npyn 220HM, m/e 339
574 7-meTokcu nponin (M+1)
575 6-xnop nponin I(\/IMeIg),)q 1: LCMS Rf 3,736xB npu 254Hm, 3,736x8 npy 220HM, m/e 343
576 4,6-gudTop 5- cheHin MeTon 1: LCMS Rf 3,830x8 npu 254HMm, 3,832xB npu 220HM, m/e 423
METOKCH (M+1)
577| 6-meTokeu ceHin I(\/IMeI;)),u 1: LCMS Rf 3,527xB npu 254HMm, 3,531x8 npyn 220HM, m/e 373
578 4-x10p cein x/?:%ﬂ 1: LCMS Rf 3,749xB npu 254HMm, 3,749xB npu 220HM, m/e 377
579| 4-meTokem cheHin x/(lej%u 1: LCMS Rf 3,657xB npu 254HMm, 3,658xB npyn 220HM, m/e 373
5-meTOKCK 2- . MeToa 1: LCMS Rf 3,609x8 npu 254Hm, 3,609x8 npn 220HM, m/e 3387
580 eHin
MeTun (M+1)
581| 7-meTokeu cbeHin wa:%ﬂ 1: LCMS Rf 3,622xB npu 254HMm, 3,622xB npu 220HM, m/e 373
582 6-x110p cbeHin I(\/IMe+T;)),u 1: LCMS Rf 3,795xB npu 254Hm, 3,795xB npn 220HM, m/e 377
583 4,6'-\A.El.el/lTC§|1('(C:)If 5- 2,2-aucbTopeTn I(\/IMeIg),)q 1: LCMS Rf 3,514xB npu 254HMm, 3,519xB npu 220HM, m/e 411
585 4-xnop 2,2-audbTopeTin x/(lejgu 1: LCMS Rf 3,418xB npu 254HM, 3,419xB npn 220HM, m/e 365
586| 4-meTokeu 2,2-nudpTopeTun I(\/IMeI;)),u 1: LCMS Rf 3,301xB npun 254um, 3,305xB npu HM, m/e 361
587 5-M31;|;(J:1M-2- 2,2-nudTopETUN x/(laj%q 1: LCMS Rf 3,269xB npu 254Hm, 3,269x8 npun 220HM, m/e 375
588| 7-meTokem 2,2-aucbTopeTin x/(lej%,u 1: LCMS Rf 3,265xB npu 254HMm, 3,271xB npu 22 HM, m/e 361
589 6-xr10p 2,2-nUdTOPETUR '(\Al\/?-:%q 1: LCMS Rf 3,476xB npu 254HMm, 3,476xB npy 220HM, m/e 365
590 6-chTop 2,2-aucbTopeTin Metop 1: LCMS Rf 3,326xB npu 254HMm, 3,326xB npu 220HM, m/e 349

(M+1)
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592| 6-meTokem 3-cpropnponin z\ﬁ/(lej%u 1: LCMS Rf 3,170xB npu 254HMm, 3,176xB npn 220HM, m/e 357
593 4-xr0p 3-dTopnporin I(\/IMeI;)),q 1: LCMS Rf 3,400xB npu 254HM, 3,407xB npu 220HM, m/e 361
504| 4-meTokom 3-cpTopnponin x;leﬁ);l 1: LCMS Rf 3,326xB npu 254HM, 3,327xB npn 220HM, m/e 357
505 5-meToKcu 2- 3-¢hropnponin Metog 1: LCMS Rf 3,277xB npu 254Hm, 3,277xB npu 220HM, m/e 371
MeTun (M+1)
596| 7-metokem 3-dbTopnporin I(\ﬁ/(laj%q 1: LCMS Rf 3,290xB npu 254HMm, 3,291xB npu 220HM, m/e 357
597 6-xn10p 3-dhropnponin xﬂ?fl 1: LCMS Rf 3,498xB npu 254HMm, 3,499xB npu 220HM, m/e 361
598 6-cpTop 3-dbTopnporin I(\ﬁ;ﬁ),)q 1: LCMS Rf 3,329xB npu 254HMm, 3,330xB npu 220HM, m/e 345
600| 6-metokcn |2.2.2-TpudbTopeTun I(\:/(Iaj%q 1: LCMS Rf 3,288xB npu 254HMm, 3,228xB npu 220HM, m/e 379
601 4-xnop 2,2,2-TpUdbTOPETAN we:%ﬂ 1: LCMS Rf 3,518xB npu 254HM, 3,518xB npn 220HM, m/e 383
602| 4-vetoken |2.2,.2-Tpucbropetun (MI\;I%Q 1: LCMS Rf 3,427xB npu 254HMm, 3,428xB npu 220HM, m/e 379
603 5-meToKcK 2- 2,2,2-TpUdTOPETAN MeTop 1: LCMS Rf 3,378xB npu 254Hm, 3,378xB npu 220HM, m/e 393
MeTun (M+1)
604| 7-metokcn |2,2,2-TpucbTopetin ?ﬁ/(le:?)n 1: LCMS Rf 3,234xB npu 254HM, 3,255xB npu 220HM, m/e 379
605 6-x10p 2,2,2-TpucpTOPETUN I(\ﬁ/(laj%q 1: LCMS Rf 3,587xB npu 254HMm, 3,587xB npu 220HM, m/e 383

HaBepeHi gani cnonyku ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 545:
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606 6-meToken  |2,2-gucptopetun| Metog 1: LCMS Rf 3,190x8 npu 254HMm, 3,190x8 npn 220HM
607 4-pTOp-5- 3-dbTopnporin Metop 1: LCMS Rf 3,390xB npu 254HM, 3,395xB npu 220HM, m/e 401

METOKCU-6-pTOp (M+1)

608 4-¢pTop 6-pTOpP 2,2,2- Metop 1: LCMS Rf 3,442xB npu 254HMm, 3,453xB npu 220HM, m/e 429
5-MeTOKCHU Tpudptopetnn | (M+1)
Mpuknag 620 T peakuinHy cymiw 1mn meTaHony i nepeHecTtu

N-(2-(5-meTokcmn-1H-ingon-3-in)etnn)-3-
(2,2,3,3,3-neHTacpTopnponokcn)oeH3mnamiH
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3miwatn posunH amiHy (0,2mMMonb) y AMXnop-
meTaHi (0,5mn) Ta anbgerigy (0,4mMmonb) y Anxnop-
mMeTaHi (1mn) i nepemiwyBaTtn 3 obepTaHHsaM. Yepes
1roa [odaTu KOHLEHTPOBaHWIA po3ynH Goporigpuay
HaTtpito (82mr, 0,8mMmonb) y 1-MeTUn-2-NiponiavHOHI
(1mn) i nepewmiwyBatn 3 obepTtaHHam. lNicna nepe-
MilwyBaHHSA 3 o6epTaHHSAM BNPOAOBX Houi, po3basu-

Oe3nocepenHbO Ha konoHKy SCX (2r). Micna pete-
NBbHOro NPOMUBAHHSA METaHOJIOM, eMoBaTh KOMOH-
Ky 2M po3unMHOM aMiaky-meTaHony i KOHUEeHTpyBaTu
€NI0EeHT 3 OfEpXaHHSIM 3anuLLKy, iKMW 40OAaTKOBO
ounwann Ha Y®d-npenapatusHin cuctemi Gilson.
XapakTepucTuKkn CNonyku BU3Havanu 3a MeTogom 3.
LCMS R¢ 4,823xB npu 254HM, 4,823xB npn 220HM,
m/e 443 (M+1).

PiguHHoxpomaTtorpadivyHuii MeTogA:

Meton 3: (Shimadzu QP8000) 5-90 BnpogoBsx
4,5xB. PosunHHuk A: Bopga 0,1% TpudTopouToBa
KMcnoTa, po3unHHuk B: auetoHiTpun 0,1% TpudTo-
poutoBa kucnota. KonoHka: C18 Metachem,
monochrom 3mkMm, 2,5x25.

HasepeHi gani cnonyku ogepxanu crnocobom,
nogidbHum go cnocoby Mpuknagy 620:
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622 | 2,2,3,3-teTpacpTopnponin

MeTtoa 3: LCMS Rf 4,681xB npu 254HM, 4,692xB npu 220Hm, m/e 425 (M+1)

623 2,2,2-TpucptopeTun

MeTtoa 3: LCMS Rf 4,639xB npu 254HM, 4,643xB npu 220um, m/e 393 (M+1)

Mpuknag 624
N-(2-(6-dTOp-1-MmeTnn-1H-iHgon-3-in)etnn)-N-
MeTun-3-nNponokcmbeH3nnamix
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3miwatn  po3unH  N-metun-N-(2-(6-pTop-1-
metun-1H-ingon-3-in)etunaminy  (0,2mmone) y  1-
MeTUn-2-niponignHoHiI (0,5mn) Ta 3-
nponinokcubensansgerigy (0,32mMMonb) y Auxnop-
mMeTaHi (1mn) i nepemiwysatn 3 obepTaHHaMm. lMicns
nepemillyBaHHs 3 o6epTaHHAM BNPOAOBX HOMi, A4O-
AaTu KOHLUEHTpPOBaHUM po3unH Boporigpuay HaTpito
(1,0mmonb) y 1-meTun-2-niponiguHoni (0,5mn) i ne-

pewmiwyBaTu 3 06epTaHHsM. lMicns nepemilyBaHHS 3
obepTaHHSAM BNpodoBX 3rog, po3dbaBuTu peakuinHy
cymiw 1mn 10% cymilwi ouTOBOI KMCNoTU/MeTaHony i
nepeHecTn ofepXaHui po3ynH Be3nocepefHbO Ha
kornoHky SCX (2r). MNicna peTenbHOro NPOMWUBaHHS
METaHOMOM, enBaTh KOMOHKY 2M po3ynHoOM ami-
aKy-MeTaHOory i KOHLEHTPYBaTU ENIOEHT 3 OfepXKaH-
HSM 3anuLKy, SKUA O0[aTKOBO ouuwany Ha Y-
npenapaTtmBHin cuctemi Gilson.

PignHHoxpomaTorpadivuHmni meTos;

MeTopg 1: (Shimadzu QP8000) 10-90 BnpoaoBx
4,5x8. Po3unHHuk A: Bopga 0,1% TpudTopouToBa
KMcnoTa, po3unHHuk B: auetoHiTpun 0,1% TtpudTo-
poutoBa kucnota. Konowka: C18 Metachem,
monochrom 3mMkm, 2,5x25.

HaBepneHi gani cnonyku ogepxanu crnocobom,
nopibHum go cnocoby lMpuknagy 624:

R3
H
z N " Ry
Ne Z' Rs3 Ry D,aHi
625 | 3-TpuchTopmeTin 4-dbtop | 4-CHa nponin Metog 1: LCMS Rf 3,214x8 npu 254um, 3,213x8

npu 220um, m/e 371 (M+1)

626

3-TpudptopmeTnn 4-cptop

H 3,3,3-Tpucptopnponin

MeTton 1: LCMS Rf 3,042xB
npu 220Hm, m/e 410 (M+1)

npun 254um, 3,042x8

627

3-TpudptopmeTnn 4-ptop

H 2,2-pudpTopeTun

Meton 1: LCMS Rf 2,828xB
npu 220um, m/e 378 (M+1)

npu 254HMm, 2,828xB

628

3-TpudptopmeTnn 4-cptop

2,2,3,3,3-
neHrtadTopnponin

Meton 1: LCMS Rf 3,196xB
npu 220HM, m/e 446 (M+1)

npun 254um, 3,196x8

629

3-TpudptopmeTnn 4-cptop

H 2,2,2-TpucptopeTtun

Metoa 1: LCMS Rf 2,984xB
npu 2206m, m/e 396 (M+1)

npu 254Hm, 2,984xB

630

3-TpudTopmeTun 4-ptop

H 3-cbTopnponin

Meton 1: LCMS Rf 2,855xB
npu 220um, m/e 374 (M+1)

npu 254HMm, 2,855xB

N
ZI
o &
\
'_;U

N
H
Ne Z' R3 R4 ,ElaHi
4- . Metog 1: LCMS Rf 3,141xB npu 254HMm, 3,140xB npwu
632 | 5-prop 6-xnop | o1y nponin 220HM, m/e 375 (M+1)
633 6-Tpu- H 3,3,3- Metog 1: LCMS Rf 3,065x8 npu 254HMm, 3,066xB npwu
dpTopmeTUn TpudpTopnponin | 220um, m/e 431 (M+1)
3,3,3- MeTop 1: LCMS Rf 2,977xB npu 254, 2,977x8 npn 220HMm,
634 | 5-cprop 6-xnop H TpudTopnponin | m/e 415um (M+1)
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3,3,3- Metog 1: LCMS Rf 2,871xB npu 254HM, 2,872xB npwu
635 5,6-androp H TpudpTopnponin | 220um, m/e 399 (M+1)
636 6- H 3,3,3- Metog 1: LCMS Rf 3,065xB npu 254HM, 3,066xB npu
TprdTOpMETUN TpudpTopnponin | 254um, m/e 431 (M+1)
Meton 1: LCMS Rf 2,782xB npu 254HM, 2,782xB npwu
637 | 5-¢pTop 6-xnop H 2,2-gupTopeTun 220HMm, m/e 383 (M+1)
Metog 1: LCMS Rf 2,655xB npu 254HM, 2,655xB npu
638 5,6-audTop H 2,2-gudpTopeTun 220HM, mle 367 (M+1)
6- ) Metog 1: LCMS Rf 2,876xB npu 254Hm, 2,875 xB npwu
639 TpudTopmMeTUn H 2,2-pncpropeTun 220HM, m/e 399 (M+1)
6- Metog 1: LCMS Rf 3,009x8 npu 254HMm, 3,009xB npwu
640 TpudTopMeTUN H 2,2,2-TpnchTOpeTMN 220HM, m/e 417 (M+1)
. ) 2,2,3,3,3- MeTopg 1: LCMSR( 3,135xB npu 254HM, 3,135xB npu 220HM,
641 | S-prop 6-xnop | H | o\t adyropnponin | mie 451 (M+1)
2,2,3,3,3- Metog 1: LCMS Rf 3,027xB npu 254Hm, 3,027xB npu
642 5,6-androp H neHtadropnponin | 220uM, m/e 435 (M+1)
643 6- H 2,2,3,3,3- Metog 1: LCMS Rf 3,202xB npu 254HM, 3,202xB npwu
TpudpTopMeTUn neHtadTopnponin | 2204M, m/e 467 (M+1)
) ) Metog 1: LCMS Rf 2,982xB npu 254HMm, 2,982xB npu
645 5,6-audTop H 2,2,2-TpncbTopeTun 220HM, mle 396 (M+1)
6- Metog 1: LCMS Rf 3,009xe npu 254HMm, 3,009xB npwu
646 TpudTopMeTUn H 2,2,2-TpnchTOpET 220HM, m/e 417 (M+1)
. Metog 1: LCMS Rf 2,796xB npu 254HM, 2,796xB npwu
647 | 5-¢pTop 6-xnop H 3-cbTopnponin 220um, m/e 379 (M+1)
) ) . Meton 1: LCMS Rf 2,644xB npu 254HM, 2,646xB npu
648 5,6-audTop H 3-cbTopnponin 220HM, mle 363 (M+1)
6- . Metog 1: LCMS Rf 2,900x8 npu 254HM, 2,900xB npwu
649A TpudTopMeTUN H 3-coropnponin 220HM, m/e 395 (M+1)
Zl
H Ry
] N 0/R4
N
/
H,C
Ne Z' R3 R4 [ani
631 |6-pTOop| 4-meTun nponin Metopg 1: LCMS Rf 3,152xB npu 2204M, m/e 355 (M+1)
) 3,3,3- Metog 1: LCMS Rf 2,949xB npu 254HMm, 2,953xB npu 220HM,
633A 6-cpTop H TpucTopnponin | m/e 395 (M+1)
22333 Metop 1: LCMS Rf 3,112xB npn 254HMm, 3,117xB npu 220HM,
640A | 6-dbTop H neHtadTopnponin | m/e 431 (M+1)
; MeTtog 1: LCMS Rf 2,895xB npu 254HM, 2,898xB npu 220HM,
649 |6 dpTop H 2,2,2-TpndTopeTun m/e 381 (M+1)
Mpuknag 650 auxropmetaH (50mn), BiookpemuTy wapw i ekcTpa-

N-2-(3-xnopdeHin)eTnn-3-rigpokcubeHsmnamiH

H\/©\
N
OH

Cl

3

Miwatn  2-(3-xnopdeHin)etunamin - (1,866r;
15,28mmonb) Ta 3-rigppokcubeHsansaeria (1,567r;
10,07mmonb) y 40mn meTaHony, nepemillysaTty npu
KiMHaTHIn TemnepaTypi BrnpogoBx 20xB, 06pobutn
6oporigpngom Hatpito (0,950r; 25,1Mmonb) ogHiero
nopuieto. MNepemiwyBaTn Cymill Npu KiMHaTHIA Tem-
nepatypi. Yepe3 15rog gopatu sogy (10mn) i Buaa-
NUTU MEeTaHOoN 3a [OMOMOrold POTOPHOrO BUMAPHU-
ka. Oopatm po uiei cycneHsii Bogy (25mn) Ta

rysatv BogHwi wap guxnopmetaHom (50mn). Mpo-
MUTK 00'edHaHI OpraHiyHi Wapy HacM4YeHUM pPO3COo-
nom (3x), BucywmTtn Hag MgSO, i KOHUEeHTpyBaTK 3
OfiepXXaHHAM LifbOBOI CMOMYKU.

Mpuknag 650A

N-TpeT-6yToKcukap6oHin-N-2-(3-
xnopdeHin)eTnn-3-rigpokcnbeHsmnamin

3miwartn N-2-(3-xnopdeHin)etnn-3-
rigpokcubeHsunamid, guxnopmetaH (40mn), au-
TpeT-OyTunavkapboHar (1,556r; 7,131mMmonb) Ta
Tpuetunamiv (1,0mn; 7,2mmone). Yepes 18rog Bu-
nutn y Bogy (50mn), BiooKpeMuTu wapm i ekcTpary-
BaTW BOAHWI wwap AuxnopmeTaHoM. NMpomutu ob'e-
OHaHi opraHiyHi Wwapwu sogoto, Bucywnt Hag MgSO.
i KOHUEeHTpyBaTN. XpomaTorpadpyBaT Ha cunikareni
3 entotoBaHHAM 5% po3unHOM eTunaueTtaTy Y rekca-
Hi 3 ogepXXaHHAM LinboBOi CMONyKM.

Mpuknag 651

N-TpeT-6yToKcMKapOOoHin-N-2-(3-
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XnopgeHin)eTun-3-nponokcModeH3nnamin
Dopatn 50% po3uuH rigpokcuay HaTpito y BoAi
(0,8mn) po po3uuHy N-TpeT-GyToKCuKapOOoHin-N-2- R PP
(3-xnopdeHin)eTnn-3-rigpokcnbeHsunaminy (46,7wr, o
0,129mmonsb), n-nponinoamay (0,17r, 1,00mmonb)
Ta TeTpabytunamonito 6pomigy (18mr, 0,057Mmorb)
y Tomyoni (1mn). [lepemiwyBatn cymiw npu cl
120006/xB i HarpiBatM npu Temnepatypi 50-54°C.
Yepes 64,5roa Bunutu cymiw y S5mMn sBoaum, Bigokpe- HopaTtn metaHcynbdoHoBY kmucnoty (70mkn) o
MUTK chasm i ABidi ekcTparyBaTy BogHy dasy auxro- PO34NHY N-TpeT-6yToKkcnkap6oHin-N-2-(3-
pmetaHoM. OG'egHaTu opradivHi asn, nNpomMuTh xnopdeHin)eTnn-3-nponokcMbeHsunamiHy y amxno-
HacM4YeHnM posdmMHoM bGikapboHaTy HaTpito, MOTiM pmeTaHi (4Mn) i nepemiwyBaTn ofepXaHy CyMiLl
HacuyeHum posconom, Bucywntn (MgSO,) i koHUe- BMpoJoBX 3rof npu KiMHaTHIN TemnepaTypi. Jogatn
HTPYBaTU 3 oepXXaHHAM 3anuLiKy. Xpomartorpady- 10% BogHui po3umH Na,COs; (2mn), BigoKpeMUTU
BaTW 3anuvLIOK Ha cunikareni 3 ogepXaHHAM Uinbo- Wwapy i KOHUEHTpYBaTW OPraHiYHMA Lwap y noToui
Boi cnonykn: MS (ES+): m/e (M+1) 404. a30Ty 3 oAepXKaHHAM 3anuLLKy. PO34YMHWUTK 3anuLLoK
ToHkowaposa xpomatorpadis. (20% EtOAc y rek- y 4mn 5% po34MHy OLTOBOI KMCNOTW Yy MeTaHoni i
caHi, R; 0,54). nponycTuTh Yepes konoHKy SCX (1r) 3 enoloBaHHAM
Mpuknag 652 1M posyvMHOM amiaky y MeTaHoni 3 ofepXaHHAM
N-(2-(3-xnopdpeHin)eTtnn)-3- uinboBoi cnonykn: MS (ES+): m/e (M+1). HPLC (10-
nponokcnbéeHaunnamiu 90% Bopal/aueToHiTpun noHapg 7,5xB, Tr=4,490xB).
HaBepneHi gani cnonykv ogepxanu crnocobom,
noaibHum o cnocoby Mpuknaagy 651 ta Mpuknagy
652:
H
cl N R
g "
Ne R4 [ani
654 etun MeTtoa 1: LCMS Rf 4,223xB npu 254/2204Mm; m/e 298,9 (M+1)
655 oytun MeTtopa 1: LCMS Rf 4,715xB npu 254/220um; m/e 317,9 (M+1)
656 rekcun Metopg 1: LCMS Rf 5,137xB npu 254/220HMm; m/e 345,9 (M+1)
658 anin MeTtoa 1: LCMS Rf 4,373xB npu 254/2204m; m/e 301,9 (M+1)
660 nipngun-2-inmetnn [ Metopa 1: LCMS Rf 3,547xB npu 254/2200Mm; m/e 352,9 (M+1)
661 nipuaunH-3-inmeTun MeTtopa 1: LCMS Rf 3,487xB npu 254/220um; m/e 352,9 (M+1)
662 nipuavH-4-inmeTmn Metopg 1: LCMS Rf 3,455xB npu 254/220HMm; m/e 352,9 (M+1)
Mpuknapg 665 0,30mmonb) y auxnopmetaHi (1mn). Yepes 44ron

N-(2-(5-meTokcmn-1-etun-1H-iHgon-3-in)etun)-N-
eTun-3-teHokcnbeHannamin

L3

Dopatn auetansgerig, (0,080mn; 0,77mMmonb) oo
PO3UUHY N-(2-(5-meTokeu-1H-iHgon-3-in)eTtunn)-3-
eHokcmbeHaunamiHy  (BinbHa ocHoBa, 55,5wr,
0,149mmonb) y guxnopmeTaHi (1mn), NOTiM cycneH-
30 TpuaueTtokcmboporigpuagy — HaTtpito  (64wmr;

HC—O0

|

N
H

LUBMAKO MPUNUHUTW peakuito AOAaHHAM XONOAHOro
mMeTaHony (0,5mn) i KOHUEHTpyBaTK y NOTOLi a30Ty 3
OOEPXaHHAM 3anuwky. PO3unmHUTK 3anuwok y 4mn
5% po34MHy OLTOBOI KMCMOTW Y METAHONI | YacTKOBO
OYMCTUTM LUNAXOM MPOMYCKaHHA Yepe3 KOMOHKY
SCX (1r) 3 entotoBaHHAM 1M posumMHOM amiaky y
MeTaHOoMi 3 oAepXaHHAM 3anuiKy. Xpomartorpady-
BaTM 3anuwiok 3acobamu npenapaTyMBHOI BUCOKOE-
heKTMBHOI piguHHOI XxpomaTorpadii (konoHka C-18,
WwBMAKiCTb noToky 20mn/xe, 5-90% cymiw Bo-
an/aueToHiTpuny BNpodoBX 12xB) 3 ofepXKaHHAM
uinboBoi cnonykn: MS (ES+): m/e (M+1); HPLC:
(10-90% Bopa/aueToHiTpun noHag 10xB, Tr=5,25xB).

HaBepneHi gani cnonyku ogepxanu crnocobom,
noaibHum go cnocoby Mpuknagy 665:
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TZVQ /©
Cl N
R o)

O

No R> Oai
666 MeTun LC Metog 2: Rf 5,12xB npu 254/220um; m/e 351,9 (M+1)
667 eTun LC Metog 2: Rf 5,25xB npu 254/220um; m/e 365,9 (M+1)
MeO
PONE
N
/ o
N
|_
Ne R, Hani
668 etun LC Metog 2: Rf 4,98xB npu 254/220um; m/e 401,09 (M+1)
Mpuknag 670 pyBatu. XpomaTorpadyBatu Ha cunikareni (0-20%

3-nponokcubeHsanbaerig

3miwaTtun 3-rigpokcmbeHsanbaerin, (7,50r;
61,4mmonb), n-nponiniogug (17,3r; 102mmonb) i
kapboHaTt kanito (16,90r; 122mmonb) y 2-6yTaHoHI
(100mn) i HarpiBaTV 3i 3BOPOTHUM XONOAWIbHUKOM.
Uepes 17rog oxonoamtn Cymill A0 KiMHaATHOI TeM-
nepaTtypu, 3N1TU PO3YMH i KOHLEHTPYBaTU Ha poOTO-
pHOMY BuNapHuKy. Posnoginutu opepxaHun 3anu-
WoK Mk gietunoBum edpipom (150mn) Ta BOOOH
(150mn), BiQOKPEMUTU LIApW i ekcTparyBaTu BOOHWUM
wap gietunosum edpipom (2x100mn). O6'egHaTn
OpraHiyHi wapn i npomutn Bogoto, 1N po3dMHOM
NaOH, notim Bogoto, Bucywntn Hag MgSQO, i KOH-
LEeHTpyBaTM 3 ofepXaHHAM 3anuwky. [NeperHatu
3aNMLLIOK 3 OfEep)KaHHAM LiNboBOi CMonyku: Temne-
patypa kuniHHg: 122-125°C (15mm); TOHKOLIapoBa
xpomatorpadis (10% Et,O/rekcaH; Ry 0,35).

Mpuknag 671

3-(3,3,3-TpudTOopnponoKkcn)oeH3anbaeria

Oxonogntn cymiw TonyoncynboHinxnopuay
(7,43r; 39,0mmonb) Ta nipuguHy (50mn) oo Temne-
patypu 0°C, pogatu 3,3,3-3,3,3-TpudTopnponaHon
(2,23r; 19,5mMmonb) i 36epirati cymilw npyu Temnepa-
Typi 3°C. Yepes 48roa BMnuTK peakuiiHy cymiw y
350mn cymiwi Boaun Ta Nboay i ekcTparyBatu gietu-
nosum edipom (3x125mn). OG'egHatn opraHiyHi
wapw i npomuTn 5N posymHom HCI, Bogoto, Hacuye-
HUM po34YMHOM OikapOoHaTy HaTpilo Ta PO3COoJIoM,
BucywnTn Hag MgSO, i KOHUEHTPYBaTU 3 ofepXaH-
Ham  3,3,3-TpudTopnponintosunaty. OpepxaHui
mMaTtepian BWKOpUCTanM Ha HacTynHin cragii 6e3
OYMLLIEHHS.

3miwatun 3,3,3-TpudTopnponintosunat (4,057r;
15,12mmons), 3-rigpokcmbeHsanbaerig, (1,85r;
15,12mmonb) Ta K>CO3 (4,15r; 30,0mmons) y gume-
Tundopmamigi (80mn) i HarpiBaTM npu TemnepaTypi
100°C. Yepes 18rog oxonoguTn OO KiMHATHOI TeM-
nepatypu, po3basutu Bogoto (200mn) i ekcTparysa-
TV guxnopmMeTaHoMm (2x200mn). O6'egHaTh opraHiyHi
eKCTpaKT i mocnigoBHO npomMuty Bogoto (100mm),
0,1M po3unHom NaOH (2x100mnn), Hacu4eHum pos-
yYnHom GikapboHaTy HaTtpito (100mMn) Ta Hacu4YeHUM
posconom (100mn), Bucywumntn (MgSOQOs) i KOHUEHT-

pO34MH eTunaueTaTty Yy rekcaHi) 3 ogepxaHHAM Li-
NbOBOro NPOAYKTY.

Mpuknag 672

3-(2-cpTopeToKkcUn)6eH3anbaeria

3miwatu 1-6pom-2-cbTopeTaH (4,575r;
36,0mmons), 3-rigpokcmbeHsanbaerig (4,103r;
33,60mmonb) Ta K,COs (7,05r; 51,0mMmonb) y 2-
6yTaHoHi (100mn) i HarpiBaTu 3i 3BOPOTHUM XONOAM-
nbHUKOM. Yepes 18roag oxonoanTh cymiw go Temne-
paTypy HaBKOIMULLHBOrO CEepeaoBULLA, KOHLEHTPY-
Batn i posnoginutn mix 100mn Boam ta 100mn
auxrnopmeTtaHy. Bigokpemutu wapm i ekctparyeBatu
BOOHWIA LIap auxnopmeTtaHoMm (2x75mn). O6'eaHaTn
OpraHiyHi Wwapun i NOCNigoBHO MPOMWUTU PO3COSIOM
(2x150mn), 1M posunHom NaOH (2x100mn), po3un-
Hom NaHCOj; (HacnyeHnum, 100mn) Ta po3conom
(150mn), Bucywmntn (MgSQO4), KOHLEHTPYBaTH i XpPO-
maTorpadyBatn Ha cunikareni (0-25% po3uvH gie-
TMNOBOrO edipy y rekcaHi) 3 ogepXaHHsAM LinboBoi
CMOJTYKWN.

Mpuknag 673

N-(2-(5-¢pTOp-1H-iHgon-3-in)eTun)-3-

nponokcubeHsnnamin
0/\/

3miwatn  3-nponokcubeHsanbaerin  (29,6mr;
0,18vmmonb)  Ta 5-cbTopTpunTamin (14,2wr;
0,080mmonb) y metaHoni (2mn). Oogatm posymH
6oporigpuay Hatpito y aurnimi (1mn 0,5M posunHy;
0,50mMmoneb) i nepemiwaTn. Yepes 63roa npu KivMHa-
THIW TemnepaTypi KOHUEHTpyBaTWM Yy noToui asoTy.
Po3unHnTK 3anuwok y meTtaHoni i BHeCTM 4o 1r Ko-
noHkn SCX, nonepegHbo NpomMuToi 5% pPO34YMHOM
OLTOBOI KUCNOTK y MeTaHoni. EntooBaty npoaykT i3
kornoHkn SCX 1M po3unmHOM amiaky y MeTaHoni 3
ofepXaHHAM UuinboBoi cnonykn: MS (ES+): m/e
(M+1); HPLC (10-90% Bopga/aueToHiTpun mnoHag

F

f

N
H
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10xB, Tr=4,08xs.

BaranbHi MeToan pignHHOT xpomatorpadii (LC):

Metog 1: (BucokoedeKTMBHUIA PiaAMHHMIA XpO-
maTtorpad Shimadzu knacy VP Ta piaMHHUIn xpoma-
Torpacp Micromass Platform i3 pignHHoxpomaTor-
padiyHoto cuctemoto HP1100) 10-90 BnpogoBx
7,5xB. Po3uvHHuk A: Boga 0,1% TpudTopouToBa
KucnoTa, po3unHHuk B: auetoniTpun 0,1% TpudTo-
poutoBa kucrnota. KonoHka: C18 Metachem,
monochrom 3MKMm, 2,5x25.

Metogn 2: (BucokoedeKTUBHUIA PiaAMHHMIA XpO-
maTtorpad Shimadzu knacy VP Ta pianHHuIn xpoma-
Torpad Micromass Platform i3 piguHHOXpomaTor-
padiyHoto cuctemoto HP1100) 10-90 Bnpoposx
10xB. PosumHHuk A: Boga 0,1% TpudTopouToBa
kncnota, Po3unHHuk B: aueToHitpyn 0,1% TpudTo-
poutoBa kucrnota. KonoHka: C18 Metachem,
monochrom 3mkm, 2,5x25.
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MeTton 3: (BucokoeekTMBHUIA PigUHHWUIA XPO-
matorpad Waters Millennium Ta pignHHuin xpomaTto-
rpad Micromass Platform i3 pignHHoxpomaTorpadi-
yHoto cuctemoro HP1100) 10-100 snpogoex 10xs.
PosunHHuK A: 0,1% TpudTtopouToBa kucrnoTta, Pos-
YnHHKK B: aueTonitpun 0,08% TpudTopouToBa Kuc-
nota. KonoHka: YMC, 5Mkm, 2,5x25.

Meton 4: (PiguHHun xpomatorpad Shimadzu
QP8000) 10-90 BnponoBx 4,5xB. Po3unHHMK A: BO-
na 0,1% TpudptopoutoBa kucnota, Po3umHHuMK B:
aueToHiTpun 0,1% TpudTopouToBa kucnota. Kono-
Hka: C18 Metachem, monochrom 3mkMm, 2,5x25.

HaBepeHi gani cnonyku ogepxanu crnocobom,
noaibHum go cnocoby Mpuknagy 673:

z

o

LD

No Z' Oawi

675 2-pTOp LC Metop 3: Rf 4,18xB npu 254/220um; m/e 322,0 (M+1)
676 3-dTOp LC Metog 3: Rf 4,23xB npu 254/2201m; m/e 322,0 (M+1)
677 4-xnop LC Metoga 3: Rf 4,48xB npun 254/220Hm; m/e 337,9 (M+1)
678 4-rigpokcm LC Metog 3: Rf 3,62xB npun 254/2201m; m/e 320,0 (M+1)
679 2-MeToKCcU LC Metogp 3: Rf 4,30xB npu 254/220um; m/e 334,0 (M+1)
680 4-6pomM 3-MeToKCH LC Metog 3: Rf 4,50xB npu 254/220um; m/e 411,9 (M+1)
681 4-cpTOp LC Metoga 3: Rf 4,22xB npu 254/220um; m/e 322,0 (M+1)
682 2-xnop LC Metoga 3: Rf 4,36xB npu 254/220um; m/e 338,0 (M+1)
683 4-6pom LC Metoga 3: Rf 4,55xB npu 254/220um; m/e 383,91 (M+1)
684 4-meTun LC MeToga 3: Rf 4,42x8 npu 254/220Hm; m/e 318,0 (M+1)
685 3-MeToKCU LC Metoa 3: Rf 4,19xB npu 254/2201m; m/e 334,0 (M+1)
686 4-meToKCH LC Metoga 3: Rf 4,15xB npun 254/220um; m/e 334,0 (M+1)
687 2-eTOKCU LC Metogp 3: Rf 4,55xB npu 254/220um; m/e 348,0 (M+1)
688 4-eTOKCU LC MeToga 3: Rf 4,43x8 npu 254/220Hm; m/e 348,0 (M+1)
689 4-cheHoKcu LC Metoa 3: Rf 5,00xB npu 254/220Hm; m/e 396,0 (M+1)
690 4-cynbgoHamig LC Metog 3: Rf 3,46xB npun 254/220um; m/e 383,0 (M+1)
691 3,4-anxnop LC Metogp 3: Rf 4,74xB npu 254/220um; m/e 372,0 (M+1)
692 2,5-gnxnop LC MeTop 3: Rf 4,74x8 npu 254/220um; m/e 372,0 (M+1)
693 2,6-guxrnop LC MeTop 3: Rf 4,51x8 npu 254/220Hm; m/e 372,0 (M+1)
694 2,5-ANMETOKCH LC MeToa 3: Rf 4,31xB npu 254/220Hm; m/e 364,0 (M+1)
695 2,3-ANMETOKCH LC Metogp 3: Rf 4,24xB npu 254/220um; m/e 364,0 (M+1)
696 3,5-aMMeToKCcH LC MeToga 3: Rf 4,26x8 npu 254/220Hm; m/e 364,0 (M+1)
697 3-eTOKCUN-4-METOKCH LC Metog 3: Rf 4,14xB npun 254/220Hm; m/e 378,0 (M+1)

HaBepeHi gani cnonyku ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 673:

2
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H
Ne Z' Oani
698 5-meTun LC Metop 4: Rf 2,852xB npu 254/220um; m/e 357 (M+1)
699 5-xnop LC MeToa 4: Rf 2,893xB npun 254/220um; m/e 377 (M+1)
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Ne Z' [ani

700 2-pTOp LC MeToa 3: Rf 3,90x8 npun 254/220Hm; w/e 288,0 (M+1)
701 3-cbTop LC Metoga 3: Rf 3,95xB npu 254/220um; m/e 288,0 (M+1)
702 4-cbTop LC Metogp 3: Rf 3,96xB npu 254/2201m; m/e 288,0 (M+1)
703 2-xnop LC MeTog 3: Rf 4,23xB npun 254/2201m; m/e 303,9 (M+1)
704 4-xnop LC Metog 3: Rf 4,12xB npu 254/2201m; m/e 303,9 (M+1)
705 4-6pom LC Metog 3: Rf 4,33xB npu 254/220um; m/e 347,9 (M+1)
706 4-meTun LC Metop 3: Rf 4,17xB npu 254/220um; m/e 284,0 (M+1)
707 4-rigpoKcK LC Metoga 3: Rf 3,26x8 npu 254/2201m; m/e 286,0 (M+1)
708 2-MEeTOoKCHU LC MeToa 3: Rf 4,03x8 npu 254/220Hm; m/e 300,0 (M+1)
709 3-MeToKCcU LC Metog 3: Rf 3,91xB npu 254/220um; m/e 300,0 (M+1)
710 4-MeToKCU LC Metog 3: Rf 3,91xB npu 254/2201m; m/e 300,0 (M+1)
711 3-eToKCH LC MeToa 3: Rf 4,31x8 npu 254/220Hm; m/e 314,0 (M+1)
712 4-eTOKCH LC Metog 3: Rf 4,14xB npu 254/220um; m/e 314,0 (M+1)
713 4-chbeHoken LC Metop 3: Rf 4,77xB npu 254/220um; m/e 362,0 (M+1)
714 4-cynbgoHamig LC Metog 3: Rf 3,06xB npu 254/2201m; m/e 349,0 (M+1)
715 3,4-guxnop LC MeToga 3: Rf 4,52x8 npu 254/2204m; m/e 337,9 (M+1)
716 2,5-guxnop LC MeToa 3: Rf 4,51xB npu 254/220Hm; m/e 337,9 (M+1)
717 2,6-guxnop LC Metoga 3: Rf 4,28xB npu 254/220um; m/e 337,9 (M+1)
718 3,4-AMMeTOoKCH LC Metog 3: Rf 3,59xB npu 254/220um; m/e 330,0 (M+1)
719 2,5-anmeTokcn LC MeToa 3: Rf 4,04x8 npu 254/2204m; m/e 330,0 (M+1)
720 2,3-umeTokcu LC MeToa 3: Rf 3,96x8 npu 254/220Hm; m/e 330,0 (M+1)
721 3,5-aMmeTokeun LC Metog 3: Rf 3,99xB npu 254/220um; m/e 330,0 (M+1)
722 3-6poM 4-MeToKCK LC Metog 3: Rf 4,22xB npu 254/220um; m/e 379,9 (M+1)
723 4-eTOKCKU-3-METOKCH LC MeTog 3: Rf 3,88xB npun 254/220Hm; m/e 344,0 (M+1)
724 3-eTOKCU-4-METOKCH LC Metogp 3: Rf 3,84xB npu 254/220um; m/e 344,0 (M+1)

HaBepeHi gani cnonyku ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 673:

L
O/\/CHs

RN

Ne Ry [aHi

725 nipuanH-2-in LC MeTtog 3: Rf 2,38xB npu 254/220um; m/e 271,0 (M+1)
726 nipuanH-3-in LC MeTop 3: Rf 2,25x8 npu 254/220Hm; m/e 271,0 (M+1)
727 nipuanH-4-in LC MeTtog 3: Rf 2,21x8 npu 254/220Hm; m/e 271,0 (M+1)
729 7-metun-1H-ingon-3-in | LC Metog 3: Rf 4,19xB npu 254/2201Mm; m/e 323,0 (M+1)
730 6-meTokeu-1H-ingon-3-in| LC Metog 3: Rf 3,90x8 npu 254/220Hm; m/e 339,0 (M+1)
731 TiodpeH-3-in LC MeTop 3: Rf 3,70x8 npu 254/220HMm; m/e 275,9 (M+1)
732 5-meTtun-1H-ivgon-3-in [ LC Metop 4: Rf 2,680xB npu 254/220HMm; m/e 323 (M+1)
733 5-xnop-1H-iHgon-3-in | LC Metog 4: Rf 4,019x8 npu 254/220HMm; m/e 344 (M+1)

HaBepeHi gani cnonykn ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 673:

Z.Qj/\/n\)g\o/&

Ne Z' R4 [ani

734 | 5-metun 2-pTopeTun LC MeTtog 4: Rf 2,381xB npun 254/220um; m/e 327 (M+1)
735 5-cpTOop 2-cbTopeTumn LC MeTog 4: Rf 2,300xB npn254/2204m; m/e 331 (M+1)
736 | 5-metun 2,2-AndTopeTun LC MeToga 4: Rf 2,520xB npn 254/220Hm; m/e 345 (M+1)
737 5-cbTOp 2,2-andTopeTun LC Metogp 4: Rf 2,445xB npu 254/220um; m/e 349 (M+1)
738 5-xnop 2,2-gupTopeTun LC MeTtog 4: Rf 2,598xB npun 254/2204m; m/e 365 (M+1)
739 5-cpTop 4,4,4-tpucpTopbyTnn LC MeTog 4: Rf 3,017x8 npn 254/220Hm; m/e 395 (M+1)
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740 5-cbTOp 2,2,2-TpudTopeTunn LC Metop 4: Rf 2,787xB npu 254/220um; m/e 367 (M+1)
741 |5-meToKcU 2,2,2-TpudTopetun LC MeTtog 4: Rf 2,681x8 npun 254/220um; m/e 379 (M+1)
742 5-xnop 4,4,4-tpucpTopbyTnn LC MeTog 4: Rf 3,151x8 npn 254/220Hm; m/e 411 (M+1)
743 5-cbTOp 3-cbTopnponin LC MeToga 4: Rf 2,475xB npu 254/220Hm; m/e 345 (M+1)
744 [5-meToKkcu 3,3,3-TpudTopnponin LC MeTogp 4: Rf 2,889xB npu 254/220um; m/e 393 (M+1)
745 5-xnop 3-dpTopnponin LC MeToa 4: Rf 2,628x8 npu 254/220um; m/e 361 (M+1)
746 5-cbTOp 2,2,3,3-tetpacptopnponin | LC Metog 4: Rf 2,680xB npu 254/220HMm; m/e 399 (M+1)
747 | 5-metvn | 2,2,3,3-TtetpadTopnponin | LC Metop 4: Rf 2,756x8 npu 254/220HMm; m/e 397 (M+1)
748 5-xnop 2,2,3,3-tetpadptopnponin [ LC Metop 4: Rf 2,820x8 npu 254/220HMm; m/e 417 (M+1)
750 5-dbTop | 2,2,3,3,3-neHTacTopnponin | LC Metog 4: Rf 2,833xB npu 254/220um; m/e 417 (M+1)
751 | 5-metun | 2,2,3,3,3-neHtadtopnponin [ LC Metoa 4: Rf 2,908x8 npu 254/220HMm; m/e 415 (M+1)
752 5-xnop | 2,2,3,3,3-neHtacptopnponin | LC Metog 4: Rf 2,784x8 npu 254/220um; m/e 433 (M+1)
754 | 5-meTtun 3-cbTopnponin LC Metop 4: Rf 2,457xB npu 254/220um; m/e 341 (M+1)
755 |5-meToKeu 4,4,4-TpucpTopbyTnn LC MeTtoa 4: Rf 2,931xB npu 254/220um; m/e 406 (M+1)
756 |5-metokeun| 2,2,3,3-tetpadptopnponin [ LC Metog 4: Rf 2,795xB npu 254/220Hm; m/e 411 (M+1)
757 5-xnop 2-cbTopeTunn LC Metop 4: Rf 2,477xB npu 254/220um; m/e 347 (M+1)

HaBepeHi gani cnonyku ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 673:

No z R4

HaHi

758 | 3-TpudptopmeTun [ 2,2,3,3-TetpadpTopnponin

LC Metog 4: Rf 2,650xB npu 254/220Hm; m/e 410 (M+1)

759 | 3-TpucbTopmeTmn 4,4,4-tpucpTopbyTnn

LC MeTog 4: Rf 2,761xB npun 254/220Hm; m/e 406 (M+1)

Mpuknag 760

3-TpudptopmeTokcneHeTMnamiH

3miwatn HitpometaH (1,8r, 30MMonb), eTaHon
(4mn) Ta 10N posumH NaOH (0,1mn). Oogatn 3-
TpudTopMmeTokcnbensanegerig (5,0r, 28,6MMonb) i
nepewmiwatn. Yepes 20rog BunuTM y eTunaueTar,
npoMnTK BoAot, BUCylwMTU Hag NaSO4, npodinbT-
pyBaTW i KOHLEHTPYBATU 3 OAEPXaHHAM 3anuLUKy.
XpomaTorpadyBaTti 3anuLoK Ha curikareni 3 ogep-
YKaHHSM 2-HiTpO-l-(13-
TpudptopetokeudeHin)eraHony: MS (M-1) 250; “H
AMP (CDCl3) 7,45 (1H, t, J=8,4'y), 7,36-7,30 (2H,
m), 7,24-7,20 (1H, m), 5,51 (1H, dt, J=8,8 Ta 4,0ln),
4,62-4,51 (2H, m).

3miwartm 2-HiTpo-1-(3-
TpudptopetokcudeHin)etaHon (6,1r, 24,2mmornsb) Ta
MeTaHcynbdoHinxnopug (2,02mn) y guxnopmeTaHi
(50mn) i oxonoanTn Ha nboasHiA GaHi. Kpannsa 3a
Kpanneto gogatv TpueTtunamid (7,28mn) 3 ogHovac-
HUM NIATPMMYBaHHAM TemnepaTypu Ha piBHi 6nun3b-
ko 0°C. Yepes 2rog Bunutu y etunauerar, npoMuTn
Bofow, Bucywntn Hag NaSOs, npodinbTpyBaTth i
nicns UbOro KOHUEHTPyBaTh 3 OAepKaHHAM 3anuiu-
Ky. XpomaTorpadyBatu 3anuLiOK Ha cunikareni 3
ofepXKaHHAM 3-(2-HiTpoBiHin)-1-
TpudbTopeTokcnbeHsony: MS (MH") 234; 'H amP
(CDbCl3) 7,97 (1H, d, J=13,6l'y), 7,57 (1H, d,
J=13,6lu), 7,53-7,48 (2H, m), 7,40-7,35 (2H, m).

3miwaTtun 3-(2-HiTpoBiHin)-1-
TpudpTopeTokcmbenson (3,0r, 12,88mMmonb), MeTa-
Hon (50mn) Ta koHueHTpoBaHy HCI (5wmn) i rigpore-
Hi3yBaTV Npu TemnepaTtypi HaBKOMULLIHBOIO cepeno-
BUWA nig Tuckom Yy 50cpyHT/mronm®  (340kMa) y
npucyTHocTi PtO, (0,6r). Yepes 5roa BigdinsTpysa-
TV KaTanisatop, po36asutn ginbTpat 1N po3ynHoOM
HCI (50mn) i geivi npomntn etunauetatoMm. Bigo-

KpeMuTn BogHWW wWap, HemTpanidyBatu 2N posuu-
Hom NaOH (100mn), ekcTparyBatu edipom, npocy-
wntn Hag NapSO4, npodinbTpysaTh, nicng 4oro
KOHLIEHTPYBaTN 3 OAEPXaHHSIM LinbOoBOI CMOMyKu,
slka MOXe BWKOPWUCTOBYBaTUCb 0e3 [0AaTKOBOro
ouneHHs. MS (MH+) 206; *H SIMP (CDCls) 7,32
(1H, t, J=7,6l'y), 7,18-7,06 (3H, m), 2,98 (2H, t,
J=7,2I'u), 2,77 (2H, t, J=7,2I'L).

Mpuknag 761

N-(2-(3-TpudpTopmeTokcudeHin)etun)-3-(2,2,2-
TpudpTopeTnn)oeH3nnamiH

F
F
o}
F
F
3miwaTn TpudTopMeTOKCMdEHETUNAMIH

(400mr, 1,95MMmonb), 3-(2-
TpudTopeToken)bendanbaerig (596mr, 2,92mmonsb)
Ta 4A MonekynsipHe cuto (4,0r) y etaHoni (30mn) i
HarpiBaTu 3i 3BOPOTHUM XonoAunbHUKOM. Yepes
4,5roq 3mutm i obpobutn  NaBH, (221w,
5,85mMMonb). Yepes 1rog BMnaputu i po3noginuTu
Mk 5N posunHom NaOH Tta guxnopmetaHom. Bigo-
KpeMUTU opraHiyHui wap, Bucywntn Hag NaSOa,
NpoginbTpyBaTN | KOHUEHTpyBaTW 3 OJepXKaHHAM
3anuuwky. XpomarorpadyBaty 3anuok 3acobamu
BMCOKOE(PEKTUBHOIrO piAMHHOrO XxpomaTtorpadyBaH-
HS 3 OAepPXXaHHAM LinboBOI CNomykW. XnopucTosoa-
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HeBa Cifnb LiNbOBOI CMONyKkN LA€ TBEPAY PEYOBUHY
Giroro konbopy: MS (MH+) 394; *H (DMSO-ds) 9,48
(2H, br s), 7,48 (1H, t, J=7,6l'y), 7,40 (1H, t,
J=8,0l"y), 7,34 (1H, s), 7,32-7,21 (4H, m), 7,11 (1H,
dd, J=8,4 Ta 2,8l'y), 4,79 (2H, q, J=8,8Iu), 4,15 (2H,
s), 3,22-3,12 (2H, m), 3,11-3,04 (2H, m).

Mpuknapg 762

N-(2-(3-TpucpTopmeTokcudpeHin)etnn)-3-
(2,2,3,3-TeTpadTopnponin)6eH3unamiH

F

n />(J\
o7 F
FFF

LlinboBy crnonyky ofepxXylTb 3a cnocobom
Mpuknagy 761. XnopuctoBogHeBa Cinb LiNbOBOI
cronykn aae TBepay pevoBuHy binoro koneopy: MS
(MH") 426; H (DMSO-dg) 9,42 (2H, br s), 7,48 (1H,
t, J=7,6l"y), 7,40 (1H, t, J=7,6l"'u), 7,32-7,26 (3H, m),
7,20 (1H, d, J=7,2l"y), 7,11 (1H, dd, J=8,4 Ta 2,8I'y),
6,70 (1H, tt, J =52 Ta 5,2I'u), 4,62 (2H, t, J=13,6lL),
4,15 (2H, s), 3,22-3,12 (2H, m), 3,10-3,02 (2H, M).

Mpuknag 763

N-(2-(4.7-gucTop-1H-iHgon-3-in)etun)-3-(2,2,2-
TpudpTOopeToKkcn)6eH3nnamiH

F
BN
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Fooy F
H
3miatun 2-(4,7-audpTop-1H-ingon-3-

in)etunamin (483wmr, 2,46mmonb) Ta etaHon (45mn) i
nepemiwatn. Yepes 10xB8 o0bpobutn 3-(2,2,2-
TpudTOpeToKCH)beH3anbaeriaom (502wmr,
2,46mmonb) Ta 6e3BogHMM  cynbgaTtoM  HaTpilo
(3,5r), nepewmiwatn y atmocdepi a3oTy i HarpiBatu
npu TemnepaTtypi 70°C. Yepes 2rog oxonoanTtu pea-
KUiMHY cymiw, BiadinbTpyBaTU nig BakyymMom Ans
BUAAnNEeHHs cynbgaTy HaTpito i 0bpobutn Goporia-
puaom HaTtpito (279wmr, 7,38mmonb) y 500mn kpyrno-
OOHHI Konbi, CNOPSIAXEHIA MarHiTHOK MilLarKo.
Butpymatin po3unH i3 nepemiwlyBaHHAM BNpPOAOBXK
2roa npw KiMHaTHIA Temnepartypi, nicna 4oro obe-
pexHo 06pobuTK TpbOMa Kpannsmu NboASHOI OLTO-
BOI KMCMOTWM AN LWUBMAKOMO MPUNUHEHHS peakuii 3
HaanNUWKOM rigpuay. Buganutn po3unHHUK in vacuo
i MOBTOPHO PO3YMHUTU HEOUULLEHUA MaTepian Yy
meTaHoni. Ounctutn Ha 10r konoHui SCX wnaxom
peTensHOro NPOMMBAHHS METaHOSOM, EnioBaHHS
2N po34MHOM amiaKy y MeTaHoni Ta KOHLEHTpyBaTh
in vacuo 3 ogep>xaHHAM LinbOBOI CMOMyKU y BUrNsaj
mMacna conom'sHoro konbopy. Ogepxatu XnopucTo-
BOAHEBY Ciflb LUMSXOM PO3YMHEHHS BiflbHOI OCHOBM
(800mr, 2,08mMmonb) y meTaHoni (15mn) i 06pobkm
po34nHOM amoHito xnopuay (111mr, 2,08mmons) y
mMeTaHoni (5mn). O6pobuTn peakuiiHy Ccymill ynbT-
passykom Brnpogosx 10xB nepen KOHLEHTPYBaHHAM
in vacuo 3 ogepxaHHAM TBepOOi peyoBuHU Ginoro
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konbopy. [lepekpuctanidyBatu 3 eTunauertaTty 3
OAepXKaHHSM XIOPUCTOBOLHEBOI COMi LiNbOBOI CMo-
nyku: 1., 208,5-210,0°C; H ampP (400MTw,
DMSO-de): 11,79 (br s, 1H), 9,21 (br s, 2H), 7,39 (t,
1H, J=7,8ly), 7,32 (d, 1H, J=2,0l"u) 7,30 (s, 1H),
7,18 (d, 1H, J=8,0ly), 7,11 (dd, 1H, J=2,6, 8,2I'u),
6,85-6,91 (m, 1H), 6,67-6,73 (m, 1H), 4,77 (q, 2H,
J=8,8I"u), 4,16 (s, 4H), 3,12-3,16 (m, 4H); MS
(APCIl): m/e 3851 (M+1); CHN  (gns
C19H17FsN2O-HCI) o6umcneHo: C 54,23, H 4,31, N
6,66; BctaHoBneHo: C 54,20, H 4,30, N 6,66.
Mpuknag 764
N-(2-(4,5,6,7-teTpacpTop-1H-iHaon-3-in)eTun)-3-
(2,2,2-TpucbTopeTokcn)beHannamiu

3a cnocobowm, nogibHm go cnocoby lMpuknagy
763, i3 BuKopucTaHHaAM 2-(4,5,6,7-TeTpadpTop-1H-
iHgon-3-in)etunaminy (484wmr, 2,08Mmonb), eTaHony
(45mn), 3-(2,2,2-TpudpTopeTokcun)beHsansaerigy
(425mr, 2,08mmonsb), 6e3BogHoro cynbdaTy HaTpito
(3,5r) Ta Goporigpuay HaTtpito (236wmr, 6,24Mmonb),
OOEPXYIOTb BiflbHY OCHOBY LiNbOBOI CMOMYKN Y BUW-
rmagi TBepAoi pevoBUHM CONMOM'SHOrO Konbopy. [le-
pekpucTanidyBaT 3 MeTUNEeHXNopuay 3 OAepKaH-
HAM UinboBoi cnonyku: T.nn. 107,2-108,2°C, H
AMP (400MI'y, DMSO-dg): 11,92 (br s, 1H), 7,32 (s,
2H), 6,95-6,99 (m, 2H), 6,87 (dd, 1H, J=2,4, 8,0I'y)
4,68 (q, 2H, J=8,8I'u), 3,70 (s, 2H), 2,88 (t, 2H,
J=7,2l'y) 2,75 (t, 2H, J=7,2I'y), MS (ES+): m/e 421,1
(M+1), CHN (,EI,J'IH C19H15F7N20'1HC|'0,20H20) 06-
yucneHo: C 53,83, H 3,66, N 6,61; BctaHoBneHo: C
53,75, H 3,33, N 6.

Mpuknag 765

5-TpudpTopmeTnTpUNTaMiH

3miwaTn 4-TpudpTOpMETUNAHINIH (32,2r,
199,8mmonb) Ta guxnopmetaH (600mn) y 2n kpyr-
noaoHHin konbi y aTtmocdepi a3oTy i oxonoantu 4o
Temnepatypu -70°C. [ogatm po3uuH mpem-
OyTunrinoxnoputy (3axvweHun Big ceitna) (22,8r,
210mmonb) y guxnopmeTtaHi (150mn) i nepemiwysa-
TW 3aranom BnpooBx 45xB npu TemnepaTypi npuo-
nun3Ho Big -65°C o -70°C. Yepes 35xB gogatu pos-
4nMH MeTunTioaueTanbaeripanmeTunaueTanto (30r,
220,2mmonb) y gnxnopmetaHi (150mn). Yepes 45x8
npu Temnepatypi -70°C pogatu po3umH Tpuetuna-
MiHy (31,2mn, 22,781, 225,1MMOnb) y AUXIOpMeTaHi
(80mn). Joectn TemnepaTypy peakuiviHOi CyMiLli
00 piBHA KiMHaTHOI. [TpoMXTKM BOOOMO | BUNApUTK A0
CYXOCTi 3 ofepXaHHsM 72r macna.

Po3unHntn macno y Tonyoni (600mn) i gogaTtn
TpueTunamin (60mn). Harpisatu 3i 3B0OPOTHMM XOnO-
annbHUKOM. Yepes 24roa BMNApUTUM PO3YMHHMK i
BUCYLLMTU 3aNULLOK NiJ BaKyyMOM 3 OAEepPXaHHSM 7T
3anuuwky. 3milaTi  3anuwiok, AietunoBun  edip
(600m11) Ta 2N po3umH HCI (500mn) i nepemiwyBaTn
BMPOJOBX 24rof npwu KiMHaTHIM Temnepatypi. Bigo-
KPEMUTU BOAHWI LLap, NOCNIAOBHO NPOMUTU OpraHi-
YHMA Wap BOAOK Ta HACUYEHUM  PO3YMHOM
NaHCOs3, Bucywntn Hag MgSO,, npodinbTpyBaTth i
BMNAapUTK 3 OOePXaHHAM 3anuky. Xpomartorpady-
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BaTW Ha cunikareni 3 eolBaHHAM CyMILLLLIIO LMKIO-
rekcaHy-etunauetaty (8/2, y o6'eMHoMy BigHOLLEH-
Hi), o6'egHaTV bpakuii, WO BKMHOYaTb OYiKyBaHWN

npoaykT, BUNaputTM 3 ogdepxaHHam 33,8r 2-
MeTunTio-5-TpudptopmeTun-1H-iHgony.

3miwartn Bonorun Hikenb Penesa (330r), 2-
MeTunTio-5-TpndTopmeTnn-1H-ingon (33,8r,

146,2mMmonb) Ta abcontoTHU eTaHon (850mn) i ne-
pemiwysaTtn. Yepes 1,5roq npodinbTpyBaTn peak-
LUiHy cymill Yepe3 wap uenity i NnpoMnTu uenit
eTtaHonom (500mn). Bunaputu dinbTpaT A0 CyXxoCTi,
popjatn Tonyon (20mn), BMNaputu i BUCYLUUTM 3

ofepxaHHaAM  5-TpudTopmeTuniHgony:  T.nn.=55-
60°C.

Po3unHntm 5-TpucbTopmeTmniHaoN (24r,
130mmonb) y 6e3BogHoMy gieTunoBomy edipi

(288mn), oxonoanTtn oo Temnepatypu 10°C, kpanns
3a Kpanneto BnpogoBx 10xB gogaTtn okcaninxnopug
(12mn) (ek3oTepmivHa peakuis) i nepemillysaTtu npu
KiMHaTHIW TemnepaTypi Bnpogosx 4rog. [opatu
AOAAaTKOBY KinMbKiCTb okcaninxnopuay (3mn) i nepe-
MilyBaTV BNPOAOBX HOYi MpW KiMHATHIN Temnepa-
Typi 3 odepXaHHAM TBepAoi pe4voBuHW. 3ibpatu
TBEpPAY PEYOBUHY, NPOMUTK OEe3BOOHMM AieTUIOBUM
edipom (20mn) i Bucywntn 3 ogepxaHHaMm 2-(5-
(TpudpTOopMeETMN-1H-iHOON-3-iN) -2-0KCOo-
aueTunxnopuay.

3miwatun 2-(5-(tpudtopmetun-1H-ingon-3-in)-2-
okco-auetunxnopng 3 1IN posumHom NH;OH
(700mMn) Ta iHTEHCUMBHO nepemiwyBaT ogdepXaHy
CYCNEH3Ito. Yepes 3rog 3ibpatu 2-(5-
(TpndpTOopMmeETUN)-1H-iHOon-3-in)-2-okco-aueTamia.

Dopatn LiAIH, (37,95r, 1,00monb) oo TeTparig-
pocypaHy (650Mn) 3 OXONOMKEHHSIM Ha NbOASHIN
6aHi. Opepxatn posunH AlICl; (50r, 375Mmonb) y
TeTparigpodypani (600mn) i kpanng 3a kpanneto
popasaTty BNpogosx 45xB Ao po3umHy LiAIH4 npu
Temnepartypi 5-10°C. [Hogatm po3umH  2-(5-
(TpndpTopmeTnn)-1H-iHgon-3-in)-2-okcoauetamigy
(21,4r, 83,5mmonb) y TeTparigpodypaHi (600mn) i3
nigTPMMYBaHHSAM TemnepaTypu Ha piBHI NpubnnsHo
5°C i nepemillyBaT BNPOAOBXK HOYi 3 HarpiBaHHAM
0O TeMmnepaTypu HaBKOMULIHBOTO CepeaoBuLLa.
OxonoauTn ogepkaHy Cymill CyMiLlLLIO BOAN 3 NbO-
aom i o6pobutn 30% posunHom NaOH (100mn) 3
O0QHOYACHUM MiATPUMYBAHHAM TeMnepaTypu Ha piB-
Hi HWk4e 3a npmbnmaHo 30°C. lMicna nepemiwyBaH-
HS BnpoaoBX npubnusHo 30xB npodinbTpyBaTy,
npomuTn TeTparigpodypaHoMm (2n) i BunapuTtu cine-
TpaT 3 ofepXaHHsM UinboBoi cnonykn. Opepxatu
XINOPUCTOBOAHEBY Cifb LUMSAXOM PO3YMHEHHS Linbo-
BOi cnonyku y agietunosomy edipi i goaaHHA po3yun-
Hy HCI y aieTnnosomy edipi (40 AOCATHEHHS K1Cnoi
peakuii). BiadinbTpyBaTu TBEpAY PEHOBUHY, NPOMU-
T AieTnnosum edipom i BUCYLUUTU Mif 3HWKEHUM
TUCKOM 3 OAEPXXaHHAM XJIOPUCTOBOAHEBOI COMi Ui-
NbOBOI CMOMNYKMN.

LlinboBa crnonyka mMoxe 40OaTKOBO O4MLLATUCH
OCHOBHVM €eKCTparyBaHHsIM XNOPUCTOBOAHEBOI COni
eTunaueTaToM, BucywyBaHHAM Hag MgSOQOa, dinbT-
pyBaHHAM Ta BUMNaptoBaHHAM A0 CyXOCTi 3 moganb-
MM OoOepXaHHAM XNOPMCTOBOAHEBOI coni y AieTu-
nosomy eqipi.

Mpuknapg 766

3-nponokcubeHsanbaeris,

3wmiwatu 3-rigpokcnbensansaerig (790r), K2CO3
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(1627r) ta pumetuncdopmamia (8n). Homatm 1-
nopgonponaH (1000r), HarpiBaTu [o Temnepatypu
105°C i nepemiwyBaTtn Bnpogosx 4roa. OxonoanTu
[o TemnepaTypu npubnusHo 50°C i gopatv Boay
(15n), NnpoOoBXyBaTM OXONOMKEHHSA 4O MPUONU3HO
KiMHaTHOI TemnepaTypw i gogatu Tonyon (10n). Bi-
OOKPEMUTW OpraHiyHMI LWap i ekcTparyBatu BOAHY
dasy Tonyonom (2x10n), o6'egHaTn opraHiyHi gasu
i npomutn 1N posuymHom NaOH (2x5,8n), KOHUEHT-
pyBaTtn 06'edHaHi opraHivHi wapwm in vacuo 3 ogep-
YKaHHSM LinboBOI CNOMNYKH.

Mpwuknag 777

N-(2-(5-meTokcu-1H-ingon-3-in)etun)-3-
nponokcnbeHsunamiH

3miwatn  3-nponokcunbeHsanbaeria  (14,05r,
0,0856monb) Ta  5-meTokcuTpunTamiH - (13,64r,
0,0717monb) y 390mn abcontotHoro EtOH. dogatm
monekynsapHi cuta (19,2r), i HarpiBaTy ogepxaHy
CYCMEH3il0 3i 3BOPOTHMM XONOAWSbHUKOM. Yepes
4rop, OXONOAMTU A0 KiMHaTHOI TeMnepatypu i 3 nop-
uismn gopgatnm NaBH4 (37,32r, 0,2146monb). MNepe-
MillyBaTK Cymill BNPOAOBX 1rod npu KiMHaATHIA Te-
Mneparypi, NpodinsTpyBaTt, BUNaputn ginstpat o
mMacu npubnusHo 100r, gogaty BoAy i AUXIOPMETaH.
Micna BiookpemneHHss NPOMUTU BOOHY hady AMXMO-
pmeTaHoM, o6'egHaTV oOpraHiyHi Lwapu, BUCYLUINTK
Hag MgSO., npodinbTpyBaTh, BUNapuT PO3YNHHUK
in vacuo 3 ogepXaHHAM LiNboBOT CMOMYKM.

3miwatn UinboBy cnonyky Ta i3onponaHon
(250mn) i nosinbHo popatu po3unH HCI y EtOH
(33mn, 2,5N). HarpisaTu 3i 3BOPOTHUM XONOAMIbHU-
KOM i nepemiwysaTtu Bnpogosx 30xs. OxonoanTn Ao
KIMHaTHOI TemnepaTtypu i nepemiwyBaT BNpOOOBX
2ron 3 ogepaHHAM TBepaoi pevyoBuHW. BigdinbT-
pyBaTu TBepAy PEYOBMHY, MPOMUTU i30MPOMaHONOM
i BUCYLUMTWN 3 OAEepXKaHHAM XIOPUCTOBOAHEBOI COfi
LinbOBOI CNOMNYKW.

Mpuknag 778

2,2,3,3,3-neHTadTopnponinto3unat

3miwaTu 2,2,3,3,3-neHTadTopnponaH-1-on
(9,7mn) Ta nipugnH. OxonoanTu OO Temnepatypu y
mexax Big 0°C po 10°C, nopuismu popatn p-
TonyoncynbgoHinxnopug (6,2r) i nepemiwysatn 3
HarpiBaHHAM [0 KiMHaTHOI Temnepatypu. Yepes
3rod npu KiMHaTHIN TemnepaTypi BUNUTU peakuinHy
CyMmilWl y cymiw BoAW 3 MbOAOM i MepemiwysaTtu
BnpogoBX 30xB 3 oOepXaHHAM TBEPAOI PEYOBUHM.
BiadinsTpyBatn TBEpAY PEYOBUMHY, MPOMUTN BOAOHD
i BUCYLUMTU 3 OAEePXaHHAM LinbOBOi CNOMYKU.

Mpuknag 779

3,3,3-TpudbTop-nponinto3unaTt

Oopatn 3,3,3-TpudpTopnponaH-1-on (61,8mn) Ta
nipuauH (224mn). Oxonoautu OO TemnepaTtypu y
mexax Big 0°C po 10°C, nopuismu pgogatm p-
TonyoncynegoHinxnopug (147r). Butpumatn 3 Ha-
rpiBaHHAM OO KiMHATHOI TemnepaTypu i nepemilly-
BaTM BNpogoBxX Houi. Hdomatm 0,5N posunmH HCI
(1,6n), ekcTparyBatv eTunauetatoMm, o6'egHaTu
OpraHiyHi wapu, sucywmntn Hag MgSO,, npodinbT-
pyBaTtu i BUNapuTn 3 ofepXXaHHAM LinboBoi cnony-
KW.

Mpuknag 780

6-dTopTpMNTaMIH

Bnpogoex 40xB kpanns 3a Kpannew gopatu
422mn nboasaHoi ouToBoi kucnoty Ao 40% BoaHOro
PO34nHy aumeTtunamiHy (408mn) 3 ogHo4acHUM nig-
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TPUMYBaHHAM TemnepaTypu Ha pPiBHI HWXYe HiX
npubnusHo 15°C. Oxonoantu go Temnepatypu 0°C.
Micna nepemiwysaHHa Bnpodosx 20xB Npu Temne-
patypi 0°C, nosinbHO gopatn 37% BOOHWUN PO3YUH
dopmanbgeriay (289mn, 1,3ekB.) BNpogoBx Npuwo-
nnsHo 15xB. YoTmpma nopuisgmv BNpoaoBX npubnu-
3Ho 15xB popatm po3umH 6-ptopiHgony (400r,
2,96monb, 1ekB.). Uepes 30xB po3ginuTu peakuinHy
cymiw Ha agi nopuii. OgHy nopuito - 1149r (75% Big
3aranbHoOi Macu) - NoBinbLHO, BNpogosx 30xB, Aoaa-
™™ o 3n 10% po3unHy NaOH i nepemiwyBatu npu
KiMHaTHIn TemnepaTypi. Yepes 18rog sigdinsTpysa-
TW ofepxaHy TBepay pPevyoBMHY, Tpudi NPOMUTM
200mn BOAW, BUCYLUNTM BiOCMOKTYBaHHAM 3 ogep-
*aHHam Bonororo  3-(N,N-gumeTtunamiHomeTun)-6-
dTOopiHaONY.

Pos36aBuTy iHWY nopuilo peakuinHoi CyMiLli
(383r, 25% Bin 3aranbHOi Macu) BOAHUM PO34MHOM
NaOH go pH 12-13 3 ogepxxaHHsM TBepAOi peyoBu-
HW. Yepes 30xB BiAMinbTpyBaTN TBEPAY PEYOBUHY,
npoMWUTM BOAOK, BUCYLUINTM Npu Temnepatypi 50°C

BNPOAOBX HOYi 3 ofepXaHHAM 3-(N,N-
avmMeTnnamiHomeTun)-6-cptopiHgony.

3miwatn KCN (50,8r, 0,78monb), 3-(N,N-
avmMeTnnamiHomeTun)-6-cropiHoon (100r,
0,52monb), aumetundopmamig (400mn) i Bogy

(200mn). HarpiBatu 3i 3BOPOTHUM XONOAWMBbHUKOM.
BuaineHHsa rasy po3noynHaeTbca npu Temnepatypi
npnénusHo 70°C. MNMpogoexyBaTh HarpiBaHHA 3i 3BO-
POTHMM XONOAMUITbHUKOM BnpoaoBx 4rog. Oxonogu-
TW peakuiiHy CyMill [O KiMHaTHOI Temnepartypw,
po36aBuTM BOAOK | TOMyonoM i nepemiwyBaTu
BnpoaoBx 10xB. 3nNUTK opraHiyHMi Wwap i nocnigos-
HO MPOMWUTM HacCU4EeHUM BOOHMM PO34MHOM Gikap-
6oHaTy HaTpito Ta 2M BOOHWM PO34YMHOM XIOPUCTO-
BOAHEBOI KMCNOTWU. KOHUEHTPYBATK OpraHiyHum wap
0O CyxocCTi 3 opepxXaHHam 2-(6-dpTop-1H-iHaon-3-
in)aueToHiTpuny.

3miwatn 2-(6-dpTop-1H-iHgon-3-im)aueToHiTpun
(165r, 0,925monb) i TeTparigpodypaH (1,32n).
Bnpogoex npubnmsHo 40xB noBinbHO gogatv 1M
po3unH BH3 (2,042n, 1,832«r, 0,131Monb) y TeTpari-
apodypati. lNicns 3aBeplleHHs OoA4aHHS HarpiBatu
3i 3BOPOTHUM XONoAunbHUKOM Bnpoaosx 1roa. lMic-
ns 1rop HarpiBaHHA 3i 3BOPOTHUM XONOAMITBHUKOM
OXOnoAMTU A0 KiIMHATHOI TemnepaTypu i BNPOAOBXK
npnbnnsHo 25xB8 gogatu 4o 4obpe nepemilyBaHOro
15% BogHoro po3unHy NaOH (1,9m, 9,5mone). lNicna
3aBepLUEHHs AOAaHHSA, MOBINbHO i NOCTYMNOBO Harpi-
™M go temnepatypu 50°C. Yepes 1rog Harpitu go
Temnepatypu 60°C. Yepes 30xB HarpiBaTtu 3i 3BOpo-
THUM XOnoAUNbHWKOM BrnpodoBx 1rod. OxonoauTu
A0 KiMHaTHOI TemnepaTypw i nepemiwysaT BNpo-
AOBX HOMi, 3NUTN NY>XHWN BOOHWN AP i 3aMiHUTK
Bogow. Harpitn go temnepatypu 30°C nig Tuckom
200mbap ans BigroHku TeTparigpodpypaHy, A0KM He
Oyne BuaaneHo npubnusHo 2,5kr guctunaty. Ekct-
paryBaTu peakuivHy cymiwl guxrnopmeTtaHoM. Bnpo-
OoBx 25xB NoBinbHO gogaTn Ao ob6'egHaHMX opraHi-
YHUWX LWapiB cymiw 37% sogHoro posynHy HCI (143r)
Ta Boan (220r) i nepemiwyBaT 3 ogepXaHHAM TBe-
paoi pevoBuHW. Yepes 1roa BiadinbTpyBaTu TBEPAY
PEYOBUHY, MPOMUTU AUXIIOPMETAHOM i BUCYLLIYBaTK
BMPOAOBX HOYI 3 OAEpXaHHSAM XMOPWCTOBOOHEBOI
coni LinboBOI CNOMyKK.

O6'egHatn  6-bTOpTpUNTaMiHy  rigpoxnopus
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(100r, 0,437monb), 2% po34MH (y MacoBOMy BiHO-
weHHi) NaOH (2,5kr) Ta guxnopmetaH (1,5n) i ne-
pemiwaTn. Yepes 15xB 3nnUTK OpraHivyHuMin Lwap, ekc-
TparyBaTu BOOHUWI Liap AMXIOpMeTaHoM, 06'egHaTu
OpraHiyHi Wwapu i KOHUEeHTpyBaTU 3 ofepXaHHAM
3anuwKy. 3MiliaTy 3anuwwok Ta isonponaHon i Buna-
pWTK iN Vacuo 3 ogepXaHHAM LinboBOi CMOMNyKM.
Mpuknag 782
N-(2-(6-cpTOp-1H-iHgon-3-in)etun)-3-(2,2,3,3-
TeTpadpTopnponokcun)oeH3nnamin

\QE/\/N O/\{/l\F
H F

3miwatu isonponaHon (500r), 2,2,3,3-
TeTpacdTopnponinGeHsanbgeris  (116,8r) Ta 6-
dropTpuntamin (1,15ekB.). HarpiBatu 3i 3BOpOTHVUM
XONOAWIBbHUKOM BNPOAOBX MpubnuaHo 1,5rog. Mic-
nsa 30xB HarpiBaHHA 3i 3BOPOTHUM XOSIOA4UIBHUKOM
neperHatv i BnpogoBx 30xB 3ibpatn npunbnusHo
380r guctunaty. OxonoavTn peakuinHy cymiw Ao
Temnepatypu 50°C i ogHieto nopuieto goaatn NaBH,
(19,71r). Yepes 1rog npu Temnepatypi 50°C nosinb-
HO BNpoaoBX 15xB gogaTtu Boay i BUTpMMAaTK ogep-
XXaHUA PO3YMH 3 OXOMOMKEHHAM OO KiMHATHOI TeM-
nepaTtypu BAPOAOBX Houi. [eperHatn isonponaHon
nig 3HWKEHWM TUCKOM 3 OflepXKaHHAM 3arnuLUKy, eKkc-
TparyBatu [JMXNOPMETaHOM, oO0'eaAHaTVM oOpraHiyHi
wapn i obpobutn 1N BogHuMm po3vnHom HCI
(650mMn) 3 ogepxaHHAM TBepAoi peyoBuHu. [lepe-
MiLLyBaTK ryCTy CyCMeHsilo BNpoAoBX 2rog npu Tem-
nepatypi 20-25°C. BigdinbTpyBaTv TBEPAY PEYOBU-
Hy, NPOMWUTM AUXIIOPMETAHOM i BUCYLUUTM NpwU
Temnepatypi 50°C nig BakyymMOM BNpOOOBX HOMi 3
OflepXXaHHAM LifbOBOI CMOMYKMU.

Mpuknag 783A

3-(2,2,2-TpucptopeTokcn)beH3anbaeria

3wmiwatn 3-rigpokenbensansaerig (134,3r), kap-
6oHaT «kanito (304,0r), 2,2,2-tpucpbtopetun p-
TonyoncynbgoHat (293,6r) Ta aumeTtundopmamin,
(2n). HarpiBatu peakuiiiHy cymill npu TemnepaTypi
90°C. Yepes 15rog oxonoguTn 4O KiMHaATHOI Temne-
paTtypu, BUNUTW y CyMill BoAW Ta NbOAy i ekcTpary-
BaTu auxnopmeTtaHoMm. OG'egHaT opraHidHi wapw,
npomuTun cnoyaTky 1N po3unHoM rigpokcuay HaTpito,
notim Bogow. Bucywmtu opraniyHy dasy Hag cynb-
datom marHito, NpodinbLTPyBaTH | KOHLEHTPYBaTH 3
OfepXXaHHAM 3anuLIKy. PO34YMHUTY 3anuLoK y Tony-
oni (200mn). XpomatorpadyBatu Ha cwunikareni 3
NocnigoOBHMM €erioloBaHHAM TOMyornom Ta eTunae-
TaTOM 3 ofiepXXaHHsM 3anuLuky. MNeperHaTv 3anuLok
nig 3HWKEHUM TUCKOM i3 BUKOPUCTAHHSIM KOMOM
KnanseHa, cnopsagxeHoi konoHkoto Vigreux, 3 oge-
pXXaHHAM LinboBOI CMOMyKku: Temnepartypa KuniHHS
npn 0,8mm pt.cT., 84-85°C. lMoBTOPHO nNeperHaTu
neski dpakuii 3 BUMKOpUCTaHHAM Konbu Knsansena,
cnopsigkeHoi konoHkoto Vigreux, notiM Ha agiabar-
Hi KOMOHL,, 3anOBHEHIN Kinbusamu Pawwura, 3 ogep-
XaHHAM UinboBOI CMOMyKW: TemnepaTypa KUMiHHS
npu 0,9-1,0mm pT.CT., 74-76°C.

Mpuknag 783B
3-(2,2,3,3-TeTpadTopnponokcun)oeH3anbaeris
3miwatu 3-(2,2,3,3-
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TeTpadTopnponokcu)tosunat (200r, 0,664monb), 3-
rinpokcubensanbgerig (101,7r, 0,833monb), avme-
Tundpopmamig (1,5n) i nopowukonoaibHu kapboHaTt
kanito (192r). HarpiBatn 3 nepemiwyBaHHSAM Mpu
Temnepatypi 92°C BnpogoBx npubnusHo 22ropg.
OxonoanTn peakuinHy cymiw oo temnepartypu 40°C,
BUMNAUTK Y CyMill BOAM 3 NMbOOOM i eKcTparyBaTh eTu-
nauetaTtom. O6'egHaTh opraHiyHi dpasu, npommt 1N
po34MHOM Trigpokcmay Hatpito (1n Ta 0,5n), notim
HacM4YeHUM PO34YMHOM rigpokapboHaTy HaTpito, Bu-
CyWMTN Hapg cynbdaTtoM MarHio, nNpodinbTpyBaTty,
BUMapUTM A0 CYXOCTi 3 OAEPXKaHHSAM MacCnsHUCTOro
sanuwky. lleperHaTm MacnAHUCTMI 3anuLIOK nig
3HMXEHUM TUCKOM Y konbi KnanseHa 3 ogepxaHHAM
nepwoi dpakuii UinboBOi crnonyku: Temnepatypa
kuniHHa 108-110°C npu 0,4-0,5mm pT.cT. i gpyroi
dpakuii npu Temnepatypi 110-111°C npwu 0,4-0,5mMm

pT.CT.
Mpuknag 784
3-(2,2,3,3-TeTpadpTopnponokcun)oeHsansaeris
3miwaTtun 3-(2,2,3,3-

TeTpacdTopnponokcu)tosunat (5,72r, 17,2mone), 3-
rinpokcnbeHsanbaerig (2,44r, 20,0Mmonb), AUMeTH-
ndopmamig (36mn) Ta nopoLikonogibHun kapboHaTt
kanito (3,03r) i HarpiBatu npu Temnepatypi 110°C
Brnpogosx 10r. Oxonogutn go Temnepartypu 20°C.
MponycTuth Yepes wap okcuay antominit-90 (57,2r,
MelLl 70-230  (0,210-0,063mm), Knac 11-111,
Brockmann: Merck Ne1.01097) ta entotoBatu Tony-
onom (120mn). MNpomnTK entonoBaHy opraHivyHy da-
3y 1N posunHom HCI (36mn), noTim Bogot. Bunapu-
T OpraHidyHMA Wwap nig 3HWKEHUM TUCKOM 3
OAepXKaHHAM LinbOBOI CMOMYKU.

Mpwuknag 785

2-(5-xnop-1H-iHgon-3-in)-2-oxo-aneTunxnopug

3miwatun 5-xnopiHgon (20r, 0,13monk) Ta oubY-
TMnosun edip (230mn), oxonoanTu 4o TemnepaTypu
5°C i BnpogoBx 15xB NoBiNbHO Ao4aTu OKcaninxno-
pug (20,08r, 0,16MoMb) 3 OOQHOYACHUM MIATPUMY-
BaHHAM TemnepaTtypu y Mmexax Big 5°C go 10°C.
Harpitn go kKiMHaTHOI TemnepaTtypu i nepeMiysaTtu
BNpoAoBX 1rod 3 odepXaHHAM TBEPAOI PEYOBUHW.
Oxonogutn go TemnepaTtypu 5°C i nepemiwyBaTtu
BnpogoBx 15xB, BiAiNbTpyBaTM TBEPAY PEYOBUHY,
npomMuTn AMbyTNNOoBMM edipoM i BUCYLUMTW Nig Ba-
KYYMOM 3 OA€PXaHHSM LifbOBOI CMOMyKW.

Mpuknag 786

(2-(5-xnop-1H-iHgon-3-in)-2-okcoaueTamig

3miwartm 2-(5-xnop-1H-iHgon-3-in)-okco-
auetunxnopug (28,9r, 0,12monb) i 1N po3uuH
NH,OH (720mn) 3 ogepxaHHAM cycneHsii. Yepes
18rog npodinbTpyBaTH, MPOMUTY BOAOIO | BUCYLLUUTU
nig BaKyyMOM 3 OfepXaHHSM LiifbOBOi CMOMyKW.

Mpuknag 787

5-xnopTtpuntamiH

Oxonoantu cycneHsito LiAIH4 (40,97T) y TeTpa-
rinpodypani (700mn) o Ttemnepatypu 5°C. Bnpo-
poBx npubnuaHo 30xB gopatu posumH AlCI; (53,9r,
0,40monb) oo TetparigpodypaHy (645mn) 3 ogHo-
YaCcHUM NiATPMMYBaHHSIM TEMMNepaTypu y Mexax Bif
npuénusHo 5°C po 10°C. Oopatn posumH (2-(5-
xnop-1H-iHaon-3-in)-2-okcoaueTamigy (20r,
0,09monb) y TeTparigpodypati (900mn) 3 ogHovac-
HAM NIGTPUMYBaHHSAM TeMmnepaTtypu y Mexax Bif
npunbnunsHo 5°C go 7,5°C. Micns 3aBeplleHHs Ao-
AaHHA HarpiTM Ao KiMHaTHoi Temnepatypu. Nepemi-
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LyBaTh BNPOOOBX HOYi, MOTIM HarpiTu Jo Temnepa-
Typu 7°C i nosinbHo gopatn 50% po3unH NaOH
(342r, 4,28monb). lNicna nepeMiwlyBaHHA BNPOAOBX
npubnusHo 1rog pogatn 6e3soaHun NaxSO, (30r) i
NpoginbTpyBaTN CyCneHsito Yyepes wap uenity. Bu-
naputn inbTpaT A0 CyXOCTi 3 0fepXXaHHAM macna.
3miwatn dinbtpat Ta Et,O (500mn) i popatn 4,5N
po3umH Et,O/HCI (15Mmn) npu KiMHaTHIA TemnepaTypi
3 ofepXaHHAM TBepAol pevoBuHW. [Nepemiwlysatu
CYCMeH3ilo Npu KiMHaTHIA TemnepaTypi BNpOAOBX
1rog, npodinbTpyBaTh i npomutn 50Mn Et,0, Bucy-
LWnTK nig Bakyymom npu temnepatypi 50°C 3 ogep-
XaHHAM rigpoxnopuay LinboBoi CNOMyKU.

HopaTtn 5-xmoptpunTtamiHy rigpoxnopug (15r,
0,06monb), Bogy (150mn), 1N po3unH NaOH (75mn)
Ta auxnopmetaH (350mn). [MepemiwyBaT cymiw
npu KiMHaTHIN TemnepaTtypi Bnpoaosx 30xB i Bigo-
KpemuTtun cpasn. Npomutn BogHy dasy amxnopmeTta-
HoM, o6'egHaTV oOpraHivHi das3n, BUCYLUINTM Hapj
MgSO., npodinbTpyBaTh | BUNApUTK A0 CyXOCTi Nif,
BaKyyMOM 3 OepXXaHHSAM LifbOBOi CMOMYKM.

Mpuknag 789

N-(5-xnop-1H-iHgon-3-in)etnn)-3-(2,2,3,3-
TeTpadpTop-Nponokcu)beHannami

Cl

3miwartun 5-xnoptpuntamid (12,1r, 0,0621monb)
Ta 3-(2,2,3,3-TeTpadpTopnponokcubeHsanbaeris
(17,6r, 0,0621monb) y EtOH (340mn1). Jogaty mone-
KyNSpHi cuta i HarpiBaTu 3i 3BOPOTHUM XONOAUNbHU-
KoM BnpogoBx 4roa. Oxonoguty Cymill Ao KiMHaT-
Hoi TemnepaTypu i 3 nopuismu gogatn NaBH, (7r,
0,1876monb). NepemiwyBaTn BNpogoBX 1rog npu
KiMHaTHIW TemnepaTypi. BigdinsTpyBatn TBeEpay
peyoBuHY i BUNapuTu inbTpat 4o macy npnubnmsHo
90r, mogaTtu Boay i ekcTparyBat OUXITIOPMETAHOM.
Bucywntn ob'egHaHi opraHivHi wapu Hag MgSOg,
nNpodinbTpyBaTH | BUAANUTU PO3YUHHUK Nif 3HUXKE-
HUM TUCKOM 3 OepPXXaHHAM LinNboBOI CMOMyKU.

3miwaTtn UinboBy cnonyky (27,6r) Ta isonpona-
Hon (300mn). [dopatn po34MH LWaBneBOl KUCMOTU
(6r) y isonponaHoni (60mn) 3 ogepXaHHSAM CycneHaii.
HarpiBatu cycneHsito 3i 3BOPOTHUM XONOOUITBHUKOM
i nepemiwyBaTtn Bnpogosx 30xB, NOTIM OXONOAUTK
[0 KiMHaTHOI TemnepaTypu. [lepemiwyBatn Bnpo-
JoBX 1rod npuv KiMHaTHIA Temnepatypi. BiadineTpy-
BaTW TBEpAY PEYOBWHY, NMPOMUTMK i30MPOMAHOIIOM i
BMCYLUMTU NiJ BaKyyMOM 3 OJEpXaHHsIM okcanary
LinboBOI CNOMNYKW.

Mpuknag 790

L-taptpat N-2-(5-xnop-1H-iHgon-3-in)etun)-3-
(2,2,3,3-TeTpadTopnponokcu)beHannamiHy

3miwatn  okcanat  N-2-(5-xnop-1H-iHaon-3-
in)etnn)-(3-(2,2,3,3-
TeTpadpTopnponokcn)oeHsunamiHy i guxnopmertaH
(700mn) i pogat 1N posumH NaOH (150mn), Bogy
(450mn) tTa MeOH (190mn). MepemiwysaTtn peak-
LifHYy cyMmiw BnpodoBX 1rog npu KiMHaTHIA Temne-
patypi. Bigokpemutu wapwn. Jogatn sogy (200mn)
[0 BoAHOI hasn i ekcTparyBaTu AMXITOPMETaHOM,
o6'eaHaTn oprarivHi wapwn, Bucywntn Hag MgSOsy,
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npoinbTpyBaT i BUNaApuUTK Nig BakyymoM 3 ofep-
XaHHam  19,4r N-2-(5-xnop-1H-iHgon-3-in)etun)-3-
(2,2,3,3-TeTpacdTOPNpPONOKCH)6EH3UNAMIHY.
3miwatn  N-2-(5-xnop-1H-iHgon-3-in)etun)-3-
(2,2,3,3-TeTpacTopnponokcun)oeHsunamid (19,4r) y
isonponaHoni (125mMn) i HarpitTh 0O PO3YMHEHHS.
HopaTtn po3unH L-BuHHOI kucnoTwn (7,02r) y isonpo-
naHoni (70mn). JogaTty 3aTpaBoYHi kpuctanu i ne-

76451
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pemilyBaTV 3 OAePXKaHHAM TBEPAOI pevoBuHU. Ye-
pe3 2,5rof BiAdinbTpyBaTN TBEPOY PEYOBUHY, NPO-
MUTW i30NPOMNaHONOM i BUCYLUUTU Mg BaKyyMOM Npwu
Temnepatypi 45°C 3 ogepxaHHAM LinboBOi CMOMNYyKK.

3a cnoco6om [Mpuknagy 221 opgepxanu Taki
cnonyku, BUAINeHi y BUrNSA4i Maneaty, 3a BUKIIIO-
YEHHSIM MO3HaYeHOoro:

z
y R
/ 2
N
H
Ne Z' R4 OaHi
701 6-600M 2,2,3,3- T.nNn. 162-164°C. AHani3 ana Ca4H23BrF4N2Os: obuncneHo: C, 50,10;
P TetpadTopnponin |H, 4,03; N, 4,87; sBctaHoBneHo: C, 50,24; H, 4,02; N, 4,87
T.nn. 168-171°C. Anani3z gnsa CusH22BrFsN2Os: obuncneHo: C, 50,84;
792|  6-bpom  |2,2,2-TpudpTOpETUN | |} 'y 08 N 5 16; BeTamosneHo: C, 51,02; H, 4,13: N, 5,21
6- 2933 T.nn. 233-235°C. MS (ACPI): m/e 459.1 (M+1). Awnania ans
793 R C21H23CIF4N203S: obuucneHo: C, 50,96; H, 4,68; N, 5,66; BcTaHOB-

MeTaHCynbgOoHIN| TeTpadTopnponin

nexo: C, 50,87; H, 4,65; N, 5,64, (BugineHo sk rigpoxnopug)

6-

794 .
MeTaHCYNbAOHiIN

2,2,2-TpudpTopeTun

T.nn. 234-236°C. MS
C20H22CIF3N203S: obuncneHo: C, 51,89; H, 4,79; N, 6,05; BcTaHOB-|
neHo: C, 51,84; H, 4,79; N, 6,10, (BugineHo sk rigpoxnopua)

(ACPI): m/e 427.0 (M+1). Awnania pgns

6-6eH30m- 2933 T.nn. 213-215°C. MS (ACPI): m/e 521,0 (M+1). Awnania ans

795 - et a(i)T’o,n onin Co6H25CIF4N203S: obumncneno: C, 56,07; H, 4,52; N, 5,03; BcTaHOB-|
Y P pnp neHo: C, 55,81; H, 4,66; N, 4,96, (BugineHo sk rigpoxnopug)

6-66H3071- T.nn. 231-233.5°C. MS (ACPIl): m/e 489.0 (M+1). AHaniz ans

796 CyrbcOHin 2,2,2-tpucptopetun | CasH24CIF3N203S: obuucneHo: C, 57,20; H, 4,61; N, 5,34; BctaHoB-
neHo: C, 56,98; H, 4,63; N, 5,21, (BuaineHo sk rigpoxnopug)

Mpuknag 799 Tpuizonponincunadin-1H-iHgony (5,5r, 15,7mmonb) y

6-meTaHcynbdoHIN-1H-ingon

Po3unHntn 6-metaHcynbgoHiniHgon-1-on (5,0r,
23,7mmonb) y Tpuetundocditi (35mn) i HarpiBaTtu
npu TemnepaTtypi 160°C Bnpogosx 5Srog. Oxonogu-
TV PO34YMH OO0 TemnepaTypy HaBKOMULLHBLOrO cepe-
posuwa i po3basutu gietunosum edipom. MNMpomnTtu
edipHMIA PO34YMH PO3COSIOM i BOOOK 3 nogarblumm
BMCYLLYBaHHAM (Cynbdat HaTpilo) Ta BigHOBNEHHSIM
3 odepXaHHsaM 3anuuky. KpucrtanisyBatu 3anumiiok
i3 Tennoro eTunaueTtaTy 3 oAepXaHHAM LinboBoOi
crnonykn y Burnsagi 6e36apBHuX rekcaegpis: T.nn.
149-152°C. MS (ACPI): m/e 196,0 (M+1). Anani3
ana CgHgNO,S: obuncneHo: C, 55,37; H, 4,65; N,
7,17; BctaHoBneHo: C, 55,14; H, 4,71; N, 7,20.

Mpuknag 800

6-6eH3oncynbgoHin-1H-iHgon

PosunHutn 6-6pomiHgon (6,0r, 30,6mmonb) y
TeTparigpodypani (100mn) i oxonoguTtn cymiw Ao
Temnepatypu -10°C. MNosinbHo aoaatv 60% po3ynH
NaH y miHepansHomy macni (3,67r). Yepes 1rog
noBiNbHO goJatTn TpuisonponincunintpudgTopmera-
HeynbdoHat (9,9vn, 36,7MMonb), BUAANUTU OXONO-
OXyBanbHy 6aHI0 i nepemillyBaT BMIPOAOBX 24rof.
LWenagko oxonoantn Hagnuwok NaH nbogom i Buaa-
nutn TeTparigpodypaH nig Bakyymom. Po3baButu
3anvLLIOK BOAOK i eKcTparyBaTu OUXIIOPMETaHOM.
3miwatn, npomutn (poseon), BUCYWIUTU (CynbdaT
HaTpPIlD) i KOHLEHTPYBATN E€KCTPaKTU 3 Ofep)KaHHAM
3anuwky. O4MCTUTM 3annLOoK Ha cunikareni 3 3acTo-
cyBaHHAM 60% cymilwi rekcaHy/guxnopmeTtaHy 3
ofepXKaHHAM Macna XOBTOro Konbopy.

OxonoanTu PO34MH 6-6pom-1-

100mn 6e3BogHoro TeTpariapodypaHy 0o Temnepa-
Typu -78°C y atmocdepi asoty i obpobutn 1,7M
po3ymMHOM TpeT-6yTunnitito (20,5mn, 34,5mMmonb) 3
0OHOYaCHUM MiATPUMYBAHHAM TemnepaTypu Ha pis-
Hi -78°C. licna 3aBepLueHHA NOBINbHO godaTw de-
HincynbdoHindTopng (2,1mn, 17,3mMmonb) i nepe-
miwysaTtu Bnpogosx 30xB npu Temnepatypi -78°C.
Harpitn cymiw go Ttemnepatypy HaBKOMWULLHBOMO
cepefosuLa i nepemiwysaTtu Bnpogosx 1rog. Lsu-
KO OXOnoamuTW HafmnULIOK TPeT-6yTunniTito NboaoMm
i po3baBuTU CyMill BOAOK 3 MofanbLUMM eKkcTpary-
BaHHAM eTunauetatoMm. 3miwaTtu, npomuTtn (pose-
on), BuCyWwWnTN (CynbdaTt HaTpilo) i KOHLEHTpyBaTh
eKCTpaKT! 3 odepaHHaAM 3anuwiky. Oumctutn 3a-
NWLWOK Ha curikareni i3 3actocyBaHHAM 50% cymiLui
rekcaHy/ouxnopmMmeTaHy 3 OfepXXaHHsM NPOAYKTY Y
BUIMSAAI TBEPAOI pe4OBUHM Binoro Konbopy.
Po3unHnTK opepxaHy TBepAy peqoBuHy Ginoro
Konbopy Yy TeTparigpodypaHi (50mn) i obpobuTtu
po3unH 1M po3unHoM TeTpabyTunamoHito dpTopmuay
(18,1mn1) Ta 1M posynHom 6opHoi kucnoTu (18,1mn).
Micna nepemiwyBaHHA Bnpoaosx 1,5rog npu Tem-
nepaTtypi HaBKOMULLIHBOTO CepeaoBuLla, PO3BECTU
CyMill BOOOK Ta ekcTparyBaTu etunaueTtatoM. 3mi-
watu, npomutn (poseon), BUCYLINTU (cynbdaTt Ha-
TPil0) i KOHLUEHTPYBATU EKCTpPaKT! 3 OJepKaHHAM
3anuwky. O4ncTUTM 3anuWoK Ha cunikareni i3 3a-
cTocyBaHHAM 1% cyMilli MeTaHony/AnxnopmeTaHy 3
OOEepPXaHHAM LinbOBOI CMONyKWM y BUMMSAAi TBepAoi
peyoBuHU 6Ginoro kombopy: T.nn. 141-144°C. MS
(ACPI): m/e 258,0 (M+1). Anani3 ans Ci14H11NO,S:
obuncneHo: C, 65,35; H, 4,31; N, 5,44; BctaHoBne-
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Ho: C, 64,99; H, 4,31; N, 5,39.
3a cnocobom [Mpuknagy 440 opepxanu Taki
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Cronykn, BUAINEHi y Burnagi rigpoxnopuay, 3a Bu-
KNMHOYEHHSIM NO3HAYEHOrO:

Z
N R
] =
N
H

TeTpadTopnponin

Ne Z' R4 [aHi
2933 ISMS 415 (M+1); "H AMP (DMSO-de-rinpoxropua) 11,3 (bs, 1H), 9,4 (bs,
802 7-xnop R 2H), 7,6-7,5 (m, 1H), 7,45-7,3 (m, 3H), 7,25-6,95 (m, 4H), 6,9-6,5 (m, 1H),

4,7-4,5 (m, 2H), 4,2 (bs, 2H), 3,25 (bs, 4H)

803 | 6-meTOKCH

H ampP (CDCls-BinbHa ocHoBa) 7,99 (bs, 1H), 7,47-7,44 (d, 1H), 7,23-7,19

2,2,3,3- (m, 1H), 6,94-6,92 (d, 1H), 6,89-6,88 (m, 1H), 6,83-6,82 (m, 2H), 6,79-6,75
TeTpadpTopnponin| (m, 2H), 6,19-5,90 (m, 1H),4,29-4,22 (m, 2H), 3,82 (s, 3H), 3,78 (m, 2H),
2,95 (s, 4H), N-H He BuaBneHo

3a cnocobom lMpuknagy 270 ogepxanu Taki CNonyku, BUAINEHI y BUrMAAi Maneary, 3a BUKIMIOYEHHAM Mo3Ha-

zZ
N R
; o
N
H

YeHOoro:

809 | 5-(4-dbTopcpeHin) | deHin

ISMS 437 (M+1); Ca9H26FCI-N2O-0,2H,0: obuucneHo: C, 73,08; H, 5,58; N,
5,88; BctaHoBneHo: C, 72,99; H, 5,38; N, 5,83

Mpuknag 811
N-(2-(5-meTokcu-1H-ingon-3-in)-etun)-(3-(3,3,3-
TpudbTOpNpONoKcKn)6eH3nn)ami

HC~—¢

Qj/\/“\/@\(/\;i d

H

3miwartum 350mr (1,8mMmonb) 5-
METOKCUTPUNTaMiHy, 401mr 3-
TpudTopnponokcubeHsansaerigy (1,8mmons) Ta 4r
4A wmonekynapHux cut y 35mMn EtOH i Harpisath 3i
3BOPOTHUM XOMNOAWUINBHUKOM BMPOJOBX HOYi. 3nnTn
piouHy p[o okpemoi konbwu i o6bpobutn 209mr
(5,5Mmonb) NaBH4. lMNepemiwyBaty peakuiiHy cy-
Mill Npy TemnepaTypi HAaBKOMMWLLIHBOIO CepefoBuLLa
Bnpogosx 1roa. KoHueHTpyBaTW nig BaKyymMoMm i

po3snoginutn mixx 50mn 1N po3umHy NaOH Ta 25mn
auxrnopmeTtaHy. EkcTtparyBatm BogHwui wap 25mn
anxnopmeTaHy, o6'eaHaTV OpraHivHi Wapy i KOHLEH-
TpyBaTM A0 CcyxocTi. O4ncTutn opepxaHe Mmacno
3acobamu pagianbHoro xpomarorpadyBaHHs (SiOy;
1% po3umH MeOH y CHCl3, 3milwaHui i3 KOHUEHT-
poBaHum po3unHom NH4OH) 3 opepxaHHam 705mr
(1,8mMmonb; 100%) HeobXxigHOI crnonyku y Burnagi
macna. lNepeTBOPEHHs Ha XINOPWCTOBOAHEBY CiNlb
3AINCHIOITL MepeMillyBaHHAM pPO3YMHY CMOMYKU Y
50mn TeTparigpodypaHy/EtOH (50/50) 3 1r nonisi-
HINNipuauHy rigpoxnopuay BNPOAOBX HOYi, inbT-
PYBaHHAM i KOHLEHTPYBaHHAM 3 OAEepPXaHHsIM TBep-
[oi  peyosuHu. [epekpucTanidysatv npogykt 3
EtOAc: aHani3 ana Cz1H23F3N>O2-HCI: ob4ymcneHo:
C, 58,81; H, 5,64; N, 6,53; BctaHoBneHo: C, 58,42;
H, 5,44; N, 6,51; ISMS 393 (M+1).

3a cnocobom MMpuknagy 811 opepxanu Taki
crnonyku, BuAineHi y Burnsagi rigpoxnopuagy, 3a Bu-
KIMOYEHHSIM NO3HaYEHOro:

Z
y R
I -
N
H

No Z R4

Oani

812 5-pTop

3,3,3- Ananis ana CooHooF4N,O-HCI: obuncneHo: C, 57,63; H, 5,08; N, 6,72;
TpudpTopnponin | BctaHosneHo: C, 57,49; H, 5,04; N, 6,76; ISMS 381 (M+1)

814 5-6pom doeHin

Ananis ans Cy3H2:BrN,O-HCI-0,5H,0: obuucneHo: C, 59,18; H, 4,97; N,
6,00; BcTaHoBneHo: C, 59,18; H, 4,80; N, 5,92 ISMS 422 (M+1)

815 5-6pom

2,2,3,3- Ananis ana CyoH19BrF4sN,O-HCI: obuncneHo: C, 48,46; H, 4,07; N, 5,65;
TeTpadpTopnponin| BctaHoBneHo: C, 48,39; H, 3,95; N, 5,55; ISMS 459 (M+)
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N-2-(5-HiTpo-1H-iHgon-3-in)-eTun)-3-

oKcubeH3nnamiH

oN

I

N
H

Yoy

3miwatun 5-Hitpotpuntamin (500mr, 2,4MMOnb),
3-deHokcmbeHsanbaeria (480mr, 2,4mmonb) Ta 4r
4A wmonekynspHux cut y 30mn EtOH i Harpisaty 3i
3BOPOTHUM XONOAWMBbHWUKOM BMPOAOBX HOYi. 3nuTn
piouHy [0 okpemMoi konbwu i 06pobutn NaBH4 (280w,
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816 5-6pom 2,2,3,3,3- Ananis ana CyoH18BrFsN>O-HCI: obuncneHo: C, 46,76; H, 3,73; N, 5,45;
neHTadgropnponin| BctaHoBneHo: C, 46,47; H, 3,67; N, 5,46; ISMS 478 (M+1)
AHnani3 ansa CyoH1sBrFsN2O-HCI-0,5H,0-0,4C+Hs: obuucneHo: C, 64,01;
817 5-S0O,CH3 deHin H, 5,85; N, 5,57; BctaHoBneHo: C, 64,09; H, 5,64; N, 5,48 ISMS 421
(M+1)
. . Ananis ana CosH»1N3O-HCI-0,3H,0: obuyucneHo: C, 70,42; H, 5,57; N,
818 |  S-uian tpeHin 10,27; BcTaHoBneHo: C, 70,55: H, 541 N, 10,25 ISMS 368 (M+1)
MeTUNoBUI
819 cknagHun edip ceHin Anani3 ans CasH24N203-HCI-0,3H,0: obuuncneno: C, 68,04; H, 5,62; N,
5-kap6oHoBOI 6,35; BctaHoBneHo: C, 68,06; H, 5,64; N, 6,43 ISMS 401 (M+1)
KUCNOTH
MeTUNoBui
820 cknagHun edip 2,2,2- Ananis gna C,1H»1F3N»>O3-HCI-0,1H,0: obuncneHo: C, 56,72; H, 5,03;
5-kapboHoBoi | TpudTopetun | N, 6,30; BcTtaHoBneHo: C, 56,46; H, 4,77; N, 6,04 ISMS 407 (M+1)
KNCNOTU
ISMS 385 (M+); anani3 gna CasH23N302-HCI-0,9H,0-0,1C7Hs: 06unc-
amig 5- nexo: C, 66,32; H, 5,99; N, 9,39; scraHoeneHo: C, 66,07; H, 5,68; N,
821 | kap6oHoBOI deHin 9,01; *H AMP (BinbHa ocHoBa CDCls) & 8,56 (s, 1H), 8,13 (s, 1H), 7,64-
KMCNOTY 7,62 (m, 1H),7,33-7,22 (m, 4H), 7,10-6,94 (m, 6H), 6,87-6,84 (m, 1H),
6,2 (bs, 1H), 5,8 (bs, 1H), 3,77 (s, 2H), 2,99-2,94 (m, 4H), 1,7 (bs, 1H)
Mpuknag 825 po3noginuTti 3anuwok mMix 25mn 1N posunHy NaOH

Ta 25mn guxnopmetaHy. Ekctparysati BogHui wap
25mMn guxnopmeTaHy, BUCYLUMTY 06'€QHaHi opraHivHi
wapn Hag MgSO, i KOHUEeHTpyBaTU A0 CyXOCTi.
Ounctntn ogepkaHe macrio 3acobamu pagianbHoro
xpomatorpadyBaHHsa (SiO2; 2% po3unmH MeOH y
CHCl3) 3 ogepxaHHsIM HeobXigHOT Cnonyku y BUrns-
i macna. lNepeTBOpPUTN Ha XITOPUCTOBOOHEBY CiNb
wnsxom obpobku posumnHy cnonyku 10mn EtOH 3
0,25mn 5N posumHy HCI Ta 40mn Tonyony, nicns
YOro KOHLUEHTpyBaTW 3 oAepXaHHAM TBepAoi pevo-
BUHKU. AHani3 ansa Co3Ho1N3O3-HCI-0,2 EtOH: 06uu-
cneHo: C, 64,62; H, 5,17; N, 9,75; BctaHoBneHo: C,
64,89; H, 5,40; N, 9,75; ISMS 388 (M+1).

3a cnocobom lMpuknagy 825 opepxanu Taki
crnonyku, BuAiNeHi y Burnagi rigpoxnopuay, 3a Bu-
KIMOYEHHSIM NO3HaYEHOro:

7,2MMoOrnb) Npy Temnepartypi HaBKOMULIHLOTO cepe-
aosuwa. Yepes 1rog KOHUEHTPyBaTU Nig BakyyMOM i

zZ
§ R
/ S
N
H

832

MeTaHCynbgoHamig|

Ne Z' R4 [ani
. AHania gna Cy7H30N202-HCI-0,4H,0: obuucneHo: C, 70,77; H, 7,00;
826|  5-Gyrokon tpeHin N, 6,11; BCTaHoBNEHO: C, 70,87: H, 6,84: N, 6,14: ISMS 415 (M+1)
i . . AnHanis gnsa CzoH27N30,-HCI-0,2H,0: obuucneHo: C, 71,83; H, 5,71;
827|  5-Gersamin cpenin N, 8,38; BcTaosneHo: C, 71,63; H, 5,35: N, 8,09; ISMS 462 (M+1)
828 5-6enzami 2,2,2- AHanis ana CogH4F3N3O»-HCI: obuucneno: C, 61,97; H, 5,00; N,
A Tpudptopetun | 8,33; BctaHoBneHo: C,61,78; H, 5,16; N, 7,97; ISMS 468 (M+1)

829 5-Gensami 2,2,3,3- AHaniz ans Cy7H25F4N302-HCI: obuucneno: C, 60,51; H, 4,89; N,
A TeTpacdTopnponin| 7,84; BctaHosneHo: C,60,47; H, 4,95; N, 7,49; ISMS 500 (M+1)

5. AHani3 gna CosHosN303S-HCI-0,5H,0-0,5C7Hg: obuncneHo: C, 63,53;

830 . deHin H, 5,86; N, 8,08; BctaHoBneHo: C, 63,57; H, 5,77; N, 7,81; ISMS 436

MeTaHcynbgoHamig| (M+1)
5. 229, AHanis anda Con22F3N3038'HC|'0,1H20'0,5C7H8: obuyucrneHo: C,
831 MeTaHCyNbhoHaMin Tpl/ld)ll'o‘peTVIJ'l 53,68; H, 5,21; N, 7,99; BcraHoBeneHo: C, 53,48; H, 5,19; N, 7,72;
ISMS 442 (M+1)
5. 2933 AHanis ana C,1H»3F4N303S-HCI-0,1EtOH1-0,8C;Hs: obuucneHo: C,

TeTpacdTopnponin

54,72; H, 5,31; N, 7,14; BctaHoBneHo: C, 54,63; H, 5,25; N, 6,99;
ISMS 474 (M+1)
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AHanis gna CysH2gN.O»-1,1HCI-0,1H,0: obuucneHo: C, 70,58; H,

833| 5-izonponokcu deHin 6,68; N, 6,33; BcTtaHoBneHo: C, 70,37; H, 6,31; N, 6,35; ISMS 401
(M+1)
229, AHania anda szH25F3N202'HC|'O,3HzoZ obyucrneHo: C, 58,94, H,

834| 5-izonponokcu - 5,98; N, 6,25; BctaHoBneHo: C, 59,08; H, 5,78; N, 6,25; ISMS 407

TpudpTopeTun (M+1)
2933 AHanisa gna CoszHasF4N-O,-HCI-0,3H,0: obuucneHo: C, 57,51; H,

835( 5-izonponokcu o . 15,79; N, 5,83; BctaHoBneHo: C, 57,66; H, 5,55; N, 5,80; ISMS 439

TeTpadTopnponin (M+1)
. AHania gna CysHosN2O,-HCI-0,2H,0: obuucneHo: C, 70,39; H, 6,47;
836 S-erokew tpeHin N, 6,57; BCTaroBneHo: C, 70,40: H, 6,32: N, 6,68: ISMS 387 (M+1)
837 5-eTOKCH 2,2,2- AHaniz ana CyiH»3F3N»,O,-HCI: obuucneno: C, 58,81; H, 5,64; N,
TpudpTopetun | 6,53; BctaHoBneHo: C, 58,61; H, 5,61; N, 6,52; ISMS 393 (M+1)

838 5-eTOKCH 2,2,3,3- AHaniz ans CooH24F4N2O2-HCI: obuucneno: C, 57,33; H, 5,47; N,
TeTpadTopnponin| 6,08; sctaHoBneHo: C, 57,01; H, 5,35; N, 6,03; ISMS 425 (M+1)

839 2,2,2- cheHin AHania ana CosHa3F3N,O,-HCI: obuucneno: C, 62,96; H, 5,07; N,
TP TOPETOKCH 5,87; BctanoBneHo: C, 62,76; H, 4,93; N, 5,88; ISMS 441 (M+1)

840 2,2,2- 2,2,2- AHanis ana CyiHxoFsN2O»-HCI: obuucneno: C, 52,24; H, 4,38; N,
TP TOPETOKCH Tpudptopetun | 5,80; BctaHoBneHo: C, 52,21; H, 4,28; N, 6,18; ISMS 447 (M+1)

2.2.2- 2233 Ananis anst Ca2H21F7N202-HCI-0,2H20-0,2C7Hg:064mcneHo: C, 52,35;

841 = o .| H, 4,51; N, 5,22; BctaHoBneHo: C, 52,15; H, 4,30; N, 5,58; ISMS 479

TpudpTOopeTokcn |TeTpadpTopnponin (M+1)

AHania agna  CysHa9N302:-2HCI-0,5EtOH-0,3C,Hs:  obuncneHo: C,

842 5-6yTunokcu nipuanH-2-in 64,83; H, 6,81; N, 7,79; BctaHoBneHo: C, 64,99; H, 6,48; N, 7,47;

ISMS 416 (M+1)
843 5-iaonponin 2,2,2- Anani3 ans Cy2HzsF3sN2O-HCI: obumncneHo: C, 61,90; H, 6,14; N, 6,56;
TpudpTopeTun | BctaHoBneHo: C, 61,72; H, 6,14; N, 6,42; ISMS 391 (M+1)
844 5-isonporin cheHin AHani3 gna CysHogN,O-HCI: obuncneHo: C, 74,18; H, 6,94; N, 6,65;
BcTaHoBneHo: C, 73,82; H, 6,79; N, 6,65; ISMS 385 (M+1)

845 5- cheHin AHanis gna CyoHsN.0,S-2HCI: obuncneHo: C, 67,11; H, 5,24; N,
6eHzoncynbgoHIn 5,40; BcTtaHoBneHo: C, 67,46; H, 5,37; N, 5,09; ISMS 483 (M+1)

5. 2933 Anania ana CazsH24F4N203S-HCI-0,3EtOH-0,2C7Hg:  o6umcnero: C,

846 BeH30NCyNbAOHIN TeTpaci)T,or’)nponin 57,07; H, 4,86; N, 4,75; BctaHoBneHo: C, 56,95; H, 4,68; N, 4,77;

ISMS 521 (M+1)

847 5- 2,2,2- AHanisz ana CoeHogN30,-HCI-0,6H,0: obuucneHo: C, 56,04; H, 4,74;
6eH3oncynbgoHin | Tpudtopetnn | N, 5,23; BctaHoBneHo: C, 56,05; H, 4,71; N, 5,12; ISMS 489 (M+1)
eTWUIoBMUIA cKnaa-

848 Hun edip 5- 2,2,2- Anania ans CzH23F3N03-HCI: obuncneHo: C, 57,84; H, 5,30; N,
kapOoHoBOI kucno-| TpudpTtopetun |6,13; BctaHoBneHo: C, 57,85; H, 5,17; N, 6,09; ISMS 421 (M+1)

™
nponinamig 5- 2233 AHanisa ana  CasHxsF3N3O,»-HCI-0,6H,0-0,1C;Hg: obuucneHo: C,
849 | kapboHOBOI KM1CO- o 56,84; H, 5,79; N, 8,05; BctaHoBneHo: C, 56,65; H, 5,63; N, 7,71;

TeTpadTopnponin

™ ISMS 466 (M+1)
nponinamig 5- AHania ana Cy7H29N30,-HCI-0,4H,0-0,2C+Hg: obuucneHo: C, 69,66;
850 | kapboHOBOI KMCIO- deHin H, 6,67; N, 8,58; BctaHoBneHo: C, 69,75; H, 6,57; N, 8,38; ISMS 428
™ (M+1)
nponinamig 5- 290, AHanisa ana  CasHxsF3N3O,-HCI-0,8H,0:0,1C;Hg: obuucneHo: C,
851 | kapboHOBOI Ku1Cno- T mq)’Tc; eTUn 57,67; H, 6,00; N, 8,51; BctaHoBneHo: C, 57,55; H, 5,77; N, 8,43;
™ praTop ISMS 434 (M+1)
6ytunamig 5- .
.. . AHanis gna CogH31N30,-HCI-0,7H,0: obuucneHo: C, 68,54; H, 6,86;
852 kapOoroBoi knero- tbeHin N, 8,56; BcTaHoBNEHo: C, 68,41; H, 6,60: N, 8,37; ISMS 442 (M+1)
853/ ka 663/5:2:3?'?”50110_ 2,2,3,3- AHani3 anst CosHagF4N30,-HCI-H,O: o6umncneno: C, 56,23; H, 6,04; N,
P ™ TeTpadTopnponin| 7,87; BctaHoBneHo: C, 56,23; H, 5,79; N, 7,84; ISMS 480 (M+1)
854 H 2,2,3,3- AHani3 gna CooH20F4N20-HCI-0,5H,0: obuuncneHo: C, 56,41; H, 5,21;
TetpacdTopnponin| N, 6,58; BctaHoeneHo: C, 56,98; H, 4,93; N, 6,53; ISMS 381 (M+1)
855!  5-Gemamnokem 2,2,2- AHanis ana CysHosF3N,O,-HCI: obuucneno: C, 63,61; H, 5,34; N,
TpudpTopetun | 5,71; BctaHoBneHo: C, 63,46; H, 5,53; N, 5,72; ISMS 455 (M+1)
856 5-6EH3NUNOKCH 2,2,3,3- AHaniz ana Cu7H26F4N202-HCI: o6uncneno: C, 62,01; H, 5,20; N,
TeTpadTopnponin| 5,36; BctaHoBneHo: C, 62,04; H, 5,16; N, 5,36; ISMS 487 (M+1)
ISMS 435 (M+1); Cz9H27CI-N20O2-0,1H,0: obuucneHo: C, 73,67; H,
857|  6-gperoken (PEHOKCM | 5 80). N, 5,93; BcTanoBrneHo: C, 73,49; H, 5,49; N, 5,82
858 6-dheHoKCH 2,2,3,3- ISMS 473 (M+1); C26H25F4CI-N2O,: ob6umcneno: C, 61,36; H, 4,95; N,
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TeTpadTopnponin| 5,50; BctaHoBneHo: C, 61,02; H, 4,67; N, 5,42

860]| 5(3-nipmugunokcu)

2,2,2- ISMS 441 (M+1); CaH25F4CI-N202-0,2H,0: o6umcnexo: C, 62,49; H,
859 6-cberokcn Tpudptopetun |[5,12; N, 5,83; BctaHoBneHo: C, 62,27; H, 4,78; N, 5,74
2,2,3,3- ISMS 474 (M+1), C25H25F4C|2'N302'0,5H201 obYuCcneHo: C, 54,06, H,

TeTpadTopnponin| 4,72; N, 7,57; sctaHoBneHo: C, 53,97; H, 4,76; N, 7,29

ISMS 442 (M+1); 'H SIMP (CDCls) 8,37-8,36 (m, 1H), 8,27-8,26 (m,
1H), 8,01 (bs, 1H), 7,35-7,32 (m, 1H), 7,26-7,24 (m, 3H), 7,22-7,18

861 5'(”'%‘:'(%;""'3' . M;’Tzo'zémn (m, 2H), 7,08-7,07 (m, 1H), 6,93-6,91 (m, 2H), 6,9-6,86 (m, 1H), 6,79-
pndTOp 6,76 (M, 1H), 4,31-4,25 (m, 2H), 3,77 (s, 2H), 3,77 (s, 4H). BuaineHo

SK aUrigpoxnopvg
Mpuknag 863 (46mmonb) Ta 10,71 1-nopoetany (69vmonb) y au-

6-cheHoKCUTpUNTaMiH

LlinboBy cnonyky ogepxanu 3a cnocobom, no-
AibHum go cnocoby [lpuknagy 422: ISMS 253
(M+1); 'H ampP (CDCls3) 8,1 (bs, 1H), 7,56-7,54 (m,
1H), 7,32-7,28 (m, 3H), 7,07-6,98 (m, 4H), 6,89-6,86
(m, 1H), 3,06-3,02 (m, 2H), 2,92-2,88 (m, 2H), 1,68
(bs, 2H).

Mpuknag 864

2-(5-(nipnamnH-3-inoken)-1H-ingon-3-in)-
eTunamiH

LlinsoBy cnonyky ogepxanu 3a cnocobom, no-
AibHum  go cnocoby [puknagy 422: ISMS 254
(M+1); C15H15N30-1,1C,H,04:0,2H,0: obuuncneHo:
C, 58,04; H, 4,98; N, 11,81; BctaHoBneHo: C, 58,17;
H, 4,62; N, 11,45.

Mpuknag 865

6-cbeHokeun-1H-ingon-3-kapbanbaerig

LlinboBy cnonyky ogepxanu 3a cnocobom, no-
AibHum  go cnocoby [puknagy 414: ISMS 238
(M+1); 'H amP (CDCl3) 10,78 (bs, 1H), 9,95 (s, 1H),
8,20-8,18 (m, 1H), 7,76-7,75 (m, 1H), 7,30-7,26 (m,
2H), 7,06-7,02 (m, 2H), 7,00-6,95 (m, 3H).

Mpuknag 866

5-(nipnaunH-3-inokem)-1H-iHoon-3-kapbaneaerig

LlinboBy cnonyky ogepxanu 3a cnocobom, no-
fioHMm  go cnocoby [lpuknagy 414: ISMS 239
(M+1); C14H10N202-0,3H,0: obuncneHo: C, 69,01; H,
4,39; N, 11,50; sctaHoBneHo: C, 68,91; H, 4,16; N,
11,39.

Mpuknapg 867

3-(3-meTun-4-HiTpoeHOKCM)NipUuanH

Ogivi npomutn 35% macnaHy paucnepcito KH
(12r, 11mmonb) 100mMn rekcaHy i BUCYLLIUTM Mif Ba-
KyyMOM nepen OXOMOMKEHHAM Ha NboAsHIN 6aHi.
Oopatn 100mn cyxoro gumetwundopmamia, noTiM
Kpanns 3a Kpanmnew po34vnH  3-rigpoKeunipuanHy
(10r, 105mmonb) y 100mMn  gumeTundopmamiagy.
O6pobutn PO34YMHOM 5-cbTop-2-HiTpOoTONYONY
(16,3r, 105mmonb) y 50mn gumetundopmamigy 3
OfEPXKaHHAM pPO34MHY TEMHOro Kombopy. [lepemi-
WyBaTK Npu TemnepaTtypi HaBKOSMULIHBOTO Cepeao-
BULLA BNPOAOBX 1rod, BUNMTU CyMiw y 11 poscony i
ABidi ekctparyBatu 200mn EtOAc. O6G'egHatn ekcT-
pakTu, ABidi npomuTn 500mMn poscony, BUCYLUIUTK
Hag MgSO, i KOHUEeHTpyBaTW 3 OAepXaHHAM 24r
Macna TeMHOro konbopy. Ounctutn xpomartorpady-
BaHHAM 3 entoioBaHHAM 20% po3unHom EtOAc y
rekcaHi 3 ogepXaHHAM UiNbOoBOI CNOMyKW Yy BUTNAAI
macna: ISMS 231 (M+1); C12H10N203: 0buncneHo:
C, 62,61; H, 4,38; N, 12,17; BctaHoBneHo: C, 62,63;
H, 4,58; N, 12,06.

Mpuknag 869

3-eTokcnbeH3anbaerin

3miwaTtun 5,6r 3-rigpokcmbeHsanbaeriny

meTuncynbdokenai (25mn), Harpitu go Temneparty-
pu 80°C, nopuisimu obpobuTtn 22,4r kapboHaTy ue-
3ito0 (69Mmonb) i nepemiwaTn. Yepes 1rog BUnuMTH y
200mn poscony i Asidi ekctparysatn 150mn gietu-
noeoro egipy. O6'egHaTV ekCTpakTu i ABiYi NPOMUTK
200mn poscony, Bucywntn Hag MgSOgs i KOHUEHT-
pyBaTu nig BakyymoM 3 ofepxaHHaAM macna. Wna-
XOM xpomatorpadpiyHoro ouuieHHs (SiOz; 2,5%
po3umH EtOAc vy rekcaHi) ogepxytoTb 5,73r
(38MMmonb, 83%) HeobXxigHOT cnonykn y BUMMSAI Ma-
cna: 'H AMP (CDCls) 9,94 (s, 1H), 7,42-7,41 (m,
2H), 7,36-7,35 (m, 1H),7,16-7,13 (m, 1H), 4,10-4,04
(g, 2H), 1,64-1,40 (t, 3H).

Mpuknag 870

3-nponokcubeHsanbaeria

LlincoBy cnonyky ogepxanu 3a crnocobom, no-
pi6HUM Ao crocoby Mpuknaay 869: 'H SIMP (CDCls)
9,95 (s, 1H), 7,43-7,41 (m, 2H), 7,37-7,36 (m,
1H),7,17-7,14 (m, 1H), 9,98-3,95 (t, 2H), 1,84-1,79
(m, 2H), 1,05-1,02 (t, 3H).

Mpuknag 872

4-cpeHoKeun-1-meTun-2-HitpobeHson

3miwatn  deHinbopoHoBy  kmcnoty  (7,32r,
60mMmonb), 4-meTun-3-HiTpodeHin (4,5r, 30mmonb) i
Cu(oAC),-H,0O (6r, 30mmonb) y 30mn CH.Cl; i 06-
pobuTyn 6r 4A nopoLLKkonoaiBHMX MONEKYNSAPHNUX CUT.
Kpanns 3a «kpanneto pgopatu EtsN (15,18,
150mMmonb), | nepemillyBaT peakuiiHy cymiw npu
TemnepaTtypi HaBKONMULLHBLOrO CcepeaoBuLLa, BMNpO-
poBx 8 gHiB. Po3basutn 100mn CH2Cl,, npodinbT-
pyBaTtu Yepes Lwap UeniTy i KOHUEHTpyBaTh A0 CyXo-
CTi. Ounctntn XpomaTorpadyBaHHAM i3
3acTocyBaHHAM 2% po3unHy EtOAc y rekcaHi 3 oge-
pXXaHHAM HeoOXxigHOro NpoaykTy y BUrmsai macna
YKOBTOrO KOMNbOopy.

Mpuknag 873

6-cpeHokemn-1H-ingon

3miwatn  4-cpbeHoken-1-meTun-2-HitpobeHson
(6r, 26,2mmonb) Ta gumeTundopmMamigoumeTmna-
uyetans (15,6r, 131mmonk) y 60mn cyxoro gumeTu-
ndopmamigy i Harpisatu npu Temnepatypi 170°C
BnpogoBx 16rog. Oxonogutn OO KiMHaTHOI Temne-
paTtypu i KOHUEHTpyBaTM [0 CyxocCTi. Po3unHuTH
3anuuwok y 50mn EtOAc i rigporeHidyBatu i3 2r 5%
Pd/C Bnpogoex 3rog nig atMocepHUM TUCKOM.
MpocpinbTpyBaTH Yepes wap uenity i KOHUeHTpyBa-
TM 3 ogepxaHHaAM macna. OuucTuTn xpomarorpa-
dyBaHHAM i3 3acTocyBaHHsIM cymilli rekcaHy/EtoAC
3 OfdepXaHHsM  TBEpOOi  PEYOBUHM  XKOBTO-
OpyHaTHoro kombopy: ISMS 210 (M+1), 'H amP
(CDClI3) 8,08 (bs, 1H), 7,61-7,59 (m, 1H), 7,34-7,29
(m, 2H), 7,18-7,17 (m, 1H),7,18-7,0 (m, 4H), 6,92-
6,89 (m, 1H), 6,56-6,54 (m, 1H).

Mpuknag 874
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5-nipuanH-3-in-1-meTnn-2-HiTpo-6eH3on
LlinboBy cnonyky opepxanu 3a cnocobom, no-
[i6HMM o crnocoby Mpuknagy 872.

Mpuknag 875

5-(nipnguH-3-inokeun)-1H-iHgon

LlinboBy cnonyky ogepxanu 3a cnocobom, no-
AibHum go cnocoby [puknagy 873: ISMS 211
(M+1); C13H10N20-0,1H,0: obumcneHo: C, 73,64; H,
4,85; N, 13,21; BctaHoBneHo: C, 73,76; H, 4,80; N,
13,09.

Mpwuknag 877

N-2-(5-dpeHokemn-1H-ingon-3-in)-eTun)-3-
deHokcMbeH3nnamiH

O,
¥els

3miwatn 2-(5-deHokeun-1H-ingon-3-in)etnnamiy
(0,400r, 1,59mmonb),  3-dheHokcubeHsanbaerig
(0,377r, 1,90mMmonb) Ta MonekynspHi cuta 4A
(0,40r) i nepewmiwatn y metaHoni (15mn). Yepes
4rop BiOINbTPYBATM MONEKYNSAPHi cuTa i Aekinbka
pasis npomutn MeOH. o uboro posunHy MeOH
nopuismn gogatn NaBH,4 (61,5mr, 1,59Mmone), ne-
pemillyBaTh ogepxaHy Cymill nNpu KiMHaTHIn Temne-
patypi Bnpogosx 1roa. Buganutn MeOH nig Bakyy-
MOM, po3baButh 3anuwok cymiwwo CH,Cly/Bogw,
ekctparyBatn CH,Cl,, o6'egHaTn opraHiyHi wapwm i
Bucywmntn Hag NaSO,. KoHueHTpyBaTh pPO3YMHHMK
in vacuo. ounctntn Ha cunikareni (CH2Cl,/MeOH) 3
ofepXaHHAM BiNbHOT OCHOBW LiNbOBOI  CMOMYKMK.
34incHNUTN peakuilo BiNlbHOI OCHOBW i3 LLABMEBOIO
KMCNOTOK 3 oepXaHHAM coni: T.nn. 196-198°C; H
AMP (300MIy, DMSO-ds) 2,95-3,15 (m, 4H), 4,15
(s, 2H), 6,85-7,46 (m, 18H), 11,06 (br, 1H); mac-
CMEKTPOMETPIs 3 enekTpopo3nuneHHam m/e: 435,3
(M+1); HRMS (ES+) ob6umcneHo ansi CagH27N20-
(M+H) 435,2084 BcTtaHoBneHo 435,2073.

Mpuknag 878

Tpet-6yTnnoeuii edip (3-cpeHokcnbeHsun)-(2-
(5-deHokeun-1H-iHgon-3-in)-eTnn)-kapbamiHoBOI
KNCNoTn

3miwatn  (3-cdeHokcmbeH3nn)-(2-(5-dheHokeu-
1H-ingon-3-in)etun)amin ~ (0,96r, 2,2mMmMonb) Ta
NaOH (87,7mr, 2,2mMmonb) i po34mMHUTK y TeTparia-
podypaHi (10mn), nepemiwyBatn npu KiMHaTHIA
Temnepatypi BnpogoBx 15xB. [ogatu Au-tpet-
o6ytungunkap6orat (0,58r, 2,64mMMonb) y TeTparia-
pocbypaHi (10Mn) i nepemiwartun. Yepes 2rog posda-
BUTU peakuinHy cymill Boaoto, ekctparysatn EtOAc
(3x15mn), Bucywmntn Hag NapSO.. KoHueHTpyBatu
OpraHiYHU PO3YMHHUK Nif, BaKyyMOM 3 O,D,GP>K8HHF|M
uinLoBOi crnonykM y Bumgagi macna: H AMP
(300Mlu, CDCls) 1,36 (s, 9H), 2,85-2,91 (m, 2H),
3,89-3,65 (m, 2H), 4,26 (s, 1H), 4,39 (s, 1H) 6,83-
7,13 (m, 10H), 7,21-7,33 (m, 7H), 8,00 (s, 1H); mac-
CrekTpoMeTpis 3 enekTpoposnuneHHsM m/e 534,9
(M+1).

Mpuknag 879

N-meTtun-N-2-(5-peHokcun-1H-ingon-3-in)-eTun)-

I

N
H

76451
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3-tbeHokcMbeH3nnamiH

O
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MosinbHO aogatn 1,0M po3umH LiAlH, y TeTpa-
rigpodypaHi (5,5Mn, 5,5MmMonb) 4O pO34nHYy TpeT-
OyTunosoro edipy (3-cheHokcnbeHsun)-(2-(5-
deHokeun-1H-iHgon-3-in)eTun)kap6amiHOBOi KMCNOTH
(0,60r, 1,12mmonb) y 10mn cyxoro TeTparigpodypa-
Hy. licna gogaHHSA peakuiiHy cymill HarpiBatu 3i
3BOPOTHUM XONOAMIBHUKOM. Yepes 2rof oxonoanTu
00 KiMHaTHOI TemnepaTypu, LWBUAKO MNPUNUHUTK
peakuito obepexHum popaHHsaM 1,5mn  xonogHoil
Boau, notim 2N posunHy NaOH (1,0mn). MNpodinbT-
pyBaTW CYCNEH3il0 i MOBTOPHO MPOMUTU MPOCTUM
edipom, BUCYLIMTK OpraHivyHMiA po3dmH Hag NaxSO4
i KOHUEHTpyBaTH in vacuo. OuncTuT Ha cunikareni
i3 3actocyBaHHsM cymiwi CH2Clo/MeOH sk entoeHTy
3 OfepXaHHAM BiflbHOI OCHOBW LiSIbOBOI CMOMyKK 3
nofanbLUMM pearyBaHHsIM i3 LLIABMNEBOK KUCMOTOH 3
ogepxaHHam coni: T.nn. 174-175°C; H amp
(250MIy, DMSO-ds) 2,51(s, 3H), 3,00-3,13 (m, 4H),
4,15 (s, 2H), 6,81-7,03 (m, 7H), 7,11-7,42 (m, 11H),
11,05 (br, 1H); mac-cnekTpomeTpis 3 enekTpopos-
nuneHHam m/e: 449,1 (M+1-C,H,0.).

Mpwuknag 880

N-(2-(6-xnop-1H-ingon-3-in)etun)-(3-(2,2-
andTopeTokcn)beH3nn)amiH

f

N
H

Cl

N
H

3miwartn 2-(6-xnop-1H-iHaon-3-in)eTnnaminy ri-
apoxnopug (1,0r, 4,3mmons) Ta etungiizonponina-
MiH (900mkn, 5,2mmonb) y etaHoni (150mn), nepe-
MiWaT! Mpu KiMHaTHIW Temnepatypi, obpobutn 3-
(2,2-gudbTopeTokecn)beH3anbaeriaom (856w,
4,6mmonb) Ta 6e3BoaHUM cynbdaTtom Hatpito (12r) i
HarpiBaTh npu Temnepatypi 78°C BNpoOoBX HOMI.
OxonoauTtn 0o KiMHaTHOI TemnepaTtypu i npodinbT-
pyBatn. O6pobutn ogepxanHun oinbtpat Goporia-
puaom Hatpito (488mr, 12,9mmons) i nepemiliysaTtu
CYMilll MOMOYHO-6iNOro KOnbLOPY MpuU KIMHATHIN TeM-
nepaTtypi BNPOAOBX HO4i. Buganutn posymHHMK in
vVacuo, OYUCTUTW HEOYMLLEHUIA 3anuLIOK Ha cuiika-
reni 3 entotoBaHHaM 10% po34MHOM MeTaHony Yy
OMXNopMeTaHi 3 oaepXaHHsIM BiflbHOI OCHOBW  Li-
NbOBOI CMOMYKM Yy BUIMA4I Macna CBiTNO-XOBTOro
konbopy. Po3uuHMTM yacTuHy Mmacna (651wr,
1,78mmonb) y MetaHoni (15mn) i o6pobutn romo-
rEHHUM  PO3YMHOM  Xxnopuay  amoHito  (95wr,
1,78Mmonb) y metaHoni (3mn). O6pobutn oagepxa-
HWM PO34YMH ynbTpasBykoMm Brpoaosx 10xB nepepn
BMOAMNEHHSIM PO3YMHHMKA iN Vacuo 3 OAepXKaHHAM
TBEpOOi pevyoBMHU He 30BCiM Ginoro konbopy. Pos-
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TepTu 3 gieTunosuM ebipom i gekinbkoma Kpannsamu
aueToHiTpuny. MNpodineTpyBaTtn i BUCYWINTN ocag 3
ofepXaHHAM UiNboBOro rigpoxnopugy y Burnagi
TBEpAoi pe4voBuHM Ginoro koneopy: T.nn. 131,6-
133°C; 'H SIMP (400Mru, DMSO-de): 11,15 (br s,
1H), 9,50 (br s, 2H), 7,57 (d, 1H, J=8,8I"u), 7,39 (d,
1H, J=2,0l"y), 7,36 (t, 1H, J=8,2I'u), 7,32 (br s, 1H),
7,26 (d, 1H, J=2,0l"y), 7,17 (d, 1H, J=7,6lu), 7,04
(dd, 1H, J=7,8, 2,2I'u), 7,01 (dd, 1H, J=8,4, 2,0'y),
6,41 (tt, 1H, J=54,4, 3,4T'v), 4,32 (td, 2H, J=14,8,
3,6ly), 4,14 (br s, 2H), 3,11 (br s, 4H); MS (ES+):
m/e 365,3 (M+1), CHN (,D.J'Iﬂ C19H19F>CIN,O-HCI-0,3
H,0) o6uncneHo: C 56,11; H 5,11; N 6,89; BctaHOB-
nexo: C 56,03; H 4,95; N 7,18.

Mpuknag 881

N-meTtun-N-(2-(6-xnop-1H-ingon-3-in)etun)-3-
(2,2-gpudpTopeTokcun)6eH3unamiH

¢l THa
N F
] N
N F
H
3miwartum (2-(6-xnop-1H-iHgon-3-in)etnn)-(3-

(2,2-gudpTopeTokcun)6eH3un)amin (276w,
0,76mMonb) Ta dopmanbaeria (55,5mkn 38% Bopa-
HOro po3suduHy, 0,76MMonb) y auxnopetaHi (15mn) i
nepemillyBati npu KiMHaTHIn TemnepaTtypi BMpo-
aoex 10xB; gBoma nopuismun Bnpogosx 10xB goaa-
TM  TpuaueTtokcuboporigpng  Hatpito (321w,
1,51Mmonb) i nepemiwyBaT Npu KiMHaTHIA Temne-
paTypi BNPOAOBX HO4i Nepef po3baBneHHsM meTa-
Hormom (10Mmn) | LWBMAKAM MPUMUHEHHSM peakuii
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[OoOaHHAM OfHIel Kpanni NboAAHOT OLTOBOT KUCIOTU.
BuganuTn po3ymHHKK in vacuo, NOBTOPHO PO3YMHU-
TW HEOYNMLLEHUI 3amnULLOK y MeTaHoni i 6e3anocepe-
HbOo BHecTu Ao 10r konoHku SCX. lMicns petensHoro
NPOMMUBAHHS METaHOMOM, enoBaTh KOMoHKy 2N
PO34YMHOM aMiaky y MeTaHoni. KoHueHTpyBaTu ento-
€HT in vacuo 3 ofep)KaHHAM BiflbHOI OCHOBU LiNbo-
BOI CMOMYKM Yy BUrMSAI Macra COMNoM'ssHOrO KOnbopy.
Po3unHuth BinbHYy ocHoBy (239wmr, 0,64mMmonb) y
meTaHoni (20mn) i o6pobutn po3umMHOM Xnopuagy
amoHito (36mr, 0,67mMMonb) y metaHoni (5mn). O6-
pobuTn cymiw ynbTpa3ssykom Bnpoaosx 10xB nepeq
BMAANEHHSAM PO3YMHHMKA iN vacuo 3 ofepXaHHsaM
XINOPUCTOBOAHEBOI COMi y BUrMSA4I NUMKOro macna
XKOBTOrO KOnbopy. Po3unHuty macno y 10mn cymilwi
(1:1) aueToHiTpuny-Boam i niodinisyBatun BNpPOAOBX
HOui 3 oepXXaHHAM MyXKOoi TBEpPAOi pevoBUHM Binoro
Konbopy; 3miwatn 3 gietunosum edpipom (10mn) Ta
aueToHiTpunom (2 kpanni). MpodinbTpyBaTh i BUCY-
LINTW OAEpXaHW ocaj 3 OAepXaHHAM Tiapoxrnopu-
oy y surnagi amopdHoi TBepaoi pevoBuHU Binoro
Koneopy: T.nn.. 63,8-65,8°C; 'Hoamp (400Mru,
DMSO-ds): 11,10 (br s, 1H), 7,52 (d, 1H, J=8,4T"u)
7,36 (d, 1H, J=2,0lu), 7,40-7,26 (m, 2H), 7,22 (d,
1H, J=2,4I"y), 7,20-7,11 (m, 1H), 7,04 (br d, 1H,
J=7,6l'y), 6,96 (dd, 1H, J=8,6, 1,4I'y), 6,38 (tt, 1H,
J=54,4, 3,6l'y), 4,50-4,02 (br m, 2H), 4,30 (td, 2H,
J=14,4, 3,2l'y), 3,15 (br s, 4H), 2,68 (br s, 3H); MS
(ESH+): mle 378,9 (M+1); CHN (ana
C20H21C|F2N20'HC|'0,7H20) obyucneHo: C 56,14, H
5,51, N 6,55; BctaHoBneHo: C 55,72, H 5,32, N 7,07.

3a cnocobom MMpuknagy 319 opepxanu Taki
crnonykun, BuAineHi y surnggiokcanaTy, 3a BUKIO-
YEHHSIM NO3Ha4YeHOro:

[aHi

T.nn. 208,5-210,0°C; "H AMP (400MIu, DMSO-ds): 11,79 (br s, 1H), 9,21
(brs, 2H), 7,39 (t, 1H, J=7,8l'uy), 7,32 (d, 1H, J=2,0l"y) 7,30 (s, 1H), 7,18
(d, 1H, J=8,0ru), 7,11 (dd, 1H, J=2,6, 8,2l'u), 6,85-6,91 (m, 1H), 6,67
6,73 (m, 1H), 4,77 (q, 2H, J=8,8I'y), 4,16 (s, 4H), 3,12-3,16 (m, 4H), MS
(APCI): mJe 385,1 (M+l), CHN (gns Ci9H17FsN20O-1HCI) o6uucnero: C
54,23, H 4,31, N 6,66; BctaHoBneHo: C 54,20, H 4,30, N 6,66,

T.nn. 107,2-108,2°C; "H AMP (400MIL, DMSO-ds): 11,92 (br s, 1H), 7,32
(s, 2H), 6,95-6,99 (m, 2H), 6,87 (dd, 1H, J=2,4, 8,0l'u) 4,68 (g, 2H,
J=8,8I'y), 3,70 (s, 2H), 2,88 (t, 2H, J=7,2l'y) 2,75 (t, 2H, J=7,2I'y), MS
(ES+): m/e 421,1 (M+1), CHN (ans CigH15F7N2O-1HCI-0,20H,0) 06umcH
neHo: C 53,83, H 3,66, N 6,61; sBctaHoBneHo: C 53,75, H 3,33, N 6,54

T.nn. 171,8-173,0°C; *H AMP (400Mly, DMSO-de): 11,80 (br s, 1H), 9,21
(s, 2H), 7,39 (t, 1H, J=8,0l'y), 7,30-7,33 (m, 2H), 7,18 (d, 1H, J=7,6I"L),
7,10 (dd, 1H, J=2,4, 8,0l"u), 6,85-6,91 (m, 1H), 6,54-6,83 (m, 2H), 4,60 (t,
2H, J=13,6l'y), 4,16 (s, 2H), 3,16 (s, 4H), MS (APCI): m/e 417,1 (M+1),
CHN (,EI,J'IFI ConmFeNzO"]HC|'0,25H20) obuncneHo: C 52,53, H 4,30, N
6,13; BctaHoBneHo: C 52,75, H 4,24, N 5,76

Ne Z' R4
2,2,2-
883 | 4,7-pucptop TpudbTopeTUn
4,5,6,7- 2,2,2-
884
TeTpadTOp TpudTopeTun
2,2,3,3-
885 | 4,7-pupTop TeTpadTopnponin
4,5,6,7- 2,2,3,3-
886 .
TeTpadTop [TeTpadTopnponin

T.nM. 262,5-263,8°C; 'H SAMP (400Mr 1y, DMSO-ds): 12,16 (br s, 1H), 9,43
(s, 2H), 7,44 (d, 1H, J=2,0ru), 7,34-7,40 (m, 2H) 7,19-7,21(d, 1H,
J=3,6Tw) , 7,08-7,10 (dd, 1H, J=2,0, 8,0Tw), 6,69 (tt, 1H, J=5,2, 52,0L)
4,59 (t, 2H, J=13,4Tw), 4,15 (s, 2H), 3,16 (s, 4H), MS (APCI): m/e 453,1
(M+)), CHN (ansi CaoH16FsN,O-1HCI-0,10H,0) obumcneto: C 48,96, H
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3,53, N 5,71; BctaHoBneHo: C 48,74, H 3,33, N 5,61

7- 2,2,2-

887 TpudpTOopMETUR| TpUdTOPETUN

T.nn. 173,8-175,6°C, "H AMP (400MI1, DMSO-ds): 11,36 (br s, 1H), 9,07
(brs, 1H), 7,87 (d, 1H, J=7,6l'u), 7,45 (d, 1H, J=7,6l'y) 7,38-7,42 (m, 1H),
7,36 (d, 1H, J=2,4'y), 7,28-7,29 (m, 2H), 7,16-7,29 (m, 2H) 7,11 (dd, 1H,
J=2,0, 8,0lu), 4,77 (q, 2H, J=8,8I'u), 4,15 (s, 2H), 3,12-3,16 (m, 4H), MS
(APCI): m/e 417,1 (M+1), CHN (ansa CzoH1sFsN20-1HCI-0,20H20) 064mcH
neHo: C 52,63, H 4,28, N 6,14; sBctaHoBneHo: C 52,56, H 4,05, N 5,79

7- 2,2,3,3-

888 .
TpudpTopMeTUn[reTpachTopnponin

T.nn. 154,0-155,8°C; "H AMP (400MrL, DMSO-ds): 11,35 (br s, 1H), 9,51
(br's, 2H), 7,91 (d, 1H, J=8,0l"y), 7,36-7,45 (m, 4H) 7,22 (d, 1H, J=8,0I")
717 (t, 1H, J=7,6l'y), 7,09 (dd, 1H, J=2,2, 8,0l'y), 6,69 (tt, 1H, J=5,2,
52,0lu), 4,60 (t, 2H, J=13,6'y), 4,15 (s, 2H), 3,13-3,20 (m, 4H), MS
(ES+): mJe 449,0 (M+1), CHN (gnst Cz1H19F7N20O-1HCI-0,10H,0) 064mc-
nexo: C 51,83, H 4,18, N 5,76; sctaHoBneHo: C 51,54, H 3,97, N 5,68

2,2,2-

889 7-HITPO TpudbTOpeTUn

T.nn. 133,0-134,8°C; 'H AMP (400Mly, DMSO-ds): 11,81 (s, 1H), 9,46
(br s, 2H) 8,14 (d, 1H, J=8,0l'y), 8,11 (d, 1H, J=8,0l"y) 7,45 (d, 1H,
J=2,0rry) 7,39 (t, 1H, J=8,0l"y), 7,36-7,37 (m, 1H), 7,25 (t, 1H, J=8,0lu),
7,21 (d, 1H, J=8,0l"u), 7,10 (dd, 1H, J=2,0, 8,0l'y), 4,78 (q, 2H, J=8,8I'w),
4,15 (s, 2H), 3,12-3,24 (m, 4H), MS (APCI): m/e 394,1 (M+1), CHN (gns
Ci9H18F3N303:1HCI-0,80H,0) o6umcneno: C 51,37, H 4,67, N 9,46; BcTa
HoBneHo: C 51,02, H 4,43, N 10,19

2,2,3,3-

890 7-HITPO TeTpadTopnponin

7.nn. 175,0-176,8°C; "H AMP (400MI1, DMSO-ds): 11,81 (br s, 1H), 9,32
(br s, 2H), 8,13 (d, 1H, J=8,0ru), 8,11 (d, 1H, J=8,0l'u) 7,45 (d, 1H,
J=2,0ru) 7,39 (t, 1H, J=8,0ly), 7,31-7,32 (m, 1H), 7,25 (t, 1H, J=8,0lu),
7,20 (d, 1H, J=7,6l'y), 7,10 (dd, 1H, J=2,4, 8,4T'u), 6,69 (tt, 1H, J=5,2,
52,0ly), 4,60 (t, 2H, J=13,2l'u), 4,16 (s, 2H), 3,18 (s, 4H), MS (APCI):
m/e 426,1 (M+1), CHN (ansa CzoH19F4N303-1HCI-0,90H,0) o64mcneHo: C

50,25, H 4,60, N 8,79; BctaHoBneHo: C 49,98, H 4,38, N 9,47

Mpuknag 892

2-(7-tpucptopmeTnn-1H-iHgon-3-in)-eTunamiH

3miwaTtn y 500mMn kpyrnoaoHHin konbi, cnops-
[KEHin MarHiTHO Millankoto, (2-
TpudbTopMeTunderin)rigpasvt (5,0r, 28,4mmornb) Ta
4-amiHOOyTMpanbaerigoumeTnnaleTanb (4,54r,
34,1mMmonb) i nepemiwartn. Yepe3 5xB MOBINbHO
pogatn 1N posumH HCI (200mn) i HarpiBaTh peak-
LirHy cymiw npu TemnepaTypi 85°C Bnpogosx 2roa
3 OfEPXaHHAM PO34MHY OpPaHXEeBO-4YEPBOHOIO KO-
neopy. Migsnwmtn Temnepatypy Ao 100°C Ha 10xB i
oXonoauMTn Ao KiMHaTHOI TemnepaTtypu. Bunutn
peakuiiHy cymilw Ha nif i nepemiwysaTt BNpoaoBX
10xB i3 noganbwum goseaeHHsM pH go pieHa 10
3a JonomMorot rigpokcmay amonito. Ekctparysatu
CyMilLl MeTUNEHXMOpUAOM, ob'eaHaTV opraHiyHi a-
31, BUCYLLUMTWN Haa cynbaToM HaTpilo i KOHUEHTpPY-
BaTW in vacuo 3 ofep)XaHHsIM Macna TEMHOro opaH-
XeBo-bpyHaTHoro KOnbopy. Ounctutn Ha
yMNakoBaHiln cunikarenesin KOMoHui, 06pobneHin
rekcaMmeTunamncunasaHoM, i3 3aCTOCyBaHHAM CTyni-
HyacToro rpagieHTy (9%-17% po3unH MeTaHomny y
MEeTUINEHXNopuai) 3 ofepXaHHAM 4YMCTOI LinboBOi
CMonyKkn y BUrMsAi Macna opaHXeBoro Konbopy: H
AMP (400MI'y, DMSO-dg): 11,18 (br s, 1H), 7,82 (d,
1H, J=7,6l"u), 7,40 (d, 1H, J=7,2I'y), 7,24 (d, 1H,
J=2,0ly), 7,13 (t, 1H, J=7,6l'u) 2,76-2,83 (m, 4H),
MS (APCI): m/e 229,0 (M+1), 212,0 (M-NH).

Mpuknag 893

(7-HiTpO-1H-iHOON-3-in)-aueToHiTpUn

B 130mn nbopgsiHOi ouTtoBOi kucnotn y 500mn
KPYrMOAOHHIN konbi, CNOpsSmKeHii MarHiTHOW Milla-
TIKOO, PO3YMHUTK 7-HiTpoiHaon (4,55r, 28,1Mmonb) i
HarpiTu go Temnepatypu 70°C. Jogatn aumeTtunme-
TuneHamoHilo noama (cinb EwweHmosepa) i nepemi-
wysatn cymiw npu Temnepatypi 70°C. Yepes 45xB
OXONOANTU peakLiiHy CyMill, | BUAANUTN PO3YUHHUK
in vacuo 3 ogepXXaHHAM HeouYMLEHOI TBEPOOi peyo-

BMHWU XOBTOro Komnbopy. O6pobutn HeouumLieHWi
maTepian 200 mMn rigpokcuay amoHilo i ekcTparysaTiu
eTunauetatoMm. O6'egHaTn opraHivHi basu, BuUCY-
LWNTW Hap cynbaToM MarHito i KOHUEHTpyBaTu in
vacuo 3 ogepXaHHAM MPOMDKHOI CMOMNyKN amiHy Y
BUrMsSAi TBEPAOI KPUCTAniyHOI PEYOBUMHM KOBTOMO
Konbopy. HeramHo poO3YUMHUTU MNPOMIKHY XiMiYHY
cnonyky y 200mn gumeTtuncynbsdokcugy, o6poduTn
MeTunnoamnaom (4,55mn, 56,2mmons) i nepemiwlysa-
TV BNPOAOBX HOYi NpW KiMHaTHIN TemnepaTypi. Jo-
natwn uianig kanito (18,30r, 281mmons) Ta 18-kpayH-
6 (226wmr), i nepemilyBaTh Cymil npyu Temneparypi
50°C BnpogoBx 25xB. Bunutn ogepxaHy CycneHsito
OpyHaTHO-XXOBTOrO KOMbOPY Ha nia, nepemiwysBaTu
BnpogoBX 10xB, HacuUTUTU XnNopuaom HaTpilo Ta
ekcTparyBatn etunauetatoM. [lpomutn o6'egHaHi
€KCTpaKT! OdWH pa3 BoAOH, ABi4i po3conom, BUCY-
WMTU Hag cynbaTom HaTPilo i KOHUEHTpyBaTK in
vacuo 3 odepKaHHAM UinbOoBOi CMOMyku y BUMMSAAI
TBEPAOI PEYOBUHW XOBTO-OpyHaTHOro koneopy. [lo-
[aTKOBE OYMLIEHHs Gyno HenoTpibHMM. 'H amP
(400Mly, DMSO-dg): 11,92 (br s, 1H) 8,14 (d, 1H,
J=8,0lu), 8,12 (d, 1H, J=8,0ru) 7,53 (d, 1H,
J=2,0lu) 7,31 (t, 1H, J=8,0ly), 4,16 (s, 2H), MS
(ES-): m/e 200,0 (M-1).

Mpuknag 894

2-(7-HiTpo-1H-iHaon-3-in)eTnnamiu

Y 500Mn KpyrnogoHHin konbi, CnopsimKeHin ma-
FHITHOK MilLIANKOK Ta BXiAHUM OTBOPOM Ans niaBe-
OEHHSA a30Ty, po3unHuTU (7-HiTpo-1H-iHOoon-3-in)-
aueToHiTpun (5,27r, 26mmonb) y 6e3BogHOMY TeT-
parigpodypaHi (150mn). O6pobuTtu po3yunH 1M pos-
ynHom BHs y TetparigpodypaHi (55mn, 55mmornb) i
nepeMiwyBatv npu KiMHaTHIn Temnepatypi. Yepes
20roa WBWMAKO NPUMUHUTM peakuito Lnsixom obepe-
XKHOTO AO0AaHHSA Kparnns 3a Kpanmnew XonoaHoi Boau
(9mn), i nepemiwyBaT 4O NPUNMHEHHS NiHO- Ta ra-
30YTBOPEHHS. KOHUEHTpyBaT Cymill OO CYXOCTi in
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vacuo. noBTOpHO po3unHuTM y 1N posumHi HCI
(300mn) i ekcTparyBaTv eTunauetartom. MiaBuwmutn
OCHOBHICTb BOoAHOI ¢ha3n 3a gornomMoro SN po3unHy
NaOH i ekctparyBatn etunauetatom. O6'egHaTtu
eTunaueTaTHi eKCTpaKTUu, BUCYLLUTY Had CcyrnbgaToM
HaTpilo i KOHLEHTpyBaTW in vacuo 3 ogepXXaHHAM
LiNbOBOI CMONYKW Y BUIMAAi TBEPAOI PEYOBUHM Opa-
HXeBO-6pyHaTHOro kombopy: "H HAMP  (400Mry,
DMSO-deg): 11,66 (br s, 1H) 8,07 (t, 2H, J=7,6l'L),
7,32 (s, 1H), 7,20 (t, 1H, J=8,0l"y) 2,79-2,83 (m, 4H),
MS (APCI):m/e 189,0 (M-NH>).

Mpuknag 895

N-(2-(6-dTOop-1H-iHgon-3-in)etun)-4-cdTop-3-
deHokcn-6eH3unamiH

FQLJ/»“\/@[:@

ligpoxnopua UinboBOi CNONyKM OAEpXylTb 3a
cnocobom [Mpuknagy 340: T1.nn. 173-175°C; MS
(m/e): 379 (M+1), 377 (M-1); aHnani3a pang
Co3H20F2N>,O-HCI: obuucneHo: C, 66,59; H, 5,10; N,
6,75, BcTaHoBneHo: C, 66,39; H, 5,05; N, 6,57.

Mpuknag 896

N-(2-(6-dTOp-1H-iHgon-3-in)eTun)-3-
deHokcMbeH3nnamiH

FQ:ITJ\/@C,@

ligpoxnopma UinbOBOI CRONYKN OOEpXylTb 3a
cnocobom [Mpuknagy 340: T1.nn. 196-199°C; MS
(m/e): 361 (M+1), 359 (M-1); aHnania pang
Co3H2:FN,O-HCI: obuncneno: C, 69,60; H, 5,59; N,
7,06, BctaHoBneHo: C, 69,23; H, 5,58; N, 7,00.

Mpuknag 897

4-¢pTop-1-meTnn-3-eHoKCUBEH301

Kpanna 3a kpannewo pJogatn TpueTunamiH
(28,6mn, 205mMmonb) go  cymiwi  2-dpTop-5-
meTtundeHon (5,18r, 41,1mmons), auetaty Mmigi (Il)
(7,46r, 41,1mmonb), peHINGopoHOBOI  KMCHOTK
(10,0r, 82,1MMorb), nopolukonodibHux 4A cut (7r)
Ta Metunenxnopvay (400mn). [lMepewmiwatn npu
TemnepaTtypi HaBKONMMLIHLOTO cepepoBuwia. Yepes
22rof npoinbTpyBaTh i KOHUEHTpyBaTN inbTpar.
OumncTuTK 3anMok xpomaTorpadyBaHHAM Ha Ccuni-
kareni (50% posynMH MeTuneHxnopugy y rekcaHi),
KOHLUEHTPYBaTK i 3HOBY O4YMCTUTM XpomaTtorpady-
BaHHAM Ha cunikareni (100% rekcaH) 3 ogepXaHHam
2,4r (29%) uinboBoi cnonykn: MS (m/e): 202 (M™).

Mpuknag 898

4-¢pTop-3-theHokcnbeHsanbaerig

3miwatn  4-¢prop-1-meTnn-3-gpeHoKCubeH30r
(2,43r, 12,0mmonb), N-6pomcykumHimia  (4,92r,
27,6mMMonb), 6eH3oinnepokcua (408mr, 1,68MMonb)
Ta TeTpaxnopug yrneuto (55mn). Harpisatu cymiw
3i 3BOPOTHUM XONOAMITbHMKOM BMPOJOBX 6,5ron i
oxonoauTtn go Temnepatypu 0°C BnpogoBx 64roa.
BigdinbTpyBaTtn TBEpai peyoBMHMU i KOHUEHTpyBaTh
dinbTpaT. PO3YMHUTU 3anuoK Yy XNopodopmi i
NpoOMUTM pO34YMHOM KapboHaTy HaTpilo, oxonomxe-
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HAM OO TemnepaTypu TaHeHHs nbogy. Bucywwntu
PO34YMH XropodopMy Had cynbgaTom HaTpito, Npo-
inbTpyBaTN | KOHUEHTPYBATU Mig 3HMKEHUM TUC-
KOM. PO34vMHUTM 3anuwiok y aueToHiTpuni (50mn) i
gogatu 4-meTnnmopdoniH-4-okeua (4,6r,
39,1MMmonb) Ta nopolikonoai6Hi 4A cuta (200mr).
MepewmiwyBaT npu TemnepaTypi HaBKOMMULLHBbOIO
cepeposuwa BnpogoBx 20rog, npodinbTpyBatn i
KOHuUeHTpyBaTu. Ounctntn XxpomaTorpadyBaHHsAM
Ha cunikareni (5%, 30% eTunaueTat/rekcaH) 3 oge-
pxaHHsaM 220mr (8%) uinbosoi cnonyku: MS (m/e):
216 (M").

Mpuknag 899

7-bTOpTPUNTaMIH

3miaTu anomorigpug, niTito (12,8r;
336,1Mmonb) i 6e3BogHuIn TeTparigpodypaH, Lo
Mae Temnepartypy TaHeHHs nboay (160mn). Hacnig-
KOM OXOSOPKEHHS € €K30TepMiYHA peakLis OO0 TeM-
nepatypu 0°C. Kpanns 3a kpanneto goaaTtv po3yuH
7-pTOp-3-(2-HiTpoBIHIn)-1H-iHaony (11,55r,
56,0mmonb) y 6e3BogHOMy  TeTparigpodypaHi
(200mn). Yepes 30xB HarpiT OO TemnepaTypu Ha-
BKOIMULLHBLOIO cepefoBulia. Yepes 4roq 0xXonoguTu
no temnepatypu 0°C i kpannsa 3a kpanneto goaatu
Hacu4eHnn po3umnH cynbdaty Hatpito (35mn). Bio-
inbTpyBaTN TBEPAOI PEYOBUHM i MPOMUTK TeTparia-
podypaHoMm i eTunauetaTom. KoHueHTpyBaTh (inb-
TpaT i PO3YMHUTW 3anuLIOK Yy MeTUneHxnopuai.
MpocinbTpyBaTN OCaj 3 oaepxaHHam 1,26r npoay-
KTy Yy BUIMSAi kpuctanis 6pyHaTHOro konbopy. KoH-
LeHTpyBaTK QinbTpar i xpomaTtorpadysaTtu Ha cuni-
kareni 3 entoioBaHHAM 5%, 7%, 10% 2N po3unHy
amiaky y MeTaHoni/MeTuneHxnopuai 3 ogepxaHHAM
npoaykty: MS (m/e): 179 (M+1), 177 (M-1); anani3
ana CioH11FNo: obuncneHno: C, 67,40; H, 6,22; N,
15,72, BctaHoBneHo: C, 67,06; H, 6,11; N, 15,48.

Mpuknag 900

3-(2-HiTpoBIHIN)-6-MeTaHcynbdoHIN-1H-iHaonN

3wmiwartn 1-AMMeTnnamiHoO-2-HITpoeTUIeH
(892,1wmr, 7,68mmonb) Ta TpMATOPOLTOBY KUCIOTY
(9,0mn) i nepemiwyBaT O po34nHeHHs. Jogatu 6-
meTaHcynbdoHin-1H-ivgon (1,5r, 7,68mmons) i ne-
pemiwyBaT Npu TemnepaTypi HaBKOMMULLUHBOIO ce-
penosuwa. Yepes 24rog BUNUTY peakuinHy cymiwl y
CyMiLl BOAM Ta NboAy, eKcTparyBaty eTunayeraTom,
noTiM MPOMWUTU eTunaueTaT po3COfioM Ta Hacuye-
HUM po34uHoM BikapboHaTy HaTpito. [NpodineTpyBa-
TW, MPOMUTY | BUCYLUUTK OCaf 3 OAEPXKaHHSAM Linbo-
BOI CMOMNyKW Yy BUIMSAAI MOPOLLKY XOBTOrO KOMbOpY:
T.nn. >250°C. MS (ACPI): m/e 267,0 (M+1). AHani3
ansa C11H10N204S: obuucneHo: C, 49,62; H, 3,79; N,
10,52; BctaHoBneHo: C, 49,86; H, 3,97; N, 10,25.

Mpuknag 901

3-(2-HiTpoBIHIN)-6-6eH3oncynbdoHin-1H-ingon

3wmiwartn 1-AMMeTnnamiHoO-2-HITpoeTUIeH
(676,9vr, 5,83mmonb) Ta TpMATOPOLTOBY KUCIOTY
(9,0mn) i nepemiwyBaT O po34MHEHHs. JogaTn 6-
6eHsoncynbdoHin-1H-ivgon (1,5r, 5,83mmonb) i
nepemillyBat npu TemnepaTtypi HaBKOMMULLIHbOMO
cepegosuLa. Yepes 24rog BUNUTY peakuinHy cymiLu
00 cymiwi Boam Ta nboay i gosectn go pH 8. MNicns
nepemillyBaHHs BiadineTpyBatM ocag, MNpoMUTK
BOZOH0 i BUCYLLUTYW 3 OOEPXKaHHAM LiNbOBOI CMOMyKM
Yy BUMMSAi NOPOLLIKY XOBTOro Konbopy: T.na. 110°C, 3
posknagom. MS (ACPI): m/e 329,0 (M+1). Ananis
ansa CigH12N204S: obumncneHo: C, 58,53; H, 3,68; N,
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8,53; BcTaHoBneHo: C, 58,54; H, 3,83; N, 7,85.

Mpuknag 902

Okcanat  (3-cpeHokcnbeH3un)-(2-nipugnH-2-in-
eTun)amiHy

3miwatn  2-nipuaunH-2-inetnnamii - (Aldrich,
0,36mn, 3,0mmornb), 3-cbeHokcmbeH3anbaerig
(Aldrich, 0,58mn, 3,66MmMonb), 3A MonekynspHi cuta
(0,5r) Ta metaron (30mn) i HarpiBaTh 3i 3BOPOTHUM
XonoauneHNUKOM BNpoaoBX 4rod. Bigdinetpysatu
MonekynsipHi cuta. lNoBinbHO popatu Goporigpua
HaTpito (0,35r, 9,0MMonb) i NnepemilyBaTh peakuin-
Hy Cymiw npu KiMHaTHIN TemnepaTypi. Yepes 1rog
KOHLEHTPYBaTK peakuinHy CyMill, pO3YMHUTK 3anu-
wok y cymiwi 1N po3unHy NaOH Ta meTuneHxnopu-
Ay i ekcTparyBaTu Cymiw meTtuneHxnopvaom. po-
MUTW  OpraHiYHWI EeKCTpaKT BOAOK, BUCYLLUTMK
(NazSOg4) i KOHUEeHTpyBaTM 3 odepXaHHAM Macna
6nipo-xoBToro konbopy. OgepxaTu cinb 3a 4oNoMo-
roto LLaBNeBol KMCNOTU i KpucTanisyBaTu 3 eTunaue-
TaTy 3 odepXaHHAM TBepAoi peyvoBuHW Binoro Ko-
neopy: T.nn.=183-185°C; mac-cnekTpomeTpis: ioHK
npu 305,2.

Mpuknag 903

(3-[1,3]miokconaH-2-in-deHin)-nipuanH-2-inami

3miwartn 2-amiHonipuguH (8,25r, 95mmons), 2-
(3-6pomdpenin)-[1,3]giokconan (13,8mn, 90Mmonb),
TpeT-b6yTokemna Hatpito (12,2r, 126mmonb), BINAP
(2,2'-6ic(andeHindocdin)-1,1'-6inacdpbtiin)  (210wmr,
0,62mmoneb), Pdz(dbu)s (630mr, 0,21MMonb) Ta To-
nyon (100mn) i HarpiBaTh 3i 3BOPOTHUM XONOAWMb-
HUkoM BripogoBx 48rog. OxonoguTn peakuiiHy cy-
Mill A0 KIMHATHOI TemnepaTypu, PO3YMHUTM Y
npocTtoMy edipi, NPodinNbTPyBaTU i KOHUEHTPYBaATU
ogepXaHun po3dnH. OuucTuTM Wnsaxom cneww-
xpomatorpadyBaHHs (rekcaH/EtOAc (8,5:1,5), noTtim
rekcaH/EtOAc (7:3)) 3 ogepXaHHAM UinNbOBOI crnony-
KW'y BUrNSAAi Macra >XOBTOro KOnbopy.

Mpuknag 904
3-(nipuanH-2-inamiHo)-6eH3anbaeria
Po3unHntn (3-[1,3]miokconaH-2-in-

deHin)nipugnH-2-in-amin - (10,32r, 42,6mmonb) vy
TeTparigpodypaHi (150mn). Jopatu KOHUEHTpoBa-
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HUA po3umH HCI (37,5Mn) i nepemiwyBatn po3yuH
npy KiMHaTHIN TemnepaTypi BNPoAoBX Hodi. KoHue-
HTpPYBaTW peakLuinHy cymill, obpobutn Bogok i ekc-
TparyBatn CH,Cl,. MNMpomutn opraHiyHUM ekcTpakT
Boaoto, Bucywntn (Na,SO,) i KoHUeHTpyBaTu 3 oae-
PXXaHHAM HeouuLeHoro npoaykTy. OuucTuTu Wns-
xoMm  chnew-xpomaTorpadyBaHHsa  (rekcaH/EtOAc
(7:3)) 3 ogepaHHAM UINbOBOiI CMOMNyKM y BUrMAgi
TBEPAOi PEYOBUHM XOBTOTO KOSbOPY.

Mpuknag 905

N-(3-(2-(6-xnop-1H-iHgon-3-in)eTun)-3-(nipna-2-
inamiHo)6eH3nnamiH

H

3miwatn 6-xnoptpunTtamid (0,22r, 1,1MMmonb),
3-(nipnguH-2-in-amiHo)6eH3anbaerig (0,22r,
1,1mmons), 3A monekynspHi cuta (0,5r) Ta MeTaHon
(25mn) i HarpiBaTM 3i 3BOPOTHUMM XOJOAMITBHUKOM
BNpoaoBX 4roa. BiadinbTpyBatn MonekynsapHi cuta.
MosinbHO popatv  Goporigpua Hatpito (0,16,
3,3Mmorb), i nepemilyBatu peakuinHy cymiwl npu
KiMHaTHI TemnepaTypi. Yepes 1roa KOHUEHTpyBaTK
peakuiiHy CyMill, PO34YMHUTU 3anuwiok y cymiwi 1N
po3unHy NaOH Ta meTuneHxnopuay, i ekctparysaTtu
cymiw MeTuneHxnopugom. [MpomuTn opraHivyHun
ekcTpakT Bogot, Bucywntn (NaxSOa) i KOHLEHTpY-
BaTW 3 OfepXaHHAM HeounLweHoro npoaykry. Ounc-
o LUMSAXOM dnew-xpomartorpadyBaHHs
(EtOAc/MeOH (9:1) 3 2% KOHUEHTPOBaHUM pPO34u-
Hom NH,OH) 3 ogepxaHHAM HeoOXigHOro NpoayKTy
y Burnsai 6esbapsHoro macna. Ogepxatu gurigpo-
xnopua i kpuctanisyatn 3 EtOAc 3 opepkaHHAM
HeoOxigHoro npopgykty: T.nn.=164-166°C; mac-
CNeKTpoMeTpis: ioHn npu 377,1.

HaBepeHi gani cnonyku ogepxanu crnocobom,
noaibHum po cnocoby Mpuknagy 673:

R/\/“\D\O’R4

No: R1 R4 ,D,aHi
906 nipnag-2-in deHin LC Metog 3: Rf 2,83xB npu 54/220Hm; m/e 305,0 (M+1)
907 TieH-2-in deHin LC Metoga 3: Rf 4,00xB npu 254/220um; m/e 3309,9 (M+1)

HasepgeHi gani cnonyku ogepxanu cnocodom, nogidHum go cnocoby MNpuknaay 673:

Ne Z' R4 [ani
908 3-Br nponin LC Metoga 3: Rf 4,48xB npu 254/220um; m/e 349,9 (M+1)
. MS=362 (m+1), IR; 1718,51, 1584,26, 1489,84, 1445,78, 1285,67,
908a 3-COOCHs3 doeHin 125307, 1199 51cm™*

HaBepeHi gani cnonyku ogepxanu cnocobom, noaibHum o cnocoby Mpuknagy 665:
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No Z' R» [aHi
909 H isonponin LC Metog 3: Rf 5,43xB npun 254/220um; m/e 385,0 (M+1)
910 METOKCU MeTun LC Metop 2: Rf 4,86xB npu 254/220um; m/e 385,0 (M+1)

3a cnocobom [lMpuknagy 221 ogepxanu Taki Cronykv, BUAINEHI y BUrNAAi Manearty, 3a BUKIMIOYEHHAM Mo3Ha-

YeHoro:

2z

ZT

No z" R4

[aHi

911 3-xnop 2-bTOpOEH3NN

LC Metog 3: Rf 4,61xB npu 254/220um; m/e 369,9(M+1)

912 3-xnop 4-cbTopbeH3un

LC Metog 3: Rf 4,62xB npu 254/2201m; m/e 369,9 (M+1)

913 3-xnop

2,3-andptopbenann | LC Metog 3: Rf 4,76x8 npu 254/220Hm; m/e 387,9 (M+1)

Mpuknag 914

3-NPONOKCMBEH30HITPUI

3miwatn  3-rigpokcnbeHsoHiTpun  (11,052r;
92,8mMMonb), n-nponinbpomig (24,4r; 198mmonb) Ta
kapboHat kanito (38,65r; 280mMmonb) y 2-6yTaHOHI
(175mn) i HarpiBaTh 3i 3BOPOTHUM XONOAUMBLHUKOM.
Yepes 17rog OXONOAUTY peakuinHy cyMiw A0 KiMHa-
THOI TemnepaTypu, 3MMTU PO3YMH i KOHLEHTPYyBaTK
Ha POTOPHOMY BWNapHUKY. Po3noinMTn 3anuwiok
Mix gietunosum edbipom (150mn) i Bogoro (150mn),
BiJOKPEMUTU LIapK i ekcTparyBaT BOAHUN Wwap gie-
Tunosum edpipom (2x100mn). O6'egHaTy opraHiyHi
wapwn i npomutn Bogow, 1N posumHom NaOH, Bo-
aoto, Bucywntn Hag MgSO, i koHueHTpyBaTu. Ouc-
TUMIOBATK 3anuvLIOK 3 O4epXXaHHAM LinboBOi  Cno-
nyKK.

Mpuknag 915

lgpoxnopug 3-nponokcubeHsinamiHy

3miwartn 100mn antomorigpugy niTito (1M pos-
4YnH y TeTparigpodypaHi) Ta 50mn TeTparigpodypa-
Hy | Kpanns 3a kpannew goaatv cipyaHy KUCnoTy
(100%) npu Temnepatypi 10°C. Butpumatu peak-
LiNHY CyMilll i3 HarpiBaHHAM OO KiMHaTHOI Temnepa-
Typu i nepemiwatn. Yepes 1rog BigdinbTpyBatu
TBEPAi PEYOBMHU Yepes Liap AiaTOMOBOI 3emni nia
TUCKOM @30Ty i OYUCTUTU PO3YMH LLMISAXOM AOAaHHS
Kpanns 3a Kpannetw po3ynHy Hitpuny y 50mn Tetpa-
rinpodypaHny npu Temnepatypi 0°C. MNepemiwyBaTtu
peakuiiHy cymiw. Yepes 1rog npu Temnepatypi 0°C
BUTPUMATW peakLifnHy CyMill i3 HarpiBaHHAM OO Te-
MnepaTypu HaBKOMWLLHLOIO CepeaoBuLia i nepemi-
wyBatn BNpoaoBx 2,5roa. OxonoanTn peakuinHy
cymiw go Temnepatypyu 0°C, kpanns 3a Kpanneto
aonatu 16mn PO34YnHY (1:1) BO-
an/tetparigpodypany i 2M posunH NaOH (60mn).
MpodinbTpyBaT ogepxaHy peakuiiHy CyMill, npo-
MWUTU  TBEpAi  peyvyoBMHM  TeTparigpodypaHoOM
(2x100mn), ob'egHaTv OpraHiyHi Wwapu, BUCYLLUTK
Haj cynbaTom HaTpilo i KOHUeHTpyBaTU. Po3unHu-
TV 3anuLIoK y cyxomy edipi (250mn) i nigknenutu
posymHom HCl/giokcany (20mn 4M posuumHy). lMpo-

MUTK OfepXaHy TBEpPAY PEYOBUHY NPOCTUM edhipom
3 oflepXaHHAM LinbOoBOT CNOMyKW Y BUrNSAi TBepAol
peyoBuHU Binoro KonNbLopy.

Mpuknag 916

2-(3-6pomodpeHin)-N-(3-
nponokcnbeHaun)avueTtamis

3miwartn 3-nponokcnbeHsunamin y 50mn gux-
nopmeTaHy i Kpannsa 3a Kpannew gogatv 4o Cymildi
3-6pomdpeHinavueTunxnopuay (4,90r; 21,0mmonb) Ta
Tpuetunaminy (3,60r; 35,9vmons) y 250mn guxnop-
mMeTaHy npu Temnepatypi 0°C. Butpumatu peakuin-
HY CyMiLll i3 HarpiBaHHsIM A0 KiIMHaTHOI TemnepaTypu
i nepemiwysaTtn Bnpogoex 18roa. Bunutu peakuini-
Hy cymiw y 100 mn HacuyeHoro poscony, BifoKpe-
MUTUM LWapw i ekctparysatu BogHuin wap 100mn gux-
nopmetaHy. O6'egHaTn oOpraHiyHi Wwapu, NpoMUTU
posconom, Bucywmtn (MgSOs) i KoHUeHTpyBaTw.
Ounctutn xpomartorpadpyBaHHAM Ha cunikareni 3
entotoBaHHAM 40% posumHom EtOAcC y rekcaHi 3
ofepXaHHSAM LinbOoBOI CMOMNYKMK.

Mpwuknag 917

2-(4'-cpTopbicheHin-3-in)-N-(3-
nponokcnbeHaun)auetamig  3miwatn  Gpomamig
(0,365r; 1,008mmonb), 4-dpTopdeHiNOOPOHOBY KnC-
noty (0,175r; 1,25mmonsb), dtopug uesito (0,360r;
2,37MMonb) Ta OnX-
nop(6ictpudeHindocdiH)nanagin (I  (o,062r;
0,088mmonb) y NMP (N-metunniponigoH) (3mn) i
HarpiBaTn npu Temnepatypi 104°C. Yepes 13,3roa
OXONoAMTN OO TemnepaTypy HaBKOMMULLHBLOIO cepe-
posuwa i posbasutn gmxnopmeTtaHom (40mn) Ta
Bopoto (40mn). BigokpemuTn wapwm i ekctparyBatu
BOAHWI Wap auxnopmeTtaHom (2x20mn). O6'egHaTn
OpraHiyHi wapv, NnpoM1MT Yyotupmn pasu 10mn nopui-
AMM HacuyeHoro poscony, Bucywntn (MgSOQg) i
KOHUeHTpyBaTu. OuncTntTn XpomMaTorpadyBaHHAM
Ha cunikareni 3 entotoBaHHsAM 40% po3umHom EtOAC
y rekcaHax 3 ofep>KaHHsIM LinbOBOI CNOMNYKW.

Mpuknag 918

N-(2-(3-(4-dbTopcpeHin)deHin)etnn)-3-
nponokcnodeH3nnamin
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3miwaTtum 2-(4'-dpropamndeHin-3-in)-N-(3-
nponokocnbeHaunavetamia) y 15mn tetparigpody-
paHy i Kpannsa 3a Kpannew gogatu posdmH BHs-
SMe; (2M po3unH y TeTparigpodypaHi) npu Temne-
patypi 0°C. BuTpMmMaTy peakuinHy cymiw i3 Harpi-
BaHHAM [0 TemnepaTypy HaBKONWLIHLOIO cepeno-
BuLWa i nepemiwaTtn. Yepes 5roq obepexHo gogatu
eTaHon (1mn), i KOHUEHTPYBaTW peakuiliHy CyMmiLl.
Po3umHMTK 3anuwok y eTaHoni (2mn), Harpisatu 3i
3BOPOTHUM XOMOAMITbHUKOM BMPOOOBX 2rof i KOH-
ueHTpyBaTu. OunLLieHHS Aae LinboBy CMOMyKy y BU-
rnsaai TBepaoi PeyYoBMHU XKOBTO-OpyHATHOrO KOMbO-
py. PosusHutm amiH y 10mn  cymiwi (1:1)
aunxnopmeTaHy/meTaHony i gogatvi 600Mr nonisiHin-
nipuauHy rigpoxnopugy. 300BTyBaTU peakuiiHy
cymiw BnpodoBX 4rof, BigdinbTpyBaT nonimep,
KOHLEHTpYBaTK 3anuwoK i NpoOMUTU MPOCTUM edi-
pOM 3 OAepXaHHAM UiNboBOi CMONyKW Yy BUrMAgi
rigpoxnopuay: MS (ES+): m/e 364 (M+1).

Mpuknag 919

N-(2-(5-6eH3unokcun-1H-ingon-3-in)-eTun)-3-
deHoKcMbeH3nnamiH

& a0

f

3miwaTtun 5-6eH3unokenTpunTamiH (1,23r,
4,6mmonb), 3-gpeHokcubeHsanbaeria (97%, 1,09r,
5,53mmonb) Ta monekynapHi cuta 4A (1,0r) i nepe-
MiwyBaTu y meTaHoni (15mn) Bnpogosx 4roa. Bia-
dinbTpyBaTM MONEKYNAPHi cuTa i Aekinbka pasis
npomutn MeOH. Jo uboro po3dnHy MeOH nopuisimm
poaatn NaBH4 (174wmr, 4,60mMmonb), i nepemilyBa-
TV OAEepXaHy peakuifHy CyMill nNpu KiMHaTHIA Tem-
nepaTtypi BnpogoBx 1roa. Buganutun MeOH nig Ba-
KyyMOM, po36aBuTu 3anuvLok CyMIiLLLLIIO
CH.Cl./Bogu, ekctparyBatn CH,Cl,, o6'eaHatn op-
raHivyHi wapu, sucywnt Hag NaSOs i KOHUEHTPY-
BaTU PO34YMHHKK in vacuo. OuucTuTn Xpomartorpa-
dyBaHHaAM Ha cunikareni  (CH.Cl/MeOH) 3
ofepXaHHAM BiflbHOI OCHOBMW. 3MillaTu BifbHY OC-
HOBY i3 LLABMNEBOI0 KUCMOTOK 3 OAEPXaHHsIM Coni:
(300Mly, DMSO-dg) 2,95-3,15 (m, 4H), 3,93 (s, 2H),
4,10 (br, 1H), 5,05 (s, 2H), 6,85-7,46 (m, 18H),
10,67 (br, 1H); mac-cnekTpomeTpia 3 enekTpopos-
nuneHHam m/e: 449,2 (M+1).

Mpuknag 921

N-(2-(5-6eH3unokcun-1H-1Hgon-3-in)etnn)-N-
mMeTun-3-ceHoken-6eH3nnamiy

3miwartu N-(2-(5-6eH3nnoken-1H-iHgon-3-
in)etnn)-3-peHokcnbeHaunamin (1,61r, 3,59mmons)
Ta NaOH (143,6mr, 3,59MMOnb), pO34YUHUTK Y TeT-
parigpodypaHi (25mn) i nepemiwyBaT Npu KiMHaT-
Hin TemnepaTypi. Yepes 15xB gogaTtn po3yuH Ou-
wpe/u-bytnpaukapbonaty (1,57r, 7,18mmonb) vy
TeTparigpodypaHi (20Mn) i HarpiBatu 3i 3BOPOTHUM
XOnoaunbHUKOM Bnpoaosx 4rog. Bupganutn pos-
UMHHUK, po3baBuTu Bopgot, ekctparyBatn CH,Cl,
(3x15mn), Bucywmntn Hag NapSO4 i KOHUEeHTpyBaTh
in vacuo 3 ogepxaHHaAM macna 6pyHaTHOro Konbo-
py. Heounwwenni npogykt BukopuctoByBanun 6esmno-
cepenHbO Ha HaCTYMHIN cTagii 6e3 OYnLLIEHHS.

3miwatn 1,0M posunH LiAlH, y TeTparigpody-
paHi (13,4mn, 13,4mMmonb) Ta TpeT-6yTUnosui edip
(3-dpeHokcnbeH3un)-(2-(5-6eHannokeun-1H-iHgon-3-
in)etun)kap6amiHosoi kucnotu (1,83r, 3,34Mmonb) i
noBinbHO goaatu 15Mn cyxoro TeTparigpodypaHy.
Micna 3aBeplleHHs AoOaHHA HarpiBatu peakuinHy
CyMilLl 3i 3BOPOTHUM xonoaunbHukom. Yepes 4,5rog
OXONnoauMTM A0 KiMHaTHOI Temnepatypu. LBuako
NPUNMHUTK peakLilo obepexHNUM AoOaHHAM Xonoa-
Hoi Bogm (1,5mn), notim 10% po3unHy NaOH. Bia-
inbTpyBaTN CYCMEH3it0 i NOBTOPHO NPOMUTU MpPOC-
TMM edpipoM. BucywmTn opraHiyHui po3dvH Hapg
Na;SO4 i KOHUEHTPYBaATU PO3YMHHUK in vacuo. Oun-
CTUTK XpomartorpadyBaHHAM Ha cunikarerni 3 entoto-
BaHHAM cymiwwto CH2Clo/MeOH 3 opepxaHHaM
BinbHOI ocHoByu: *H AMP (300Mru, CDCls) 2,35 (s,
3H), 2,69-2,74 (m, 2H), 2,91-2,96 9m, 2H), 3,65 (s,
2H), 5,07 (s, 2H), 6,90-7,53 (m, 18H), 7,80 (s, 1H).
YHacnigok noganbLUoi peakuii uiel cnonyku i3 was-
NEBOIO KUCIOTOK OfepKanu Cineb.

Mpuknag 922

N-(2-(6,7-andpTop-1H-iHaon-3-in)-etnn)-3-
(nipnanH-4-inokcun)6eHsnnamix

N
H

3miwatu 6,7-gndTopTpUNTamMiH (0,285r,
1,450mmonb), 3-nipnanH-4-inokcubeHsanbaerig
(0,303r, 1,52mmonb, 1,05ekB.) Ta MONEKYNApPHI cuTa
4A (0,30r) i nepemiwysatu y metaHoni (12mn). Ye-
pe3 4rof BiAdiNbTPyBaTU MOMEKYNAPHI cuTa i Aeki-
nbka pasis npomutn MeOH. [o uboro posumHy Me-
OH nopuiamu gogatn NaBH4 (55,0mr, 1,45MMmonb) i
nepemillyBatin npu KiMHaTHI TemnepaTtypi Bnpo-
poBx 1rog. Buganutu MeOH in vacuo. po36asutu
3anuwok  cymiwwo CH,Cly/BOoan, ekcTparyeBatu
CH_Cl,, 06'egHaT opraHiyHi Wwapu, NpocywnT Hag
Na,SO4 i KoHueHTpyBaTu in vacuo. OuncTutn
dnew-xpomartorpadyBaHHAM Ha cunikareni
(CH2Cl2/MeOH) 3 ogep>xaHHAM BiflbHOI OCHOBW, IKY
nepeTBOPIOIOTb Ha XMOPUCTOBOOHEBY Ciflb: 'H ampP
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(300MTu, DMSO-dg) 3,13 (s, 4H), 4,20 (s, 2H), 6,85-
7,55 (m, 10H), 8,47-8,50 (m, 1H), 9,58 (br, 1H),
11,57 (br, 1H): mac-cnekTpomeTpia 3 enekTpopos-
nunioBaHHam m/e: 380,2 (M+1-HCI), 378,3 (M-1-
HCI).

Llen BuHaxig Hagae TakoX HOBI MPOMiKHI Npo-
ayktn cnonyk cdopmynu |. Llen BuHaxig Hagae npo-
Mi>KHI npoaykTn doopmynu lll:

\@R3
Ox 0,R4.

ne

R3 BMOGpaHui i3 rpynu, WO BKMOYAE BOOEHb,
dTOp Ta MeTun;

R4 - dTopoBaHumn Co-Cy4 ankin.

Ller BMHaxia Hagae TakoX HOBI KpucTaniyHi go-
pmu crionyk dopmynu |. Tak, Hanpuknag, N-(2-(6-
dTop-1H-iHgon-3-in)etun)-3-(2,2,3,3-
TeTpadTOPrNpOnoKCK)oeH3nnamiHy rigpoxsnopug
MOXHa OfepXaTu LWNAXOM KpucTanisauil 3a KOHTpo-
NbOBaHMX YMOB 3 OepXXaHHAM HOBUX KpUCTanivyHUX
dopm. Cnocobu kpucTanisauii 3 po3ynHy Ta CycreH-
3ii nepen6avaloTbCs y Mexax obcsry Lporo BUHaxo-
ay. 3a npaktnyHux ymos, cdopma N-(2-(6-dpTop-1H-
iHgon-3-in)etnn)-3-(2,2,3,3-
TeTpacTopnponokcm)beH3unamiHy  rigpoxnopuvay,
AKUA oJepxanu, Moxe nigaaBaTucb BNAMBY Linoro
psgy dakTopis, Y TOMy Yuicni TeMnepaTtypu i cknagy
PO34YMHHMKA. Y TOW Yac SK TOYHi yMOBU (DOPMYBaHHS
kpuctaniyHoro N-(2-(6-cbTop-1H-iHaon-3-in)eTnn)-3-
(2,2,3,3-TeTpacTOpNponoKcn)beH3nnamiHy  rigpox-
nopvay MOXHa BWU3HAYUTM EMMIPUYHMM  LUMSIXOM,
MOXHa nule HaBeCcTU Uinui psg cnocobiB, sKi, siK
Oyno BCTAHOBMNEHO, € NPUAATHUMU Ha NpaKTUL.
MonimopdHy  copmy  N-(2-(6-dpTOp-1H-iHOON-3-
in)etun)-3-(2,2,3,3-
TeTpadTopnponokcK)oeHamnamivy  rigpoxnopuay,
SKiM BigOaeTbCA nepeBara, MOXHa oaepXatu Lns-
XOM KpucTanisauii cycneHsii y gietunosomy eqipi.
IHWwy nonimopdpHy copmy N-(2-(6-dTop-1H-iHgoN-3-
in)etnn)-3-(2,2,3,3-
TeTpadTopnponokcn)beH3unamiHy  rigpoxnopuvay,
AKiM BigOaeTbCA nepeBara, MOXHa ofepXaTtw Ling-
XOM KpucTanisauii 3 BOOHOr0 po3ynHy guxropmerta-
HY, BOOHOIO pPO34MHY aLeToHY, eTunawueTarTy, CyMiLli
eTunaueTaTy/uMKnorekcaHy, etunaueTarty/rekcany,
eTunaueTaTy/rentaHy, aLeToHY/LMKNorekcaHy, ison-
ponaHony/rekcaHy, aueToHITpuny, CyMili aueToHiT-
puny/Tonyony, n-
nponaHony/isoaminauerarty/rekcaHy, isonponinawe-
Taty/gietunosoro edipy, MeTun TpeT-OyTMNOBOro
edipy/aueToHy, BOAM, BOAW/aLeToHy, BO-
av/pieTnnoBoro edipy.

Kpucrtaniynmi
in)etnn)-3-(2,2,3,3-
TeTpacdTopnponokcm)beH3unamiH MOXHa ogepxartu
LUASAXOM MPAMOI KpucTanisauii 3@ KOHTPOMbOBaHMX
yMoOB. HOBI KpucTaniyHi popmn 3a UMM BMHaxXo4om
MOXHa TaKOX OofAepXaTu LUNSXOM po3vmMHeHHs N-(2-
(6-dpTOpP-1H-iHOON-3-in)eTun)-3- (2,2,3,3-
TeTpadhTOprnpOnoKcn)oeH3nnamiHy y pO3YMHHUKY 3
noganbliMM OAEepXXaHHsIM XITOPUCTOBOAHEBOI COni
LUMAXOM AOAAHHS PO3YMHY, LLO BKMHOYAE XMOPUCTO-
BOAHEBY KMCMOTY, 3 MOAANbLUOK KpucTanisadieo 3

N-(2-(6-¢pTOp-1H-iHooN-3-
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KOHTPOSIOBAHHAM TEMMepaTypu.
[ns BM3HaAYEHHSs XapaKTepUCTUK KpUcTanivyHol
dOpMU OpraHiyHMX Cnonyk OOCTYNHUM € Uinum psg
cnocoGiB. Lli cnocobu Bknto4valoTb, Hanpuknag, Au-
depeHLiiHy ckaHyBanbHy kanopumetpito, AMP-
CMEKTPOMETPI0 KPUCTarniyHoro CraHy, iHdpavepBo-
HY CMEKTPOCKONi0 Ta MOPOLUKOBY PEHTIEHIBCbKY
oudpakuito. 3 yncna umx cnocobiB, NopoLUKoBa pe-
HTreHiBCcbka Aaundpakuis Ta AMP-cnektpomeTpia
KpUCTaniyHoro ctaHy € Ayxe npuaaTHAMKU Ans iaeH-
TUIKYBaHHA Ta PO3Pi3HEHHS KpUcTaniyHnx opm.

MopoLulkoBi peHTreHiBCcbki AndpakuiviHi aHaniaun
30iACHIOTL PiI3HOMaHITHUMK cnocobamu, BigoOMUMMK
poceigyeHomy paxiuto. Lli cnocobun MoxyTb 3MiHtO-
BaTMCb ONS MiABULLEHHSA YYTNMBOCTI MeTo4aMm nig-
rOTOBKW 3pa3KiB Ta BUKOPUCTAHHAM OinbLu iHTEHCHB-
HOro BMMPOMIiHIOBaHHS, MEHLLUMX KPOKIB CKaHyBaHHS
Ta NOBIMbHILWOI WBWAKOCTI ckaHyBaHHA. OuH i3 umx
MeTofiB € TakuMm. 3pasok (6e3 noapidbHeHHs abo 3
He3Ha4yHuM noAapibHeHHAM y araToBin CTynui 3 TOB-
KaynMkoM) BHOCUTbCS OO TpyMMaya 3paska Ansi Bu-
3HaYeHHA MOPOLLUKOBOI PEHTreHIBCbKOI  Andpakuii.
[MopoLwKoBi peHTreHorpammn ogepXytTb 3a JOMNOMO-
ror MOPOLLUKOBOrO PEHTIEHIBCLKOrO AudpakTtoMmeTpa
Siemens D5000, cnopsigxeHoro CuKa mxepenom
(A=1,54056A), sknit ekcnnyaTyeTbcsi npu 50«kB Ta
40MA nipu po3mipi Audy3opHoi Aiadparmn y 1mm,
BXigHoi giacpparmu y 1mMm Ta giadparmu getekropa
y 0,1MMm. 3paskm MOXyTb CKaHyBaTUCh Yy Mexax BiJ
4° no 35° (20) i3 BenuunHoto kpoky 0,02° Ta makcu-
MarnbHOK LUBMAKICTIO CKaHyBaHHS 3c/kpok. [aHi
30upaTb 3a [OMNOMOrol  HaniBnpoBiAHWKOBOrO
KpemHin-nitieBoro getekropa Kevex. 3a ontumanes-
HUM BapiaHTOM, 3BMYANHOK MPaKTUKOK € BUKOPUC-
TaHHA KPEMHIEBOro CTaHAapTy Ansi NepeBipku Ha-
CTPOViKM Npunagy.

Y ranysi kpuctanorpadii gobpe Bigomo, Lo,
ans 6yab-sikoi AaHoi kpucTaniyHoi popmu, BigHOCHA
iHTEHCMBHICTb Ta WMpUHA AndPaKLiHMX MiKiB MO-
XyTb 3MiHIOBaTWUCb Nif BAAIMBOM LiNoro pagy daxro-
piB, Y TOMY 4ucni yHacrnigok edekTiB nepeBaxHoi
opieHTauji Ta/abo po3mipy YacTMHOK. Y pasi npucyT-
HOCTi edbekTiB nepeBaXHOi opieHTauji Ta/abo po3mi-
py YacCTUHOK, iHTEHCUBHICTb MiKiB MOXe 3MiHIoBa-
TUCb, OAHAK MNO3ULii  XapakKTEPUCTUYHUX  MiKiB
noniMopdpy 3anuwalroTeCsi He3MiHHMMU.  [OuBuKChb,
Hanpuknag, ®apmakones CLUA Ne24, KHura peuen-
TYPHUX POPMYI, LLO BMNYCKAETLCA AMEPUKAHCLKOO
dapmaueBTuyHo Acouiadieto, Ne19, cTop.1843-
1844, 2000].

[o nogpibHeHHs MOXHa BOaBaTUCL ONA 3Be-
OEHHSA [0 MiHIMyMy iHTEHCMBHOCTI nikiB. OgHak y
pasi, SKLWOo noapidHEeHHs1 3HAYHO 3MiHIOE audpakTo-
rpamy abo 3MiHIOE KpucTaniyHuin cTaH 3paska, cnig
BMKOPUCTOBYBaTW AndpakTorpamy HenoapibHeHoro
3paska. [logpiOHeHHs1 3AINCHI0ETBCA Yy HEeBenukin
araToBin CTynui 3a JOMOMOrot ToBkayuka. CTynka
YTPUMYETBCS Nif, Yac NoApiOHEHHs, a 4O TOBKauuMka
[OKIagaeTbCa HEBENTMKNIM TUCK.

Taknum YMHOM, Ha peHTreHorpami, ogepXxaHin 3a
HaBeJeHUM BULLiEe OMUCOM, BignoOBiAHO NiAroToBne-
HWIA 3pa3oK KpucTarniyHoi cnonyku dopmynu | moxe
XapakTepusyBaTucb oAHMM abo fgekinbkoma 3Ha-
YeHHAMU 20.

XapaKTepucTnkm KpucTaniyHux crnornyk opmy-
nm | MOXyTb Bu3Ha4vaTMCb Takox 3acobamm AMP-
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CMEKTPOMETPIi KpUcTaniyHoro ctaHy. XimiyHi 3cyBu
KpucTaniyHoro ctay “°C BinbuBaloTb He nulle Mo-
NeKynspHy CTPYKTYpY, ane TakoX i eNneKkTpPOHHe ce-
pefoBuLLE MOMNEKYNMN y KpUcTarni.

AHaniz AMP-cnekTpy KpucTaniyHoro ctaHy (130)
MOXe 34IVCHIOBATUCh CYKYMHIM 3aCTOCYyBaHHAM Me-
TOAIB KpOC-nonsApu3adii Ta obepTaHHa nig mMariyHum
kyTom °C (CP/MAS). AMP-cnekTpu (AMP kpucTani-
yHoro ctaHy abo AMPKC) ogepxytoTb 3a gonomo-
roto 400Mly cnektpomeTpa Varian Unity, wo npa-
Loe Ha yacToTi BYrneLo (100,580MI L),
CropsgXXEeHOro NOBHUM KOMMIEKTOM HamniBnpoBiaHW-
KOBOI AOMNOMDKHOI anapaTtypu Ta 7mMmm 30HAoM Varian
VT CP/MAS. MapameTtpn 36rpaHHSA i HAKOMMYeHHS
AaHUX NEerko BM3Ha4alTbCH i BKMIOYalThb, SK NpaBu-
no, wupuHy 90° BMCOKOYACTOTHOrO MPOTOHHOIO iM-
nynecy (4,0mMkc), TpmBanictb KoHTakTy (1,0mcek),
nepiogunyHicTe imnynbcy (5c), 4YactoTy obepTaHHs
nig mariyium kytom (7,0klU), WKMpUHY cnekTpa
(50klMu) Ta yac 36upaHHA | HaKOMUYEHHHA OaHUX
(50mcek). XimiyHi 3cyBU BM3HaAYaloTb, SK MPaBwrno,
LUMIAXOM MOPIBHAHHSA 3 METWUIBHOI TPYMOK 30BHILL-
HbOrO 3paska rekcameTunbeHsony, To6To LWNAXoM
NPOCTOI 3aMiHW 3pa3ka rekcameTuroeH30s10M.

Takum 4MHOM, KpucTaniyHi cnonyku cdopmynu |
MOXYTb XapakTepuayBaTucb ogHMM abo dekinbkoma
?3e3OHchaMM y AMP-cnekTpi KpuctaniyHoi dopmu

C, LWo oAepxytoTb 3a BULLEHaBEAEHNM OMNUCOM.

Cronyku 3a UMM BUHaxo40M MOXYTb BBOAUTUCH
CaMOCTIHO abo y chopmi hapmaLeBTUYHOI KOMMO-
3uuii, To6T0 y KOMGiHaLii 3 dhapMaLEBTUYHO MPUIAH-
ATHUMKM HocisiMM abo HanoBHoBadYaMu. Crnonyku 3a
UMM BUHaxoOoMm, edeKkTUBHI caMi no cobi, MoXyTb
BKMOYATMUCb OO0 CKnagy KOMMo3uuii i BBOOUTUCH Y
dopMi iXHIX hapMaLEBTUYHO NPUAHATHUX CONewn i3
MipKyBaHb CTabiNbHOCTi, 3pYy4HOCTi, PO34YMHHOCTI
TOWO. 3a NpakTUYHUX YMOB, cnonyku copmynm | Ta
dopmynn Il BBoAaTbCA, Sk npasuno, y dopmi dap-
MaLeBTMYHUX KOMMO3MLii, To6TO y cymiwi 3 dap-
MaLEeBTUYHO MPUAHATHUMWU HOCIAMM abo po3pigxy-
Ba4Yamu.

Takum 4YnHOM, Ler BUHaxig Hagae chapmaues-
TWUYHI KOMMO3ULT, LLO BKIOYaOTb Cronyky opmynu
| abo chopmynu Il Ta hapmaLEBTUYHO NPUNAHSTHUNA
po3pigKyBauy.

Cronykn copmynu | Tta dopmynu |l MoxyTb
BBOAMTUCH Pi3HOMAHITHUMU Wnaxamn. ns edektu-
BHOro NiKyBaHHA MaujieHTa, ypaxeHoro posnagamu,
ONMUC FKUX HaBOAUTLCS, cnonyka copmynu | Ta go-
pmynu |l moxe BBOAUTMCHL y Oyab-ski dopmi abo
Oyab-sikum cnocoboM, 3aBAsiKM SIKOMY CMoNyKa cTae
6iogoCTynHOK Yy ePeKTUBHIN KiNbKOCTI, y TOMY Yucni
nepopansHUM Ta napeHTepanbHUM wwnsaxamu. Ha-
npuknag, cnonykn cdopmynu | ta dopmynu Il mo-
XyTb BBOOUTUCH NepoparibHO, iHrandauinHo, nigLkip-
HO, BHYTPILLUHLOM'A30BO, BHYTPILUHLOBEHHO,
YepesLUKipHO, IHTpaHasanbHO, pPeKTanbHO, BHYTPILL-
HbOOYHO, MicLeBO, cybniHrBaneHo, cyb0ykanbHO
Towo. [ng nikyBaHHA po3najiB, ONuUC SIKMX HaBo-
OUTbCS, NepeBara, sik NpaBuIo, BiAAAETLCS BBEOEH-
HI0 NepoparnbHUM LLFIAXOM.

daxiseup, WO cneuianiayeTbCa Ha KOMMNO3ULisX,
MOXe Nnerko BuMbpatu BignosigHy dopmy Ta cnocib
BBEJEHHS, Y 3aneXHOCTi Bif KOHKPETHWX XapakTre-
pucTuK BUBpaHoi cnonyku, po3nagy abo ctaHy Ao
nikyBaHHs, cTagii po3nagy abo ctaHy, pO34MHHOCTI

76451

188

Ta XiMiYHMX BracTUMBOCTEN BUOPAHOI CMOMyKu, BUO-
paHoro LWNAXy BBEAEHHS Ta iHLIMUX BiAMOBIAHMX 06-
CTaBWH, WO MpUAMaKTbCA A0 yBarn Yy 3BUYaNHIN
dapmaLeBTUYHIN npakTuui. [Remington's
Pharmaceutical Sciences, 18" Edition, Mack
Publishing Co. (1990)].

dapmaueBTUYHI KOMMNO3ULii 0OepPXYOTb CNOCo-
6om, nobpe BigomuMm y ranysi chapmaueBTuku. Hoci-
€M abo HanoBHOBaveMm Moxe OyTu TBepaun, Hanis-
TBEpau abo piokun maTepian, sk MOXe CIyXWUTn
Hociem abo cepedoBULLIEM ANt aKTUBHOTO iHrpeaie-
HTa. MNpuaaTHi Hocii abo HanoBHIOBa4i € fobpe Bi-
gomumu y uin ranysi. dapmaueBTudHa KOMMo3uuisa
MoXxe OyTVM aganToBaHOK AMs MepoparbHOro. iHra-
NAUiNHOro, NapeHTepanbHoro abo MicLeBoro 3acTo-
CyBaHHA i MOXXe BBOAWUTUCH MauieHTy y dopmi Tab-
neTok, Karncyn, aeposorien, nikapcbkux opMm Ans
iHransauii, cynosuTopiis, PO34uHiB, CyCneH3in TOLLO.

Cronyku 3a UMM BUHaxX0A0M MOXYTb BBOAUTUCH
nepopansHo, Hanpwknag, 3 iHepTHUM po3piaxyBsa-
YyeM, y Burnagi kancyn abo cnpecosaHummn y Tabne-
Tkn. [na nepopanbHOro TepaneBTUYHOr0 BBELAEHHS
CMOSTYKN MOXYTb BKITHOYATUCHL i3 HAMOBHIOBAYaMM i
3acTocoByBaTUCb Yy popmi Tabnetok, NacTuUmok,
Kancyn, enikcupis, cycneHsi, cuponis, Baderb,
XyBarnbHUX rymok Towo. Lli npenapat MOBWHHI
BKINtOYATK LOHaNMeHW 4% crnomnyku 3a UMM BUHa-
XOOOM, aKTUBHOrO iHrpedieHTa, ofHaK LS KinbKiCTb
MOXe 3MiHIOBaTUCb Yy 3anexHOCTi Bif KOHKPETHOI
dopmn i MOXe, NPUAATHUM YMHOM, CTAHOBUTU Bif
4% po npnbnunsHo 70% Big Macu oguHWLI 403yBaH-
HA. KinbKiCTb CNonyku, NPUCYTHSA Y KOMMNO3ULISX, €
Takoto, WO OAepXyoTb BiagnosigHy Ao3y. Komnoauuii
Ta npenapartv3a UMM BUHAXOAOM, SKUM BigOaeTbCs
nepesara, MOXYTb BM3HayaTUCb haxiBuem Yy LR
ranyasi.

TabneTtku, gpaxe, Kancynu, nNacTUMKM TOLLO
MOXYTb TaKOX BKMYaTM oavH abo Aekinbka 3 Ha-
BeJeHuX Jani ag'toBaHTIB: 3B'A3yBanbHi PEYOBUHM,
Hanpuknag, MiKpoKpucTanivyHy Lentonosy, TparakaHTt
abo enaTvHy; HaNoBHIOBaYi, HaNpuknaza, Kpoxmarb
abo nakTo3y, PeYyoBUHM, SKi CMpUsOTb Ppo3naay,
Hanpwuknag, anbriHoBYy Kucnory, npimorens
(Primogel), KykypyA3stHUin Kpoxmarb TOLO; 3MaLly-
BarnbHi PEYOBUHW, Hanpuknag, cteapat marHiio abo
crepotekc (Sterotex); KOB3Hi peyoBUHK, Hanpukniag,
KOMOIOHUIA AIOKCMA, KPEMHI0; MOXYTb [04aBaTUCH
NiACONOLKYIOYI PEeYOBMHUW, HanNpuknag, caxaposa um
caxapuH abo KopureHTu, Hanpuknag, M'aTa nepue-
Ba, MeTuncaniyunart abo anenbCUHOBUI apomaTtu-
3aTop. Y pasi, kKonu nikapcbkoto hbopmoto aAnsg ogHo-
pa3oBOro BBEAEHHS € Kancyna, BOHa MoOXe
BKIIOYATK, OKPIM MaTtepianis BuLle3ragaHoro Tuny,
PiOKMI HOCIN, Hanpuknag, nonieTuneHrnikons abo
Xupose macro. [lo cknagy iHWKX nikapcbKux opm
Ons 0QHOPa30BOro BBEAEHHS MOXYTb BXOOAUTU Pi3Hi
iHWi MaTepiann, Aki MoaUMIKyTb (isnyHy dopmy
[030BaHOi OOMHWLI, Hanpuknag, obonoHky. Tak,
TabneTtkn abo gpaxe MOXyTb MOKPUBATUCH LyKPOM,
wenakom abo iHWWMKM MOKPUBHUMU pPEYOBUHAMMU.
Cripon Moxe BKMHoYaTh, OKpPiM LMX CMONYK, LyKPOs3y,
SK MiACONOOXKY0YY PEYOBUHY Ta MNEBHI KOHCEPBaHTH,
OapBHi peyoBUHU, BapBHMKK Ta KopureHTU. Matepi-
anu, Wo BUMKOPUCTOBYHOTLCA ANA OAepXKaHHS TaKux
pi3HOMaHITHMX KOMMO3WULi, MOBUHHI ByTn dapma-
LEeBTUYHO YNCTUMU | HETOKCUYHUMU Y BUKOPUCTOBY-
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BaHUX KiNbKOCTSIX.

3 MeTol napeHTeparnbHOro TepaneBTUYHOro
BBEEHHS] CMOMlyKM 3a UMM BWHAaxXo4OM MOXYTb
BKIIOYATMCb A0 Po34nHy abo cycneHasii. Lli npenapa-
TW, 9K NpaBuUIo, BKMYaTb WwoHanmeHw 0,1% cno-
NYKM 3a UMM BMHAX040M; LS KifbKiCTb, OOHaK, MOXe
3MiHoBaTUCh y Mexax Big 0,1% go npmbnusHo 90%
Bif ixHboi mMacu. KinbkicTb cnonyku copmynu | Ta
cdopmynu I, NPUCYTHA Y UMX KOMNO3ULISIX, € TaKOH,
Lo Moxe B6yTu ogepxaHa BignosigHa [o3a. Po3unHu
abo cycneHsii MOXyTb TakoX BKM4aTu oauH abo
Aekinbka 3 HaBedeHUX Aarni aa'loBaHTIB: CTEPUNbHI
PO3YMHHUKW, Hanpuknag, Boay Ans iH'ekuin, disio-
TNOFYHUIA PO3YMH, HEmneTKi Macna, nonieTUNeHrniko-
ni, rniuepviH, NponineHrnikone abo iHWi CUHTETUYHI
PO34MHHMKM; aHTubakTepianbHi areHTn, Hanpvknag,
OeHaunoBun cnupt abo mMeTunnapabeH; aHTUOKCU-
OaHTW, Hanpuknag, ackopbiHoBy kucnoty abo bGicy-
NbIT HaTPIl0; XenaToyTBOpOBarnbHi areHTu, Hanpu-
Knag, eTuneHaiamiHTeTpaouToBy kucnoty; 6ydepw,
Hanpuknag, aueTtaTtu, uuTpatu abo doccatn Ta
areHTW perynoBaHHA TOHIYHOCTI, Hanpwknag, Xmo-
pug HaTtpito abo gekctposy. lNapeHTepanbHi npena-
patu MOXyTb OyTW y amnynax, OA4HOpPa3oBUX LUMPU-
uax abo 6araTogo30BUX NMsiLLIEYKax, BUTOTOBIEHMX
3i ckna abo nnactmacu. Komnosuuii Ta npenapartw,
AKMM BiQOAETbCA MnepeBara, MOXYTb BU3HA4aTUCb
daxisuem y uin ranyasi.

Cnonykn 3a UMM BUHAXOOOM MOXYTb TaKOX
BBOAMTUCb MICLEBO, i y LbOMY pasi HOCii MOxe
BKIMOYATK pO34MH, Masb abo reneBy ocHoBy. 3raga-
Ha OCHOBa, Hanpwvknag, MoXxe BKIo4yaTu ofHy abo
JeKinbka 3 HaBedeHuUX [Jani CcknagoBux: Ba3eniH,
naHoniH, nonieTuneHrnikoni, 6)KONMUHUI BiCK, MiHe-
panbHe Macro, po3pigxysadi, Hanpuknaa, sogy abo
cnupT, Ta eMynbratopu i crabinisatopu. Komnoanuii
AN MiCLeBOro 3acTOCyBaHHA MOXYTb BKMYaTH
cnonykn dopmynu | Ta dpopmynu Il abo ix cdapma-
LEBTUYHY Cinb y Mexax Big npubnusvo 0,1% po
npnbnunsHo 10% (y BigHOLWEHHI macu o o6'emy).

Cnonyku cpopmynu | abo copmynu Il € aHTaro-
HicTamun peuenTopiB 5-HTe Takuii aHTaroHiam moxe
BM3HA4YaTUCb 3a AOMOMOrOK HaBedeHux gani cro-
cobiB.

Mpuknag A

AHani3 3B'a3yBaHHA 5-HTg

AHaniTnyHmn Gydpep, skunii Byno BMKOPUCTaHO,
Bkntoyas 50mM posumH Tpuc-HCI, pH 7,4, 120mM
po3umH NaCl, 5MM posuuH KCI, 5MM pozunH MgCl,,
1MM po3yMH eTuneHaiaMiHTeTPaoLTOBOI KUCIOTH.
Jlirang, MivyeHun pagioakTUBHUM i30TOMOM, SKWMN
Oyno BWKOpUCTaHO - 3H-LSD Big dipmn  New
England Nuclear, Homep 3a katanorom: NET 638 -
75,9Ki/mmonb. Bynu BukopucTaHi membpanu Big
¢ipmun Receptor Biology, Homep 3a kaTanorom: RB-
HS6. Lle membpanu niHii knituH HEK-293, wo ekc-
npecyTb Noacbkun peuentop 5-HTs.

EkcnepvmeHTanbHi cnonyku npeacraBnsanu co-
60t0 10MM KkoHUeHTpoBaHi po3dnHu y 100% aume-
Tuncynbdokeugy. ix posdasnsote go 1MM y 100%
anmeTuncynb@okecuay WnsaxoM aoaaHHa  180mkn
anmeTunncynbdokenay Ao 20MKN KOHLEHTPOBAaHOro
pO34MHYy y 96-NMyHKOBMX MraHWeTax 3a A0NOMOrow
NPUCTPOI0 ANS OAHOYACHOTO MiNeTyBaHHSA AEKiNbKOX
3paskiB. lMicns uboro 1MM KOHUEHTPOBaHi pPO34YNHM
po36aBnsalTb 3 ofepXaHHsM 11-ToukoBOro psgy
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KOHLUeHTpauin Big 125mMkM go 1,25HM 3 Hanienora-
picpMiyHMM npupicToM i3 BukopucTaHHam 10% au-
MeTuncynbgokeugy, sk pospigxysaya. Lo onepa-
Lit0 30iACHIOITL 3a [O0MOMOrold aBTOMATUYHOrO
npuctpoto TECAN. KiHueBui BMICT AUMETUNCYNb-
dokemay Ha uin ctagii ctaHoBuTb 21,25%.

JliraHa, MiYeHun pagioakTMBHUM i30TOMOM, PO3-
6aBnsaOTL y aHanitnyHoMmy Oydepi 3 oaepxaHHSAM
125HM po3uuHy i BMICT k0XHOi npobipku 3 memb6pa-
HaMu po30aBnATb eKcnepuMeHTanbHUM Bydepom
no 92mn. KiHueBui aHanitmiHuin ob'em (250mkn)
Bkntoyae 210mMkn posbasneHux MembpaH, 20Mkn
cnonykn abo 21,25% pgumeTtuncynsdokengy nns
NMOBHOIO 3B'AA3yBaHHSA, Ta 20MKI po3BeAEHOro firaH-
4y, MiYeHOoro pagioaktuBHuM izotonom. Cnonyku
NepeHoCATb i3 NnaHLWeTiB ANA PO3BeAEHHS MikapCh-
KMx 3acobiB [0 KyTOBMX 96-MyHKOBMX aHaniTUYHMX
nnaHweTiB 3a AoNoMorow 96-nyHKOBOro NpUCTPOD
ana ogHoyacHoro ninetyBaHHA Multimek. JliraHg,
MiYeHU pafioakTUBHMM i30TONMOM Ta MeMbpaHu
[04alTb A0 aHaniTUYHUX NNaHLIETIB 3a 4OMNOMOroK
NPUCTPOIO ANS OQHOYACHOTO MiNeTyBaHHA AEKiNbKOX
3paskiB. HecneuudiyHe 3B'A3yBaHHS BM3Ha4alTb Y
NyHKax, WO MICTATb CEPOTOHIH i3 KiHLEBOI KOHLIEH-
Tpauieto 10MkM. [Jo kiHLeBOro aHaniTM4Horo od'emy
BXOOMTb firaHg, MiYeHui pagioakTUBHUM i30TOMOM
(10HM) i membBpaHHui Binok (NpuMbnuaHo 25mkr Ha
nyHky). KiHuesa HaniBnorapidmiyHa KOHLeHTpaLis
nikapcbkoro 3acoby craHoBuTb Big 10MkM pgo
0,1HM. KiHueBa KinbkicTb AumeTuncynbgokeuay y
aHaniTu4Hin cymiwi ctaHoBUTb 1,7%.

Micns gopaHHS nikapcbkoro 3acoby, MembpaHu
Ta niraHgy, nnaHweTun iHKyOylTb BNpomoBX 1roa
npy KiMHaTHIN Temnepatypi. 3a uen 4yac 96 nyHok
inbTpyBansHOro nnadwerta Millipore
(MAFBNOB50) npocouytoTb BNPOAOBX LLlOHANMEHLU
30xB 0,5% posymHoM nonieTuneHimiHy (200mkn Ha
NYHKY).

0,5% po3uMH nonieTuneHiMiHy BUAANSATbL i3
NYHOK PinbTpyBarbHOro nraHweTa 3a [AONOMOror
acnipatopa TiterTek MAP i 200mkn iHky6aLiiHOi
CyMilli nepeHocATb 3 iHKyDaUiiHOro nnaHweTy Ha
inbTpyBanbHUMN NnaHWweT nicns 3miwyBaHHA. Lle
nepeHeceHHs 34iNcHIoTL 3a  gonomorol  96-
HAKOHEYHWKOBOrO MPUCTPOIO AN OOHOYACHOrO nine-
TyBaHHS Aekinbkox 3paskiB Mutimek. lMicna nepeHe-
CEeHHA Ha iNbTpyBarnbHi NMaHWeTN, OCTaHHi eKCT-
paryoTb Ta Ha acnipatopi MAP faBidi npomuBaloTb
xornogHuMm Gydepom (220Mkn Ha nyHKY). 3'€MHi
OOHHI NOKPUTTS 3 QiNbTPyBanbHUX MMaHLWETIB BU-
0ansloTb | A0 KOXHOI NYyHKM 3a AO0MOMOrow npu-
CTPOK [ANs OJHOYaCHOro MineTyBaHHSA AEeKiNbKoX
3pa3kiB BHOCATb 100MKN  CUMHTMRAUIMHOI pignHK
microscint 20. MNnaHweTn BMillyOTb Ha BigNOBIAHI
TpuMadi i BUTPUMYIOTb MPU KIMHaTHIN TemnepaTypi
BMPOJOBX 3rod, NiCrnsi Yoro 34iNCHIOTbL NiApaxyHOK
°H 3a ponomoroto nivmnebHuka Wallac Microbeta a6o
Packard Topcount.

3a ogHMM i3 BapiaHTIB BTINEHHA, LEN BUHAaXxIA
Hagae cnocobu nikyBaHHS poO3nagis, LIO MNOB'A3Y-
I0TbCA 3 peuentopoM 5-HTg, ski BkMNoYaloTb: BBE-
OEeHHs nauieHTy, Skuin uboro noTpedye, edekTnBHOI
KinbKoCTi cnonyku cpopmynu |. Takmm 4mHOM, UUM
BMHAXOOO0OM pO3rnsfalTbCsa pisHi po3nagu 40 niky-
BaHHS, OMUC SIKUX HABOAMTLCH, Ta iHLWI, SKi MOXYTb
nikyBaTUCb TakKMMMK aHTaroHicTamu, SKi HanexHum
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YMHOM OLLIHIOTBECA dhaxiBUSAMK Y Ui ranysi.

3okpema, 3aBOSAKM iXHIil 30aTHOCTI 4O aHTaroHi-
3yBaHHs peuenTtopa 5-HTs, BU3HaAETLCA, WO CNOMyKX
3a UMM BMHaxo4oM € MpuaaTHUMWU AN NiKyBaHHS
posnagie nisHaBanbHOi 3gaTHOCTI, To6TO po3nagis,
LLIO BKJHOYAKOTb NOPYLUEHHST Ni3HaBarnbHOI 30aTHOCTI.
3aBaskvn po3pobneHnm Ta NpURHATMM Knacudikaui-
AM, BiAOMUM € UiNUA psa posnagis, aki MOXyTb Ni-
KyBaTUCb 3a [LOMOMOrOK aHTaroHicTiB 5-HTe, y TOM
yac §K iHLWi € HeBigoOMUMM.

[eski 3 po3nagis 0o NikyBaHHA 3a UMM BUHaXxo-
OOM € He OyXe YiTKO KaTeropuM3oBaHUMKU Ta Knacu-
dikoBaHNUMK, OCKINbKM Mi3HaBanbHa 34aTHICTb €
CKnagHuUM i, A0 Aesikoi Mipu, cnabo BM3HAYEHUM
aBuuemM. 3aranbHOBU3HAHUM, OHaK, € Te, WO Mi-
3HaBamnbHa 34aTHICTb BKoyae pisHi "obnacti”. [o
umx obnacter HanexuTb KOpoTKo4YacHa nam'aTtb,
JoBroyacHa nam'stb, poboya nam'aATb, BUKOHaAB4Ya
dyHKUiA Ta yBara.

HesBaxatoun Ha Te, WO po3nagu, siki MOXYTb
nikyBaTUCb 3a UMM BWHAaxo4OM, HE MaloTb OOHaKO-
BOro OMUCy Ta Knacudikauii y uin ranysi, 3po3ymino,
LLO CMOMyKN 3a UMM BUHAxXO04OM € NpuaaTtHUMM Onis
NiKyBaHHSA po3nagiB, XapakTepHO O3HAKOK SKMX €
nopyLUeHHs 6yab-aKoi 3 BULLleHaBeaeHnx obnacTen
nisHaBanbHOT 34aTHOCTI abo iHLWKMX acnekTiB Mni3Ha-
BanbHOI 34aTHOCTI. TakMm YMHOM, TEpMiH "poanaaun
nigHaBanbHOI 34aTHOCTI" O3Hayae OyAb-Akui pos-
nag, Wo XapakTepusyeTbCcs NopyLIEHHAM OfHiei abo
AeKinbkox obnacren nisHaBanbHOI 30aTHOCTI, Y TOMY
yncni, ane 6e3 obMexeHHs, KOPOTKOYaCHOI Nam'aTi,
AOBrovacHoi nam'aTti, po6o4oi nam'siti, BUKOHABYOI
dyHKLUIT Ta yBaru.

OfHum i3 posnagiB nisHaBanbHOI 30aTHOCTI A0
NiKyBaHHA 3a UMM BMHaxo4oOM € MoB'A3aHe 3 BikOM
noripweHHst nidHaBanbHOI 3gaTHocTi. Llen poanag
He Mae TOYHOro BU3HAYEHHS, OAHAK BKIOYae norip-
LeHHA obracTen nisHaBarnbHOI 30aTHOCTI, 30Kpema,
obrnacten naM'saTi Ta yBaru, WO CYNPOBOMKYE CTa-
PiHHA. [HWWM po3nagoM € He3HayHe MOopYLUEHHS
nisHaBanbHOI 34aTHOCTI. |, 3HOBY-Taku, Len posnag
HEe Mae TOYHOrO BU3HAYEHHA Y Ui ranysi, ogHak
BKMOYae noripweHHs obnacTei nisHaBanbHOI 34aT-
HOCTI i, SIK ragaloTb, € XapakTepHUM ANs rpynu nawi-
€HTIB, BINbLUICTb 3 AKMX Mae NOYaTKOBY CTafilo XBO-
pobn Anburenmepa. Kpim TOro, pesynbtatom
HaWpPi3HOMaHITHILLKX iHCYNbTIB, Y TOMY Yucni, "anon-
JNIEKCMYHOro yaapy", iwemii, rinokcii, 3ananeHHs Ta
iH(beKUiHUX npoueciB, MOXyTb OyTW NOpyLUEHHS
nisHaBanbHOI 34aTHOCTI, SKi, K HACMIAOK, MOXYTb
nikyBaTUCb 3a LM BUHAxX040M.

Po3nagwn, siki MOXyTb NikyBaTUCb aHTaroHictamu
5-HTs, € BigOMMMM Ha Len Yac BigNoBiAHO A0 po3-
pobrneHnx Ta NPURHATHUX Knacudikauin; ui knacu-
ikaLii MoXHa 3HaMTK y pi3HMX mxepenax. 3apas,
Hanpuknag, y vyeTBepTomy BuaaHHi "lopagHuka 3i
CTaTUCTUKM Ta [iarHOCTUKM NCUXIaTPUYHUX Mopy-
weHb" (Diagnostic Ta Statistical Manual of Mental
Disorders (DSM-IV™)) (1994, American Psychiatric
Association, Washington, D.C.) HagatoTbcs giarHoc-
TWUYHI cnocobu Ans ineHTugikyBaHHSA GaraTbox po3-
nagis, onuc SKMX y HboMy HaBoguTbcs. Kpim Toro,
MixHapogHa Knacudpikauis XBopob, gecdate neper-
naHyte BupaHHg, (ICD-10), Hapae knacudikauito
OaraTbOX po3nagiB, ONUC SKUX Y Hii HAaBOAMTLCS.
HocsigyeHoMy dhaxiBLlO 3pO3yMIino, WO ICHYKOTb
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anbTepHaTMBHI HOMEHKNATypu, HO30soril Ta Knacu-
dikaLinHi cuctemn posnagis, ONUC SKUX HABOAWUTb-
Csl, Yy TOMY YUCNi TUX, XapaKTEepUCTUKN SKUX Y LN
ranysi He € TOMHO BM3HAYE€HUMW, a TaKOX TUX, OMNUC
AKUX HaBoauTbes Yy DMS-IV Ta ICD-10, i wo Tepmi-
Homoria Ta KnacudikauiHi cucTemMmn po3BMBaOTLCS
Ta 3MIHIOITBCA pPa3oM i3 PO3BUTKOM MEAMYHOI Hay-
K.

3a ogHUM i3 BapiaHTiB BTINEHHS LeW BUHaxig
Hagae crnocobu nikyBaHHSA posnagis, ki Bubupa-
I0TbCS i3 rpynn, WO BKMOYae: po3nag nisHaBanbHOI
30aTHOCTI, NOB'A3aHUN i3 BIKOM, HE3HAYHE MOpYLUEH-
HA ni3HaBarnbHOI 30aTHOCTI, AenpecuBHi po3nagu (y
TOMY 4uCni  [enpecito, MaHilo, MaHiakanbHO-
OenpecuBHi NcMxo3u), Ncuxosu (3okpema, Lwn3od-
peHilo), po3nagu, WO CYNpPOBOMXYHTHCA TPUBOTOH
(y ToMy uncni, 30kpema, reHepanisoBaHuii posnag,
IO CYNpOBOAXYETbLCA TPUBOrOK, po3rnag, WO Cy-
NPOBOOXKYETLCA MaHiYHMM CTpaxoM Ta 0OCecuBHO-
KOMNyNbCUMBHUIA po3nag), igionatuyHy xsopoby [a-
pkiHCOHa Ta xBOpoOy lMapkiHCOHa, BUKNMKaHY nikap-
CbkuMK 3acobamu, eninencito, KOHBYIbCIi, MirpeHb (y
TOMY YMCHi MyNbCYHOYUA TONOBHUIA Binb), CUHAPOM
CTPUMYBaHHS Bi MPUAHATTA HAapPKOTUYHMX PEYOBUH
(y ToMy umcni Takmx peqyoBWH, SIK oniaTu, HiKOTWH,
TIOTIOHOBI BUpOOM, ankoronb, 6eH3oaia3eniHun, Koka-
iH, cegaTuBHI 3acobu, cHoAiliHi 3acobu ToLo), pos-
nagn cHy (y Tomy uuicni Hapkonenciio), gediuut
yBaru/CMHAPOM rinepakTUBHOCTI, po3nagn NoBeAiH-
KW, po3nagu 34aTHOCTI 40 HaB4YaHHSA, cnaboymcTBO
(y Tomy umcni xsopoby AnbLrenmepa Ta cnaboymc-
TBO, BuknukaHe CHIO'om), xopeto eHTUHITOHA, Mno-
PYLUEHHS Mi3HaBanbHOI 34aTHOCTI YHacniAoOK PeKOoH-
CTPYKTUBHOI apTepianbHoi xipyprii Ta
TpaHcnnaHTauii, iHCcynbT, UepebpanbHy iwemito,
MOLUKOZXEHHSI CMMHHOIMO MO3KY, MOLUKOMKEHHS TO-
FMIOBHOrO MO3KY, NepuHaTarnbHy FiNOKCEMIito, 3YMUHKY
cepus Ta rinornikeMiyHe MNOLLKOAXEHHS HEepBOBUX
KNiTUH, cnaboyMCTBO YHacnigoK CYOAWHHMX 3axBo-
ptoBaHb, norniiHdapkTHe crnaboymcTBo, GiYHuA amio-
TPpOooiYHMI CKNMEepo3 Ta pPO3CIHUA CKNepos, Lo
BKIOYAIOTh: BBEAEHHS NaLieHTY, SKUIA LUbOro notpe-
Oye, edheKkTMBHOI KinbkocTi cnonyku dopmynu | abo
dopmynu Il. TobTo Len BuHaxig Hapae cnocib 3a-
cTocyBaHHsa cronykn dopmynu | Ta popmynu 1l abo
IXHBOI (hbapMaUEeBTUYHOI KOMMO3WLii ANA NiKyBaHHS
pos3nagis, NoB'A3aHuMX i3 peuentopom 5-HTe.

BusHaeTbcA, WO TepMiHn "nikyBaHHA" Ta "niky-
BaTW" 03HayalTb NOMIMNWEHHS NOPYLUEeHHs Mi3HaBa-
NbHOI 34aTHOCTI, MOB'A3aHOM0 3 KOXHUM i3 po3nagis,
noB'si3aHux i3 peuentopomMm 5-HTg, onuc siknx Haeo-
anTbes. BusHaeTbesa Takox, WO AocsigyeHun daxi-
BeLlb MOXe BMMMHYTU Ha PO3Mnagu LUMSXoM NikyBaH-
H nauieHTa, yxXe ypaxeHoro posnagamu abo
LUASXOM  NPOINakTUYHOro nikyBaHHSA nauieHTa,
AKUA, SIK rafaloTb, € CIPURHATIIMBAM 00 Takux pos-
nagis, eeKTUBHO KifbKiCTIO cnonyku dopmynu |.
TakMMm 4mHOM, TepMiHW "nikyBaHHSa" Ta "nikyBatn"
03Ha4aloTb YCi NpPoLEecK, HACmiaAKoOM SIKMX Moxe ByTu
YMOBINbHEHHS, NEPEPUBAHHS, KOHTPOSOBAHHSI, TUM-
yacoBe abo NOBHE MPUMNMHEHHS NPOrpecyBaHHs
po3nagis, ONnuc SIKMX HAaBOAUTbLCH, O4HaK He 0DOoB'a-
3KOBO O3HayaloTb MOBHY JiKBigALiO YCiX CUMNTOMIB,
i 03HaYalOTb TaKOX NPOINaKTUYHE MiKyBaHHSA Takux
pos3nagis. Hanpuknag, uen BWHaxig KOHKPETHO
BKIMOYaE MiKyBaHHA MOpYyLleHb Ni3HaBanbHOI 34aT-
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HOCTI, MOB'A3aHUX 3 LUM3OdPEHIEID, IHCYNBTOM, XBO-
poboto Anbureimepa Ta iHWKUX po3nagiB, ski onu-
CytoTbCs. Taknum YMHOM, 3pO3yMino, WO Len BUHaxig
BKIIOYaE Crnocobu JOoMOoMIKHOrO mikyBaHHsi poana-
Ais, AKi onucytoTbes. 3okpema, crnonyku dopmynu |
abo copmynu Il € npuaaTHMMK NS niKkyBaHHA po3-
nagie nisHaBarnbHOI 34aTHOCTI Y kKOMGiHauji 3 pi3HO-
MaHITHUMWU TepaneBTUYHMMMU 3acobamu, 30Kpema, y
KoMbiHaLii 3 noTeHuiloBanbHUMKN 3acobamun ageHi-
NOBOI KMCMOTKU; 3 TUNOBUMW Ta aTUMOBUMMU aHTUMNCK-
XOTUYHMMMK 3acobamu, y TOMy YMChi onaH3aniHoMm; 3
pi3HOMaHITHUMM areHTamu, Hanpuknag, aroHictamu
peuenTopa rnyTamMiHOBOI KUCMOTW, aroHictamu N-
meTun-D-acnapTtary, iHribiTopamu iHTepnevikiHie 1-6
TOWO; 3 XOmMiHepriYyHMMM 3acobamu, y TOMy 4uchi
iHribiTopamun xoniHectepasu, Hanpuknag, TakKpUHOM
Ta [OHEene3wrnoM, Ta Croflykamu, siki MPUrHiYyoTb
npouecyBaHHs aminoigHoro 6inka, y Tomy u4uchi
iHriGiTopamn npouecyBaHHA NOMEpPeHUKIB aminoia-
Horo 6inka Ta aHTUTIN, CNpsIMOBaHMX NPOTW aminoi-
OHWX GinkiB; 3 aHTugenpecaHTamu, y TOMY 4UCHi
CeneKkTUBHMMK iHribiTopamn peabcopOuii cepoToHi-
HY; Ta 3 aHKcioniTMYHMMKM 3acobamu Towo. MagatoThb,
Lo BULIe3ragaHi KoMOiHaUii € cMHepriyHo BUrigHW-
MW, OCKiNbkn 3abe3nevyloTb ePeKTUBHICTb Y 403aX,
AKi CTAHOBNATb NMLIE HEBENUKY YacTWHY 03, Lo
Oynn 6 noTpiGHMMK ANst OOCArHEHHSA Takoro came
edeKTy 3 OKpEMUMM KOMMOHEHTaMMU.

TepMiH "nauieHT", AKUA BMKOPWUCTaHO Yy LbOMY
ONUCi, 03Ha4Yae TEMNJIOKPOBHY TBapWHY, Hanpuknag,
CCaBLsl, YpaXXeHoro ogHnMm abo Jdekinbkoma posna-
Aamu, nos'a3aHumMKM 3 peuentopoM 5-HTes. 3posymi-
1o, Wo npvknagamu TBapwH, siKi BXoAATb A0 obcary
3HAYEHHS! LIbOro TEPMIHY, € MOPCbKi CBMHKM, cobaku,
KiLLKM, Nauoku, MWL, KOHi, Benuka poraTta xynoba,
BiBLi, CBUHI Ta Ntoaun.

TepmiH "edekTMBHa KinbKicTb" cnonyku dopmy-
nm | Ta dopmynu Il, AkuiA BUKOPUCTAHO Yy LibOMY
OnuCi, 03Ha4ae KinbKicTb, TOGTO [03Y, sika € edek-
TUBHOIO Y NMiKyBaHHi po3ragis, sKi ONUCYHOTLCS.

EdekTBHaA KiNbKICTb MOXe nerko BM3HavaTuCb
LWTaTHUM NikapeM nikapHi, K daxisuem y Uin ranysi,
3a OOMOMOrow TpaauUiMHUX METOAIB Ta LUMSIXOM
CMOCTEPEXEHHS pe3ynbTarTiB, ski 6ynu ogepxaHi 3a
aHanoriyHnx obctasuH. [Npu BU3Ha4YeHHi edekTuB-
HOi KiMbKOCTi [03n cnonyku cdopmynu | wratHUi
nikap nikapHi NnpuuMae Ao yearu uinun psg dakTto-
piB, y TOMy uucni, ane 6e3 oOMEXEeHHS: Crnonyky
dopmynu | abo copmynu |l fo BBeaeHHS; ogHovac-
He BBELEHHS iHLWMX MikapcbkmMx 3acobiB, y pasi ix
3acToCyBaHHS; BUA CCaBLsi; MOro po3mip, Bik Ta 3a-
ranbHWM CTaH 340pOB'S; KOHKPETHWWA 3anydeHun
posnag; CTyniHb 3anyyYeHHss abo TAXKICTb po3naay;
peakLilo KOHKPETHOro naudieHta; cnocié BBeOeHHS;
XapakTepucTuku 6iogoCTynHOCTI BBeAEHOro npena-
paty; BubpaHy cxemy npuiMaHHs JNikapCbKOro 3aco-
Oy; 3aCTOCYBaHHS iHLLIMX NiKapCbkUx Tepanin; Ta iHLwi
BiANoOBiAHI 0OCTaBUHN.

EdektnBHa kinbkicTb cnonyku copmynu | Ta
dopmynn 1l, K OYiKyeTbCA, KONMBAETLCA Y MexXax
Big NnpubnnsHo 0,1 minirpamy Ha kinorpam macw Tina
Ha poby (Mr/kr Ha-poby) oo npmbnusHo 100Mr/kr Ha
0o0y. KinbkocTi, sKMM BigaaeTbCca nepesara, MOXyTb
BM3Ha4YaTUChL (haxiBueM Y Uin ranysi.

Pagy poanapgis 4o nikyBaHHSA 3a UMM BWHaXxo-
AOM BiggaeTbcst ocobnuea nepesara.
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3a BapiaHTOM BTINEHHSA, SKOMY BiOAa€TbCA Ne-
peBara, Lel BuHaxig Hagae crnoci® nikyBaHHs po3-
napgiB nisHaBanbHOI 34aTHOCTI, LLO BKIHOYaE BBe-
[OEHHS nauieHTy, k1 Uboro notpebye, edpekTnBHOI
KinbKOCTI crnonykun doopmynu .

3a iHWWMM BapiaHTOM BTINEHHH, SKOMYy Bigaa-
€TbCA NepeBara, Uew BUHaxig Hagae cnocib niky-
BaHHSA XBOpoOM Anburenimepa, WO BKMYae BBe-
OEHHS nauieHTy, Skui Lporo notpebye, edekTUBHOI
KinbKOCTI crnonyku doopmynu |.

3a BapiaHTOM BTIMNEHHS, AKOMY Big4aeTbCsa ne-
peBara, uUeV BuHaxig Hagae cnocib nikyBaHHA LWun-
30(ppeHii, WO BKNIOYAE BBEOEHHS MaUiEHTY, AKUN
LUboro noTpebye, edEKTUBHOI KiNbKOCTI CMOMyKM
dopmymnu I.

Y 4yeTBepToMy BuaaHHi "lMopagHuka 3i ctaTuc-
TUKA Ta [iarHoCTUKU MCUXiaTPUYHUX MNOpYyLUEHB"
(DSM-IV™)) [1994, American Psychiatric
Association, Washington, D.C.] HagatoTbcs giarHoc-
TUYHI cnocobu Ans ineHTUdikyBaHHs Wn3odpeHii Ta
cropigHeHux posnagiB, Yci 3 SKMX, K NpuUnyckaeTb-
Cs1, KOHKPETHO BKNOYaTbCA A0 obcAary upboro BuHa-
xoay.

3a BapiaHTOM BTINEHHSA, SKOMY BiOAA€ETLCA Ne-
peBara, uen BuHaxig Hagae cnocib nikyBaHHs Mirpe-
Hi, WO BKMOYae BBEAEHHS NAUIEHTY, SKUW LbOro
notpebye, edpeKTUBHOI KiNbKOCTi cnonyku dopmynm |
abo copmynu Il, abo ii dhapmaueBTUYHOT KOMNO3K-
Lii.

Y ogHOMy 3 OOCTYMHUX Lxepen AiarHOCTUYHMX
cnoco6is, Dorland's Medical Dictionary [23rd Ed.,
1982, W.B. Saunders Company, Philidelphia, PA],
MirpeHb BU3Ha4YaeTbCa SIK CUMNTOMOKOMMIEKC nepi-
OLMYHOrO rofIoBHOrO 0orto, SIK MpaBumo, TMM4Yaco-
BOro Ta ogHOOGIYHOro, YacTo i3 ApaTiBMuMBICTIO, HYAO-
Tolo, OnioBaHHAM, 3akpenom abo piapeeto Ta
doTogobicto. TepmiH "MirpeHb", sIKUMA BUKOPUCTAHO
y UbOMY ONWCi, O3Ha4ae MepioANYHUIA TOMNOBHUN
Oinb, TMM4YacoBui Ta OAHOOIYHMIA, NOB'A3aHi 3 HUM
OpartiBnuBicTb, HyaoTy, OnoBaHHSA, 3anop abo gia-
peto, doTochobito Ta iHWI CcrnopigHeHi cMMnToMM.
[Hocsig4yeHomy paxiBLUlO 3pO3ymino, LWO IiCHYIOTb
anbTepHaTUBHI HOMEHKNAaTypu, HO30soril Ta Knacu-
dikaLiHi CMCTEMU HEBPONOTIYHNX Ta NCUXIaTPUUHMX
po3naais, y TOMYy 4uCri MirpeHi, i Wwo ui cuctemm
pO3BMBAOTLCA Ta 3MIHIOIOTLCSH Pa30M i3 PO3BUTKOM
MEONYHOT HayKW.

3a BapiaHTOM BTIMEHHSA, SKOMY BiOAa€TLCA Ne-
peBara, Len BMHaxia4 Hagae cnoci® nikyBaHHsS po3-
najis, WO CynpOBOAXYKTbLCA TPUBOIOK, y TOMY YM-
cni, 30Kkpema, reHepanisoBaHoro poanagy, Lo
CYNpPOBOAXYETLCA TPWMBOrol, po3nagy, Lo cynpo-
BOMPKYETbCA MaHIYHMM CTpaxom Ta 0OCecuBHO-
KOMMNYNbCMBHOIO po3nay, WO BKMYaE BBEOEHHS
nauieHTy, Sk Luboro notpebye, ePeKkTUBHOI KinbKo-
CTi cnonyku coopmynu |.

Ha uen vac, 4yetBepTe BugaHHsa "lopagHuka 3si
CTaTUCTUKM Ta QJiarHOCTUKU MNCUMXiaTPUYHUX NOopy-
weHb" (DSM-IV™) [1994, American Psychiatric
Association, Washington, D.C.] Hagae giarHOCTU4YHi
cnocobu ans ineHTUdikyBaHHA po3nagis, Lo Cy-
NPOBOOXKYIOTLCS TPUBOIOH), | CNOPIAHEHMX po3naais.
[o Hux HanexaTb: po3naf, Lo CynpOBOOAXKYETLCA
naHiyHMM cTpaxom 3/6e3 aropadobii, aropadobis
0e3 poanagy, Wo CynpoBOAXKYETLCA NaHIYHUM CTpa-
XOM, crneuudivHa ¢obis, couianbHa ¢obis, obcecu-
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BHO-KOMMYNbCUBHUIA po3nag, po3nag, noB'a3aHum i3
NnocTTpaBMaTUYHNM CTPECOM, po3nag, Nnos'a3aHun 3
rocTpum CTPECcOM, reHepani3oBaHui poanaj, Lo
CYNpPOBOAXYETLCA TPMBOrOK, po3napj, Lo CyrnpoBo-
OXKYETbCA TPUBOMOK YHacCMifoK 3aranbHOro Meguy-
HOro CTaHy, po3nag, Lo CYNpOBOMKYETLCA CTPaxXoMm,
BUKITMKAHMM HapKOTUYHUMU peyoBMHAMM Ta po3nag,
L0 CYNPOBOKYETBCA CTPaxXOM HEBM3HAYEHOro no-
XOOKeHHs. TepMiH "TpuBora", sikKMN BUKOPUCTAHO Y
LbOMY OMMCi, BKNIOYaE MiKyBaHHS TUX po3nagis, WO
CYNpPOBOXYTHCA TPUBOrOK Ta CMOPIAHEHUX PpO3-
napis, KOHKPETHUI onuc skMx HasedeHo y DSM-IV i
TepmiH "TpuBora" os3Hayae nofibHi posnagu, sKi
OMUCYITBCA Y IHWNX AiarHOCTUYHNX AXepernax.

[nsa po3nagis, onuc skMx HaBoauTbCs, Oyno Ha-
BELEHO OMuC psay NepemkmiHiYHMX TBapUHHUX MO-
aenen.

Mpuknag B

Mapagmrma nepensiky, NiacCMNeHoro CTpaxom

Mautokn-camui  niHii  Sprague-Dawley macoto
325-400r Oynu 3akynneHi Big ipmu Harlan
Sprague-Dawley, Inc. (Cumberland, IHgiaHa); TBa-
PUHM nepen NpoBeAEHHAM BMNPoOyBaHb oAepxanu
TWXKHEBUI aknimaTusauinHun nepiog. Nautokis pos-
MICTUNN Yy OKpPEeMWX KriTkax BiBapito 3 KOPMOM Ta
Bogoto ad libitum 3 12-roguHHUM LIMKITIOM OCBITNEH-
HSI/TEMPSIBU; OCBITNEHHSA BKMovanu y nepiog 3 6:00
paHky go 18:00 Beuopa. Cnonyka [Mpuknagy 16
BXoAWna Ao cknagy cycnelsii, wo Bkmwoyana 5%
etaHony, 0,5% kap6okcumetunuentonosu, 0,5%
TBiH-80 Ta 99% BOAMW. PO3unH 2S-2-amiHo-2-(1S,2S-
2-kapbokcuuumknonponaH-1-in)-3-(kcaHT-9-
in)NpomnioHOBOI KUCNOTK roTyBanu y CTEpUrbHIi BO-
Ai. KoHTponbHi nautokn opepxyBanu npugaTHun
HOCIN.

BunpobyBaHHs 3a napagurmoro nepensiky, nia-
CUIMEHOro CTpaxoMm, 34iNCHI0Banu BNPOAOBX TPbOX
NoCnigOBHMX AHIB. YCi TpU OHi po3novvMHanuce i3 5-
XBUMWHHOrO ajanTauiiHoro nepiogy nepeg nodat-
KOM BMNpobyBaHb. Y nepwuvin AeHb (BUXiAHUIA piBEHb
nepensiky) nicna aganTauiiHoro nepiogy TBapuHa
nigoaeTbca TpUAUSTU BUNPOGYBaHHAM i3 YyTHUM
wymom (120aB6). CepegHs amnnityaa nepensiky
(Vmax) BUKOPUCTOBYETLCA ANs1 po3noAiny TBapuH Ha
rpynu 3 noaibHumn cepepHiMu nokasHMkamu nepeg,
PO3MOYMHAHHAM KOHOUUIOHYBaHHA. [pyrui  AeHb
Oyno BUTpa4YeHO Ha KOHAWLiIOHYBaHHA TBapuH. Kox-
Ha TBapuHa opfepxyBana enekTpowok (0,5mA,
500mcek) nmicnsi 5-cekyHOHOI 30poBOi AeMOHCTpaLi
CBiTNa, SiKke He BWKNOYanW BNPOJOBX HAHECEHHSA
eneKkTpoLloKy. 3aincHIoBanuM AecAaTb 30pOoBMX Ae-
MOHCTpaUin cBiTNa i OOUH enekTpoLwoK. Ha TpeTin
OeHb NPOBOAUTBLCA EeKCnepuMeHTanbHe BUNpPoOy-
BaHHSA i3 BBEAEHHsIM Iikapcbkoro 3acoby nepen
BMNpobyBaHHAM. Yepe3 24rog nicns KOHAWLiOHY-
BaHHSA MPOBOAATbL Cepilo BUNPOOyBaHb 3 eKcrnepu-
MeHTanbHUM nonoxaHHaM. Ha noyatky cepii Bunpo-
OyBaHb TBapuH nigaawTb [AEeCATbOM  3BYKOBUM
nonoxaHHsim (120a0B) 6e3 30poBoi  gemoHcTpauii
ceiTna. Micnsa uboro 3gincHioTb 20-pasoBe 4OBINb-
He BMNpoOyBaHHA nuwe wymom i 20-pa3oBe AO0BI-
NbHe BUNPOOYBaHHA LUYMOM, SIKOMY Nepeaye 30po-
Ba JEMOHCTpaLis cBiTra. 3a BUKIIOYEHHAM NepLUnX
10 BuMnNpoOyBaHb, aMnniTyan peakuii nepensky ans
BMNPOGYBaHb KOXHOMO TUMY YCEPEAHIOTb AN KOX-
HOI TBapwHW. [daHi NpeacTaBneHi 9K PisHULUA MK
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BMNPOOYBaHHAMKU TWUMy CBITNO+WYM i nuwe LwyMm.
PisHuui amnniTyg peakuii nonoxaHHA aHanisysanm
3a [ONOMOrok CTaTUCTUMYHOI nporpamm Jmp 3 oa-
HOPaKTOpPHUM AucnepcinHuMm aHanisom (t-kpurepin
CTtbtogeHTa). [pynosi pisHuLi po3rnsgannce K 3Ha-
yywi npu p<0,05.

Mopenb nabipuHTy 3 pagianbHUMK Bigrany>eH-
HSIMWU MOX€E BUWKOPWUCTOBYBATUCb SIK MOZEMb Mi3Ha-
BanbHOI 34aTHOCTI i 3acToCOBYBaTUCb ANS OLUIHKK
CMoryK 3a LM BUHaxo4oM.

Mpuknag C

NabipvHT i3 pagianbHUMKM BigranyXeHHaIMm

[nsa BuBYEHHS edpekTy nikapcbknx 3acobiB Ha
peTeHLil0 BUKOPWUCTOBYBaNM peakLuilo ynoBiNbHEHOI
HEBIOMNOBIOHOCTI €KCNepuUMEHTarlbHOMY 3aBAaHHI0
[Myccinen P. (Pussinen R.) Ta Cipsio Ox. (Sirvio J.)
J of Psychopharm 13: 171-179(1999); Ctobni VY.
(Staubli U.) Ta iHwi, Proc Natl Acad Sd 91: 777-
781(1994)] y nabipuHTi 3 BicbMOMa pajianbHUMu
BiArany>XeHHAMu.

[obpe HaBYeHi nauloku Manu MOXIUBICTb oae-
p>XaHHS KOPMOBOI BUHAropoAmn 3 YOTUPbOX OOBIMbHO
BMOpaHux BigranyxeHb nabipuHTy (da3a Bigbopy
3paskiB). Yepes geskuin yac nepea nauiokamu 3'se-
UNocb BICIM BIOKPUTUX BiAranyxeHb; nepesipanu
30aTHICTb MaulokiB 3anam'aToByBaTM Ta YHMKATK
BigranyxeHb, 4O SIKMX BOHW 3axXOAWNMW paHilie Ansi
ofepxaHHs kopmy. MNoBTOpHE MPOHUKHEHHA A0 Bif-
ranyxeHHs, ske mano npuHagy nig vac cepii Big6o-
py 3paskiB, 3apaxoByBanu sik KOHTPOMbHY MOMWIIKY,
y TOW 4ac SK MPOHMKHEHHS OO TOro came Bigrany-
eHHs Binblue ogHOro pasy BMpoOAOBX cepii BUNpPO-
OyBaHb peTeHUii 3apaxoByBanu sk pobody NOMUIIKY.
3aranbHa (KOHTPOMbHi+PO6OYI) KiNbKiCTb MOMWMOK,
3pobneHnx nig 4ac BMNpoGyBaHHA Ha peTeHLito,
3pocTana 3i 36iMbleHHsAM nepioaie BiacTpodku. Ha-
npvknag, monogi nautku-camui pobunu 0,66 (+0,4)
NoMWUNKM y pasi 1-xBUNUHHOI BigcTpoyku, 2 (+0,5)
NMOMUIKM y pasi OOHOrOAMHHOI BigCTpodkn i 3,95
(+0,2) nomunkn y pasi ceMnaeHHoI BiCTPOYKN (cro-
cTepexeHHs Liei nabopaTtopii).

Mautokun-camui ninii Sprague-Dawley yTpumyBa-
NNCb Yy OKpPeMuX KniTkax i3 12roa UMKIOM OCBITIEH-
HA-TEMPSIBX (CBITNO BKMYanu o 6rog padky). lNMa-
LIIOKM Manu BinbHWI AOCTYN A0 BOAM i iXHS mMaca, 3a
[OMOMOrol0  JOAaTKOBOrO  XapyyBaHHS  KOPMOM
Purina Lab Chow, nigtpumyBanacb Ha piBHi 85%
Macu y pasi BiflbHOTO CMOXMBaHHSA DXi.

CnovaTky navloKiB HaBYMNU PO3LUYKYBaTW KOPM
Y KiHUi KOXXHOro 3 BOCbMW BigranyxeHb. [licna Toro
SIK NaLoKn OOoCArnum KpuTepito He Binblie 3a ABi no-
MUIKK (TOGTO NPOHWKHEHHSI A0 OOHOrO i TOro came
BigranyxeHHsa Ginblue ogHOro pasy BMPOAOBX cepii
eKCrNepuMEHTIB) BNPOAOBX TPbOX MOCIiAOBHUX AHIB,
MK BMOOpPOM 4eTBEepTOro Ta M'ATOro BigranyxeHb
BBOAWIMM OJHOXBUITMHHY BiACTPOYKY. 3aBOsku LbO-
My TpeHyBaHHI0O 6yno 3abe3neveHe MoOBHE O3HaMNO-
MITEHHS MaLoKiB i3 MpoueaypHMMKU acrnektamu 3a-
BAaHHA nepen BBeAEHHSM OyAb-SIKOrO NikapCbKoro
3acoby. Micns Toro sik gobunmcb cTabinbHOro BMKO-
HaHHS 3aBAaHHs 3 BiACTPOYKOK (TOGTO BNPOAOBXK
TPbOX NOCHIAOBHUX AHIB Nautoku pobunu He Ginblue
O[HIiET MOMMIIKK), pO3MoYany NpPoBeAeHHs1 BUNPoby-
BaHb i3 BBEAEHHS NiKapCbKkMx 3acobiB Ta HOCIiB i3
CEMUIOAMHHOI BiACTPOYKOK. MpuHagy KOXHOro oHS
ONS KOXHOro navtoka po3millanu y HOBOMy Habopi
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BigranyxeHb; nabipuHT nig Yac BiACTPOYKM peTenb-
HO oumLLanu.

Mig yac cepii ekcnepuMmeHTiB i3 Binbopom 3pas-
KiB, KOXXHOro navtoka BMilllyBanu Ha LeHTpanbHin
nnatdopmi i3 3akpuTuMu ycima BicbMOMa Bigrany-
XEHHAMU NabipuHTy. Y 4OTMPbLOX OOBINBLHO BMOpa-
HUX Bigrany>xeHHsix Kranu KopMm-npvHagy. [isepusita
Bigrany>xeHb i3 KOpMOM nigHiManu i nauoK MaBs N'aTb
XBUNWH Ans Toro, wob ogepxaTu KOPM Y KiHLi KOX-
HOro 3 YOTUPLOX BigranyxeHb. [licna Toro Ak nawrok
ofepXXyBaB KOpM, MOro BMAAnsnu, BBOAWMW HOCIN
abo cnonyku y pisHuXx gosax, i noBepTtany Hasag oo
noro knitkn. Yepes 7rop (cepis ekcnepumeHTiB Ha
peTeHLil0) nautoka 3HOBY BMiLLyBanu Ha LeHTpanb-
Hy nnatdopmy i3 3aKpUTUM JOCTYNOM [0 YCiX BOCb-
MU BigranyxeHb. Kopm-npuHagy 3HOBY BMilLyBanu
00 TUX YOTMPbOX BiAranyXeHb, Y SKUX BiH 3HaxXoau-
BCA Nif 4ac nNpoBedeHHsi cepii eKCnepuMEHTIB i3
BiaGopom 3pa3kiB i ABepusiTa yCiXx BOCbMM Bigrany-
XeHb nigHimanu. Mautok maB 5xB Ha Te, W06 gobpa-
TUCb A0 LMX YOTUPLOX LUMAaTKIB KOPMY. MNPOHUKHEH-
HA 00 BigranyXeHHsl, sike He Mano npuHagu abo
NMOBTOPHE MPOHUKHEHHSI OO0 BiAranyXeHHs, y KoMy
nauoKk Bxe nobyBaB, 3apaxoByBanu SIK MOMWIIKY.
CratnctuyHy 3Havyulicte (p<0,05) Bu3Havanu wns-
XOM AWCMEpPCIiHOro aHanisy 3 MOBTOPHUM BU3Ha-
YEHHsIM, 3 MoAdarnblUMM BU3HAYEHHSIM KPUTEPItO
[aHHeTa Ansa NOpPIBHAHHA 3 pe3ynbTaTaMu KOHTPO-
NbHUX TBapUH.

[N NOpiBHAHHA eKCNepuMeHTarnbHUX Cronyk 3i
CTaHOApPTHMMM, CKOMONamMiH Ta TakKpUH BBOAWMM
nigWwKipHo HerarHo nicna a3 BigGopy 3paskis.
EdbekT ckononaminy, BinoMoro 3acofy, Lo BUKINKaE
BTpaTy nam'dti, nepeBipsnu nicns TPUOEHHOI Bia-
CTPOYKM, Yy TOW 4Yac sik edpekT TaKpuHy, iHribiTopy
XoniHecTepasu, SIKUiA BUKOPUCTOBYHOTb MpW MiKyBaH-
Hi xBOpoby Anburenvepa, nepesipsnu nicns wecTtu-
roguHHoi BigcTpoykn. CkononamiH nikeBigysaB peTte-
HUi0 nicns TPUrOAMHHOT BiACTPOYKN [00303aNEXHNM
YMHOM. TakpuH 3HAYHO MoninwysasB peTeHUilo nicns
LecTUroguHHoi  BiacTpodkn y posi 10mr/kr, a He
3mr/kr.

Mpwuknag D

36VpaHHs i HakoMUYeHHS gaHux v nabipuHTi 3 8
pagianbHUMK Bigrany>XeHHaImMu

MpumiTHOIO XapakTepHol 0cobnuBiCTIO CuMM-
TOMaTonorii No4aTkoBOi cTafii xBopobu Anburen-
Mepa (AD) € BupaxeHe NOpYLUEHHS OeKrnapaTUBHOI
nam'ati [P.B. Mapke (R.W. Parks), P.®. 3ek (R.F.
Zee), P.C. VYincon (R.S. Wilson) (penaktopw),
Neuropsychology of Alzheimer's disease ma other
dementias. NY: Oxford University Press ctop.3-80
(21993)].

Y pasi nporpecyBaHHA XBOpPOOW, TSXKKO MOPY-
LYIOTbCA TaKoX iHWIi obnacTi nisHaBanbHOi 30aTHO-
cTi. [1o AiNAHOK rofoBHOro MO3KY, SiKi MOPYLUYHOTHCA
Ha Mo4YaTKOBI cTafii po3BUTKY XBOpoOM Anburen-
Mepa, HanexuTb FNoKamn, SKUA € KPUTUYHUM Hep-
BOBMM cybcTpaTtoM [Ans AeknapatuBHOI nam'siTi
[Yect M.Ox. (West M.J.), KoynmeH M.0. (Coleman
P.D.), ®nag AO.I. (Flood D.G.), TpoHko3o Ox.K.
(Troncoso J.C.) Differences in the pattern of
hippocampal neuronal loss in normal aging and
Alzheimer's disease. Lancet, 344: 769-772(1994)].
OpHvm i3 BunpoOyBaHb Ha MNOBeiHKY, fKe 4acTo
BUKOPWUCTOBYIOTb AN OLUiHKM PYHKUiT rinokamny Ha
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TBApPMHHUX MoZensix, € nabipuHT i3 8 pagianbHUMK
BigranyxenHamu [OntoH [O.C. (Olton D.S.) The
radial arm maze as a tool in behavioral
pharmacology. Physiology & Behavior, 40: 793-797
(1986)].

MowxkomkeHHa abo dapmakonoriyHa 6Grokapa
rinokamny nopyLwye BWKOHAHHA LIbOrO 3aBAaHHS.
Binblwe TOro, crapi TBapuHW, K NPaBWUMoO, BUKOHY-
I0Tb Ue 3aBgaHHA 3 nomwunkamu [Mopcont P.A.
(Porsolt R.D.), Py C. (Roux S.), BertctenH .l
(Wettstein J.G.) Animal models of dementia. Drug
Development Research, 35: 214-229(1995)].

Mig yac uporo BMNPOGYBaHHS Ha MPOCTOPOBE
HaBYaHHA Ta 3anamM'siTOBYBaHHSI, FONOAHOMO nawtoka
BMilLLlyBanu A0 LeHTpa nabipuHTy i 4O3BONANM Npo-
XOOAMTW NO NabipuHTY y noluyKkax KopMy, SKUA 3Ha-
XOOMBCS Ha KiHLi KOXHOro pO30iKHOrO Bigramny»xeH-
Hs1. Y uboMy BapiaHTi NabipMHTy navok HaB4aETLCA
cTpaTerii 3MiHHOro Burpally, y sikin BiaBigaHe Bigra-
NYXEHHA He 3aMiHIETLCA. Takum YMHOM, Hanedek-
TMBHILLOK MNOBEAIHKOK, MOB'A3aHOK 3 MOLUYKOM i
ficTaBaHHAM KOpMY, € O[HOpa3oBe BiABiQyBaHHS
KOXXHOro BigranyxeHHs. Lle BapiaHT nabipuHTy
TaKoX BKIMIOYEHO 0 YMOB MpPOLECIB 3aranbHOro Ha-
BYaHHS, OCKiNMbKX NabipuHT y nepLumin AeHb YOTUpU-
[OEHHOro EeKCnepuMeHTY € 30BCiM HeBiZoMuUM Ans
LbOro nawtoka.

Micna npubyTTa, nautokis-camuis niHii Sprague
Dawley® posMicTUNM y OKpeMWX KniTkax BiBapito 3
perynspHUM LIMKNOM OCBITNEHHSA i HajanuM MOXnu-
BICTb akniMaTu3yBaHHS BMNPOAOBX LOHanMeHw 4
OHiB nepefd BMNpobyBaHHAMKU. Macy KOXHOro nawo-
Ka 3MEeHLWWNM i BIPOOOBX €KCNEPUMEHTY NigTpumy-
Banu ii Ha 85% piBHi Big 3BuyariHoi. BignosigHy ma-
cy Tima niaTpumyBanu LWMASXOM  pauioHyBaHHSA
nabopaTopHOro Kopmy, BUXO4S4M 3 BiKy Ta LWOAEH-
HOro BU3HAYEHHS Macy Tina nautokis.

Cepito ekcnepMMeHTIB po3noYMHanu i3 BMiLLEeH-
HA OKPeMOoro nauka A0 LeHTpanbHOi YaCcTuHU na-
OipuHTY, nmicna 4oro yci ABepusaTa riNnbAOTUHHOIO
TMNy MigHiManw i3 3abe3neyeHHaM BinbHOrO AOCTYMy
0o Bcix AinaHok nabipuHTy. KopmoposgasanbHui
OyHKep 3HaxoOMBCA Ha KiHLi KOXXHOro 3 8 po3bikHMX
BigranyxeHb i y KOXHOMY KOpMOpO3aaBarbHOMY
OyHKepi 3Haxoaunack ogHa KOPMOBa Kyrbka. KoxHy
OEHHY Cepilo eKCnepuMeHTIiB 3akiHdyBanu nicns Bia-
BiAyBaHHS yCix 8 kopmoposaaBanbHmx GyHkepis abo
KON nautokm BubOMBanuchb i3 4acoBoro rpadgika
(15xB y 1 AeHb:5xB y 2-4 gHi). KinbkicTb NPOHWKHEHD
0o BigranyxeHb peectpyBanu. [lomunkamu 6ynu
NMOBTOPHI NMPOHWKHEHHSI A0 BiaranyxeHb abo HeBia-
BiAyBaHHSA BigranyxeHHs BMPOAOBX 4acy npoBe-
OeHHs cepii ekcnepumeHTiB. TBapuHy BUKMOYanu 3
[ocrigaxeHb, SIKWO BOHA He 3axoguna LWoHaiMeHLL
[0 OfHOro BigranyxeHHst y 1 geHb, 2 BigranyxeHb
Ha 2 geHb Ta WoHaMeHLW 4 BigranyxeHb Ha 3 Ta 4
OHi.

KoxHoro nauroka nceBgogoBiNbHO MpU3Havanu
0O rpynu, sika ofepXyBarna Hocili abo nikapcbKui
3acib, i BNpogoBX ekcnepMMeHTanbHoro nepiogy BiH
nigaaeBaBcs ofHakoBii 06pobui. Hocii cknapaecs 3
5% po34uHy apasifcbKoi Kamefi y CTepUnbHIA BOAI.
BrnopckyBaHHS 3picHOBanMCb nigwkipHo 3a  20-
30xB nepen KOXHOI OEHHOK Cepietd ekcrnepumeH-
TiB.

Mig Yac BMKOHaHHS LbOro 3aBAaHHsA 3i 36upaH-
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HS | HAKOMWYEHHsT JaHUX, TBApUHW, SIKUM BBOOUIU
HOCIi, He OeMOHCTpyBarnu NOCTINHOro 3HAYHOro Ha-
KOMWYEHHS AaHUX i3 BUBYEHHS NabipuvHTy, NopiBHSA-
HO 3 KiMbKICTIO MOMWIMOK, CKOEHMX Yy 1 AeHb. Mu
BCT@HOBWUMMK, WO edeKT CMomnyk, siki nonerwyTb
HAKOMWYEHHs1 OaHWX i3 BUBYEHHSA NabipuHTy, Yacto
CMOCTEpPIraeTbCs NULLE 3 YETBEPTOro AHS HaBYAHHSI.
Takum umMHOM, pesynbTaTu MpeacTaBnsnu coboto
MOBHY KiNbKiCTb MOMWUIMOK Ha 4 AeHb ANs YCixX ekcne-
PUMEHTanbHUX rpyn.
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